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Paspabomatibl a¢ppekmuBHble MEMOGbl AHHEAUPOBAHUS MUA30ALHOTO, CEAeHA30AbLHOTO U MUOPEHOBOIo KOAey,
Ha OCHOBe peakyul 2-nponaprua-, 2-aAAeHUACYAb(AHUAOEH3UMUGA30A0B, §-NPONAPIruUACYyAbYAHUAXUHOAUHA

u 2-nupuguicereneHuUAOpoMUga.
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THE ELABORATION OF EFFECTIVE METHODS OF SYNTHESIS OF NEW HETEROCYCLIC
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BIOLOGICAL ACTIVITY
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Efficient methods of annelation of thiazole, selenazole and quinoline rings based on reactions of 2-propargyl,
2-allenylsulfanylbenzimidazoles, 8-propargylsulfanylquinoline and 2-pyridylselenenyl bromide have been

elaborated.
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BBEOEHUE

[Tpom3BOAHBIE UMUAQ30A], TUPUAVHA ¥ XUHOAWHA
IIPEACTaBASIOT COOOM Ba*KHbIE KAACCHL TeTePOIIUKAN-
YeCKUX COEAMHEHUMN, TPEeACTaBUTEAN KOTOPHIX MIPO-
SIBASIIOT BBICOKYIO OMOAOTHYECKYIO aKTUBHOCTDL [2].
VIMUAQ30ABHBIN ITUKA BXOAUT B COCTaB He3aMeHUMOM
AMHUHOKUCAOTEI TUCTUAUHA U IBASIETCS CTPYKTYPHBIM
dparMeHTOM r'iCTaMUHQ, [TyPUHOBBIX OCHOBAHUY, PSAQ
AEKAPCTBEHHBIX CPEACTB (AMOA30A, METAIIPOT U Ap.).
Koarblio nmupuariHa IBAsIeTCS BaXKHOU hapMakoOpHOM
IPYIIION, MHOTYE IIPOM3BOAHLIE IUPUANHA IPOSIBASIOT
BBICOKYIO OMOAOTHYECKYIO aKTUBHOCTD [2]. Psa mpu-
POAHBIX aAKAAOUAOB C KOHACHCHUPOBAHHBLIMU CTPYK-
TypaMM TaK>Ke COAepyKaT MUPUAUHOBOE KOABIIO [2].

B rabopaTopuu XaAbKOI'€HOPTaHUUYEeCKUX COeAU-
HeHUM VpKyTCKOro MHCTUTyTa XuMuu uMmeHu A.E.
®aBopckoro CO PAH npoBoaSTCS cucTeMaTudecKue
UCCAEAOBAHUS IO pa3paboTKe HOBBIX IMTOAXOAOB K
peakimaM retepornukauianmm [3, 6 — 10, 15] u an-
HEAUPOBAHUS XaAbKOTEHCOAEPIKAIIUX COEANHEHUN
[3, 4, 11, 12, 14]. OanH 13 HanboAee TepCHeKTUBHBIX
TIOAXOAOB K aHHEAWPOBAHUIO 6a3MPyeTCs Ha PeaKIIsIX
[3,3]-curMaTpOnHOTO CABUTA B PSIAY FeT€POLUKANYE-
CKUX COEAMHEHUY, COAepsKallliX IIPOoIlapruACyAbda-
HUABHYIO IPYIIY (THO-IleperpynnuposKa KaaiizeHa)
[12]. C ncnoab3oBaHHEM AQHHOT'O IIOAXOAA HaMU
OBIAU IIOAYYEHBI KOHACHCHUPOBAHHBLIE COEAUHEHNS,
copepsKalliye pa3AndHble KOMOWMHAIY FeTEePOITUKAOB
TogeHa u cereHodena [12].

B HacTosIeM cOOOIIIeHNY 0OCY>KAEHBI pe3yAbTa-
TEBL, IOAYYEHHbIE IIPU aHHEeAUPOBaHWU XaAbKOTeH- U
a30TCOAEPIKAITUX TeTePOIMKANIECKUX COCAMHEHNH,
IIPOU3BOAHBIX IIPONIAPTUACYAB(DAHUAOEH3UMHUAA30AA
U TPOTIaPTUACYAB(PAHUAXUHOANHA, @ TAKJKe ITPU aHHe-
AUPOBAHUU CEA€HA30ABHOTO ITUKAA K IUPUANHOBOMY

KOABILY peakliuel 2-MUPUANACEAEHEHUAOPOMUAQA C
AUBUHUACEAEHUAOM. [ToAyueHHBIe KOHACHCUPOBAH-
HbIE TEeTEPOIUKALI SIBASIOTCSI paHee He U3BEeCTHBIMU
COEAVMHEHUSIMU C TOTeHITMAaAbLHOU OMOAOTUIECKOU
aKTHUBHOCTHIO.

CAepyeT OTMETUTB, YTO CeAEH SBASIETCS BaXKHBIM
MHKPOIAEMEHTOM, HEAOCTATOK KOTOPOTO B OpraHu3Me
YeAOBeKa YBeAUUYUBAET BePOSITHOCTb BO3HUKHOBEHUS
CEPAEYHO-COCYAUCTBIX U OITyXOAEBLIX 3a00A€BaHUH,
UHCYABTa, apTPUTA, Kapueca U MHOTUX APYTUX Hau-
Ooaee pacmpocTpaHeHHBIX naToAroruu [13]. Psaa ce-
AEHOOPraHMYECKUX COEAMHEHUM 00AaAaeT BBICOKOM
OMOAOTMYECKOM aKTUBHOCTBIO, B TOM YHCAE TAYTaTHOH-
IEPOKCHUAA3ATIOAOOHOMU aKTUBHOCTEIO, T.€. OpraHuye-
CKUe COEAMHEHUS CeAeHa SIBASIOTCSI KaTaAn3aTOPaMu
peaxk1ui BOCCTAHOBACHUS Ay TATUOHOM e PEKUCHBIX
CoepMHEeHUN, KOTOpLle, KaK U3BECTHO, HapyIIaioT
KAETOUHbIe MeMOpaHbl B OpraHn3Me 4YeAOBeKa U BhI-
3BIBAIOT IPE>KAEBPEMEHHOE CTapeHue KAETOK, IIPOBO-
LMpPysl MHOTHE PacIIpOCTpaHeHHbIe 3a00AeBaHud [13].

PE3YJ1bTATbl U OBCY>XAEHUE

HaMmu ocyiecTBAeHBl peaKIIuy aHHEeANPOBAHUSI
THAa30ABHOTO KOABIIa K UMHUAA30ABHOMY ITUKAY Ha
ocHoBe [3,3]-curMaTpoNnHOM IIeperpynnupoBKY 2-1IPO-
NapruAcyAbaHmuAOeH3uMUAa30Aa (1) U 2-aAreHUA-
CyAbaHUAOEH3UMUAA30A] (2).

HarpeBanue nponapruacyabpaHUAOEH3UMUAQ30-
Aal(AMCO, 180 °C) npUBOAUT K paHee HEU3BECTHOMY
reTepolukay, 2-meTua[l,3]tuazoro(3,2-a][1,3]0en-
3UMHUAA30AY (4), ¢ BBICOKUM BEIXOAOM (90 %). Mo>xHO
IpeAlloAaraTh, YTO peaKnusa upeT dyepes [3,3]-cur-
MaTPONHYIO MEePErpynuupoBKYy C MOCAEAVIOIIUM
IpUCOeAUHEHUEeM THOABHOM TPYINEL K aAAEHOBOMY
dparmMenTy B MHTEpMepuaTe 3.
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Ecau B aHarornuHelx ycaosuax (AMCO, 180 °C)
HarpeBaHUIO ITOABEPraeTCsl aAAeHUACYAb(DAHUAOEH-
3UMUAA30A 2, HAOAIOAQETCS BHYTPUMOAEKYAIPHOE
IIPUCOEeAMHEHNE aMUHOTIPYIIIILI K aAA€HOBOMY hpar-
MeHTy ¢ 0O0pa3oBaHMeM U30MEpPHOTO COeANHEHUS

C APYTHUM IIOAOKEHHEeM METUABHOU IPYIIBL: paHee
HemsBecTHOTO 3-MeTuA[1,3]Tnazonro|3,2-a][1,3]6ensn-
MMAA30Aa (5), C KOAMUEeCTBEHHBIM BEIXOAOM. CTpoeHue
coepuHeHNH 4 11 5 AOKa3aHO METOAOM PEHTI€HOCTPYK-
TYPHOI'O aHAAM3A.
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[MponapruacyabaHuAGEeH3UMUAA30A 1 CHTE3U-
POBaH B3aUMOAEUCTBHEM 2-MepKaTOOEH3UMUAA30Aa
C IPOTapTUAOPOMUAOM B MPUCYTCTBUU THAPOKCHUAA
Kaausg. AAMAeHUACYAB(DAaHUAOEH3UMUAAZOA 2 IIOAYUYEH
MPOTOTPOITHON M3oMepu3salren coepuHenus 1 npu
HarpeBanuu B cucreme KOH/AMCO.
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Peaxius iporekaer uepes [3,3]-CUrMaTpOIIHyIO IIepe-
IPYIIIMPOBKY C ITOCAEAYIOITIM IPUCOEAMHEHNEM THOAD-
HOW I'PYIIIBI K AAMEHOBOMY (DparMeHTy B THTEpMeAUaTe 7.

[MponapruacyAbdaHUAXUHOAUH 6 TOAYUEH peak-
e HyKAeO(UABHOTO 3aMellleHUsI OpoMa B IIpoliap-
ruAOpoMUAE 8-MepKaNnTOXUHOAMHOM B cucteMme KOH/
AMCO npu KOMHaTHOM TeMIlepaType.
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OAHI/IM 13 BAXKHBIX ITOAYIIPOAYKTOB, KOTOPBIE MO-
TyT OBITH NCITIOAB30BAaHKBI B PeaKuiaX aHHEeANPOBAHUA
IIMUPUANHOBOT'O KOABIIQ, ABAAIOTCA Z-HI/IpI/IAI/IACGAe-
HEeHHUATAAOT€HUABI. AaHHLIe O CMHTe3e KOHAEHCH-

W3yyeHa peakiysg aHHEAWPOBAHUS 8-IIpOTIapTIUA-
cyabaHUAXUHOAMHA (6). HarpeBanue coeprnenus 6 B
3anasHHOU aMiyAe npu reMnepaTtype 190 °C B pacTso-
pe YeTLIPEXXAOPUCTOI'O YIAEPOAA IIPUBOAUT K paHee
HEn3BEeCTHOMY KOHACHCHUPOBAHHOMY T'€TEPOIIUKAY,
2-metuaTueno[3,2-h|xunoauny (8), ¢ Berxopom 60 %
(HE omTMMHU3UPOBaAH).
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POBAHHBIX COEAWHEHMU C MCIIOAB30BaHUEM 2-TIUPU-
AUACEAEHEHUAOPOMUAA B AUTEpaType OTCYTCTBYIOT,
B TO BpeMs KakK 2-TTUPUAUACEACHEHUAXAOPHUA OBIA
BOBA€YEH B PeaKIIMI0 aHHeAMpoBaHu4 [1].

HaMmu ycTaHOBAEHO, UTO peaklus 2-IIUPUAUACEAe-
HeHUAOPOMUAA (9) ¢ AMBUHUACEAEHUAOM IPUBOAUT K
00pa30BaHMIO paHee HEM3BECTHOT'O KOHAEHCHUPOBaH-
HOT'O TeTepOoIUKAQ, 3-(BUHUACeAAHUA)-2H,3H-[1,3]
ceaneHas3ono0[3,2-a|luupupunnii-4 6pomupa (10). Pe-
aKIus MPOTEeKaeT B alleTOHUTPUAE IIPU KOMHATHOM!
TeMIlepaType. B pe3yAbTaTe peaKIuu IPOUCXOAUT
aHHEAUPOBaHUE CeA€Ha30ABHOTO IIMKAA K TUPUAUHO-
BOMY KOABITY. ['eTeponiuka 10 gBASIETCS IPOU3BOAHBIM
MMMPUAVNHUEBON COAU U TPEACTaBASIET COOO0M OeCIIBeT-
Hble KPUCTAAABL BEIXOA TpoayKTa 9 cocTaBageT 98 %
B pacueTe Ha BCTYNUBIINY B peaKIIUio 2-MTUPUAUACE-
AeHeHUAOpoMup, [TupuaurcereHeHUAOPOMEUA 9 IIOAY-
YeH B3aUMOAEUCTBUEM OUC (2-TTUPUAUA) AUCEAEHUAA C
9KBUMOABHBIM KOAMYECTBOM OpoMa.
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OTa peakius SIBAIETCS IIePBBEIM IIPUMEPOM aH-
HEAVPOBAHUS T'eTePOIUKANYECKUX COEAUHEHUN C
yJacTueM 2-TUPUAUACEACHEHUAOPOMHUAA.

BbiBOAbl

PaszpaboTansl 3¢pdheKTUBHBIE CIOCOOBI TOAYYEHUS
XaAbKOTeH- ¥ a30TCOAEPIKAIIUX TeTePOITUKANIECKUX
COEAMHEHUN C MOTeHIIMaAbHOM OMOAOTUYECKOM aK-
TUBHOCTBIO: 2-MeTuA U 3-MeTUA[l,3]tuazoro|3,2-al
[1,3]6eH3UMHAQ30A0B, 2-MeTUATHEHO[3,2-h|XUHOANHA
u 3-(BuHUACeAaHUA)-2H,3H-[1,3]cenrenasono|3,2-al
NUPUAVMHUN-4 OPOMUAA HA OCHOBE pPeaKIUui aHHEeAU-
pOBaHUS 2-IPOIIAPTHUA-, 2-aAAEHUACYAbDAHUAOEH-
3UMUAAQ30A0B, 8-IPONapTUACYAbDAHUAXUHOANHA U
2-IUPUAUACEACHEHUAOPOMUAA.
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