AL SV =
Ha npasax pykonucu

A

PAXMOHOB PAXMOH OXOHOBHY

PELMKJIH3ALHUS 2-AMHHO-1,34-THATHA30JI0OB
B CHHTE3E NOJIMAAEPHBIX TETEPOLIHKJINYECKHX COEUHEHHIT

AsTopedepar
JAMCCEPTALMM Ha COMCKAHME YUEHOH CTeNeHH
JZIOKTOpPAa XMMHUYECKHX HaykK

Crnemmansnocts: 1.4.3 — opraHmieckast XHMHA

Hayunblil KOHCYIbTAHT. NOKTOP
XHMHUECKHX HAYK, npodeccop
XomxnGaes IOnnow

Hyman6e-2023



PaGora srinonuena B naGopatopuu Xxumuu retepoumkmmueckux coemunennii FHY

. «Muctmmyt  xummu  mvenn BM.  Huxwmmna Haugmonamsmoit  axanemmt  mayx

Tamxuxncranay.
Hayunuiii
KOHCY/ILTANT!

OOKTOP XHMHYECKHMX Hayk, npodeccop, Bemyumit Hay4HBIi
coTpyanuk  nabopaTopHH  XHMMH  reTepOLMKIHYECKHX
coenurennit THY «Hucmutyt xummn umenn B.H. Hukutnna
HaumonansHoit akagemun Hayx TagkukncTaHay

Xoamubaes I0ag0w

Odununansusie DOKTOP XHMHUECKHX HAyK, NPOQECcOp, WiCH-KOPPECTIOHAGHT

OMMONHEHTHI: AH Pecniy6nnxkn BamxoprocraHa, axagemuk MexmyHaponsoit
akagemun o6pasopanns, 3acayxeHHbiil aesrens Hayxu PB
3norcknii Cemen Conomononns,

DOKTOp XHMHYECKHX Hayk, npodeccop, sasenyioweii kadenpoit
tapmauesTiueckoit Xxumi DenepansHOro rocymapcTBEHHOrO
OiomkeTHoro  o0pasoBaTesbHOrO  YUPEKACHHA  BbICIIEro
obpasosanns «Ilepmckas rocynapcraennas dapmauenTHueCKas
akanemus» Munncrepctsa  3apasooxpadenna  Poccmiickoit
Qenepauny 3amapaesa Tarsana Muxaiinosna,

NOKTOP XHMHYECKHX HAayk, mpodeccop, UNeH-KOPPECMOMAEHT
Poccuiickoii  axamemmn  EctecTmosHamms,  3aMecTuTeNs
nupextopa no Hayusoit paSore HMM  dapmaxonorss,
sapexytoulsit  naGopatopuell  CHHTE3a  NPOTHBOBMPYCHBIX
cpencts BonTMY Osepos Anexcanap Anexcanaposny !

Beaywasn Hayuno-uccnenosarensckuit Huctutyr Tamxukckoro

oprammiaums:  HAaUWMOHANBHOTO YHHBEPCHTETA

1 3amura cocromrea: «15» max 2023 ropma B 11:00 Ha 3acenanm OHCCEPTALHOHKOTO
cosera 73.1.002.03 mpu THY «Mucrmryr xummn wmenn B, Huxutima HAH

Tamkuxucrana» no anpecy: 734063, Pecnydnuxa Tanauxucran, r, dywante, ya. Alinn,

29972, E-mail: dissiovet@ikai.tj

C mucceprauneit MoxHO 03HaxoMuTLCS B GuGanoTexe 1 Ha cafite THY «HncmryT

xusitn imenn B.A. Huxurnna HAH Tagaxuxncranan www.chemistry.ij

Astopedepar pasocnan “ /4" Ol
Yuénniii cexperaps

IMCCEPTaUMOHHOIO COBeTa, // bt
K.X.H. S Hoposa M.T.

2023 r.

OBIIAS XAPAKTEPHCTHKA PAEOTBI

Axryansnocre paGorsi. Fintepec k xumin FCTCPOLMKIIHYECKNX COCAMHCHHIT
obwAcHaeTCH, nNpexae BCCro, TeM, YTO OHM ABAAIOTCH YAROGHBIMM OGBEXTAMIH s
H3YMCHUA B3AUMHOTO BAMANNA aTcMOB i rpynn. Kpose Toro, TETCPOUNKNEL N0 CBOCMY
SHAGCHMIO 32MMMAIOT OJHO M3 BETYIMX MECT CPCAN YKE W3IBECTHBIX GHOMOIHYCCKEH
AKTHBHBIX BCLUCCTB CHHTETHYECKON) H NPHPOIHOTO MPOHCXOKICHH.

C Toukm 3pemms 71eopeTHucckoii OPraHMYCCKOM XMMMH  AKTYAILHOCTE
Auccepraunonnoii paGotsl ofycnosniena TeMm, Wro B mocieEMe Fombl YCKOPCHHBIMH'
TEMNIaMH  pasBuBAIOTCA OGNacTH OpraMmveckoli XMMMM, CBR3AHHEIC C CO3AHMEM
H3Y4CHHEM CBOIICTB GMONOrHYECKI AKTHBHLIX BewlecTs i JICKapPCTBCHHBIX NPENapaToB.
OTH BONPOCK! B AHCCEpTaLOHHOIT paboTe paccMmarpuBaloTcs B riase 5.

Ob6bextoM mccnenosamma  Hactosmeit pabotsi BEiGpanst npoussonusic 6-(n-
6pou/ﬁonod)emm)uuunaao[2,l-b][‘.,3,4]‘manuasona u  7,8-puruapowmknonentanfd]-
[I,3,4}manua:ono[3,2-a]nupmumm-5(6u)—ona H HX KOHACHCHDOBAHHBIC aHANOIH,
KOTODHIC ~ HMCIOT ~ UIMPOKHME  CHHTCTHYECKHE BO3MOXKHOCTH, YTO  OTKphIBACT
NEPCNCKTHBHOCTE JICMONBIOBANMA HOBLIX NEKAPCTBCHHBLIX MpenapatoB. 3a mocae/mie
TOLE! MOABHIHCEL AAaHHBIC, CBHACTCALCTBYIOUIME O TOM, YTO npoussoanele  6-(n-
6pou/ﬁono¢cunn)uuunaao[2,l-b][],3.4}ruammona u  7,8-auruapownknonentan[d]-
[l,3,4]'rnanua30no[3,2-a]nupnunmm-5(6u)-oua obnanalor npoTHeoTYGepKyne3Hoii,
NPOTHBOOMYXONEBOH, NPOTHBOCYI(OPOKHOI, AHTHACMPCCCAHTHON, AHTHOKCHIAHTHOI,
PAIHOIAUNTHOI i AHTHIHCTAMMHNOI aKTHBHOCTHIO, BRiGop Takoro Hanpaenexus paboru
BHI3BAH  HEOOXOAMMOCTLIO JIONOMAHCHHA HMCIOUWIXCH B JMTEpaType  CBEACHMIL,
KaCAIONMXCA HCKOTOPLIX ACMEKTOB TCOPETHYCCKON OPraHHYecKoll XHMIH, BITIOYAIONINX
PCAKUMH HYKICOQHALHOTO M ONCKTPOGINBHOIO 3AMCWICHHS, B TOM HMCIC peaxuu
ATHAMHHUPOBAHMA B YCTIOBHAX Peakumi ManHuXa i auMnHpOBaHHA. : ol

TTepBItiHBIMH CKPHHHUHIOBBIMM MCTILITARMAMY NOKA3AHO, 4TO nponssoausic 6-(n-
Gpomermun)uminaso[2,1-5][1,3,4hnanmasona  u 7,8-aurnapounknonentan[dj[1,3,4]-
THanuasono[3,2-aJnupimuain-5(6H)-ona  Moryr npencrarasTs MHTEPEC, KaK npenapars!
¢ aHTHOaKTEpHANLHOI H NPOTHBOrPHOKOBOIN AKTHEHOCTHIO.

Ocofuiit  MHTEpeC MpPEACTABNAIOT  NATHUYICHHBIC FETCPOLMKNLL C  TpeMms.
rercpoatoMamy - 1,3,4-THanMA3ONkl, & TAKKE MX KOHACHCHPOBAHHLIC NPOMIBOMMLIC -
uMuaaso(2,1-6][1,3,4lrmamiasona u 1,3, 4-nazmasono[3,2-aloupussianna. dti
CocaMHCHMA  O6/AjAOT  WMPOKMM  CREKTPOM  (PMIMOMOTHYCCKON  AKTHBHOCTH:
aHanereTHyeckolf,  cocynopacumpsiomeil, npoTHBOONyXonesoil, GaxTepmiyIHoii,
OKA3LIBAUIOT  ycrnokaupalomiee ieiicrsue u  TA.  Onn  Mcnoas3yioTes,  xak
BhiCOKOIpexTiBHEE fo6aBEM K QHTOMATEpMAnaM, NPOABMMIOT  GYHIHUMANGIE,
WHCCKTHLMAHBIC M repOuiANLIC CEOiicTBa,

Hamune B cTpyKkType THAMI:A30710B HYKJICODIILHLIX LCHTPOB OTKPHIBACT IIHPOKHE
BO3MOKHOCTH MCIONLIOBAHMA ITHUX COCAMMCHHII B CHHTE3C HOBBIX MPOM3BOMMMBIX, B
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KOTOpBIX, B 3aBHCHMOCTH OT NPHPO/ILI ATAKYIOUIErO pearcHTa 1 ycnoBHit peakuui, LP:”:
HYKNCOGWILHOTO LCHTPA BHICTYNACT ATOM CEPHI MJGL e aTOM 230Ta reTcpouHKIIa,
TaKKe 062 ATOMA CTAHOBATCA PCAKUHOHHBIMI LICHTPAMIL.

Ile/1510 HACTORILENO HCCNESAOBAHUS ABNACTCA:

- paspa(ion(a‘ METONONOrMM  CHMHTE3a  MOAM(HUNPOBAHHBIX ¥
3AMECTHTENAMM  piaa n;iomno;mux 6-(n-6pouIﬁogoq:cnm)uuunaao[z,1-b][l, ,4]-
THAAHA30NA U 7,8—nurunpouuxnoncumn[d][l,3,4}ma,mazono[3,2-a]—nnpuuunnn—S-(6H)-
OHa;

paznHuHbIMK

« CHHTC3 HOBBIX COCIMHCHMI, AAIOWMX BOIMOKHOCTE NEPEXOANTL K IPPCKTHBHEIM
GHONOrMYECKH AKTUBHBIM BCLUCCTBAM; »

- PACHIMPEHHE ACCOPTHMENTA NONYNPOJAYKTOB TONKONO OPralMYeCKOro CHHTE3l,
XHMHYCCKHX DPEaKTHBOB M BCLICCTB, OONAnalomuX LCHHEIM KOMIUICKCOM NOMC3HBIX
CBOIICTB; o

- u3yucHMe 3aBHCHMOCTGH CBONCTB OT ¢OCTABa, CTPOCHNA, MNPHPOA

MCCTOMONOKEHMS 3AMCCTHTC/ICH B MOMCKYNC IETCPOLMKIOB, 'TO qpcnoqpcncnfer
11eneco06pa3HOCTh 1 HEOGXOMMMOCTE CHCTEMATHHECKIIO HCCIEHOBAHNA DPOH3BOMHBIX 2-
6pom-6-(n-6pomdennn)nmunasof2,1-5](1,3,4]ruanuasona, 2-6pom-6-(n-fionopennn)-
umiaaso[2,1-b)-[1,3,4lmaanazona 1] 2-R-7,8-purunpoumkionentan[d](1,3,4]-
THaguasono[3,2-alnupumunun-5(6H)-ona.

B X0/1¢ HCCNICIOBAHHA PCLIATHCH CIeAYIOIHE 3agatH: ¢

- B 3aBHCHMOCTH OT MPHPOb! HCXOAHBIX COCAMHCHMI BHIGPATH moaXoAAMKE ANA
GyHKUHOHANBHEIX [PYNN pearcHTs!; 0603HAYMTE OMPAHMHEHHSA W NPCHMYLIECTBA Toro
WIH HHOTO METOJA CHHTE3a C NPHMCHCHHCM MPOTHO3HPOBAHMA KOHCHHBIX NPOAYKTOR;
YHHOHUMPOBATE XMMHYCCKHE PEAKLIN IS OBLIMICHHA BBIXO/IA LE/CBLIX COCAMHCHAMIT I
YTIpOLUEHHs MHOTOCTAAINITHOTO CHHTC32; 5 -

- H3YYMTb CTPOEHHE 0OpasyiouUtXcs MOAHGHLIPOBAHHLIX NPOUIBOAHLIX 2-6pom-6-
(n-6pom/itonodemun)umunasof2,1-b)[1,3,4frmannazona ¥ BHUBHTL  YCNOBHMA  MX
oGpaszoBanns;

- ucenemosats  (YHKUMOHMPOBaHHE
umizgasof2,1-b){1,3,4}-ruanuasonos;

- BhipafoTath OOLIYIO MCTOAONOrHIO M KOHLEMUMIO LENEBOro CHHTC3a HOBBIX
momspuraumii 2-Gpom-6-(n-Gpom/itonodenin)umuaaso[2,1-6](1,3,4Jmanmasona u 2-R-

MOIH(OHLMPOBANHLIX  NPOH3BOAHBIX

7,8-murnapounsonenrald][1,3,4]rnanuazono[3,2-alnupumumun-5(6H)-ona Ha ocHone

XHMH4ECKH MOH(HUHpoBaHHBIX HMIAa30[2,1-b][1,3,4]-Tuaanasona u uuknonenTan(4,5-
d][1,3,4Jmannazono[3,2-ajmupumumua;
= M3BICKATh IyTH NPAKTHYCCKOTO NPHMEHCHHA NOTYHECHHBIX COCAMHCHMIA.

i

Hayunas wosmama. . - > L e e e _

Bricparie Meromom AMP-cniexrpockomun AlokazaHo, YTO peakuun 2-Gpom-, 2,5-
unGpou-6-(n-6pou/ﬂouo¢cnun)ummm[2,l-b][l,3,4]‘mannaaona H  2-Gpomo-7,8-
numnpouuxnonemau[dj[l,3,4h'uanua30no[3,2—a]nnpumumn-S(GH}ona C  3neKTpo-
QuabHBIMM M HykneodmIBHBIMK pearcHTaM npoTekaloT peruocnewHHUNO, YTO
TO3BONACT NONYHTS PAJ AMUHO- i CYNBOMANBIX NPOHIBOMHBIX C BHICOKIMS BLIXOZAMH, 2
TAKAKC HCCIICA0BAHBI XHMHYECKHE CROJiCTBa NIOITyHEeHHBIX CoeHHEH NI,

YcosepuiencTsoBans  MeTOaB! CHEHTe3a PAma mpou3BomHBIX 6-(n-Gpom/itono-
q)cuun)umuxaso[z,l-b][l,3,4huunaaonon TIPK MX B3AHMOACIHCTBIH C PARTHYHBIMKH MOHO-
H GuuykneopHALHLIMU pearenTaMu, ¥TO Mo3BOMINO TIONY4aTs LeNneBbie NPOaYKTH ¢
BbICOKHMI BEIXOAAMIL. .

Bnepssic Meronom UK- i SIMP 'H, "C-cnenpocxonun H B/IEMEHTHOTO aHamH3a.
AOKa3aHO, ¥TO NPH  AUMAHPOBAHWM N-((2-Gpou-6-(n—6pombemm)ununaso[2,1--‘
6](1,3,4Jmanuason-S-wi)merin)o inamina YKCYCHBIM QHTHAPHIOM BMECTO OXKMIACMOr0
UeNEBOTO  MpPOAYKTa - N-:mm-N-((Z-Gpou-G-(n-Gpouq:euml)nuuna:;o[z,l-b][l,3,4]-
THAIHA30M-5-HN)-MCTHI)aueTaMIL (A obpasyerca  3,10-aubpom-6-aTin-5-Memyun-6H--
[l,3,4]11|anuasono[2',3‘:2,3]mumuso[ci,S-c]Gemo-[e]-asenmr.

Metonom SIMP-cnextpockonuit °C, 'H w snementasivM ananmson BREpBBIC
UCCNICNIOBAHO  CTPOCHHE NPOAYKTOB  B3ammojelicTBiA 2-6pom-6-(n-Gpomdeniur)-
ummnasof2,1-b][1,3,4}rwannazona u 2-R-7,8-nuruapounxnonentald]-[1,3,4)-tnamuazono-
[3,2-a]nupumumun-S(6H)-ona u ux 2-amuno- i 2-CynbGUANPONIBOMHBIX € WIHPOKHM
KPYrOM JNeKTPOQIILHBIX It HYKICOPHNLHEIX pearcHToB.

Cunresuposans! u HACHTHQUUMPOBAHEI HECKONBKO JECATKOB FeTEPOLMKITHYCCKIX
COCAMHCHHH, palce He OnMMCAHHLIX B nuTepatype. Mo gamHBIM CKPHHHHNTA, CPE/IH BHOBL
CHHTCIHPOBAHHEIX COCIMHCHI BLIABNICHE! BEIICCTBA, KOTOPhlE NMPOABATIOT IHPOKHIt
cnekTp Guonoriueckoli akTHBHOCTH. RS

Beissneno, uro 2-R-NH-npomssommuie 6-(n-6pomdenin)nminasof2, 1-5)[1,3,4)--
THAZIA30NIOB JIErKO BCTYNAIOT B PCAKIHY ALBUTHPOBAHMS C YKCYCHBIM aHIHAPHIOM,

PaspaGorana merononorus cmirresa NONHPYHKUHORAIBHBIX MPOMIBOAHBIX 6-(rr-
Gpom/denmn)uminiaso[2,1-5][1,3,4Jruammazona ma ocwose AUMITHPOBAHHA AMHHOB,
OKHCIICHHA QNKIUITHO- W ANKHTTHOAIKININPOMIBOMHBIX 6-(n-Gpomdern)umunasol2, 1- -
6](1,3,4Jrnamazona, a Takke H3YHeHB! X Pu3HKO-XMMIUCCKHE CBONCTE,

Yeranopnens aHTHGaKTepHaNBHEIl ¥ NpoTHBOrpHOKOBLI MOTEHUHANL! in vitro
BO/UHBIX pacTBOpoB npou3Bosusd: 6-(n-6pompenin)ummunaso[2,1-5][1,3,4Jruaanazona » -
OTHOLICHIH CICAYIOWMX TeCT-KYIBTYP: Staphilococcus aureus (ATCC6538), Esherichia
colli (ATCC 11229), Candida albizans (ATCC 10231). 5

-TIpakTuyeckas 3nauumocTs. PaspaGorams: HOBME METOmMKH CHHTe3a 6-(n-
6pom/lionodennn)uminasof2, [-5][1,3,4}mammazona  n 7,8-nurnapounknoneqran(d]-
(1,3,4]-uanmazono[3,2-aJnupumuaun-5(6H)-ona ¢ PAINHUHBIME  PYHKIHOHANBHBIMK -
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rpynnamit. [TonyueHusic pesynbTarTnl NpEACTARNANOT npaKkTHUCCKIH  HHTCPEC IR
" TeopeTiUecKoii opraunyeckoil Xumuu.

T Cpenmt CHHTCIHPOBANHELX COCAMNERMI BLABNCHE! SHAYHTCIBHEIE AHTHMUKPOGHSIE
"1 fipoTuBOrpiGKOBkIC CROfCTBA. METOAOM TCCTHPOBANNA in Vifro YCTAHOBACHO, 4TO PAR
Beuects obnagaer YMCPEHHBIN GaKTepHIBIAHEIM M 1IPOTHBOrpHOKOBLIM ACiiCTBHCM MO
OTHOIIEHHIO K 30NOTHCTHIM cTadinokokkam i Candida albicans.

Buissficnnsie  Guoiornueckue  caofictea npoM3BoAHBIX  MMiaaso[2,1-b][1,3,4]-
THAAMA3ONOB MOTYT MO3BONMTG PacCMaTPHBATh JAHNHLIC COCHMHCHHMA B KauccTBe
KOMIIOHEHTOB X{MHOTCPANCBTHYECKHX MaTCPHANOB.

OcHoBHBIE NONOKCHU, BLIHOCHMBIE HA 3ALKTY.

- mertomst  cuHTesa  2-Gpom-6-(n-Gposvitopodemnn)ummnaso[2,1-5][1,3,4])-
THanuasona # 2-6Gpom-7,8-muruppounknonenrald)[1.3,4]ruamasono(3,2-alnnpuniann-
5(6H)-ona; :

- cnocobbl’ Mopudukaumy  2-Gpom-6-(n-Gpomiionodenmn)iumunaso[2,1-5][1,3,4]-
THaIMa30Na M 2-6pom-7,8-murnapounknonentald)[1,3,4Juanuasonof3,2-a]-nupuMi K-
5(6H)-ona myTém QyHKOHOHANM3AUMY HYKNEODWIBHLIX 31 NCKTPOPIILHLIX ArcHTOB M
MOCPEACTBOM HX OKHCJICHHA H AUWIMPOBAHHA CyNbOIUI- # AMHHONPOMIBOAHLIX AAHHBIX
reTCPOUHKIIOR;

- cuurea N-((2-6pom-6-(n-Gpombenin)umunaso[2,1-b][1,3,4Jrnannason-5-wwn)-
Mmm)anx}mmnila C HCNIONL3OBAHMCM peakuuy Manenxa;

- mamsnne 3aMecTHTEneH 2, 5 1 6-ro nonoxeuuit 2,5-3ameuEnnnix 6-(n-Gpom/itono-
Gennn)uminaso(2,1-b]1,3,4]-tuannazona  ofycnosnmact Takoe  pacnpeAeneHie

; 3NCKTPORHOI IUIOTHOCTH, NP KOTOPOM NPOKCXOJAT HIMCHCHHA B MHTCHCHBHOCTH
HEKOTOPLIX NHKOB HMHAA30-THAIHA30NBHOTO KOIBLA; ' ;

- cunres  3,10-m6pom-6-arwn-5-Mern-6H-[1,3,4}nammasono[2,342,3])-
HMuIa30[4,5-c]6enso[e]azenuna awHIHpOBaHKEM N-((2-6pdg—6-(n—6pou¢enmx)-
umipaso(2,1-6][1,3,4]ruaguaszon-5-un)merun)sTHnampna  myTEM  BHYTPHMONEKYARPHOSE
aMeKTPOQIILHON aTaKH Ha NPOMEXYTOuHLI NPOAYKT B oO-Nonoxenun G-napa-
Gpompenmnenoi rpymns;; i

; - TposBNeHMC  3HAUMTENbHOR  GakTepuocTatHueckoli #  GakrepHUMANOIL

 akTuesocTeli Npou3BOAHBIMH  6-(n-Gpomdenin)umigaso[2,1-5][1,3,4Jrwanuasona no

OTHOLLICHHIO K 30IOTHCTHIM CTAQMIOKOKKAM, \

Ionyyennbie B pamkax nanMoii jtccepraumonsoii paGorst pesynsTarsl,

" copMynMpoBaHHEIC HA MX OCHOBE BHLIBOAB! M NOJOXKEHHA, BHHOCHMBIC HA 3ALLNTY,
AB/LAIOTCA HOBBIM HAYWHLIM JIOCTHAKCHMEM B OPTANIMECKON XMMMI MAKPOLMKIHUCCKUX
COCMHCHMII, KOTOPOE 3AKMOYACTCA B COIMAHMM MEIOAOB CHHTE3R KOHACHCHPOBAHHLIX

"~ 6ue ' ipuimkmiaeckix KOHJICHCHPOBAHHLIX HMHAa30(2,1-b](1,3,4]rianmasonos u 1,3,4-

I:'?iaayzm’aizc'iho[3,2-a]mlpm.mnuuoa, BoIABNeHMM  ocolenmocteli  MX CIPYKTYpHI M

" “suonotireckix caoficTs. e

Crenmens nocrosepuocru n anpoGauun paGorst. Ipu seinonuens JaHHOrO
Heeneposakua 6sut0 cunTesposano 61 coemmmenue ¢ npaKTHtecKoii LEHHOCTEIO, palice
HC ONMCAHHBIX B JINTCPATYPHLIX HCTOMHMKaX, AOCTOBCPHOCTL CTPOCHHA M YKHCTOTA
KOTOPEIX NOATBEPKAACTCA IKCNCDUMCHTATEHBIMK RaHHBIMH, BCTPCYHBIM CHHTE30M C
TIPOM3BOMMOCTLIO 3 MOBTOPHOCTHIO, @ TaKKe MeToaamut SIMP, 'H, SIMP B¢, UK-, macc-
CICKTPOCKOMMH ¥ NAHHLIMK SNCMEHTHOIO AHANI3A, 2 TaKKe TIpoBeJCHIEM pajta pabor no
onpenesenuio Gionoriyeckoii axniBHOCTH CHHTC3HPOBAHHBIX COCAHHEHNI,

Pesynetater paGotst anpo€nposansl Ha peciry6nuKancKIx - MCHKIYHAPOIHEIX
Hay4HBIX KOH(CpCHUMAX, B TOM umcne TPCACTABNCHE! B BHJE YCTHBIX-H° CTEHIOBBIX
noknanos Ha Il Beepoccuiickoit Monoaexuoit koHdepenu «Ipobnembl i A0CTIOKEHNS
XHMHH KHCTIOPOA- M a30TCOACPXAMMX GHONMOrHYECKH AKTHBHLIX coeaunennity (Yoa,
2017), V Bcepoccniickoii ¢ MERKAYHAPOAHBIM yHacTHEM KoHdepenwsH no OpraHHYCCKOil
ximun (Bnagukaexas, 2018).

My6auxaumn. Tlo marepuanam auccepraumi  omy6nukosano 28 crareit B
pOoCCHIICKHX M MEXKIYHAPOMHKIX Hay'HEIX AypHanax, pekomennopanusix BAK PO, u
PCLUCHINPYEMBIX H HHACKCHDYEMBIX B NPH3HAHNLIX MCHKITYHAPOAHBIX * CHCTEMAX
‘unTnposanus Web of Science n Scopus, 42 Tesuca noxnanos ma pecnyGnukanckx,

‘poccHiicknx MCRIYHAPOMHLIX KOHDepeHunsx, 3 MOHOrpadun, nomyuenst 2 Manbix

NATCHTA H 2 aKTa 06 HCILITAHMM NCUTYMEHHBIX pe3ynsTaTos. .

Jinanstii BKAAA ABTOPR 3AKMOYACTCA B NOCTAHOBKE TeME - HCCNICOBAHIA,
dopmymiposaniu uens u 3anau HCCICIoBANNA, pa3paboTKe NMOAXOAOB K MX pEIICHMIO,
NPOBEACHIH MHTCPNPETALIH 1 060G NOTyHeHHLIX Pesy LTaToB, dopmynuposamn
BbiBONOB. Bee mimoudnmbie B pucceprawmio pesynsTaTs! nonyyenst ynGo asTopom
CAMOCTOATENEHO, MO0 NP €10  HEemOCPeACTBEHHOM y4HacTHHM Ha BceX ITamax

' MCCCNOBAHMA: NPOBCACHHH  CHHTE30B, 06paboTke pe3ynLTaTOB, NOKA3ATC/ILCTRE

CTPYKTYpb! COCAMHERMil, HanKCaniH 1 odoprvien my6nmukawuii. PaboTa BLnonHena B
coorsercTeitit ¢ nnanom HHP Hecrutyra xumun um. B.M. Huxwruna Hauwonansuoii
akamemun  wayk Tawkukictama «Cuutes, HecnenoBaHie (GHIMKO-XHMHYCCKMX 3
GuonorHuecknX CBONCTE MPOM3IBOAHBIX HMHIIa30THaKA30M0B, Gensoriodenos i
BhIaccuiie MX ananoros s cepumcrofi medmM PecnyGnuki Tamxuxmucrawn (I'P
0116TJ005 or 30 Mapra 2016 1.). i

Crpyxrypa u ofnem amcceprammm. Conepxanne paborst manomeno ma 346
cTpannuax, sxmouaer 13 rabau u 48 pucynkos, cocrout M3 Jinrepatypuoro 0630opa,
obcyxnenus Pe3yaALTATOB, 9KCNCPHMEHTANLHOT 6uonornyeckoii 4acTH,
OKCMICPUMEHTANLION  XHMMYUCCKOA YacTH, BBIBOJOB, CMMCKA  JIHTEPATYPSI (302
HAMMCHOBAHHS), = :

PaGora smmonuena B maGoparopum XmMmum TETCPOLIMKIIHYCCKIX  COeAMHEH It
Hucuryra xumin um. B. Y. Hukirruna Hausonansnoit akagemun nayk TappkukucTana.



OCHOBHOE COJAEPXXAHJE PABOTBI
Bo - BBexenun npencmnncua CIPYKTYp2  JHCCEpTalMOHHOI paGote,
" 060CHOBLIBAETCA AKTYAILHOCTD PAGOTHI, HAIOMKCHLI LENI H 337a4H, HAYYHAA HOBH3HA 3t ¢
- IPAKTHMECKAA UEHHOCTb, _ .
" B ‘meppoii Tnase npeacraened anamus ¥ dOGoluiense HaywHBIX ny6nuKaumii,
* 3aTPArHBAIOUYIX OCHOBHBIC MORXOAB! K CHHTC3Y € HCIIOJILIOBAHHCM 2-aMHHO-5-6pom-
‘1,3,4-Tuanuasona ‘¢ napa-6poMdenanina GpoMICTOIO Ha OCHOBE PEAKUMH LHKIH3ALIH,
KpoMme Toro, B 370ii r1ase UPHBENCHO ONMCAHHE XHMHHCCKHMX CBOMCTB NPOM3BONHBIX
uMuaasof2,1-b)[1,3,4)ritaniasonos, H3yucHB TEOPETHYECKHE OCHOBBI peakumii 2,5-
Au3aMellCHHBIX HMIIA30-THAANA30MOB.

"' Bo Bropoil raase npeacrasned ananus M obofuwiense HaydHBIX mMyGnuKaumii,
KACIOUHXCA OCHOBHBIX MOJXONOB K CHHTe3y Mpcs3sommeix 1,3,4-rHammazono[3,2-a)-
nupuMiauioB. Kpome Toro, B 3Toil rnase NpHBEACHO ONMUCRHME XMMHYECKMX CBOFCTB
npoussoaneix 1,3,4-Hannasonof3,2-alnupuMiumiHOs, H3yueHbl TCOPCTHYCCKHE OCHOBBI
PCaKuMii 3aMEIEHHA M NPHBEACHE! MEXQHH3MET ITHX PEaKiLmil.

B Tperbeii raaBe o06CYXNCHEl PE3yNSTATH! MCCNE/OBAHMA, KACAIOUMMECH
pa3paboTki OCHOBHLIX HAaNpaBjicHUil CHHTE3a NPOM3BOAHBIX 2-Gpom-6-(n-Gpom/iiono-
‘emn)umunaso[2,1-5)[1,3,4)-Tnanmazona, a TaKKe OMMCAHBI YCTAHOBJIEHHA CTPYKTYpbI
TIPOH3BOJIHLIX IAHHOTO LMKIIA COBPEMEHHBIMH QVi3HKO-XHMHYCCKIMH METOIAMH,

B uermepvoil raase npeicTaBicHbl [esyNLTATHL HCCACAOBAHHA AHTHMHMKPOGHOI
AKTHBHOCTH NPOM3BOHBIX 2-6poM-6-(n-Gpomdenun)nmnaso[2,1-5])[1,3,4]-nanuasona.

B nuroit raase ofcyxaalorcs coBGCTBEHMHBIC IKCTICPUMEHTANBHLIC JAHHBIE NO
paspaboTke OCHOBHBIX HANPABNCHMYA CiHTE3a NPOMIBOAHLIX 2-Gpom-6-(n-Gpom/itono-
Germwn)nmunasof2,1-b](1,3,4]-tnanxazona u 2-Gpor-7,8-auruapowsxnonentaldii1,3,4]-
THanHa3ono(3,2-a)nupumuaun-5(GH)-ona, a TaloKe OIMMCAHE! NPOTHBOMMKpPOGHBIE M
npotusotyGepkyatsunic  3pdexrsi npomssomubix  6-(n-Gpombenun)-uminaso[2,1-b]-
{1,3,4manuazona.

1. Cnures °, yeranosenue crpoeuns 2-6pom-6-(i1-6pom/itonodeni)umnaaso[2,1-

b}(1,3,4)-Tuanunasona (2-3)

B xone paGoTsl NpPOBE/CHBI MCCNCHOBAHH:A peakuun 2-amMuHO-5-Gpom-1,3,4-

anuasona (1) ¢ n-6pom/iionopenaunnbpoMuoM. Peakiio UMK THALHE TIPOBOUNN B

cpene H-6yTaHona B OKBHMOJADHBIX KOJMMECTBAX pearmpyiompx seuiects. Peakuus .

NPOTCKACT NMPH TEMNCPATYPE KHICHIA PACTBOPHTENS B TeueHHE 7-8 4, M NO OKOHYAHMM
peaKig4i pH HEHTPANH3ALMH ALETATOM HaTphs o6p230BhIBanca Gesbiii 0canok, KOTOphI
focne MEPEKpPHCTALIM3AUMH  NpeacTaBnsn  cobelt  GecuBeTHOE  KPHCTAIMYECKOE
coemnene 2-6pom-6-(n-6pom/itopopennn)umunasof2,1-b][1,3,4]tuaauazonst (2a)—(2b).

B ofweM BHIE XOH peakuuH NOMy4cHMA coemmHenuu (2a) — (2b) Moxuo
NpeaCTaBHTE Criedyioweil cxemoit:

Cxema 1:
R

Br /Q ‘
'kas o-BuOH, gy o

N O N2, 00, S50l

N
Br 4 ¥ R
..o 50
NH; 2(a-b)
R=Br(2a); I (2b) .

Coepunenne (1) ¢ n-6pom- u n-fionodenaipnGpomuaom Ge3 BeinencHHs 13
PCAKLMOHHON CHCTEMBI NMPOMEAK/TOUHBIX COCANHEHNI NOABEPraNoch BO3ACHCTBHIO B
Cpeac BHICOKOKHNAWEro GyraHona ¢ BbuizeneHuem 2-6pom-6-(n-6pom/n-fioodersun)-
umuitaso(2,1-b)-{1,3,4Jruanuaszona (2a-b) 1 xopounm sexoson - 73%.

Honmyuennsie coemmnenns (2a-b) cmyxaT MCXOMHBIMM COCAMMCHHAMH ans
TOMYYEHNA  MPOM3BONMBIX 2~§pou_-6—(n-6pou/ﬁonoq:enml)uuumop,l-b][l,3,4]-
THazwasona (2a-b). . ‘. A &

" Crpykrypa cocnm{cnuu'(h-b) 6uina uzyucna ¢ momomsio UK-, SIMP 'H, l’C,
MacC-CIIEKTPOCKOIMHH, 2 TAKKE SNCMEHTHLIM AHATHIOM. ; i

B HK-cnektpe coeanncnia (25) He HabmonacTcs cHrHana, XapakTepHOro i
KapGOHMIIBHOIT rPYNNB! NPOMEKYTOYHOro npoxyxra (1700-1710 cm), a nabnionatores
TONOCE!  nornomeHis, Xapakrephsie s C=N-, C=C-, C-S-C-, C(2)-Br-rpynn u

© 3amewmtnnoii genunuuoit rpynnst (1655, 1518, 1493, 698, 3084, 2360 749, 1125, 1077,

939, 838 u 721 cn™).

Takum o6pasom, na cnextpe SIMP 'H s Aciirepuposaniom xnopodopme (CDCly)
TPOTOH-MCTHHOBAA IPYNNA B 5-OM NONOXKEHMN COCAHHEHNA (22) NPOARNACTCA B O6nACTH
8=7.94 (s, 1H, C(5)-H). Y npoTtonoB nMeioTcs xummvecke caBuTi B obnacti §=7.66 (s,
2H, H-0), 8=7.53 (s, 2H, H-m) MJ., OTHCCEHHBIC K O- H M- MONOKEHHIM n-
GpoMpeHnBNOil rpynnsl, HHTCTFHPOBAHHE 3THX CHINAIOB TIPHBOZIMT K COOTHOLICHHIO
1:2:2. B cnexpe SIMP 'H (8 CLCl;) coenmmenns (2b) no CpaBHEHMIO ¢ COCHMHERMEM
(2a) NPOTOH-METHHOBA rPYNNA 5-0r0 NONOXKEHHS NeTEPOLHKIA npossnsercs B obnacti
8=7.94 (s, 1H, C(5)-H), a nporomst n-I-C¢H, obHapyenst npu 8=7.66 (s, 2H, H-o),
8=7.53 (s, 2H, H-m) m.11. B cnabox none. :

B crextpe SIMP "’C coenmnenns (2a) nabmopaiorcs cirnanst yrneponos C-2, C-
5, C-6, C-7a n C-0-, M- 1t n-3ameuiéunoit pennnsuoit rpynnst B o6nacmu 159.74 m.n, (C-
2), 109.44 m.n. (C-5), 145.05 (C-6), 146.01 (C-7a), 133.05 (C-i), 121.35 (C-p), 131.94 M1,
(C-m), 126.64 m.1. (C-0).

2.dyuxunonasnsaun 2-6pom-6-(n-6pom/itonodermm)ummaaso
[2,1-6][1,3,4] vuanuazona myrém eKTpodILILHOrO 3aMemIeHIS

C nensio u3yvenns péaxuuounon cnocoGnocTi Bosopona B nonoxenuu C(5)-H,

HCC/ICAOBAHGI PCAKLIH ANCKTPOGIILHOIO 3aMeLeHis, npoTekaiome 8 2-6pom-5SH-6-(n-



witonodemun)umnaaso[2,1-5][1,3,4] ThHamasonax (2a-b).
" K;& d)vmteclmo. uu[unaag[[z,l-b][l,3,4]Tuammonu ABAMIOTCA  GMUMKINYCCKO
ApOMATHYECKOH CHCTEMO !, B CBA3M C HEM MOTYT BCTYNATh B PEAKIH HMEKTPOPHILHOIO
3amenicHis Gnarozaps noBslLEHHOM 3MekTpoHoil ioTHOCTH B C(5)-H-0M nonoxeHuH
mmuaaso[2,1-5][1,3,4lrHanna3onbHOro 1HKAA, YTO TO3BOMACT NPOBOAHTL CTPYKTYPHYIO
MoanHKauKHio npaMbiM C-ranoreHHpoBaHueM, GQopMIUIKPOBAHKMEM, THOLNAKHPOBAHHCM
M TJ., YTO MOXCT NPMAATh €My HMHbIC MPAKTHYECKH UCHHBlE cBoiicrsa. U3 onbiTon
BLUABJICHO, WTO MO CBOCMY XMMHHYECKOMY MOBCHEHMIO MNpOM3BOAMbIC HMMAaso[2,1-
b)[1,3,4]tanuasonos, couepialiliie METHHHYIO IpyNny B MMHJA3ONBHEIX (parMeHTax,
ABJAIOTCA AKTHBHBLIMM LICHTPAMH, YTO MOXKET NPLAAT: MM BBICOKHE JMCKTPOPILILHLIC
cpolicrea. Takas BbICOKAA peaKUMOHHai CHOCOGNOCTE MMHAA3ONBHOrO ¢parmenta B 5-
HE3aMEIEHHBIX NMPOH3BOAHBIX MMIAa30[2,1-b][1,3,4JTHannasonos obycoBneHa TeM, To
B HéM, 110 CPABHCHIIO C THRAMA30NEHLIM dparmenTon, B Gonsleli CTENCHH COXPAHSIOTCA
HHEHOBbIC CMCTEMBLI, TO €CTh MMMAA3ONEHAA YacThb MMecT HauGonblMil AHMONBHLIR
MoMeHT. HMcnons3oBanne peakuMi MCKTPOQHALHOIO 3aMCIICHHA ANd  TOMYYCHHSA
NPON3BOAHKIX HMKAa30[2,]1-b][1,3,4]Tannazonos aanaeT 310T cnocob oueHs yAOOHBIM B
CHHTETHYECKOM MNAHE H NO3BOJACT C BHICOKMMH BHIXONAMH NOMYHaTh pasHoobpasusie no
CBOEMY CTpocHHI0 BMiAaszo[2,1-5][1,3,4]rsannazonnt.
2.1. Cpstres H YCTAHOBJICHNEE CTPYKTYPbI
2,5-aubpom-6-(n-Gpom/itonodemun)umunaso|2,1-b][1,3,4] rnannazonss (3a-b)
Onuum u3 HanpasnicHiit Hamux Kccneaosannii Geuta GynKunonanu3auus 2-6pom-
SH-6-(n-6pom/itonodennn)umnnaso[2,1-5][1,3,4] ruaurazonos (2a-b) ¢ MoneKynapHuIM
6poMoM, KOTOpas MpOBOAMIACH B CPEAC JICASHON YKCYCHOMN KHMCIOTEI IpH KOMHATHOI
Temnepatype, B pesyasrare Obuio momydweHo coemuncHun (3a-b). TMonyuenunie
coeauncius (3a-b) ¢ eixonom 98% npencrasnsioT coGoii GecuBETHLIC KPHCTAUTHYCCKIC
BeuiecTBa, ManopacTBopiMeie B EtOH, ymepento pacteopuMbie B aleTOHE, ITHAALIETATE,

* Nierko pactopumbie B TEMNBIX IM®A, IMCO 1 HepacTBOpHMbIE B 3)HPE I HENONAPHBLIX .

PaCTBOPHTCNAX.
Cxema 2:

(\BI‘H-BYH
(MH
N N~
w2 Mx g
s nla T
23-b
B’ .

2y
I "

R=Br(2a); 1(2b) b
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Mo cpasneHmio ¢ cocrmmenuamu (2a2-b), y 2,5-11146poM-6»(n-6poulﬁozxd¢euun)-
umnpaso[2,1-5](1,3,4]-twannaszonos (3a-b) nesnaunTenbho M3mMensercs Xapakrep nosnoc
NOrIOMWCHIA B ;aHHOM  rercpoumxne. B HK-cnexrpe  coemmuenus (3a) B
KPHCTANINYICCKOM COCTOAHMM MMEIOIIMECA MONOCH TMOMNOWeHHs B obnacti 1585 cm!
COOTBCTCTBYIOT BaNCHTHBIM KoneGamuam C=N-pparmenta THammazonsuoro Konslia, a
nosoca nornomenns B o6nacin 1518 cm” COOTBCTCTBYCT BANCHTHLIM Konebauuam C=N-
fparmenta uMBEaz0ILHOrO koneua. JInx 2-C-Br u 5-C-Br monoca NOTNOWEeHHS
oGnapyxena B ofnacti 674 1 712 em™ B cmsHOM noze. [Tonoca nornowea s o6nacTi
okono 1490 cm! COOTBCTCTBYET BaneHTHLIM KoneGammsm C=C-$pparmerra mns
MMIAA30NLROrO KONbIA. 3amMellenne aToMa BOJOpoja C(5)-H nonosxenus ® coemuenin
(2a) aromom Gpoma npuBOAMT K M3IMeHeHmiO MHTEHCHBHOCTH coeqmienns  (3a).
Xapaktepuas nonoca nornowenas B obnacry 734 en! COOTBCTCTBYCT BANEHTHBHIM
xoneGanuam C-S-C-dparmenros. na n-6pomdeHinsHoOil rpynnel, B 3aBRCHMOCTH oT
‘HCNa aTOMOB BOZOPOAA B 3AMCIIEHHBLIX GEH3ONBHOTO KoMbla [229], obuapysxeno
HCCKOJIEKO TUTOCKHX ¥ HEMIOCKHX NehOpMAUMOHHEIX KoNeGanuit B 061acTax 1008, 1168,
963 1 827 cM™. TTonoca nornouten s BaJIEHTHOO KONeGaHNa ¢ ., NPOSRNCHA B 061acTH
«0TneYaTKoB mansues» 963 u 1068 cm™',

B HK-cnextpe cocamuenna (3b) no CpaBHCHMIO © coepmnenneM (3a) monoca
TIOTNIOINEHHA XaPAKTCPHA HMHIA30-THAIMAIONLHOMY KONLUY M NpPOSBICHa B OGNACTAX
1628, 1521, 732 eu™.

B'H SAMP-cnektpe coemHenuii (3a-b) e o6napyxeHo nporona 5-ro monoxeHis,
KOTOpbIit iMeeTex B coeamuenuax (2a-b) npu §=7.8-7.9 m.a. (1H, s, C(5)-H). Onuaxo 8
cocpunennax (3a-b) ob6Hapyaens TonLKO npoToms! 3aMewEnNOro Gensona B obnacrsx
7.56-7.88 u 7.67-7.93 m.a. B °C SIMP-cnekrpe coeaunenns (3a) umeiorcs XMMCABUIH,
XApAKTCPHLIC M JNK WMMAA30-THATHAIONBLHONO (parMenTa, ¥ AIA n-6pomderinbroit
rpynnst.  Tak, cpasHeHmMe  CHWrHAIOB  aTomoB yrnepona  2-6pomM-6-(n-
6pomdennn)imugaso[2,1-5)[1,3,4]-ruanuazona (2a) M 2,5-mubpom-6-(n-
Gpomdennn)nmunasof2,1-b][1,3,4]-tanuasona (3a) TNIOKa3bIBACT, YTO éumamq aToMOB
YIICPOAR HE3HAMHTENBHO NPOABNICHLI B CHIBHOM none. OnpenencHo, ¥TO COCAMHENHC
(3a) umeeT uCTEIpE XapaKTEPHUCTHYECKMX CHIHANA MMHAA30-THAZMAIONLHOIO Konbla B
obnacrax &: 160.46 (s), ma. (C-2); 144.77 (s), Mut. k C-7a; 141.42 (s), M. (C-6);
133.05 (s), m.n. w92.63 () M.A., 2 An% HeHUNLROI IPYNME! CHIHATEL ATOMOB yrnepona
oGHapy>eHbI B HITCHCHBHOM 10N1¢ NpPH (C-i); 132.16 (s), m.x. (C-m); 126.65 (s), M. K
(C-0); 121.98 (s), M.1. k (C-p). o

2.2. CuHTe3 M YCTAHOBJICHHE CTPYKTYPBI = WA
2-Gponr-5-Tounano-6-(n-Gpomemun)umunaso[2,1-b][1,3,4]ruamiazona (4)
C uennio uccnea0BaHUs PEAKUMH INCKTPOGHNBLHOTO 3aMCUICHHA COCAMHEHHS 2)

HaMH H3y4ena peakuHs THOUHAHHPOBANKHA JAHHOIO TCTCPOUMKNA B IIPHCYTCTBHH

JKBHMOJIAPHOTO KONHYCCTBA MOMCKYJNAPHOro Gpoma B cpene yKcycHoit KHCJIOTH npH
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KOMHATHOJl TeMIepaType, YTO TNpPUBOANT K oGpasosammio 2-Gpom-5-THounano-6-(n-

Gpomdenn)umnnazof2,1-5][1,3,4]ruanmazona (4),  cTpoeHMe KOTOpOro JOKas3aHO

) aMI MONICKYJIRPHOI cnel KOIMH,

“mnBepoamuZ nl;rm npmxéz:ckux PCAKLMH  THOUMARHPOBAHMA 2-6pom-6-(n-Gpom-

¢enmwn)nmnnasof2,1-5](1,3,4Jmanuazona (2a) i oGp:3oBaHie PCIOHAHCHBIX CTPYKTYp O-

Kommnekca 2" u2',
; ; Cxema 3:

KSCN + Br, S04, vpr 4 BISCN

CH,;COOH + BISCN ‘~—» CH,COO-H..Br- SCN — CH,C00" + *SCN + HBr

3 H NCS, H NCS H
N-N 'SeN o _(N‘N o e Br—QNEXQO
- Pr -
Br_QSJ*N Br ' SﬁN }“ﬂr " 2:.‘
- 2

NN : N-N
Bi == Br—{ ==
TR It
22 ﬁ.
e . Nos il NCS_ 4
N'N E N- N-N
Br R N = =] 1
—<SJ§'N Br BK*SJ%B, B"_(S"’N Br
4 ! e . 2.»- e

Kak Bumso u3 MexaiusMa peaxumu, nonmyuennsiii GpomTHouMan B ykcycuoit
KHCIIOTC  ABNACTCA  MATKHM  THOLMAHHDYIOWIMM  ArcTOM, MCHONL3yeTcs AN
THOUHAHHPOBAHMA reTepounos. [lo-BiauMOMy, B ZaHHOM pacTBope obpasyercs auerar
THOUMaHA. ATaka ofpasyiowmerocs karMoHa THOuMama mno mnonoxenmio C(5)-H
cociucHus (2a), BOIMOXKHO, BEAET K oOpasoBaHMio MNONONKHTENLHOrO 3apsja o-
KOMIUICKCa 20 M BO3HHKHOBCHHIO JENOKATHIALMM NONOKHTCILHONO 3apsna no AsyM
uénpameuum. B nenoxanuzaumyu npHEMMAIOT ywiCTHE HMIAAIONBHEIL QparMent 1
Gensonbroe konbuo. MonoxuTensbil 3apas, BOIHMKMMI B aTOMAX yrriepoaa 6- i 8-ro
NONOKeHNA rerepounkna (2a-2a""%), pacnpeacnsicres B Gonblucii cTencHy B O~ H -
NONOKEHHAX enmnsiioro spa (2a ). _

- C ncnonb3osanieM KBaHTOBO-XHMMHYCCKMX. PacuiToB GbUTH MONyYeHB! NaHHBIC,
Kacalouwmecs MHHIMYMa JHCPIHH H PACNPe/ieNicHHA 3aPAJIOB B MOMICKY/IAX, NO3BONAIONLHC

-

OUCHHTL BNHAHHC NPHPOALI 3aMECTHTENs Ha JHEPreTHUCCKYHO cmGHnmom, KaK .

HCXOAHOTO 2-6pou-6-(n—6pouo¢cuun)uuuum[2,l-b][l ,3,4]-THannasona (2a), Tak K €ro,
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THOLMAHATHOTO NPOH3BOAHOTO, YeTanosneno, uto seencuue THOLMAHATHOrO pafMKana B
COCTaB CTPYKTYPh! NOBLIIACT JHEPTETHUCCKYIO CTAGHbHOCTS NPOIYKTA peakumy.

ITonyueniioe coepunenie npeacTansiser coboit Genoe kpicrammyeckoe BEICCTBO,
JIerkopacTeopiMoe B JTaHoNe, H3dnponanone, nuokcaune, JIM®A - i IiMCO. C1j>yx1ypa
cocanHenns (4) ycranonnena meromamu MK-, 'H- y Y }IMP-cncléfpocxonult, a
WHAMBHIYaNbHOCTE M XON peaKuMm TIPOKOHTPONHPOBAHL! MCTONOM TOHKOCAOTiHOI
Xpomarorpadiu B CHCTEME AHITILIOBOrO adup-ranona npu cootHomelm 3:1. Maruo
obHapyxcHo B fionnoit kamepe. IMpu B3aumoneiicTeuy ¢ coemmcien (2a) obpasyercs 2-
Gpouo-s-'mouuauo-6-(n-6pou¢elmn)uumxaso[z,I-b][l,3,4]-manuaao:1 (4) c mexomom
70%. :

B HK-cnektpe coemmmenus (4) B xpucTannyeckom COCTOSHNH TOnOCa
TIOTNIOMEHNA, XapAKTePHAA JULT THOUHAHOBOIE rpynmsl, o6Hapykena B o6nacti 2065 cum™.

Cnemyer ormernts, wro s PE3yNbTaTe THOUMAHHPOBAHHA  HMHAA30BHONO
¢parmenta B cnexrpe AMP 'H coemmmerns (4), xax 1 ans Beex onmcanmbIX BLme 6-(n-
6pou¢emm)ummaso[2,l-b][l.3,4]-1'ua.nuasonos (2a)-(3a), nosensiorcs 4 curnana CH-
NpOTOHOB, XapakTepubie 1% n-Gpombennnsuoli rpynny B Buge cuTBHO YWHPEHHBIX B
obnactu & '"H NMR (400 MHz, CDCly) 8, 7.68 (m, 2H-0), 7.53 M.z (s, 2H-m). Kpome
Toro, B 'H SAMP-cnexpax coenmiznna (4) uu B oo 13 cyuacs He oOHapyxeH cHrHan
npotona C(5)-H ot uMmazonshoro ¢parmenra, uro CBHJICTC/IBCTBYET O CENICKTHBHOCTH
PCAKIIMH 3aMCIICHHA THOLMARNPOLAHMS, 4
2.3. CunTe3 nl ycTanoBeHIE CTPYKTYPLI N-((Z-Gpon-G-(n—&poqullul)-ummnaao|2,1-

b][1 ,3,4]rmuaso-s-na)ue'run)anmmum i N,N-((2-Gpont-6-(n-
ﬁpomﬂum)uuunasolz,l-b][l,3,4lmaaunon-s-lm)uﬂun)nuneru.umuna (5)-(6)

Hcnons3losanue peaxi S7ICKTPOYUIBHOTO 3aMeIeHA H peakwist Manmixa Ans
TOMYHCHUA NPOMIBORKLIX MMUAA3D[2,1-b][1,3,4]Hanuasonos nenaeT 31oT Crioco6 OYCHB
YAOOHLIM B CHHTETHYECKOM MNaHe M NO3BOAfET NOJTyHaTh € BBICOKMMM BBEIXOJAMH
PasnooGpasibic 1o CcBOEMy CTpOCHMIO umupaso[2,1-5](1,3,4Jruanuazonsl.  Baxwoii
3amaveli COBpPEMENHON HAyKM :HBNACTCA NOWCK HOBLIX nmyTelt npHMCHEHHS  ATHX
NIErKOAOCTYNHBIX Cy6CTPaTOB 1 OPraHHYeCKOM CHHTEIe. . :

B cpasu ¢ oum, smaumtensusiii wHTepec NPEACTABACT PACIIMPEHHE rPaHHL
NPHMEHHMOCTH PCAKUMK SNEKTPODHABHOIO 3aMelleHHs M peakunu Manmmixa B pamy
umMuaaso[2,1-5][1,3,4jnannazonon ¢ HCIONL3OBAHMEM  HOBBIX  NOCTYMHBIX M
5¢tbcmnuux PEArcHTOB C MOMYHCHHCM NOMH3AMCIEHHEIX THARHA3OMOB,

Hamu Gnina uccnemoBana peaxuis AMMHOMCTHIHPOBAHUA  2-6poMO-6-(n-Gpom-
bemun)ummnnazo(2,1-6)[1,3,4Jruammazona (2a) B ycnosmsx peaxumus Mauuuxa. Peaxuus
coenmHeHns (2a) C ITHNAMMHOM NPOBOAWNACE B NpHCYTCTBHK  opmansaenina: ¢
A0baBAeHHEM YKCYCHOIT KHCAOTH! NPIT KUNAYCHMI B 3THIOBOM cnupre B TeucHue S yacos.
B  pesyisTare ¢ BLICOKNM  BEIXOAOM cunTesupopan  N-((2-6pomo-6-(n-
6pouq;cmm)nmmaso[2.l-b][l,3,4]Tuanua'xo-s—un)nc'nm)3munuun (5). _ Peakuus
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aAMHHOMCTIIMPOBAHHA COCAMHCHHA (2a) 1POTEKACT “Cpe3 WMHHMEBEIC CONM, KOTOPHIC
o6pa3y1otca u3 GopManbICriia H AMHHOB.

Cxema 4: . CrpyKTypa CHHTC3HPOBANHOIO COCAWHCHMHA
- CTAHOB/ICH: PHIMKO-XHMHUECKHMH METOAAMH
.‘,_</ N N Br (5) Yy ¢ s (s)
As ananuza. Tak, B8 HK-cne COCIHHCH
87 N > KTpe
¢ 22

nonock norncuenus  ~CHp-NH-Et-rpynnst B
nonoKeHHy 5 8 BuAe AeGopMalHOHHbIX KoneGanuit
—CHa-rpynnet  oOnapyxenst B obnactd cpenmeit

EtOH, 1°C 5-6 -..l Et-NH, HCHO,AcOH
uutencusrocTn (1475-1340 cm), a 8 obmacti

NH
3384 oM™ s NH- u B BricoKouacToTHO# oGnacTi
o __(,N‘N N\ Br NPOABAAIOT CHMMCTPHUHBLL THN KoncOGaumit Juis
= CH; npu 1345 cw™. Tonoca sanenTbix koneGanuit
4 s C-N nposznena B cpeHeM HHTCHCHBHOM rone
npu 1027 em”.
4 Mexanusm:
R H u* ' R <H* R 4
~ M o T e
o B e N—CH,CH S——=% ~N-—CH,-OH,
R )l/ RI/ \ Rl/
H
R %
= :\
R H o i
- ¥, ——_R .
CH, e o (s R gh
Foz W dgass B~ l WC==N{_ " > uc N\R
Bf"(hl S N Br
8 N Br

Crpyktypa Briob CHNTE3NPOBAHHOTO cocnmHeHus (5) YCTaHOBNCHA (hi3HKO-
XHMHYCCKHMH MCTonaMst asann3a, 3aMceHa aToMa BOJIOPOAA B MOJIOMKCHIH 5 coepnneHus
(2a) samecrurensm  C(S)-CHNH-Et npHBOAMT K MIMEHCHMIO WHTCHCHBHOCTH
coenieHis (5) (TaGnuua 1)

Tabauua 1 - Tepmoauuammuyeckise XBPAKTCPHCTHKN coeanHennii (2a) i (5)

Cocauncnie Bosomi E, (Thermal) | CV, Cal/Mol- S, Cal/Mol-
KCal/Mol Kelvin Kelvin
2 -6065.06828138 91.951 48.934 121.416
5 ~6237.40252892 159.868 68.723 151.654

PesynbTaTsl  KBANTOBO-XHMMHECKHX pacyéTos  mo MIOCTPOCHHBIM ~ MOZAENAM
MPEANOKCHHBIX CTPYKTYP (2a) M (5) MOKA3LIBAKCT, YTO NPOTOH B MOMNOKCHMM 5
cocauHenna (2a) asnsercs HauGonee NOABHAHLIM, Kak H B Apyrux cnywasx Gonce

PEAKLHOHHOCIOCOGHLIM Npi o6Mene Ha Gonee NONOXKNTETHHO 3apAKEHHBIT paumkan, uTO

1

TNOATECPAAAIOT CACNARKBIC BLILIC 3AKMOUCHHSA O MEXAHN3ME Iy HaNpaBNCHHOCTH PeaKLy
obcyxaemoit cxemsl peakugit (cxema 4), ,

Pesyneratet pacuéros no NPCANONKCHHBIM CTPYKTYpaM COCAMHCHH (2a) n (5)
TOKA3LIBAIOT, MTO Hauboce IHepreTHUCCKH CTAGHBILIM ARACTCK coeqmmenue (5), o uém
CBRACTENECTBYCT 3HACHHE €r0 MMHMMYMa SHEPri.

AnanorwiHo nposescHo IMHHOMCTHIHPOBAKKE coefmHenns (2a) B ycnoeusx
peakuny Mauunxa auMeTHnampnoM o dopmansaerugom B NPHCYTCTBHM  YKCYCHOIT
KHC/IOTHI, KOTOpOE MpHBOAWT K O6pasoBammio coemmmeHus (6), N0 CPaBHCHMIO C
cocauHeHueM (5) BBIXOX coeaunenns (6) cocrarnser 78%.

Cxema 5: Crpoenne nonyqeuu.ux

' COCANHCHRIT
- _{N‘“S—Q-nr nonreepxpaercs MK-, mace- u SAMP 'H, YC-
s*‘.\‘ HCCJICOBAHHAMHY | TCMEHTHLIM aHann3oM. B UK-

PR CrneKTpe cocamHenua (6) nonoca  MOroLeHNS,

XapaKTecpHas ans HMHAA30-THAAHA30NLHOrO

H,C—N~—CH, lston, €C5-64
/ q)pamema, obuapyxexa B BBICOKOYACTOTHOI

HCHO,COOH

= /N‘N obmactt mpu 1597 (ana C=N-mHammasonsHoro
& 4 (bpaxja'«cma), 1531 (ana  C=N-ummpasonsuoro
N bparmenma), 1471 (ans C=C-nmupasonsnoro

$parmenra), 705 (21x  C-S-C-mnammasonsworo
¢parmenTa) u 684 (mna 2-C-Br)en’:

Crektpst SIMP 'H 1t “C nencssix coemunenuit (5) u (6) conepxamu curnansi,
XapaKTepHbIE NOMYHYCHHLIM COCAMHCHIAM.

Ha ocnose pammsix UK- u 'H, °C SIMP, Macc-CieKTpOB M 3NEMEHTHOrO aHanu3a
copmynuposanst obimie NONOKEHNA 1 3aKOHOMCPHOCTH NPOTEKAHNRA peakiun Mannuxa
B PARY NPOM3BOAHBIX METHNCHAKTHBHBIX nmiaaso(2,1-5][1,3,4]-ruaanasonos.

2.4. C(5)-popmuanposanme 1 ranorenmernnnposanue 2-6pom-SH-6-(n-6pom-
Gemua)imnaso|2,1-5][1,3,4)-ruaanasona myTém peaxunii Buascmeepa-Xaaka u
Baana : v

Kak wm3secrio, uMaaso(2,1-b][1,3,4Jmmannazon  seasercs  GMumKIHuecKoit
ApOMaTHYCCKOIt CHCTEMOIE, B CBA3IH ¢ ueM MOXeT BCTYNaTs B PEaKUMK SNEKTPOinbHOro
3ameutenus Gnaronaps nmosLimeHHoil snekTponHoli IUIOTHOCTH B 5-OM MONOMXKEHHH
nMuaaso[2,1-6][1,3,4)ruanuazonsyoro uukna, uro NO3BONACT NPOBOANTE CTPYKTYpHYIO
Moandukauwmio npaMeiM  C-opMinipoBanien, TanoreHMETIINPOBAHHEM M TJ., 4TO
MOXET NPHAATE €MY HHBIC MIPAKTHYCCKH LICHHbIC cBOicTRa, '

Peaxuus dopminiposania SH-npoussomsix imizaso[2,1-5][1,3,4]-ruanuazonos
ABJIACTCA OAHOI 13 HauGoNCe XAPAKTEPHBIX M M3YHCHHLIX PCAKUMl, KOTOPAX NpOTeKaeT
MO MCXaHM3MY ONEKTPOQWILIOTO NPHCOCAMHEHWA 4EPE3  MMHHMCBLIC cony,
obpasyiouttecs u3 JIMOA i Tpuxnopoxucy ¢ocopa B npucyrcrsun kmucnoti. B
ycnosuax peaxuni Bunscmeepa-Xaaxa coemunenns (2a) B cyxom IIMtbA' it POCly npu

6
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Temnepatype 0-5°C npusoauT K 006pas’oBauMio COOTBETCTBYIOWICTO 2-6pom-6-(n-
Gpombennn)imnnaso[2,1-5][1,3,4Jrnanuazon-5-kapGanbacruna (7) ¢ BeixonoM 83%.
Crpocnue coeannenns (7) noarsepxkaaercs  gauusimp MK-, SMP-, macc-
CTICKTPOCKOTMI M 3ICMCHTHBIM GHANH3OM. v
B ‘MK-énextpe cocnmuenns (7) B KPHCTANHYCCKOM COCTOSHMM HaBniopaetcs
nonoca nornomenns s o6nactn 1654 cv™ ans C=N-¢iparmeHTa THAAHA30LHOTO UHKIIA, &
nonoca nornouteHus a1s C=N-(parmeHTa HMMAA30HHOTO KOMBUA NpoABNACTCA B
obnactu 1585 cm™. Tonoca norsnomenns B o6nactit 1476 cm™ cOOTBETCTBYST BANEHTHBIM
koneGammuam sieoitnoit  cmasm  C=C-dparmenta mMumasonsHoro kxonsua. Ilonoca
norouenns C-S-C- 1A THAIHAIONLHOTO KoNbuA Ghina cEHapyskena b o6nact 698 cm™.
Banewrnsic koneGaums, xapakrepusie C-Br-, oduapyxenmst B obnmact 658 cm’.
HireHcHBHEIE  TI0I0CH], CRA3ANMLIC C BANCHTHLIMM KoneGaHMAMM KpaTHON CBA3M
anbaeruanoil rpynnsl, Habmopnaiorca s obnacti 1673 e,
Cxema 6: Hanee HaMm 6uut0 NpOBENEHO
H ranoreHMETILINPOsaHIte 5-ro NOJIOKEHUA
" umHnascsHoro (parmenta 2-R-SH-6-Aryl-umunaso-
[2,1-53(1,3 4]ruannazonosoro  pajna  (rme  R=Br,
Alyl’:n-Gpou@cm), KOTOpPOC SBASANOCH paHee He

N\N T—
s L

2. . oMEapoC

MYyMeHHBIM.  XOPMETININPOBAHME  OPraHMMECKHX
N2,C0,, 0-5°C cocamuennit  moxer npuobpectn scdé  Gonbluce
o 1

3HavCHUE it Ce/IbCKOXO3ATHCTBCHHOTO "
at MEeAMUMHCKOro npumenenis. Peakuns Bnana asnserca
= —<’Nl A \_ j_u, MOLUHBIM CHHTCTHYCCKHM MCTOIOM cfmrcaa n.omx
' - MOAMHLMPOBAHHLIX T'CTEPOLHKIHYECKHX CHCTEM, B
" o TOM “HCNC NPOH3BOJIHAIX .
uminasof2 -6][1,3,4}mannazonos.B cua3n ¢ THM, C MOMOIBIO peakumi Brana mass
6w paspaGoran HOBBIit dynkuMoRHAM3INpOBaNHLIT  MeTOA MoMyueHHA 2-Br-H-6-(n-
Gpomdennn)ummnaso(2,1-5][1,3,4Jrmanmazona  (8) ¢

Toxa. YCTaHORICHO, YTO NMPH B3aHMOACHCTBMM cocanHeHna (2a) ¢ GOPMAILACTHAOM M
u36bITKOM ConAHoOl KHCHOTBI B cpene yxcycuoli xucnorst npu 20°C B Teucnue 5-6 4
np(mcxaé'r peakuits INCKTPOPUILHOTO 3aMEIIEHHS B 5-0M NONOKEHHH CoeAnteHus (2a),
npuBoAAWas K 06pasoBaMifio 2-I_6pou-s-xnopnenmcu-6-(n-6pou¢euun)uunnaso[2,l-
b][1,3,4]-tnannasona, ¢ sbixonom 53%. :

Cxema 7: :
e 3 CH,Cl
Ney 4 HCOH+HCVCH,CO,H Moy N
- m 2N
_<s*$N t=20°C, 4-5 ; 3"/<s/.!§x» s
2a g 8 e
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dopmansperniom  (1:1) B
NpHCYTCTBHH XJIOPHCTOro BORopoaa, rasooGpasiorae HCl m nporekanuyn nocrosuuoro

Cnextpst HK-, AMP 'H u C cocaunenmii (M u
CHIHANOB, XaPaKTEPHLIX NOTYYCHIIBIM COSAMHEHIAM.,
HCCIENOBAHHA YCTAHOBNEHO, Y10 JUIR  coeamHeHMI
3AMEIICHHIO NOABCPTaeTCA BOI0POA B MONOKEHMY 5.

3. Oynxunonammsamns u momuduumposane 2-6pom- 1 2,5-nnGpom-G-(n1-

Gpoumono«lnnun)u.\mnno-[:z,l-bl[I,3,4]-runzxualono: (2a,b)-(3a,b) ua ocnose .
PEARIMYI HYKIeOPHALHOro 3aMentenns '

Omuum  u3  ynobusix  meromos CHHTC3a  NPOM3BOAHBIX  WMKIa30[2,l-
b](1,3,4}annasonos ¢ uenkio nosbimeus ¥x 61oaKTHBHLIX CROIICTB ABNRETCH BBC/CHHE
W TpaHCYOpMAUMA HOBLIX (yHKLHOHANLHEIX rpynn B aTH cocaMHenmd,  Bawknoe
MPaKTHYECKOC 3HAYCHHE B CHHTE3E 3aMCIEHHRIX HMnaazo(2,1-5](1,3,4}ruannaszonos
HMCCT pCAKUMA HYKICODMALHOrO  3amelmenus. HomMy H3YYEHHIO peaxiuii
HYKJICOQINBHOrO 3aMeineHus B umnnaso(2,1-6)[1,3,4}ruaanasonos yaenserca crons
MPHCTANBHOE BHHMAHHE. -

Hmunazonenoe konwue seasercs Guunknuueckoit apomatycckoit cucrTemoit, B
CBAIM C MEM MOXCT BCTYMUTh B PCAKUMM HYKICOQHABLHOrO 3aMeuicHHs 6naronaps
NPHCYTCTBHIO NOABIAKHOrO OpoMa BO 2-0M NONOXeHHI MoneKy sl uMitaaso[2,1-b](1,3,4)-
THAIHA30/I3, TO MO3BOMACT MPOBOANTE CTPYKTYpHYIO Mougukaumio npamum C(2)-

AMHHHPOBAHHCM, THOJTHPOBANMEM, 'mouuomlponanncu H T.Q., YTO MOXCT npHaatTh eMmy
HHBIC NPAKTHYCCKIl LICHHLIC CEOficTBa.

(8) conepxanu naGop “actot i
Takum obpazom, B pesynsrare
() n (8) anexrpodsnbHOMY

3.1. Moaunduustponanue 2-Gpom- u 2,S-nuﬁpou-6-(n-6pou/ﬁouo§enu.1)uunnuo—[2,1-
b][1,3,4)-rnanuazonos (2a-b)-(3a-b) FIIPAIWHIIAPATOM H NEPBHYHLIMII AMHHAMMN
C uenelo nomcka HOBRIX coemmmenmii ¢ noreHumansHoit  Guonoryeckoi
AKTHBHOCTBIO If MANbHEHIIErO H3YHCHMI XMMHMCCKIX CROMHCTB 2-6pom- u 2,5-nuSpom-6-
(n-6pou/ﬁono¢euun)uuunaso[2,l—b][l,3,4}mammonon (2a-b)-(3a-b), ME1 uccnenoBany
PCAKUMM HYKNCOHNBHONO 3aMCINCHMA aToMa Gpoma nammoro rerepoumkna ¢
THIPA3HHOM, JTHRAMHHOM, OYTWAAMMHOM, WHIYWMNM MX XuMMuCCKME cBoficTBa C
YKCYCHBIM QHFHAPHIOM  TPONENH KAUECTBEHHOS CPABMCHME (HIMKO-XHMIMECKHX
CBOJICTB NONYYEHHEIX COCAMHCHHIT, :
lMpoussonmusie rumpasune  upoko HCTIONB3YIOTCX B CHHTE3C . HOBBIX
A30TCONCPKAUIMX CTCPOLMKIHYCCKIX COCAMHCHNI, & TAKKC B CHHTE3C PAITHYHBIX
TIO/IE3HBIX OPraliecKwX cocjmuenuit. Hanmine ruapasumosoro dparmenta s Monexyne
OpranmyecKMx — coenuMenuii  1a¥T. BOIMOXKHOCTE  CHHTE3HPOBATH PAUMHbIE
KOHJICHCHPOBAHHLIC M ALMKJINYCCKIC COCHHHEHMA, s g
Beexeuue rwpasunosoro ¢parmenta B MOJICKYAE! FETCPOLMKIHYCCKHX CHCTEM
NO3BO/IAET MPOBOHTEL PARNHHHBIE CHHTE3b! C LENIBIO MONYHMCHHA HOBLIX A30TCONCPKALIHX
reTepouMiINIeckuX cucTem. B qactHocTH, BBeAcHme rumpasinoBoro gparmenta po
BTOpoe nonokerue umiaaso[2,1-5][1,3,4}mmanuazonosoro uuxna. no3sonser oMY HTS
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Pa3nHYHbIC IPOMIBOAHBIC TOrO KAACCA i PACLIMPsEr ACCOPTHMCHT HOBLIX GHONOIMUCCKH
AKTHBHBLIX Beutects. [lpu marpesanmm  2-Gemsuntno-SR-6-R,-ummpazo[2,1-5](1,3,4]-
tnaauasona (rac R=H, CH,; R,=Me, Ph, n-Br-Ph) ¢ ruipasuHruipaTom B cpeae Tanona
TIIPOHCXOUNT pacuienenne THANHA3OALHOTD ¢parmenTa nMuaaso[2,1-
b](1,3,4]tuannazonsioro xonsua. Taroke MCCICHOEAHO PaCLICIUICHHE THAIMA30ILHONO
¢parmenTa nmnaaso[2,1-6][1,3,4]twannasonsioro KONbLA NPY HArpeBaHH C PaCTBOPOM
Su NaOH.

'C uenmsio u3beranns 3THX TpyaHocteii, mamu Obina HccnepoBana peaxuus
THIpasuirHapaTa ¢ 2-Gpom-6-(n-Gpom/iionodemun)iminazo(2,1-5](1,3,4jruamuazonos
(2a-b) B cpene dTanona npu kKommatHoOl Temneparype. Ipu nobapnienui riupasua s
PCaKLHONHYIO Cpely OHA HAYHHACT Pa3orPERATHCA.

B cuurese 6-(n-6pont/iiono-dermn)-2- Cxema 7:
ruapasiuiiMunaso[2,1-5](1,3,4]-ua- " x ;
auasona  (9a-b) u (10a-b) Geum ,,._() l\ o
HCIIONB30BAHBI PALTMYHBIE PCAKIMONHKIE $TON
cpenst: auokcan, TI'®, aramon, meramon, 2-3(=-d) '
nsonponanon M nMpumuH.  Jx c...,,;l EOR. 1= 25.30°C,
riapasinruapata nauGonee npuemneMoii vt
peaxionHoit: cpefioit ABNAETCA 3TAHON W o i
‘MeTaHon. - PelynmkTamel  mccnenosamms nN—¢ "J‘:\g__.@_,..
MOKa3bIBAIOT, YTO, HCCMOTPA Ha Haauyue M;N $TUN

9-10 (a-b)

aromoB OpomMa B nonoxennmn 2, 5 u
NONOKEHHI 6-(n-6Gponm/iionodennn)-a
coenunennit (2a-b) u (3a-b), 6pom B
NONOKCHUK 2 OCTAalTcA MOABIKHBIM M BCTYNACT B peakuuio HykneodunsHoro
3aMelenis.

Bo u3bexanne obpazosauns noSounsix npomykTos, TIJPA3HH PACTBOPANN. B
3TaHONE H N0 KariiiM AOGABNANM B peakunoHHylo cpejty. [Ip 3TOM BEIXOJ KOHEHHBIX
TNIPOAYKTOB JOCTHIAN 52-53%. Peakums npoXoauT cenexTHBHO, 3aMEIACTCA TONBKO aTOM
6poma BO BTOPOM MONOKEHHHM LHMKNA, ATOMEI 6poma u ifoma n-Gpom/fionodenmnsroii
Tpynns! HE 3aMCIIAIOTCA,

R'=H (2a-b; 9a-b); Br (3a-b,10a-b): . :
R'"=Br (2a, 3a, 9a, 10a); R =] (2b, 3b, 9b,10b).

Crpyxtypa cocaunenuii (9a-b)-(10a-b) yc;:u‘ionncu‘@ ¢ HCIIONE30BAHHEM HK-, J

SAMP-cneKTPOCKOIHH H 3/IEMEHTHBIM AHATH3OM.

Hna coenunenns (9a) o6napyxena nonoca nomouxeliml B 05)13011(. 1471 (C=C),

1528 (C=N) 11 1583 (C=N) e, a Taroxe 680 ey’ (C-8-C) nna nMupaso-THannasonbHOro
¢parmenra. Tlonoca nornowenns B obnacti 3119 o XapakrepHa i N-H-
ruapasiHoBoro ¢parmenta. Ilonoca nornomenns obuapyxena B o6nactu 3097 cum™.
Kpome atoro, nns "n-6pom¢c1mm,uoﬁ'rpynnu ofHapyeHbl IIOCKHE M HEMNOCKHE

Regopmausonnsic konebatuis B oGnacti 1190, 1146 1 929, 842 ™ .
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- B coequnensm (10a) nonocs nornoweis Aedopmaumonnoro. kone6anua CH-

- GeHzonsHoro Konsbia obHapy:xcust B 06nacti 861 i 1193-966 cm™. Hamisuse THApa3HH-

rpynnsi 6510 o6HapyeHo B BHAC HEMIOCKIX AedopMauHoMHLIX KoneGanuii npu 839 u
820 ov™' NH; 8 cpemienm untencusiom none. £

Monekynbt  coemmennii (9a-b)~(102-b) mon BAMAHHEM aKTOpos y'naxonlm
MOMICKY/l B KPHCTATHYECKOM COCTOAHHK HE MOFyT OPHEHTHPOBATLCA N0 HANPARICHHIO,
Kkaxoe Tpebyerca mas obpazosanus MekMonexynapholi H-caasu NH...p-nenonenéuupix
JNICKTPOHOB;  ADYrHMH  C/OBAMH, KOHQWrypammus oTux coemuennit  aansercs
JHCPreTHYecKH Haubonee BHIrOXHON B HX KPHCTALIHYECKOM COCTOAHMMN (pucynox ‘1),
Oprannveckne  monexympiste xphc‘ra.rmu_ BCTYNAOT B MEAMOJICKYAPHOC
B3AWMONCHCTBHE, M €r0 MHTCHCVBHOCTH 3aBHCHT OT KPHCTALTOXMMIYCCKHX CBOMNCTS
HCXOMHBIX KOoMMoHeHTOB. Yem Gmnke mapamerpu KPUCTALTHYECKHX styeek, TeM Gonee
BEPOATHO B3AUMOEHCTBHE MEKITY HIMM. ‘

/l{\ Ommako B crmextpe nmammbix

HN "Ne C— coenuHenuit He HabmoaeTes Monock!
) /\>—Cf>—"'
\
SJQN N\ __/

B obnacru koneGamma ~3500 o,
Xapaxrephoit NH,-rpynne runpasuna.
Pucynox 1- O6pazosanite BHYTPHMO- Takum o6pasom, koneGamme npH
nexynapuoit H-ceazu -HN-NH,...p-nenoze- ‘
NEHHBIX JICKTPOHOB atoMa N(3) B tiaama- u

3119 cm™ coenagaer no nonoxennio
Xapaktepy H-NH...p-
30/IHOM (hparMenTe coeamHeH il
(9a-b)-(10a-b).

HEMONENEHHBIX 3NEKTPOHOB  aToMa
N(3) 8 THanuasonsnom parmenre —
HN-NH,-rpynn & kpucranamueckom

» 6~(4-Gpomdperin)-2-runpasumimamn-asof2, 1-b][1,3,4}ruanmasone (9a-b)-(10a-b).

Hanee, 8 npoytoxenme necnenosanmii, My YACAANK BHUMAHWE B3auMoacHCTBHIO
cocannennii (2a-b) u (3a-b) ¢ nepniunsMy amunamu. Ipu B3aumonciicTsim coeitennii
(2) u (3) co cnupToBBIM pacTBOPOM NICPBHMHEIX aMHHOB B TeyeHne 3-4 -iacos'nony-xeuu
COOTBCTCTBYIOIIKE 2-AMHHONPOK3INOHBIC 64(n-6poul-ﬁono¢cmm)uumaao[2,_l-b][l,3,4]-
THaanasona (11a-b)-(20a-b) ¢ srixomonm 70-73%. Peaxunut nposomutics B cpejie araxona
npu cootHowenni 1:2, ¥

Cxema 8:
; Nene
RN, HN—C P‘%—@-R'
C—t- N T\ Ao
N-y NelSah
N .
Br -
(_.Je.x :
AcOrllDr: R <
2u-b - du-b S, » & CR™NH. 7 Neyy ST
Y- | e N 28 St
[""(s’l‘h‘ N~ S .&’LN )
3a-b . 16a-b - 20a-h P

R=li,R" = Br.(l Fa-15a): ReIL R = 1 (110-15D); R~ R’ = Br: (168-20a): ReBr, R'=] (16b-200)
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PesyneTaTsl MCCNEOBaHMR NOKA3LIBAIOT, Y10 HECMOTPA Ha HAIHYUHE ATOMOB
Gpoma n iiona B nonoxennn 6-(n-Gpomdenun), S-(n-fionopemin) u C(5)-Br-a =B

'COCaMHEHMHAX ‘(2a-b)-(3a-b), 6poM B MOIOKEHMH 2 OCTACTCA NOJABILKHLIM M BCTYNAacT B

CAKUHIO HYKNCO(GHIILHOIO 3aAMCIUCHILA,
’ ;.2. A‘zun‘:lo:)nauue 2-RNH- n.S-RNllCHz-npouquulux 6-(n-Gpomdennna)-
umuAaaso|2,1-5)1,3,4)Tuaguaszona ¢ yKcycHbIM AHIHAPHAOM

Onuum 13 ynoGHbIX MOAXONOB K MIMCHEHHIO YITICPOAHOrO CKENETA MOMCKYNLl B
OpraHH4ecKOoii XHMiH, B TOM HUHCIC B TETEPOLMKMHYCCKHX COCAMHEHMAX, C UCIBIO
NpHAAHHA HM HOBBIX CBOJCTB SBJIACTCA PEAKLUA ALHNHPOBAHNA.

Cxema 9: B CBS3M € 3THM, N CHHTE3A HOBLIX GHOAKTHBHEIX
- COCAMHCHHIt B pAOV NPOM3BOMHBIX HMHAa3of2,1-b]-

Nm-(‘i; __/>— Br  [1,3,4]-Tanuasonos, coaepxammx mabununbie-NH-

".-sl 4s, 178~ 208 rPYNNbl, HCMOMS30BAHA PEAKUHS AMIHPOBAHHS.
Coeannenns (11a)-(14a) u (172)-(20a) Bcrynaior

"p! o B peaKiinio B M3GBITKC YKCYCHOrO aHrMAPHMEA NpH
Me R’ HarpeBaHHWu B Teyenne 2-2.5 u, B pesynsrare Own
°=<_N_zfxl\ \" )~Be NONyueH pance He onucannsii (SH-6-(n-Gpomdeniun)-
RSN ummuaaso[2,1-5][1,3,4) tnammason)-2-s)-N-aaKnsamua
21-28

Buae Genoro

R=Me, Et, Pr, Bu; R°= . yKcycHol  kucmotet  (21)-(28) B
R=Me, Et, Pr, Bu; R'= Br. XNIONK0oBpPasHoro 0czKa ¢ XOPOLIHMH
BBIXOZAMH (78-80%). YcraHomsieHo, yro NpK aWUITHPOBAHHK cocnuu_eyuﬁ (11a)-(14a) u
(17a)~(202) yKcycHBIM aHMWIPHAOM PEAKIMA AUWTHPOBAHHA MAET MO amunorpynne, B
pesynbtare obpasyiorcs coeaunenus (21)-(28),uro TIOTTBCPXKAACTC  INTCPATYPHBIMH
JAHHBIMH, ;

B nponmonxenue uccacposanuii B o6nactu peakunii awiwnmposanna NH-
conepAaumx CybcTpatoB Mbl YACHMIH BHHMaHHC agxunhpbngumé? “N-((2-6Gpomo-6-(n-
Gponmdenn)immnazof2,1-b)[1,3,4]mamazo-S-wn)merun)oranamtinna ” (5) ¢ ykcycu
AHTHIPHMIOM, YTO ABNACTCA OAHNMM M3 HanGonee yro6unix u apexmnsnix cnocoGos
(opMHpOBANHA AINPOMIBOAHKIX uMBaaso[2,1-5](1,3,4)-ruaguasonos.

AUMnHpOBaHHE NPON3BOAHBIX uMnaaso(2,1-b](1,3,4Jmammasond, coxepxaimero B
5-OM TIONOAKEHHH reTePOUHKa —CHyNH-R-rpynnsi, mo mwactosuero BPCMCHH Yy
NpakTiyecki He usy4yeno. B ceasm ¢ arim, nensio macrommeii paGorst smnsercs

H3YYCHHC PCaKUHy aUNIHPOBaHHA N-((2-6pouo-6-(n-6pombeuml)u.\mnaao[z,l-b][l',3,;4]-
THAnKa3oN-5-11)-MeTA)ITHAAMIKA  (5) C©  yKCyCHEIM AQHIHADHAOM B  FPHCYTCTBMH
TpiTOpyKCyCHOI KucoTs (cxema 10).

Kak BHAHO M3 CXEMB! PCAKIMH, BOSMOKHEI MeXiH3M peaKiii B IPHCYTCTBHH
TPHTOPYKCYCHOI KHCIIOTE! MOXKCT BKITIOYATS 0GpascBakue Ha nepsom stane N-31in-N-

'((gjﬁgoy-é-(népoy_(bcnmx)uummo[z. 1-b][1,3,4}tuazmazon-S-wi)merin)-aueramiaa

(5a). Onmaxo cnéayer oTMeTHTs, YTO NamHan peakrua He 3asepuacrca obpasopaHHeM
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aueramuaa (Sa), ysacrsyiomas peakumin TpropykcycHas kuciora cnocobersyer
TIPOTOHHPOBANHIO KAPGOHIIEHOr aToMa yrnepona (5a) ¢ nocaesyioms obpasoeanuen
TIPOMEAYTOYHOrO MHAPOKCHICOACPKAILEro Kkap6kariona (5b). :

Hanee xap6karnon NpoMexyTouHoro npomyxra (5b) crabiwinsnpyercs 3a cuér
JNICKTPOKHOI MIOTHOCTH OPTO-NOI0KEHHS n-Gpomconepsatuero apomatiyeckoro Konbua
ANCKTPODUMBHEIM NPHCOEHENIEM, Te CaMBIM 3aMBIKANHCM HOBOro a3ennHOBOrO
Konsua (Sc). B ycnosusax peaxumn HIPOKCHIBHAY rPyNNa npoMekyTouNOro fIpoxyKTa
(S¢) nporonnpyeres 3a cuér TPHGTOPYKCYCHOI KHCNOTH ¢ obpazosanuem 3-6pom-6-3tiun-
5,l0-nu.ucrm1-6,7,7alZa-wwamn‘po-SH-[l,3,4]-manuasono[3‘,2':2,3]nmma30[4.5-c]—
6ensolelazenuu-5-ona (5d) u nocrenyroum OTWeIeHHeM MONeKy Nkl Boast (Se).
Boamoxkwno, uto umenno ma cTumK ofpasoBanns coenmHeHns (Sb) saknappiBacrcs
CTEpCOXHMIL NPOMlyKTOB pearumy. Ouesmngen ToT dakT, yTo 06BEM n-6pom-gennsioro
3amecTiTens Gyner 3aHUMATH cTepuyeckn BEINO/IHOC B3aHMHOE OPTO-NONOKEHHE; TAKHM
o6pasom, Haubonee ycroiumsaim OKa3LIBAETCR coepmuenue (5¢) ¢ AHTH-TNICPHILTAHAPHBIM
pacnonokenuem  n-Gpomdennnshoro  3amectirens. Takum  o6pasoM, moxno
TPEANONOXKHTE, 4TO B Ciywac o6GpasoBamms NPCANOYTHTCNBHOIO  BO3HHKHOBEHHS
KkapGkationa (5b) peakums MIPOTEKACT, Kak BHYTPHMONEKYNAPHOE anextpodiuisHoe
3ameulcHHe ¢ ofpasoBanMeM coesurHeHHS (5¢), npusopsmero x AHMHHHPOBAHIIO

- IPOTOHA OPTO-NONOKEHUA n-GpoMbenina u obpasoBauitio coeaunenns (5d). Danee npu

npotoniposanui (5d) ssuzenser sony u obpasyer kap6xation (5¢), xoropsiii npu
CMCILCHIH T-NCNOKANN3OBANIBIX SNCKTPOHOB K OTphIBE npoToxa npuobperact Gonee
ycroliunsbit BHAO 3,lO-mpoou-G—anm—S-umm—éH—[l,3,4]mammsono[2’,3‘:2,3]-
uMiaazo(4,5-c]6ensofe]azenuna (29).
Coenuuenne (29) npeacrarnser cooit 6enoe  kpucranmmueckoe BEWICCTBO, XOPOLLO
PacTROPHMOE B NTPOTORHBIX H ANPUTOHHBIX OPrAHHYCCKIX pacTeopuTensx.
Hurepnperauns nornouenns: coenunenus (29) mokazana, 4o monocst nornomets
csoGonHoit rpynnst 6-n-Br-CH, ne vabmonaiores obnactit 3050-3070 e,

Hnn CH,-CH; xapaxrepnast nonoca nornomenus o6napyxena B obnactn 1431-
1443, a B obnactu "1344 oM - mix CH-rpynnei.  Banewtusie koncbamms C-N
nabmonaiorca B ofnactu 1201-1181 cu™. Heobxomumo ormeruts, yto B HK-cnektpe
coeannenin (29) ue obHapyxeHb! cean Hamumus THApPOKCHABHOI rpynmb (3300-3500
em). : i s .
[Monocer nornowerns, XapAKTEPHBIC JUIA reTepouuKia, o6Hapyxensl B obnacty
1540, 1604 51 692 e s C=N- u C-S-C-imgasoTHamsasonsioro dparmenra.

Crpyktypa rerepoumkna (29) mamu Ana Gewia noaTBepAIEHA InEMEHTHBIM
ananmsom, K-, 'H, C IMP-cnextpockonseii ero obpasosanus (tabmma 2). -
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Tabnnua 2 - TepMoanHamityecKie XapaKTCPHCTHKH CoCaMHCHMit

E (Thermal) CV Cal/Mol- S Cal/Mol-
Cocauucune | Enin, a0 KCal/Mol Kelvin Kelvin
5 -6237.40252892 | 159.868 68.723 151.654
5a 6389.23011625 | 186.255 80.128 163.546
29 -6313.15075960 | 167.453 74.103 148.557

[Toyuenusic ganueic no npusen&unoii eime cxeme MOATBEPKIIAIOT PE3YNLTATHI
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KBaHTOBO~-XHMHYCCKHX pacycros,

¢ MCMONL30BAHMEM KOMMBIOTCPHON  nporpass!
“Gaussian”. %

Pacuémi no crpyxrypam TIOKA3LIBAIOT, 4TO HanGonee 3neprerHucck cTabunpHeiM
ABageTca coenmnenue (29), o uiém CBHIICTENLCTRYCT 3HAYCHIE 6r0 ouTponni (8). -

Takum ofpasom, B3aumoneticrsue (5) < YKCYCHBIM AHTHIPHIOM B ykzﬁmumx
YCNOBHAX NMPOTEKAET, KAK PErHOCCAEKTHBHbI npouecc u TIPUBOMMT K o6pasosansio 3,10-
nu6pou-6—311m-5-nmn-6H—[l,3,4]'manuaaono[2‘.3f:_2,3]51mmd-so[4,5-c]6cmo[e]
azenuna (29). Gt - :

3.3. Bsaumoneciicreue 2-6pou—6-(n-6pou¢emu1u.'wwxasolz,l-bl[1,3;4]rmnua:o.na 2)c
BTOPHYHBIMI aMHHAMK :

C uensio  wmsyuwenns PCAKIMH  HYKNCOQMNLHOrO  3aMeleHus -2-6pom- 1 2,5-
nn6pou-6-(n-6pou(bcunn)nmmasa[2,l-b][l,3,4]-manu_asonon (2a)~(3a) H
TNIOCCAYIOWEr0  MOMCKA HOBLIX GHOMOrKH4YCCKH AKTHBHBIX  COCAMMEHMIi B pagy
HMH/G30THANHA30/I0B HaMil BMCpPBElE npose'nquu. Peakumit 3aMemeHus -atoMa 6poma
B cocuHennsx (2a) u (3a) wa pazmiynsic 3aMEIEHHBIE AMUHBI. (a8 oo

Coenuticnus (2a) (32) zmepruuno pcarkpym_co BTOPHYHBIMH AMHHAMH fIpH

cootHowieHH 1:2 B smwioBOM crpre ¢ obpaszosanuem cocaunennit (30)«(39) c
Xopomnmi BeIxonams (76-78%) no cxeme 11. ‘ oh
: Cxema 11: A W e
R R N :
SNHiEOR N\ - :
it .\-—< Br
W . s/gu 6 & " Hossws
R ©°C, 253w, / : "

30-33

—

f~n e 3 Ly NN
oagis o G ot

Het-NH,/1-C, 1,01 Bt NS Zor ey
e T O
l:'c.z-z'n. R~ N - PR

2a-3a

R= H, Br (2a), (3a); .
R'=R"= Me (30-31); Et (32-33);
Het=modionun (34, 37), (36); nunepuann (35,38), (1) ounepann (36,39)

OGuapy>xetto, uro B peakuusx HYKICOGUALHOrO 3aMEIICHUA BTOPHUHBIC AMUHEI [10
CPABHCHMIO C NCPBHIHBIMK ATMGATHYCCKIMI aMuHaMM Tipi Temneparype 50°C nerko
BCTYNAIOT B PCAKUMH 3aMEIICHIs € coc/MHennamy (2) n (3). Yeranosneno, wro npu
aMHHIPOBaHItH cocaunenuil (2) ¥ (3) ¢ BTOPHYHLIMM aMiHAMK aMHHHPOBAHHC MAET no
aromy C(2)-Br-umkna, me satparusas 6pom 4-ro monmomenns » n-Br-CéH; u 5-ro
TNONOKCHHI HMHAA3ONLHOrO dparrenTa. :

3.4. Baaumoneitcraue 2-Gpom- i 2,5-nu6pou-6-(n—6pou¢euun)uuunnolz,l-b]-
(1,3,4]ruanuazona (2a)-(3a) ¢ pasauuHLIME THONIMI :

Onuum u3 mamGonec mpOCTHIX M PAUHONANLMBIX NOAXONOB K TIOMYHEeHKIO

OYHKUHOHANBHO  3aMEUEHHBIX uMuaaso(2,1-5](1,3,4Jruanuasonor  sensercs peakums

3439
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HYKICOQMIBHOTO  3AMCWCHMA  MPOM3BOAHBIX umunaso(2,1-5][1,3,4)-ruammazoson,
COpEpXKalIHX 8O 2 NOOKEHHH FETCPOLHKAA FANOrCHIKTHBHBI 3AMECTHTENb - THOJIAT.

- Hlexons u3 avoro, 65110 uiTepecko MONYYHTh HOBHIE 2-CyJb(MIHBIC NPOMIBOAHBIC
uMinalo(2,1-b)(1,3,4lmaauazona ¢  nocnexyommm MEPEXoioM K HCCNENOBAHMIO
Gnonoruyeckoit aKTHBHOCTH CHHTC3HPOBAHHBIX COCITMHCHHIL. Jns ssmomHeHns 3Toit
3anaus OB WCCNCHOBAHB!  JBA  METOAA  CHHTE3a 6-(4-6pomdpertiin)-2-
(anxxmmo)nmunaso[z,l-b][l,3,4]‘mauua30:_wa: 1) samewenue Gpoma Bo BTOpOM
NOJIOMEHHH  COCAMHCHMS ° (2a) pasnuunBIMK CEPICONCPAKAMMH  HYKICOPHIBHLIMK
pearentami;  2) HENMOCPEACTBEHHOE  BzamMozeHCTBIC 2-anKunrHo-5-amuo-1,3,4-
THAHA30m08 ¢ n-Gpomdpenauinbpomnaom, uyto npuBOIMT K obpasoBanuio 6-(n-Gpom-
emmn)-2-(anxirruo)ummunasof2; 1-5](1,3,4Jruaauasosa,

Peaxuus cocmumenns (2a) ¢ N(R)mwmworapGamarams, amkiti- o rerepii-
THONATAMI NPOTCKACT B PA3HbIX YCAOBUAX, :

Ana noaTBEpXUICHUA NOABIKIOCTH aToMa 6pcma 2-ro nonoxenis rerepounkia 1
HepeakunoHHofi  cnocobuocTH 6poMa 4-ro monocenys ¢enunsioli rpynnel, Gsuta
MCCNENI0BAHA  peakuMs  HyKneodunbHoOro 3amewennd  Gpoma  2-Gpom-6-(n-Gpom-
chuun)uuuna:o[Z,I-b][l,3,4]1'ua.mmsona (23) ¢ metun- u smwTrHONITAMM, HATPHEBOI
- conslo  N(C,Hs),-murnokap6amatom, 2~¢euun-5-mo-l,3,4-oxcoaumqou, 2-MeTHn-5-
THosMo-1,3,4-TpHasosioM, THOUHAHATOM Kanug B cumpre u B cmec [IMDA-cripr npu
KOMHATHOfi TeMNepaType i TeMnepaType Kunems PEaKUHOHHOT cpeanl,

Hnrepecno otmeruts, wro npy nonsitke NPOECACHNA peakumy coemmbenna (2) ¢
HaTpieBoil COBI0 THONATA anndatHyeckoro COCAMNCHHA B BOHO-AMOKCAHOBOH cpene
TIpH KOMHATHOH TeMnepaType, BLIXOA ABNRETCK HesRadrenbHeM. Ofnako ana pemens
toit npoGnembt Ghina nporegena PearuMs nMKIM3ANHH 2-ankwirio-5-amuno-1,3,4-
THanuasonos (la-b) ¢ n-6pomdenatuGpomigon s cpenc u-Gyranona npu narpepaumuu B
TeyeHue 5-6 u. B pesynstare obpasyerca _2-anxumuo—6-(n-6pou¢cuun)- UMunasof2,1-
b][1,3,4}ruanuazon (40)-(41) c mexomom 68-72%. Hanee, npu Gpomuposanuy
coepuuennii (40)-(41) B cpene nemsmoii YKCYCHON KHMCIHIOTBI, NOMYUMAN 2-aMKIUTTHO-S-

6pou-6—(n-6pou¢cnnn)uuunaao{2,1-b][l,3,4]-manmsom (42)-(43) ¢ Buxomamm 70- -

73%. Peakuns npotexaer no crenyomeii cxeme:

Cxema 12:
Br 0
)’i"'{}_ml n-Br-PhCOCH, Br N-;f R | Nagoy® __<,N'N’\>__©_&
AUS” ST 2 T RO, 564 B,J’\s)ﬂm, E1OH sy

Ia-b 5 w 4041
Alle= Me (1, 7); €1 (1b, 8) B y“&“': :
3 I R ’ N"N {
. AlkS~— B é
“_.(SJ\\N C .
T 4243
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Peakuus coemunenna (2a) ¢ narpuenoit conbio (C;Hs)-N-CSSNa 6buia nposeacHa
8 AM®A-cnuproeoit cpexe npm TCMNEpaTYpe KMNEHUA PEAKUMOMHON  Cpefsl.
OGuapysxeno, 4ro Npi AAHHLIX YCNIOBHAX pPeaKUMH 3AMEINACTCA TOMLKO 6pom,
HaXONAWMICA B NONOKCHHH 2, B pe3ynbrare peakimu  obpasyerés S-(6-(n-
Gpomdennn)umunasof2,1-5][1 »3,4)-THanuazon-2-un)-N, N-pirymuniroapGamar (44).
' cxema 13:

R
e (Call),NCSSNa
N
Be— _ Br Br
o

AMOAZION, ¢, 23 w. )
2a-3a 44-45"

R

1 N—N>._s' 'r__
o
AR g

R = H (2a, 45); Br (3a, 46) .
Mexanmaw NoMyqeHns  MpoOu3BOAHBIX  Mmuaaio[2,1-5][1,3,4]muammazonos
3aKMIO4ACTCA BO BIAMMOACHCTBUM coeamuenuit (2a) u (3a) ¢ posannzoM Kaing B cpene
STalona npw HarpepaHu B TeweHue 2-2.5 4. Tlpn atom  ofipasyiorces 2-THouman-6-(n-
Gpomdennn)umizasof2,1-6)[1,3,4Jmammazon  (46) u 2-1iouman-5-6pom-6-(n-6pom-
dem)umunaso(2,1-5](1,3,4Jmanuazon A7, 70 MOKHO HCIIONB30BAT, KaK KmoueBoit
ONCMEHT COCMMHCHNA JUIA CHHTE3a CCPHI NPOHIBORHEIX HMHIZ30THATHAIONOB,

Cxema 14:
K

R
~N - _2\ N )
N KSCN N7\
Br*Q—é:L > e s
HCH,0M; °C: 219
2a-3a 4647
R=H, Br

C  uenblo cHMTE3a  COC/UIHCHMM (48)-(57) bcamux NpPOBOAWIACL  NPH
BaanmozeficTBum coenunenuil (2a) i (3a) ¢ HaTPHEBOH COMBIO APHI/FETEPITTHONATOB B _
cpeac  mumeringopmammaa  (JIM®DA)-cimpra  npu  KoMHaTHOI 'icuncpa‘lypc.
Ycranosneno, wTo HykIeopunbHOE 3ameuicHHE B OCHOBHOIi ; cpeae npu  25-30°C
npusoaMT K obpasosammio cocmumeHuit (48)-(57) ¢ mbrcogamn 78-83%. Peaxums
YBCTBHTC/IbHA K- YCNOBHAM: MPOBEACHHMA, a NpH BLICOKOH TeMmepatype peaxilis
NPOTEKACT € paciuerUIeHHeM THAIHAIONBHOTO (parmenTa.

v Cxema 15:
. R g0 R
~N ArflletSI,NaOH e ~N . HeVAr e
N’ N ¢ " ¢ N e
B'_OJ Br barmon, - Br— S-
Dl 7 N’I\S%
- 2a-3a ‘ i .- 48-57

R=H (23, 48, 50,52, 54, 56), Br (32, 49, 51, 53, 55, 57) _ 4 oy i R
Ar= PhS (48 - 49); Het = 5-phcnyl-1,3,4-oxddiazblc' (50 - 51); 5-methyl-2-thio-1,3,4-. 1+
triazole (52 - 53); 2,5-dithiol-1,3,4-thiadiazole (54 - 55); 5-p;opﬂami_d9—__2-_thio-,l,3,4- St
thiadiazole (56-57) ' MRS |

25



Ycranopseno, yro 6pom B S5-0M nonoxewuu u B n-Gpomdennnsuoii rpynne
cocHennii (2a) u (3a) ne cnocoGen K 3AMCINEHHIO faxke NPK HIGLITKE THONATA I NPH
NPONOILKHTE/ILHOM HArPEBAHMK PEAKUMOHHON CMECH, NTO COITIACYETCA C JINTCPATYPHLIMI

" MAHHBIMM H NPH KaYCCIBCHHOM CPaBHEHHH (H3HKO-XMMHHYCCKHX CBOIICTB coOemMHeHNit
. (40)-(57) ¢ coemmuennamn (2a)-(3a).

[omyuennsie  coexuncnus  (40)-(57) spnsiotcs  GenbIMi  KPHCTALIHYCCKHMH
BCUCCTBAMM, HCPACTBOPHMLIMK B BOAC ¥ B  GONBIUMHCTBE  OPraHMYECKHX
pacTeopuTesieii, xopowo pacrsopmiores 8 JIM®A, JIMCO, yxcycuoii kucnore. Ipn
HArpCBaHMM  PACTBOPAIOTCR B JIMOKCAHE, CUMPTE, AUCTOHMTPHAE,  XOPOINO
KPHCTAUIH3YIOTCA M3 BOAHO-AHOKCRHOBONO PacTsopa.

Coctas u  cipyktypa coemuueHuii (40)-(57) nomcpxncuu 3NICMCHTHBIM

- ananusom, 'H AMP, PC-SIMP u MK-cnextpockonueit,
3.5. Cunres Z-MKunruoanxunennpomnonuux 6-(4-Gpomdenin)imiaaso|2,1-b]-
: {1,3,4})-Tnanuasona

2-Auuuo-5-anxun'moanmmcu-l ,3,4-THaAKA30AB! ABIAIOTCH JOCTYITHBIM CHIPBEM,

ncnonbayemm B CHHTC3 KOHCHCHPOBAHHEIX 1,3,4-Tnanuasonos.

Cxema 16: Bnaronaps aMuH-MMHHO TayTOMEpHH, 2-aMHHO-5~

—N
/Z )\ Seden ankunTHoankun-1,3,4-uaauasonst  (le-e)  Moryr
H,N (CH, NOABCPraTLECA NepBOHAMANBHOM arake MoJCKynoli n-

Gpom-denatmnGpomucroro ¢ obpazosanmen  2-
PReCHCOCH B
840K, °C. 345, ATKHATHOWIKHA-6-(n-6pomdreniun)nminazol2,1-b]-
s—a  [1,3,4]-Tannazonos (58)-(60). Vcranonseno, uto
—O—(\ '>-'cn,)- obpasosamme  coenmmenmii  (58)<(60)  mmeer
onHocTaumithbiit  xapaxtep, Ge3  Bhugenenus

TIPOMC/KYTOUHbIX NPOAYKTOB, M MpHM BHYTpHUMONC-
KYJIAPHBIX HYKNCODHILHBIX ATAKAX HMHHHBIX

58-60

Ali= cn,, =2 (s, $8); C;H;,
n =1 (Ib, 59); C,lly, n =2 (lc, 60)

rpynin ¢ KapOxaTHOHOM KapGOHHMBHBIX Irpynn 06pa3yioT LeeBLIE NPOAYKTHI.
; Crpyxrypa coemuriennit (58)-(60) ycraHOBNCHA METOMOM IMCMECHTHOIO anamm3ia,
K-, 'H, "C SIMP-cnexrpomerpuei.

Coenunenna  (58)-(60) npeacrasnsiores cooii KPHCTAUIMYCCKIC BEWCCTBa,
OKpallCHHBIC B 1{BETa OT 5e10r0 10 APKO-KENTOrO, HepacTsopumele B ose i EtOH, nerxo
pactsopumic B JIM®A, ymepelHo pacTBOpUMSIE B AHOKCaHE,

3.6. Cunres cynbGoHUANPOHIBOAMBIX nMiaso|2,1-5](1,3,4jruaanazonos na ociose
peaxutitii OKHCICHISI 2-CYNLOHANPOHIBOAHBIX 6-(n-6pou¢enun)unmxuo[|2,l-
b][1,3,4]ruanuazona (61)-(62) :

Peakiun okucnenus cynnduanpoussoansix nmiaaso[2,1-5](1,3 4]-manu830n05
aBngioTca TICPCHICKTHBHEIMM, TIOCKONBKY TAKHM ITyTéM MOTYT OBITE CHHTE3HPORAHEI
COCIMHCHNS C BLICOKHMM 6GHONOrHuECKIMI CBOTICTBaMM, Cpenit OKHCAHTEBHBIX arcHTOB
NCPEKICh BOJAOPOMA ARJACTCA ONHMM M3 yHOGHLIX 3 HOCTYNHBIX areHToB JyIf
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MOAH(UUHPOBAHHBIX  CYAL(HANPOM3BOAHEIX nMupaso[2,1-b)[1,3,4}manuaszonos B
CyNbpOHILINPOH3BOAHLIX MMHAA30[2,1-5][1,3,4]-Tvanuasonos. [Tpu mamuwmi B Kombuc
ummaso(2,1-6](1,3,4}-tanuasonor AIKWICYIBPUAHBIX 1 ANKHITHOAIKMACHHBIX TPyNN,
KOTOPEIC  CMOCOOHBI MOJBEPraTsCcs OKMCNEHMIO, Wcmonn3osamMe H,O, aBnsercs
CENCKTHBHEIM MCTOAOM U1 MOAHHLMPOBAHUA CYBOHIHBIX GParMEHTOB MOJICKY/IL B
YCNOBHAX KOMHATHOI TeMIlepaTyphl B Cpene yKCYcHOl KWCNOTHL. B CBA3M ¢ 3THM B
Ka4eCTBC MCXOAHEIX BEWCCTE VIS MCPOKCHAHOIO OKHCNCHMA MPECTABARIOT HHTEPCC
COCAMHCHHUA, HMCIOLIHE AIKIWITHO- H ANKMATHOAIKHIICHHbIC (IPArMEHTBI BO 2 NOJIOKCHMI
umiaaso[2,1-][1,3,4Jrwannasonsioro Konbua. YCTaHOBNEHO, HTO NPH  OKHCICHHH
cocpuncuuit (40)-(43) ¢ nepokcuaOM BOAOPOAR B CPeA¢ YKCYCHOI KHCAOTHI NpH
KOMHATHONl  TeMmepaType  NONYMCHBl  COOTBETCTBYIOUIMC  IIPOM3BOAHbIE " 2-
ankun/ankuicynsdonunankin-6-(n-6pompennn)umuaazo[2,1-5][1,3,4Jruannasons  (61)-
(64) c xopowmu Bbixoaamu 73-74%.

Cxema 17:
X R
0
NN H,0 £ NN
Br }-— Be ) >—2\J\ e
N’ s Alk AcOH, 24th. - e~y 3
4043 s

R=H, Alk = CH, (40, 61); C;H, (41, 62); R = Br, Alk = CH, (42, 63) Et (43, 64).

Coemunenna (53)-(60) npeacraensiot coboit Geble KPUCTAUIMYCCKUE BCIICCTEA,
KOTOpLIC XOpOLIO KpHCTAMAM3YIOTCE M3 cnuproBoro pacteopa MDA, muoxcaua,
xsiopohopma np HarpeBaAHNH,

Haneneiiweii 3anaucii nawero MHCCACAOBAHHA ARMAMCH PEAKUMH  OKMCICHHA
coenunenuii (58)-(60) B cpene ykcycHolt KHMCNOTBI ¢ NEPOKCHAOM BOIOPONA NpH
KOMHaTHO{i TeMmmepaType, B pe3yabTaTe MMOMyHCHB COOTBCTCTBYIONIHE 2-ANKHAANKILICH-
cynsonnnnponssonusic 6-(n-6pompeniun)nminasof2,1-b][1,3,4]-mnamnasonos (65)-(67),
€ XOpOLIMMH BhIXOAAMHK (67-72%).

Cxem 18:

n("zC)—( }"O‘Bf "‘__Acou 22&1["

Alk = cu,,n-z(ss,ss). Et,n = 1 (59, 66); Cyil;, n =2 (60, 67)

Cocmmenml (65)-(67) npeacrasnsior cofoit Genbic KPHCTULTHUCCKHUE BEIECTBA,

KOTOphic XOPOWIO KPHCTA/UIM3YIOTCA M3 CNMPTOBOTO pacTsopa AM®A, nuokcana,
xnopodopma npi HarpeBaHMH.

NN
‘(\ | s)‘(c\*s‘;}ﬂ._-
0%
6567 Al
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Jlns ycranonemn: CTpykTypsl coemunenuii (61)-(67) cuarit MK-, 'H, °C siMp-

CNCKTPbI, MOJYYCH JMEMEHTHSI AaHAMH3, a YHCTOTa COCAMHEHMII MpoBepeHa MeToNOM
TCX B cucteme 6yranon-6enson (3:1).

3.7. Macc-cneKTphl KOHACHCHPOBAHHBLIX NPOM3BOAHLIX 2-6pom-6-(n-Gpomdenn)-
umnaaso(2,1-6)[1,3,4]ruaanasona
Mc'ronou mcc-cﬁexrpoucrpuu C MPHMCHEHHCM PAINMMYHBIX BHIOB MOHM3ALBMM
YCTRHOBNEHB! XapaKTepible (parMeHTs! HOHOB JUIA NMPOH3BOAHBIX 2-6poM-G-(n-Gpom-
denmn)uminaso(2,1-5](1,3,4)mHaanasonos.

Ycranosneno, 4To np  ¢parMeHTaUMH  NpOM3BOAHBIX  2-Gpomo-6-(4-
6pomdennn)umiaaso[2,1-b][1,3,4]nannazona OCHOBHBIM HampasieHiteM QParMeHTaIH
MOJIEKYNIAPHLIX HOHOB B ycnopuax El apnserca oTpsiB atomMa BOJOPOAA, MTO XApPaKTEpHO
VI8 apOMATHYECKHX M KOHJACHCHPOBAHHBIX CTPYKTYpP, NPHBEACHBI PE3YNLTaThl Macc-
CNCKTPanbHOro aHAIH3A.

Cxema 19:

el a2 44
R

"'tx /a cmy
.~
L3

G, -—o-

ey ool A
e
oo : A;\o

L k]

ConocrasurensHelii ananus scex ndnyqemiux AAHHLIX [OKA3QN, YTO OCHOBHBIMH
HaNPaBNCHUAMY (GParMeNTAUMH MONCKYNAPHLIX HOHOB B venosuax El asngerca oTpbis
aTtoMa Bojiopona, a Tamke OTpuis R/Het-N-umammnwuwix rpynm, xapaxrepusiii it
WIKHAGMBH- M TCTCPHNAMUH-NPOMIBOANHLIX MMMAA30[2,1- 5] [1,3,4]-THanuazonsHLIX
uukios. - O6wmii - y1»  Qparmenraumn  npomssommpix  2- -Het/R-5-6pom-6-(n-
Gpomdenmn)umnnazo[2,1-5](1,3,4Jruanmnasonos B yenosmax 3NCKTPOHHOI HOHM3ALMH
u306paken na cxeme 19,
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4. Cunres npoussoausix 2-6pom-7,8- auruapounk:ironenta|d(1,3,4)-tnaguasono|3,2-
a]mipnuunuu-S(GH)-ona

TpuuMKNHYECKHE NPOM3BOAHEIC -ruwmaaonon, COZCIIKALMC  MHPHMHANHOBLI
(parmenT, ABAIOTCA MANOH3YHCHHBIMKU 1 HaHGONCE TPYAHONOCTYIHEIMI COCAMHEHMAM
CPeal pANa MONHKOHACHCHPOBAHHLIX mpom3sonubix 1,3,4-rwanuasosos. Cpeam HEX
obnapyxkeHbl cocaMHECHMA, oOnajalouu{e pasAHUMBIMKM  BuAamu  Guonormueckoii
AKTHBHOCTH, Hanpumep, nponssogusie 1,3,4-Tanuasono[2,3-b]-xunaszonusa obaagaior
IWHPOKUM CRiCKTPOM Gionoriteckoro aciicTsia. BMecTe ¢ Ten, 10 HACTORWLErO BPEMCHH
B HeaHauuTensHOM o0BéMe B JmTepaType omyGnuKoBanel naHHBlE O CBoiicTBaX
TIONMKOHACHCHPOBAHHBIX TPEXUMKNHUCCKHX 1,3,4-THaauazonos. B ceasu ¢ 3THM, CHHTE3
HOBBIX  TPEXUMKIHYCCKHX  KOHJACHCHPOBAHHBIX npoussoauex  1,3,4-THammasonos
NPEACTABNAET BAXHYIO it AKTYANBHYIO 3324y OPraHM4ecKOit ¥ MEAHUMHCKON XMMHIL,

Cxema 20: Cocran " CTPYKTYpa

NH, 2 coeauncnua (68) noxrsepixaena UK-,
NA -~ N 'H, "C AMP-cnextpockomueii u
,‘,§<3 m"& 4 | aneMcHTHBIM aHanisoMm. Coenmuenue
» (68) ABNACTCA KITIOUEBbIM

1 - COCAMHCHHCM [/I CHMHTE3a CCpPHH

NPOH3BOAHBIX TETPAUMKITHYECKHX
KOHZACHCHPOBAHHBIX mnpouasoansix  1,3,4-Tmanuasono[3,2-ajnupumuannos.2-bpomo-5- -
okco-5H-wixnonenranof4,5-d][1,3,4)-nannasono[3,2-a]-muprauann (68) npencrasnser
coboit Genoe KpucTanAHUCCKOE BEMECTBO. [TepeKPHCTANIN3OBLIBACTCA U3 ﬁ~6_y’rauona "
AMCO u npu Harpesaumi XOpowo pacrBopserca B GONBUIMHCTBE OpraMirMecKHX
pactBopuTencit.

Hsyueno sianmoaciicrane 2-amino-5-6pom-1,3,4-tuamiazona u smiosoro adupa
unknonenTan-2-on  xapbonosoit kucnotsl B cpene [IOK, xotopoe mnpusoaur K
olpazosanuio 2-Gpom-7,8-nurnapounknonentald][1,3,4fmazmasono[3,2-anupumuany-
5(6H)-oua (68) c seixozoM 68%. [Tomyuennoe COCHHEHNE H €O aHANOTH JI0 HACTOAIICTO
BPCMCHH B MONHO{E Mepe He H3YUCHBI.

B HK-cnektpe coenunenns (68) HabmoAaoTcs HHTEHCKBHBIC NONOCKH! MOMIOWCHHA
B obnacrax 1705, 566, 738, 1566, 1472 cm’, omHecémmubie k kapGommbHON rpynIL
nnpuumuuuoro xonbua, C-Br-, C-S-C-, C=N- u C=C-hparmenros.

Hamu ocyecTBnEH CHHTC3 2-peumsn- " 2-enmrrio-7,8-
nunmpouumonelrrau[d][l ,3,4]wagnasono|3,2-a]mpumiyun-S(6H)-ona  (69)-(70) ua
ocHOBe m3amMopeiicsns  Genzomwrpwia (Gensomwoumania), THocemmukapbauma m
3THIOBOrO 3dmpa umknonenTan-2-on kKapGomosoit kmucnorsl (le) » cpeae INOK ¢
XOPOUIHM BLIXOJIOM.

Peakums Tpéxcrynenuaroii kompencauun GeHoHuTpiUta (i 6cnso'mommm),
THOCeMHKapGaznia (TCK) u aminosoro aQupa umkioneHTan-2:0l kapGoHoBoii KICIOTH!
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- (le)  amasercs

- d¢pexmueunM  cnocobom  xomcTpympoBanus  7,8-amripo-
unknonentan[d){1,3,4Jmanuasonof3,2-alnupummmun-5(6H)-oHosoil cicremst B pamxax
OHOPEaKTOPHOIO CHHTEIA M3 JOCTYNHBLIX HCXOAHLIX peareHToB. Peakuus nporekaer no
cxeme 21,

Cxema 21:

(e \( ¥ g
00T 3D ®~<
N-—-u 90-100°C, 23 .
le
@mm _NHNHCNH, nox \( 7/”"'
WIRC. 23
i N—N nnmm;:o'- .<J\

o

~ YcranonieHo, m Gersonutpun u Gensotnounan Gypro pearupyior ¢ TCK B cpene
TIOK npu narpesanum B veuensc 2-3 4, 4T0 NPUBOAMT K 06PazoBanHIo (1f-g). 3arew, 63
BRIACICHHA NPOMEKYTOUHEIX npoaykros (1f-g), x peakumouuoit cmecH joGasmnu

" IKBHMONspHOe Komswecrso (le) u nepememwmsany cw@ 3-4 waca mpu 90-100°C, yro
" mpusoauT k obpaszosanmio coegunenuii (69)-(70) ¢ suxonamu 65 1 67%.

Hamu 6b110 ycTanosseno, 4to npu LUHKIONPHCOCAHHCHIH 2-aMHHO-5-UIKITTHOATKIUICH-

© 1,3,4-tuaanazonos (1e-d) ¢ ITHIOBBIM 3(HpoM MKNONCHTAH-2-0H KapGOHOBOM KHCAOTEI

(le¢) npu narpesamuu B cpene INOK nerxo 06pasyioTcs HOBBIC rCTCPOLMKIHYCCKHE
CHCTEMBI - 2-ANKHATHOANKMI-7,8-AHruapounkionenTan[d]- -[1,3,4]-uamuasono(3,2-
a]nupsmxmxm-S(éH)—oum (71){72) ¢ xopoummi sixonamss (70 1 67. 60%).

Cxema 22: Coemunenns  (71) u (72)
o . f _HEPaCTBOPHMLI B JIHITHIIOBOM JHpE i

. ethyl-2-01, vlopnuu-l .
rld’(s <atborytte, 10K :m,q—{ /]\ AUCTOHE, ~ MAIOpAaCTBOpPHMEI B
N/ 0100, 6. xnopodopme 1 EtOH, pactsopumsl B
e S nn AM®A, IMCO u ropsuem H-
' Gyranonc. Tlomyuennsic npORYKTH

Al AlleE, nel, (1¢, 72); Pr, 02, (14,73)

=] .OXapaktepnsoBanbl Merogom HK-,

SIMP 'H 1 C-cnextpockonn.

. Takum 06pa30u pcaxmu B3aumonelicTei  2-aMuno-5-ankwrTHowIKINEeH-1,3,4-
manuasonoa (1¢c-d) ¢ 3TinOBBIM 2QHPOM LHKIONEHTAH-2~0K kapGonoroii xucnots! (1¢) B
cpeac . TNIOK  oTkpiBueT  BOIMOKHOCTE A NOMYYCHHA  MPOM3BOAHBIX  2-

_ CyNbQUANPONIBOAHBIX KORACHCHPOBAKHBIX 1,3,4-mmazmasono[3,2-a)nupumuaunos. Ha

OCHOBC TONTYHCHHBIX HAMHBIX MOXG{O NPCANIONONKKTE, YTO NMOA BIKMAHHEM =M, -I-

pdextos kicnopoaa kupGOHMNBHON Ipynner M 3amecTirrens Bo 2-0M NONOKCHHH
. TCTCPOUMKIA, HIMCHAIOT PACIIPCACNCHHE CKTPOHHON ITOTHOCTH B COCAMHEHHAX 11, ITa
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i 11b, ¥ 3THM U3MEHAETCA OTHOCHTENLHAR HHTEHCHBHOCTH HEKOTOPBIX ITHKOB, B YaCTHOCTH
MHTEHCHBHOCTH BR/ICHTHBIX KONEGaHMIT aTOMOB B KONbUE,

Cocuunennn  (71)-(72) npencrasnmior coGoii  mopowks  KETTOro  iBeTa,
HEPACTBODHMBLIC B  ALICTOHC, HE3HAYMTENBHO pacTsopuMblie EtOH, xmopodopme,
pacTsopumbie B IMDA, IMCO 1 ropsuem H-GyTanone. Ctpoenne 2-anKiiTHOMIKIUI-
7,8-nurunpounisionenraldj[1,3,4]rnanuasono(3,2-aJuupusiumn-5(6H)-o8 (68)-(72)
Guuio noatsepxacho Metosamu HMK-, SIMP 'H u “C-cnextpomerpueii, a cocras
3NEMCHTHBLIM aHani30M (Tabmitua 3).

TaGanua 3 - CieKTpanbHbic XapakTepHCTHKH coepuHennii (68)-(72)

Ne | TH-SIMP-cuexrp B CDCl; P C-SAMP-cnextp 8 CDCly HK-cnextp
(8, M. 1) G,m.0) (v, em™)
2.96-2.91 (m, 4H), 154.64, C-2; 161.2, C-5; 120.85, C-5a; 1705 (C=0), 1472
68 |2.20-2.13 (m, 2H) 27.61,C-6; 21.81, C-7; 34.94, C-8; (C=C), 1566 {C=N),
133.23, C-8a; 168.29, C-10 566 (C-Br), 738 (C-S-C)
2.20-2.13 (m, 2H), 155.04, C-2; 162.74, C-5; 120.17, C-5a; 1683 (C=0),
2.96-2.91 (m, 4H); 21.55, C-6; 21.86, C-7; 34.83, C-8; 570 (C-Br),
69 | ana 2-Phenylthio: 160.79, C-8a; 167.81, C-10; ans PhS: 742 (C-S-C),
7.71 H-0; 7.56 H-m; 135.47, C-i; 131.04, C-0; 131.04, C-m; 3049 (Ph),
7.28 H-p 127.58, C-p 2955 (Ph), 742 (C-S-C)°
2.98-2.94, (m, 4H), 155.82, C-2; 160.80, C-5; 120.21, C-5a; 1693 (C=0),
20 2.20-2.14, (m, 2H): 27.64, C-6, 22,04, C-7; 35.02, C-8; 1563 (C=N),
ans 2-Phenyl: 7.97 H-o; 158.62, C-8a; 168.48, C-10; ans PhS: 1471 (C=C),
7.57 H-m; 7.27 H-p 132.78, C-i; 128.57, C-0; 128.57, C-my; 537 (C-Br),
120.21,C-p 753 (C-S-C), 3050 (Ph. )
1,22 (1, 3H, CHj3), 2,94 (m, | 15.51 (CH,CH,S-CH;), 26.05 (CH;CH,- | 1567 (C=N), -
4H, 2CHj, CH,CHSCHy), | S-CHy), 35.48 (CH,CH;S-CHy), 15486 [ 1531 (C=N),..
71 12.20 (m, 2H) 1 2.20 (4, 2H, | (C-2), 162.78 (C-5), 121.10 (C-5a), 1470 (C_=C).
CHy), 3.73 (g, 211, Hy) 36.51(C-6), 23.81 (C-7), 49.24(C-8), 742 (C-S;C), ;
132,96 (C-8a), 168.98 (C-10) 1692 (C=0)
125 (1, 3H, CHy), 148 (d, | 154.96 (C-2), 162.95 (C-5), 1569 (C-N),
2H, CHjy), 2.21 (d, 2H, 121.54 (C-5a), 36.97 (C-6), 1534 (C=N),
2 CHy), 2.75 (d, 2H, CH,), 23.90 (C-7), 49.34 (C-8), 1473 (C=C), :
2.42 (4, 2H, CHy) n 133.01 (C-8a), 168.54 (C-10), 755 (C-SC), -
2.95-2.90 (m, 4H, 2CH,), 14.05 24.12, 35.06, 27.05, 33.98 1693 (C=0)
2.2]-2.16 (2H, CH3)

5. AnTHMHKPOGHAS AKTHBHOCTD MPOMIBOANBIX 2-6p(m-6-(n-6pon|¢elmn)-

HMIIA30[2, l-b][l,3,4]ruannason n
Mze1 oGnapys s, vro GonbWHACTBO MGPHAHBIX cocnmlemm NPOSIBNAIOT BBICOKOE
auHGakrepuansioe ACiiCTBHC B OTHOLICHMM WMPOKON rpynne: Gakrepuii n rpuﬁxos
Haunas Guwcmteckat  Miasol2, 1-b](1,3,4]ruanuasobHas  CTPYKTYpa -ramq
MHTCpECHA TeM, YTO OHa InM ¢ ConM B pacTopax Jaxe B Manoit xonncmpaunp
uuru6upylor POCT rpaMMOIONIOKHTEABHBIX i FPAMMOOTPHIATCBHBIX Gaxrcpuﬁ
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AHTHGAKTEPHANEHLIC NPOLEAYPE! BHINONHAMCE N0 MCTOMMKE, MPUBCALHHOIN B
nutepatype. TTpoBeacHb! aHTHGAKTCPHANBHBIC HCMLITAHMS JUIA HCCIICAYEMBIX COCAHCHMT
3 Meronamu:

1. ;mucko-IMPQYIHOHHEIM MCTOROM  C MCTONKIOBAHMEM  HATPHEBOH comi
amMmupuuHa 1 amdorepiuuna B,

2. METO/IOM CEpHiiiibIX pasBeACHM ¢ HCIIONIBIOBAKKMCM arapa.

3. meromom cepuwitnpx passcacnuii no Mionmep-Xiurmony, rae B Kauectse
anTHOHOTHKA BIAT XNOpaleHHKO,

C UenbIO HAXOKIACHHS BeecTs ¢ HanGonslueli Gionornueckoli aKTHBHOCTLIO HAMK
GLUTH BEIGPANLI COCMHEENA CPEIN 2-AIKHAAMHHO-, 2-TCTEPIILIKIOAMUHO-, 2-ANKRATHO-
NPOH3BOAHBIX HMHIA3OTHALKAIONOB, A TAKKE JUIA CPABHEHMA PE3y/bTATOB GLINO BIATO M
ncxojHoe coenunchue (2a). oy

" TIpenBapuTCALHLIM HCTILITARMAM HOABEPTAKCE CACAYIOUINE COCAHCHNA:
2-6pom-6-(n-Gpomdeninjumunaso(2,1-b)(1,3,4Jrmanmason  (2a);  2,5-aubGpomo-6-(n-
Gpomdenmn)umiaazo[2,1-b](1,3,4Jrnamazon  (3a);  2-Gpom-5-muoumanat-6-(n-Gpom-
denmn)nmmunasof2,1-b][1,3,4Jmannason * (4); 6-(n-Gpomeniun)-2-rupaii-HMIIa30
(2,1-b][1,3,4Jruanuazon (9a); 5-Gpom-6-(n-Gpomdernn)-2-ruapasnin-imuzaso[2,1-5)
[1,3,4)uaumazon  (10a);  6-(n-Gpomdenin)-N->munimunaso[2,1-b){1,3,4Jruannason-2-
amun (12a); 6-(n-6pomdpernntn)-N-Gyrunumnnaso[2,1-b][1,3,4}-manuazon-2-amun (14a);
5-Gpom-6-(n-6pomdertiun}-N-amaummnaso[2,1-6](1,3,4]-wanuason-2-amun  (16a); 5-
6poM-6-(n-Gpomdenitn)-N-6yrnnmuaaso[2,1-b](1,3,4]-uamuason-2-amun  (18a);  5-
6pom-6-(n-Gpomdernpumiviazo[2,1-5)(1,3,4]-rvanuaszon-2-uwi)-N-6ymui-amuaykcycnas
Kkucnora (26); 5-Gpom-6-(n-Gpomdenmnn)-N,N-mmerunimunaso(2,1-5](1,3,4)ruannason-
2-amun (32);  G-(n-Gpomern)-2-(munepuann-1-un)iummuaaso[2,1-b](1,3,4]ruannason
(34);  5-6pom-6-(n-Gpovode-tn)-2-(nmiepasmn-1-un)umunaso[2,1-5][1,3,4Jruanmason
(39); 6-(n-6pomennn)-2-(aniwrrno)umunaso[2,1-5](1,3,4Jruanuaszon (41); 2-(6-(n-Gpom-

" demn)umuaasol2,1-5](1,3,4Jmannazon-2-un)-5-denn-1,3,4-oxkcanuason-2,5-cynspua

(50).

B xof¢ npoBEACHHA MCPBHYHOTO CKPHHMHNZ, B PAAY CHHTC3HPOBAHNLIX
cocaMHCHKI NPOARNAIOT 3HAauMTENLHLIE poTHBOMRKPOGHEIT 3ddekT coeaunenns  (9a)
u  (39) no cpasuenuio ¢ (3a). K neficrsmio rpubkonoro wramma Candida albicans
(ATCC 10231) (10a) m (39) Gnuny BocnpiuMuKBLl B Ananasone Ao 30 mm. B cnyvac
GakTcpHAIBHBIX INTAMMOB, AManasoH socnpuumuusoctd K Escherichia coli (ATCC
11229) cocrasnser nio S0 mmM, a K Staphylococcus aureus (ATCC 6538) cocaumeHin
OKAJAHCH BOCHPHHMUMBLIMH B auanasonc no 35 mm. Bocnpuumunsocts k GaxrepiviM
Pseudomonas aeruginoss (ATCC 15442) 6pina B auanasone ot 30 MM, a x Pasteurella

“multocida (ATCC 43137) - B pmanasone ot 35 MM, B kauectBe CramapTuiX

aHTHOMOTHKOB JUId CPaBHCHUA PC3YNALTATOB HCNOMALIOBANH AMITMIUAILTHH Hatpua
iqu')UI"clelHIl B. BmecT: ¢ TCM, HCXOAHOC COCAMHCHHE OKA3Anochk BOCTIPHHMMHBALIM B

N

Jmanasonax Ao 10 my k Candida albicans, Escherichia coli u Pasteurella multocida, po
15 MM & Staphylococcus aureus u 20 Mm K Pseudomonas acruginoss, COOTBETCTBEHHO
(rabmuua 4). ;

TaGamua 4 - PesynsTatsl anTHOAKTCPHANBLHOFO CKPHHMHIA 'npomnomlux 2,5-
J1ubpoM-6-(n-6pomdenitnminazo[2,1-b]1,3,4]rnaanaszona merosom JJIM

E R HEE
EIFIES AR SAR S AR S 4N S
SR
Esl&|gd(ed|gd|e3 /¢4
£gc|E&8|5R|E8|Ea|E&
B 2| = = =
Sgld|zdlodlzg|sd|5¢
gloglmg|vbdg|eg|E8
Ampicillin sodiumm salt 10 | § 14 - - - -
Ampicillin sodiumm salt i |8 - 19 - 17 .
Amphotericin B 5 |20 - - 15 - 18
(2a) 50 |20 10 10 15 20 20
(3a) 50 |20 10 10 15 20 10
) 0N 18] 38 35 30 30 35
(9a) 50 |20 30 45 30 35 35
(10a) 50 20| 30 50 30 30 35
(12a) 50 |20 12 10 13 15 20
(14a) 50 |20 10 22 13 20 25
(16a) 50 |20 17 12 13 15 10
(18a) 50 |20 10 a2 13 15 10
(26) 50 {20 20 25 15 20 20
(32) 50 120 18 22 15 15 20
(34) 50 |20 35 50 35 30 35
(39) 50 {20 30 50 35 30 35
31) 50 j20| 30 40 30 35 30
(50) 50 |20 30 50 30 25 30

Bee mcoieyeMbic COCAMHCHHA 1IOKA3AIH BLICOKYIO AKTHBHOCTh € OTWIOHHBIM
JICKAPCTBCHHBIM CPEACTBOM AMIMWIUTHE W AM{oTepuumi B npots Gaxrepuabubix
wrammon Candida albicans (ATCC 10231), Escherichia coli (ATCC 11229,
Staphylococcus aureus (ATCC 6538), Pseudomonas acruginoss (ATCC 15442)
Pasteurella multocida (ATCC 43137) B onpefenEHHBIX KONLCH TPAUKMAX. . *

Metonom cepuitibix passeacHuil . ONPENCIILTH . MIHIMATBRYIO HHrHGHpYIOUYIO0
POCT HCeneyeMoil KynbTypbi GakTepiii KOHUCHTPaLIO AHTHEHOTIKA (MHK).

TTpi NPOBE/ACHHI ONLITOB B MUTATELHLIX CPCAAX M3YHATH GAKTCPHOCTATHHCCKYIO I
GaKTEPHLIIYIO AKTHANOCTL mpenapatos: (2a), (3a), (4), (7), (9a), (10a), (16a), (32),
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(35), (36), (37), (38) , (53) (raGnnuzst 4, 5).

B uensx MOATBEPKACHHA HAWMX MCCACAOBAHMIL 1O BELABNEHHIO Guonornueckoit
AKTMBHOCTH  CHHTC3NPOBAHMBIX  COCAMHCHMI, Hamu Takke Owur  nposeaén
aHTHGaKTepHANLHBIL CKPUHHHE HCKOTOPLIX MPOM3BOAHBIX HMIZaso-THAmMasonos. IMpu
NPOBCACHHK ONLITOB B MHTATENBHBIX CPENAX H3YYAM! AHTHMUKPOGHYIO AKTHBHOCTH
cocmunennii (2a), (4a), (), (12a), (20), (21), (22), (24), (25), (28), (29).

B kadecTBC CTAMAAPTHOrO AHTHOMOTHKA HCMONL30BANM  Xnopasmdenukon.
IMporectipoBanusic o6pasubl Ha HETHIPEX INTAMMAX HMCIOT pasHble OGBEMLI

- xnopampenukona. PeaynsTaTel  aHTHOAKTCPHANLHEIX  TECTOB CHHTC3WPOBAHHBIX

COCMHCHMIT, NOTYMEHHBIX METOOM CCPHITHBIX pasBe/icHHit, npuBoasTcs B Tabnuue 5.

Ta6nuua 5 — 3nauenns MIC coenuuenuii (20), (24), (25), (28), (29) nporus

* oLeHIBacMbIX GaxTepuii (B MKr/Mn)

Coenntenne S. aureus B. cereus E. coli P. aeruginosa
) 340 340 450 450
4) 340 100 . 450 " 450
7 100 100 =450 450
(20)-(38) ~ 310 310 400 >400
(21)-(39) 340 450 400 450
(22)-(42) 60 80 310 450
(24)-(43) 80 80 400 310
" (25)-(44) 310 80 >400 310
(28)-(45) 40 60 310 310
(29)-(53) 310 400 >400 >400
Xnopamdenuxon 1 0.5 4 16

ConocrasneHie AaHHBIX Gaxrepuocrarideckoif M Gaxrepuunasolt akTHBHOCTH
BHOBb CMHTEC3HPOBAHHBIX COeJMHCHMIT mnokasalo, uTo coexmuenue (28) ¢ Gonswoii

" Maccoit mumcer Gonsuryio 3¢dexruBHOCTs K Bo3AciicTBHIO painuuHbIX Gaxrepuit ¢

pautuunbiMH  ofbéMamu  xopamienukona. AKTHBHOCTR coenmHenns (25) mnmeer
naubonsiunii 3pdexr, Yem ocransuuie npobel. M nocaeposarensio (20), (24) n (29)
MMCIOT COOTBETCTBCHHBIC AHTHOAKTCPHATLHEIC AKTHBHOCTH € PAVIHYUHLIMN 3HAYCHIAMH.

5.1. Hecnreposanue npo*mwryﬁepxynémoﬁ AKTHBHOCTH NPOM3BOAHLIX
2-Gpom-6-(n-Gpomdermrn)umuaaso|2,1-b][1,3,4)-ruaanazona u '

' 2-6pouo-7 8-nurunpocma|oncuran[d][l,3,4]*rmnuam[3 s2-a] nupuvugnn-5(6H)-ona

METOAOM MOJICKYJISAPHOrO NOKHHIa
- Hcenenosanue NnpoBOAHACCE, HA OCHOBC MOJCKYNAPHOrO HOKHHCA NMPOH3BOAHBIX

" Tianuasona ¢ uenessid Genkom CmaAl (cumrasoli winonponanosoli Mukonosoif
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kucnorsl 1), a Take C Mcnonb3oBammMeM  oHnaiiu-6a3st  paunerx MCULE
(https://mcule.com), xoropsic ¢ HauGonmbuweit  BeposTHOCTHIO  ofecneuHBAIOT
MOJICKYNADHLIH JOKMHI. [Ing CpaBHEHHA HCHO/MBIOBANM MOJICKY/IEl THOALETA30HA,
KOTOpBIii B JIEKapCTBEHHON QoOpME MIMPOKO NMPUMEHACTCA, KK NPOTHBOTYGEpKYAE3HbIi
npenapar. PaGora nposomiuiacs ¢ nomoiubio nporpammuoro ofecnewenns Discovery
Studio Visualizer (v.21.1.0.20298).

Ipit nposesckuy MCCNEAOBAHMIL BBIABACHO, YTO MI 42 PasMMUMBIX MOJCKYI
NpON3BOAHBIX THAZAHA30/A, NOJBCPTIUINXCA MCCICAOBANMIO, 24 N3 HHX B Pa3HOIl CTCICHH
moryT ofnamats nporiBoTyGepKyn¥sHOi aKTHBHOCTBIO, TaK KaK 3HAMEHHA HX
MOJICKYJIAPHBIX JOKHHIOB HAXOAATCA B MHTEpBane ot -7,4 a0 -9,4 Kkan/mMons, KOraa 310
3HAYCHKE JUTA MONCKYJIbI mpenapara cpaBHeHHA (THOAlETa30H:a) pasHo -7,3 kkan/mons. B
CBOIO OMEpeNlh, CPEAH 3THX BHUICJCHHBIX HaMu Moneckys, coemuHenus (15a) n (50)
ofnamalorT BHIPAKEHHOI AKTMBHOCTHIO €O 3HaucHuaMH -9,3 . u -9,4 kxan/mons,
coorsercTBeHHO. Tawoke coeaunenus (15a) u (50) noxasanm NporHo3 MaKCHMANBHOIN
npoTHBOTYGepKyne3Hoii aKTHBHOCTH, YTO ABNAETCK OCHOBHONt npemnocsuikoii s
paspaboTKu NpOoTHROTYOEpPKYNCIHBIX CPEICTB.

Ha pucynke 2 npuBoaHTCA MEX2HH3M nammonenmm COeHHEHHS (lSn)
(COOTBETCTBEHHO) ¢ aMHHOKHCIHOTaMK cocTaBa Genka CmaAl. Kak sunHo u3 pucynka 2,
cocminenus (15a) n (50) B3anmoneiicTBYIOT € PAVIHUHEIMM AMHHOKHMCIOTAMH IO-
pasomy: ¢ THpoaunom (13), rayramssom (96) 1 ranuunoM (71) uepes sonopoaHsie-
CBA3M; C TAKUMH aMHHOKMCIOTAMM, Kak Banuu (9), neiiumn (92), tpunrodan (120),
royramud (121), ananun (135), ¢enmnanannn (139) n apyrue - uepes anelcrpouu
GenzonbHOro KONLUA i aToM 6poma.
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Pucynok 2 - B3anmoneiicteie coenmnenns (15a) ¢ aMHHOKHCAOTO! - MUUICHLIO
CmaAl.

Hccnenosanns in- silico nokassiBaioT, YTo GONBIIHHCTBO HCCNEAYCMBIX MOJCKYN
npoussoaMeX THaamasona (24 w3 42) B paswoii  cremenn  obnanaior
npotieoTyGepxyné3noii AKTHBHOCTBIO MO CPaBHCHMIO € THOaucTasoHoM. Cpeam HuxX
coemunenns (15a) u (50) CUNTAIOTCA CaMBIMH IPHEMICMBIMK ANK (PapMAKONOTHYECKHX
MCCneAoBaHuii - M PCKOMCHAYIOTCA  JUulA  JanbHeiluero  H3yvueHus HX
npoTiBoTyGepKyne3Hoit aKTHBHOCTH in vitro W in vivo.

BBIBO/JIbI
1. Cunresuposansl 2-6pom-6-(n-Gpom/itonoderiun)umunaso[2,1-b](1,3,4] ruanuazon
(2a)-(2b) u 2-6pom-7,&-muruapouuxnonenTald](1,3,4]nanuasono[3,2-a)mipnminin-
5(6H)-on (68) Ha OCHOBC LUMKIOKOHACHCAUMH 2-aMuHO-5-Gpom-1,3,4-Twanuasona ¢ n-

 GpomdeHaunIOpOMHAOM M OTHNOBBIM IDHPOM UMKIONEHTaH-2-0HAa KapGoHOBOd

KHCIIOTE!, ARASIOIMECA KIOMCBBIMH NPOAYKTAMH B CHHTE3C NPOM3BOAHBIX HMNIAa30[2,1-
b]-[1,3,4])-THanuazosna.

2. HcenecnoBana  peakuus  nekTpoduabHOro 3amemtedus  2-6pom-6-(n-Gpom/-
fionodennn)umuaaso[2,1-5][1,3,4Jmanuazona (2a-b) >1eKTPOGHUNBHLIMI  arcHTAMH.
BeissiicHo, YTO 3aMcUIcHKE NpoTeKaeT cenckTbio no atomy C(5)-H mMupazonsnoro
¢parmenta coemmmenniz (2a-b) ¢ obpasopammem S-zameiténueix  6-(n-Gpom/-
fionodenin)umnnao(2,1-](1,3,4Jmanmazonos (3a-b).

3. Uccnenosana peaxuis aMHHOMETIUTHPOBAHMA 2-6pom-6-(n-Gpom-
demn)umunasof2,1-5](1,3,4Jmannazona  (2a) B ycioBusx peakuuu Mannnxa.
ITokasaHo, 4TO NpH BBCACHHM HOBBIX OJICKTPONOHOPHEIX TPYNN B TMOMOXKEHHE 5
umHaasof2,1-5}[1,3,4Jtnaanazona  nNEpBHYHEIM M BTOPUYHBIM  aMHHOM ¥
dopmansieruiom B YCNOBMAX peakumn Mamuixa, peakuma NpPOTEKacT B CTOPOHY

" obpasosania C(5)-CHy-NH-CH,-CH,- u C(5)-CH,-N(CHj3),-npoussomnsix umuznaso[2,1-

b][1,3,4Jwaunazona. Onnako npH YCNEWHOM NPOBCACHWH JIAHHON PEAKLMH BAKIHYIO
poib MrpaloT YCNOBHA peakUHH, NPHPOAA aMHHA 3 KOJMYECTBO BBOMMMOrO
¢dopmansaerina. B 1enom MOXHO CACNATL BHIBOM, MTO HyKICOPHIBHOCTE 5 MONOMXKEHMA
uMinasonsHoro  ¢parMenta B ciywae coeqmmennit (5) m  (6) onpeaenser
PerHoHaNpPaBNCHHOCTE peakuuu Manunxa.

4. W3yuena peakums - HyKieopuisHoro samemienus  2-Gpom-6-(n-Gpom/itono-
¢ennn)umuaaso[2,1-5][1,3,4fmanunazonos {2a-b)-(3a-b) c PaZTHYHBIMA
HywneopunbHbiMi arenTami. [Tokasano, uro HykicoduibHOe 3amemicHMe npoTexkacT
peruocenexkTiBito 1o arouy C(2)-Br, a atombt 6poma i fiona, Haxonsumecs 8 C(4)-Br u
C(4)-1 dertbHOii FpyNNL! NPaKTHHCCKH HE 3aTParHBaloTcs.

5. Bricpsric HCCNCAONAHA BO3MOKIOCTE NOMYHEHMA 2-AMHHONPOMIBOAMLIX G6-(n-
Gpomdemn)umunaso(2,1-bj[1,3,4]-Tnannazonos. Yeranosneno, uro amunmponaune 2-
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Gpom-6-(n-Gpompenun)umunaszo[2,1-5](1,3,4Juammazona  (2a) ¢ mpuqm.mu "

FETCPIIAMHHAMK NPOTEKACT GBICTPEE, HeM MEPBHUYHEIX AMIHHOB. ;
6. TpoBcacHa peakuyd  AUWIHPOBAHHA 2-RNH-6—(n-6pouq)cuun)nvunazo[2 l-b]-~ A

[1,3,4]rnamnasonos (11a)-(14a), (17a)-(20a) ykcycHbIM aHrunpiom. Beiasneno, uro’

- aIMUTHPOBAHHC MACT MO aMHHOTPYNNe, 4HTO NpPHBOAMT K obpasosammio 6-((n-

Gpomdennn)-umiaaso[2,1-5)[1,3,4manuazon-2-1un)-N-ankunaMuayKCycHOR  KHCIIOTBI
(21)-(28).

7. BriepBbic NOKa3aHO, YTO PCAKLMA ABLIHPOBAHHA N—((2—690M-6—(n-6pombcmm)-
uMuaaso[2,1-6][1,3,4]tuanuaso-5-uwn)meri)sranamuna (5) ¢ yKCyCHbIM aHIHAPHIOM B -
NpHCYTCTBHK TPHGTOPYKCYCHOI KHCIOTLI NPOTEKACT PErHOCE/ICKTHBHO € 06pasoBaHHeM
3,10-m6pom-6-3mun-5-metun-6H-[1,3,4]-tuagnasono[2',3':2,3 Jumunaszo[4,5-c]6ensofe]-
asenuua (29), crpoenue koTopeix aokasamo HMK-, AMP 'H, "C—cnelcrpocxonneii, :
KBaHTOBO-XMMHYCCKHMM PACUETAMH H DJICMCHTHBIM RHATH30M.

8. PaspaGoTan Ha OCHOBC PCAKUMH MHKIONPHCOCAMHCHUA 2-AMMHO-S-WIKIITHO/-
ajKurHoankuneHo-1,3,4-tnannasonos i n-Gpombenawmnbpomuna  dddexTHnHBIE -
cnoco6 MomyucHHs 2-aIKHITHO- K 2-aNKHATHOANKIINPOM3LOAHbIX SH/Br-6-(n-6pom-
demwn)umugaso[2,1-5][1,3,4Jmanuasonos. YcTaHoBA€HO, WT0 NpH B3anMOACHCTBHH
HATPHCBON  COMM  ANKMATHONATOB ¢ 2-GpoMm-6-(n-Gpomdpenitn)-ummnazo[2,1-
b][1,3,4]ruanuasonom (2a) BEIXOX NPORYKTOB HE3HATHTEEH.

9. PaspaGoraHn! MeTOAbl CHETE3a 2-UIKWICYAbGOHMIC- M 2-anKWICYNbHOHIUI-
ANKHUANPOM3BOAHBIX  6-(n-Gpomdenmn)umnnazo(2,1-5){1,3,4]-ruannasonos myrém
NCPOKCHAHOrO OKHCNCHMA pafa NpousBoaubix  G-(n-Gpomdenin)-2-(ankunrio-
METIUI/ANKHATHOATKIN ) MHIa30[2,1-6][1,3,4]Jhanuasonos.  Ycranosineno, “ro npu
OKHCIICHII 6-(n-6poMeniun)-2-(QTKIITHO-METH/ANKIITHO-AKHA)uMiaasof2, 1-b])-
{1,3,4]-THania30noR MEPCKUCHLIO BOJIOPOJA B CPEAie NEAAHON yKCYCHOM KHCIIOTBI aToM
ceppt  C-S-C-parMenTa JaHHBIX - FETCPOUMKIOB HE 3aTPArHBACTCA B PCaKIUM
HEPOKCHIHOTO OKHCJICHHA M OOpa3syloTCA NPOAYKTLI OKHCICHMA NO Kivicynpua- u
ANKWITHOAIKHIBHO rpynne, COOTBETCTBYIOIUIHC 6-(n-Gpomdemwr)-2-
(ankuncynsomvio/ankuncytsdormnoankun)umuuaiof2,1-b][ 1,3,4Jmanuasonam.

10. Brnepsrie  ocywmecTBiéH  CHHTC3 2-R-7,8-nuruzpounknonentan[djf1,3,4])-
THazuasono[3,2-anupumuaun-5(6H)-ona. YcTanoBacHo, 170 PCaKUHH
LMKIONPHCOCAMHEHNR - 2-aMuHO-5-R-1,3,4Tiannazona ¢ JTHNOBBIM spupom
UMKTONeHTaH-2-0H0M KapGoHOBOit  Kucnotel B cpeae noaudochopuoit  xucnoTH
npusogaT K obpasosanuio  TPEXLMKIIMMCCKHX cocmqncrmﬁ, conepmmyi&'
MHPHMHAHHOBIN GPArMENT B CCPEAMHE ICTCPOLHKIA. ' : /

11. PaspaGotan OAHOPEAKTOPHBIN CHHTE3 NPOH3BOAHBIX 7,8~ ,uunmpouuxnonctmn- o
[](1,3,4)-ruanuazono(3,2-aJmispumiaun-5(6H)-ona - u3 moccuuxapGaslma, uwrpml-
(THOLMAN)-copepAatLnX OPAHHHECKIX ‘Coenunennil. YCTAHOBNCHO, HTO' pcakmq 5
TpéxcTynenuaroli xouacHcaunn Gen3oHUTPHNA, GeH30THONMAHA, moccwxap&amna H

37



sTunoBoro adupa uuknonentaH-2-ona kapOowomoit  kucnotel  (le) aARnserca
apdexmususiM  cnocofoM  KoHcTpyHpoBauns  7,8-amruapoumwionenranfd]fl1,3,4]-
THaxnasonof3,2-ajnupumuaun-5(6H)-onoBoit CcHCTEME! B paMKaX OAHOPEAKTOPHOro
CHHTC32 M3 IOCTYNHBIX HCXOAHIX PEarcHTOB.

12. C nomompio MEK-, 'H - "C-SIMP- u Macc-CNEKTPOCKOMNH YyCTaHOBACHD!
CTpyKTYphl 2-Gpom-6-(n-Spom/itojiodenin)nmuaasof2,1-b)[1,3,4)-tnanuaszona (2a-b) u
2-6po.\t-5-oxco-5H-mimonemn[4,5-d][1,3,4]-manuasouo[3,2-a]-mtpuuunnﬁa (68) u
HX MpOM3BOAHLIX., BEHIAB/ICHO, YTO MpH BBCACHHK HOBBIX tbyuxuuouanwux Tpynn He
TOMBKO H3MCHAIOTCH TIONOCHI MOFMOMEHHS H XHMHYCCKHX CHABHIOB, HO H H3MCHAIOTCA
GHORKTHBHHIE CBOHCTBA HAHHLIX ICTEPOLIMKIOB.

13. Hsyuenst GaxrepuocTaTiyeckas " 6axrcpuuunuax AKTHBHOCTH
CHHTC3HPOBaHHBIX COCAWHEHHil. BhIABICHO, WTO CHHTE3UPOBAHHBIC MNpPCMAPATHI
obnagaloT BBICOKOHf GakTepuocTaTHueckoii W ' GakTepUUMAHON AKTHBHOCTHIO B
ornowennys Pasterella multocida, Salmonella dublin u Staphylococcus aureus.
Hanbonec Bbicokyio GaxTepHocTaTiuecKyio M GAKTCPHUMAHYIO aKTHBHOCTH K TECT-
MuKpobam nokasanu cociuHerus (9a), (40) u (46), KoTopkic MO 3THM MOKA3ATCNAM He
YCTYNaIOT 3TAIOHHBIM JICKAPCTBCHHEBIM CPEICTBAM ‘- AMIHLIIHKY W AMboTepuimHy B,

14. MeronoM MOJNCKYNAPHOrO JOKMHIA W3yueHbl CBOJICTBR HEKOTOPBHIX MOMEKYJ]
NPOH3BOAHBIX HMMAA30T#AANA30M0B W uMKiIoncuTan[4,5-d](1,3,4Jmanuasono[3,2-a])-
NUPHMHAKMHA W HMX BaauMmofciicTBHs ¢ uencsbiM Oenkom CmaAl  (cuuTasoit
LUMKIIONpONAaHMMKONOBOH  KMCNOTBI), uTO ~ cnocobersyer  npotHROTYGEpKy/e3Hoil
8KTHBHOCTH 3THX cocanncHnii, ITo pesynpraram HcciienoBanHs MOKHO POrHO3NPOBATE,
YTO MOMNEKYAbl 24 NPON3BOAHBIX KOHACHCHPOBAHHBLIX THAAHA30JOB B PasHol creneHu
Moryt ofbnanare nporeBoryOepkyné3noii aKTHBHOCTBIO, TAK KaK 3HAYCHMA MX
'MONICKYNAPHBLIX JOKHHIOB HAXOAATCA B HHTepBane oT -7,4 10 -9,4 Kkan/Mois, KOraa aTo
3HAYCHHC JUIA MOJICKYNB! Npenapara cpabHelns (THoauerasoHa) pasuo -7,3 xxan/Mons.
" Coenunenne 6-(n-6pomdeniur)-N-unxnorexcimamuaaso[2,1-b](1,3,4)-uaznazon (15a)
H 2-((6-(n-Gpomdenvn)imunaso-[2,1-b][1,3,4Jruannason-2-unyruo)-S-genun-1,3,4-
okcoamason (50) nokazan BHIPAKEHHYIO AKTHBHOCTL €O 3naveHuaMu -9,3 u -9,4
KKan/MO/Ib, COOTBETCTBCHHO, M MX MOXKHO pPEKOMCHAOBaTH A  paspaboTky
NpoTHBOTYOEpKyNE3HBIX PENapaTos, i

Ocnoenoc conep#anne anccepranui onyGanxosano paGorax:
Monorpagun:

1. Paxmouos, P. Xumua npoussoausnix nonsxongcucuposanusx 1,3,4-mnannasonos.
Cuires 1 xumuueckoe npespaiyenue 2,5-nubpom-G-ennaummnasof2,1-b)-1,3,4-ruaamnasona:
Monorpagua / P. Paxmonos, | ~ lepmanun: Msnareasckuit jom LAP
LAMBERT Academic Publishing, 2014, - 105 c.

2. Kyxauges, M. A. Xumus  H  GHONOMMUCCKAR — AKTHBHOCTE  NPOMIBOAHBIX
.nonukonencuposaninx  5H-tuasono-[4,3-b)-1,3,4-tuanuazonos: Monorpagus /

’
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