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OBILIASA XAPAKTEPUCTHUKA PABOTbBI

AKTYAJbHOCTh ___ pal0orTbl. XWMUS  TETEPOLMKIMYECKHX  COCIUHEHHI,
COJIEpIKAILIUX TETEPOAaTOMBI a30Ta U CEPBI, ABJISIETCA B HACTOSLIEE BPEMs OJHOW W3
MHTEHCUBHO PAa3BUBAIONINXCS 00JIacTel OpraHnyecKorl XUMUU.

Oco0oe BHUMaHNE TMPUBIIEKAET MOJYyYEHUE CI0KHONOCTPOEHHBIX, B TOM YHUCIIE U
KOHJICHCUPOBAHHBIX, TE€TEPOLMKINYECKUX CHUCTEM, COAEPKAMUX KaK OAWH, TaK U
HECKOJIbKO T'€TepOaTOMOB.

Bonpuioe 3HaueHue JUisi KOHCTPYUPOBAHUS T€TEPOLMKINYECKUX CUCTEM HMEET
BBIOOpP JOCTYNHBIX CyOCTpaToB, OONagarouX OOJIIIUMHU  MpernapaTUBHBIMU
BO3MOXKHOCTSIMU. C  3TOH  TOYKM 3pEHUS MEPCHEKTHUBHBIMH  MCXOIHBIMH
coequHeHUsIMH ABIsAOTCS 3H-(pypaH-2-0HbI, UX 3-apUIMETUINICHIIPOU3BOIHBIE U
N-reTepoanasioru.

BaxxabIM (pakTOpoM, CTUMYIHPYIOUIUM Pa3BUTHE XUMHUH 3-apuiaMeTuinnaeH-3H-
¢bypaH(Ippo)-2-0HOB, SABISAETCS OJU30CTh IO CTPOCHUIO YKa3aHHBIX COEIMHEHUH K
IPUPOJIHBIM cyOcTpaTaMm. M3BecTHa BO3MOXKHOCTh MX HCIOJIb30BaHUS ISl CUHTE3a
IPOU3BOJAHBIX  (PypONUPPOIIONUPUINHOB, TpUA30Jd, MMHIA30J0B U  JIPYrHX
OMOJIOTrMYECKU aKTUBHBIX COEIMHEHUM.

ApunMerunueHoBble mpon3BogHble 3H-Gypan(uppoi)-2-0HOB NpEaCTaBISIIOT
MHTEpEC, IIaBHBIM 00pa3oM, Kak MPOMEKYTOUYHbIE MPOJYKTHI, COUYETAOIUEe B cede
CBOMCTBA CIIOKHBIX 3()UPOB U HEMPEAEIbHBIX KapOOHUIBHBIX COEUHEHUMN, KOTOPBIE
OTKPBIBAIOT ~yIOOHBIA MyTh K TOJYYEHHIO pSAJa HOBBIX IMOTEHUMAIbHBIX
OMOJIOTMYECKH aKTUBHBIX COEAMHEHUH Pa3IMYHOTO CTPOEHUS.

Panee nHa kadenpe opranmdeckoil m OnoopraHmyeckod xumuu (CapaToBCKOIO
rocyJapcTBeHHOro ynuBepcurera wuM. H.I'. Yepubeimesckoro B psaagy 3H-
bypas(muppoma)-2-0HOB M WX  ApPWIMETHIHIACHOBBIX  IMPOW3BOAHBIX  OBUIH
OCYIIECTBJIEHBI peakiuu Mannunxa, Muxassa, @punens-Kpadrca, Bunbcmaiiepa-
Xaaka, B3aUMOJICHCTBUS ¢ HyKJIeo(puIbHBIMH peareHTaMu. OJJHAKO 10 HACTOSIIETO
BpeMeHu 5-R-3-apunmernnunen-3H-gypan(muppon)-2-oHbl OCTalOTCS HE 10 KOHIIA
WCCJIEIOBAHHBIMUA COEUHEHUSIMH, CHHTETHYECKUI NOTEHIMAJI TaHHBIX COEIMHEHUN
HE UCYEPIIaH U MIPEACTABIISIET HHTEPEC ISl JaJbHENIINX UCCIIEI0OBaHUM.

B cBs13u ¢ 3TUM uHcceoBaHrEe XUMUYECKOIO MOBEACHUs 3-apuiameTunuaeH-3H-
dbypan(mmuppon)-2-oHoB B peakiuax ¢ pazaudaabiMi N,S- u N,N-OunykneopuabHbIME
peareHTamu, TMa30yKCyCHbIM 3(PUpPOM, SIBIIIETCA AKTyaJbHOM 3a1a4ei.

Hacrosimas paboTa sBAs€TCS 4YacTblO IUIAHOBBIX HAYYHBIX HCCIEAOBAHUM,
MPOBOJIMMBIX Ha Kadeape opraHuyeckol u OnoopraHndeckoil xumuu CapaToBCKOro
rocyjapcTBeHHoro yHuBepcuretra uM. H.I'. UepHblilieBckoro, paboTa BHITIOTHEHA TTPU
¢dbunancoBot  momaepxkke POOU  «3-ApunmerunuaeH(apuiaruapasono)-3H-
¢GbypaH(muppos)-oOHbl B MOJIEKYJISIPHOM JU3aiHE CI0KHOMOCTPOEHHBIX JTUHEAPHBIX U
aHTYJIAPHBIX ~ TETEPOLMKINYECKUX  CHUCTEM,  OOJajaroumx  OMOJOoTrH4YecKon
akTuBHOCTHIO» (Nel0-03-00640- a) u rpanta Ilpesunenta PD ansa rocymnapcTBeHHON
MO/JIEPKKU MOJIOJBIX POCCHUUCKUX YUeHBIX «CTpaTerusi CHHTE3a U NOJIy4eHUE HOBBIX
(MOM)reTepOLMKINYECKUX CUCTEM, NEPCIEKTUBHBIX OMOJOTMUYECKH aKTUBHBIX

BEIIIECTB, HA OCHOBE pPEaKIUi 3aMEIICHHBIX (YypaHOHOB C MOJIMHYKICO(PUIbHBIMU
pearearamn» (MK-2054.2011.3).




Ileab paboThl: 3akiioyasach B TMPOBEIECHWH KOMIUIEKCHOTO WCCIICOBAHUS
peakiumoHHoi  cmocoOHoctu  3-apunmMmetwnuaeH-3H-pypan-2-omoB  u N-
rerepoadanioroB B peakiusx ¢ N,N- u N,S-OuHykineodmibHbIMU peareHTamMu u
JIMA30yKCYCHBIM 3(PUPOM, OIpPEACNICHUU PO (YHKIUOHAIBHBIX (PparMEeHTOB U
YCIOBUM  peakiuid B  OCYIIECTBICHWU  HAMPABIEHHOTO  CHHTE3a  HOBBIX
reTePOIMKINYECKUX CUCTEM; PELICHUU BOIPOCOB CTPOECHUS MPOIYKTOB PEAKIMKU Ha
OCHOBaHMM HcciieqoBanus metogamu UK, HMPlH, Bc u N CIIEKTPOCKOIINH;
BO3MOXKHOCTH  MPAKTHYECKOTO  HCIOJB30BAHMUSI  BIEPBBIC  CHHTE3MPOBAHHBIX
COCIMHEHU.

HayuyHasi HOBH3HA

OmnpeneneHbl 3aKOHOMEPHOCTH M OCOOCHHOCTH PEaKIMOHHON cmocoOHocTu 3-
apmwmetunuaeH-3H-dypan(nmuppoin)-2-osoB B peakmmsix ¢ N,S- uw N,N-
OMHYKJICODMIEHBIMU pearecHTaMu. Y CTAaHOBJICHO, UYTO HAJIMYUE C€HOHOBOW CHCTEMBI
CYIIIECTBEHHO PACIIUPAET CUHTETUYECKUE BO3MOXKHOCTH ITUX COCIMHEHHM, UTPaeT
aKTUBHYIO pOJIb B pealiu3alliil HalpaBJICHUN TeTepOLUKIN3aluU. BhIsBICHBI
(bakTophl, OMNpENENAIONIMe HANpaBiICHUE TIeTEPOLUKIM3AIMU U CTPYKTYpPY
00pa3yroIUXCs MPOTYKTOB.

B pe3ynbTaTe UCCIIeI0BaHUS CUHTE3UPOBAH HIUPOKHIA CIIEKTp
TeTePOIUMKINYECKUX CUCTEM C PA3IMYHON KOMOMHAIIMEH TeTepoaTOMOB — CTaPTOBBIX
BEIIECTB, 00bEKTOB OMOCKPUHUHTOBBIX UCCIICIOBAHUM.

Y CTaHOBJICHO, YTO MOJTYYEHHBIC TIPU MCCIICIOBAHUN PEAKINH 3-apHIMETUIUICH-
3H-dypan(mupposn)-2-oHOB ¢ THOMOYEBUHOW PE3yJIbTATHI MO3BOJISIOT TPEIIOKUTH
MyTH HAINpPaBJICHHOTO CHHTE3a 3aMENICHHBIX THAa3WHOHOB, THOKCOIMMPUMHIWNHOHOB,
THA3UHAHANOHOB, MUPUMUINHANOHOB, (DypOTHa3MHAMUHOB U TTHPPOJITHA3ZUHAMHHOB
BapbUPOBAHUEM YCIOBHW TIPOBEICHMS TMporiecca (pacTBOPHUTENb, TeMIeparypa,
KaTajau3arop).

[TokazaHo, 4yTO MPUHIIMIIMATIFHOE 3HAYCHHE B HAMPABIICHUU PEAKIIUU, XapaKTepe
00pa3yromuxcsi MPOIYKTOB B3aUMOJICUCTBHUS C OMHYKICO(DUIBLHBIMU peareHTaMu
MMeeT IpUpojia rerepoaromMa cyocrpara.

PaspaboTtansl ycioBus peakuuu [3+2] nukinonpucoeaunerus 5-R-¢pypan-2-oHoB,
WX apWIMETWINJECHOBBIX TMPOU3BOAHBIX M N-TeTepoaHaNoroB ¢ JIUA30yKCYCHBIM
3(UpPOM, YTO MO3BOJISIET MOJIYYaTh STUIIOBBIE d(PUPHI (TPUA30)OKCATNA30CTUPOHOHA-
JTMEHKapOOHOBBIX KHCIIOT.

B pesynbrare wcciiemoBaHUsS CHUHTE3UPOBAH IIUPOKHH CIIEKTP TETEPOIHMKIIOB,
MEPCIICKTUBHBIX I JTAJIBHEHUINIET0 WCCACAOBAHHMS KaK B KadyeCTBE CHUHTOHOB IS
TOHKOT'O OPTaHUYECKOT'O CHHTE3a, TaK U B KAYECTBE CyOCTPATOB IS CO3TaHUSI HOBBIX
JICKapCTBEHHBIX M arPOXUMUYCCKUX TIPETIapaToB.

IIpakTHyeckasi  3HAYMMOCTh Pa3paboTaHbl  yCIIOBHS W MPEIJIOKEHBI
3 peKkTUBHbIE  CMOCOOBI  TMOJYYEHHMs  paHee  HEU3BECTHBIX  MPOU3BOIAHBIX

MUPUMUINH(JI1)OHOB, THA3MHOHOB, THA3MHAMUHOB, THA3WUHAH/IUOHOB,
JTMA3eTTMHOHOB, MUPPOJIOMMHUIA30JIOHOB, aMUI0B 4-0KCO-4-apua0yTaHOBBIX KHCIIOT,
MAPPOIKAPOOKCAMUJIOB, STUIIOBBIX a¢upoB T (TpH )a30CIupo- u

bypomnupa3zonkapOooHOBbIX KucIOoT Ha ocHoBe peakiuun ¢ N,N- u  N,S-
OMHYKJICO(DUILHBIMU peareHTaMu U AUa30yKCYCHBIM 3(UPOM.



Cpenu CUHTE3UPOBAHHBIX COEAWHEHWH BBISBICHBI BEIIECTBA, OO0JIaIAOIINE
BBIPAKCHHON POCTOCTUMYJIUPYIOIEH aKTUBHOCTHIO.

Ha 3ammTy BBIHOCSTCH Pe3YJabTAThI NCCIEAOBAHUS T10:

®CHCTEMATHYECKOMY  H3YYCHHIO CHHTETHYECKHMX  BO3MOXKHOCTeH  5-R-3-
apunmetuauaeH-3H-bypan(muppon)-2-onoB B peakmusax ¢ N,S- uw N,N-

OuHyKJIeODWIbHBIMH  peareHTaMd  (THOMOYEBWHOM,  2-MepkanTto- u  2-
aMHHOOCH3UMH JA30JI0M, TYaHUJAHOM, 1,2- TMaMHUHOLIMKIIOT€KCAaHOM, 5-
aMHUHOTETPA30JIOM) MPUBOSIIIUX K MOTYYEHHIO pa3IMYHbBIX

(TIOJTN ) TE TEPOTTMKITNIECKUX CHCTEM;

ey3yyeHHIO peakiuu [3+2]uuknonpucoeannenus 5-R-3-H-dypan-2-oHoB, nx
apWIMETUIIUACHOBBIX MPOU3BOJAHBIX U  a30TCOJEPXKAIIUX TETEPOAHATIOTOB €
JIMA30yKCYCHBIM 3(PUpOM;

®YCTAHOBJICHUIO CTPOEHUS OOpa3yIoIUXCSi COCNUMHEHUM Ha OCHOBaHUHU
KOMIIJIEKCHOTO ucciaenoBannsa Merogamu MK, SIMP 1H, Beu®™N CIIEKTPOCKOIINH;

®I3yUEHHUIO BO3MOYKHOCTEH TMPAKTUYECKOTO HWCIOJIB30BAHHS  IMOYYCHHBIX
COCTMHEHU.

Anpobanus pa6oTbl. OCHOBHBIC PE3YJbTAThl PAOOTHI MPEACTABIISIINCH HA

XIX MenneneeBckoM cbe3fe Mo oOmied u mpukiagHot xumuu (Bosrorpan,
2011); MexnynapoaHoMm KoHrpecce mo opranuueckor xumun (Kasans, 2011); Il
MexnayHaponHoi KoH(epeHInn «XUMUS TETEPOLMKINYECKUX COCTUHEHUN,
nocBsieHHo 95-neruto co nus poxnaenust npod. A.H. Kocra (Mocksa, 2010),
Bcepoccutiickoit mikose-koH(EPEHIIMN MOJIOJIbIX YUEHBIX, aCIIMPAHTOB U CTYJICHTOB
«XumbnoAxktuB» (Capatos, 2012); MexmyHapogHOH KOH(MDEPEHIUU CTYJICHTOB H
acnupaHToB 1O (yHAameHTanbHbIM HaykaM «JlomoHOCcOoB-2007», «JIoMOHOCOB-
2011», «JlomonocoB-2013» (Mocksa, 2007, 2011, 2013); V Bcepoccuiickoii
KOH(EpEeHIINN CTYJECHTOB W aCMHUPAHTOB «XWUMHS B COBpeMEHHOM Mmupe» (CaHKT-
[Terepoypr, 2011); VII u VIII Bcepoccuiickoii KOH(PEPEHIIMH MOJIOABIX YYEHBIX
«CoBpeMeHHBIE TPOOJIEMbl TEOPETUUECKOM U IKCIEPUMEHTATBLHONU  XUMUU»
(Caparos, 2010, 2011); Il Mexaynapoanou koudepenimu « Texanueckas xumus. OT
teopuu K npaktuke» ([lepms, 2010).

Iyoankamuu. [To Teme auccepranuu ony6nnkoBano 16 HaydHbIX paboT, B TOM
gyucie 6 cTarel B IIEHTPAJbHOM Te4YaTH, M3 KOTOPBIX 3 CTaTbU B >KypHaJax,
pexkoMengoBanHbiXx BAK, 3 cratbu B COOpHUKAX Hay4HBIX TPYAOB, / TE3UCOB
JIOKJIaJIOB.

O0beM M_CcTpYKTYpa padoThl. Jluccepranus usnoxkeHa Ha 167 crpaHuIax
MaITMHOMMCHOTO TEKCTa, BKJIIOYas BBEACHHE, YETHIPE TJIaBbl, BBIBOJBI, CIHCOK
HCIIOJIb30BAaHHBIX UICTOYHUKOB U3 169 HanmeHoBaHuit, 36 Tabsuil, 33 pUCyHKa.

BaaromapHoctu.  ABTOp BbIpakaeT TIJIyOOKYylHO OJ1aroJapHOCTh BEAYIIUM
ouosioram borannueckoro caga CI'Y Tocemosoit O.JI. u Amnanacosoii H.B. 3a
ITOMOIIIb B TIPOBEJACHHUM HCIBITAHUN POCTOCTUMYJIUPYIOIICH aKTUBHOCTH M K.X.H.,
7o11. AHHCBHKOBY A.A. 3a MOMOIUIb B paciiu(PpOBKE MOTYUYEHHBIX CIIEKTPOB.




OCHOBHOE COIEPKAHUE PABOTHBI
1. B3aumopeiicTBue 5-R-3-apuamerninaen-3H-pypan(nuppo.a)-2-oHoB ¢
N,S-0nnyk/eopuIbHbIMU peareHTaMu
YuuThiBas HaJIMYUE HECKOJIBKUX PEAKIIMOHHBIX LIEHTPOB B MoOJeKynax 5-R-3-
apunmetuiuaeH-3H-bypad(muppoin)-2-oHoB, HauOoIee XapaKTePHBIMU PEaKIUIMU
M3y4aeMbIX COCIMHEHHM SBISIOTCS peakiuu ¢ (TI0JIM)HYKIeO(PHIbHBIMU pPEareHTaMH.
Hamu B kadectBe OUHYKICO(DHUIOB TMpPU B3aUMOJEUCTBUM C MPOU3BOIHBIMU
bypan(uppoi)-2-0HOB MCHOIB30BATNCH THOMOUYEBHMHA, 2-MEpPKAaNTOOCH3MMHIA307,
2-aMUHOOEH3MMUIa301, TYaHUIUH, S-aMUHOTETPa3oll, 1,2-THaMUHIIUKIOTeKCaH.
B3anmogeiictBue 3-apunmerunuaeH-3H-dypan(nmuppos1)2-oHOB ¢ THOMOYEBUHOM
MPOBOJIWJIA B PA3JIMYHBIX YCIIOBUSX: B KUCIIOW U OCHOBHOW Cpelax, MoJ JACHCTBUEM
MUKpOBOJIHOBOTO (MB) wuznydenusi. BbiBiIeHO, 4TO XapakTtep 0Opa3yronumxcs
MPOJIYKTOB, HANpPABJICHUE LMUKIU3ALUN 3aBUCUT OT YCIOBUU MPOBEACHHS pPEAKIIMH,
IIPUPOBI UCITONIB3YEMOTr0 KaTaau3aTopa.
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UccnenoBanue peakiuu 5-R-3-apunmernnunen-3H-dypan-2-oHoB C
THOMOYEBUHOW B TMPHCYTCTBUHM KaTaan3aTopa KHCIOTHOTO XapaKTepa IMO3BOJIMIIO
pa3paboTaTh METOAMKY CHHTE3a 2-aMHHO-6-apui-5-(2-okco-2-hennaaTun)-5,6-
auruapo-4H-1,3-tna3zun-4-oHoB (4-6). Cineqyer OTMETUTh, YTO YCIOBUS KUCIOTHOTO
KaTajgn3a MPUBOAAT K CHIDKEHUIO aKTUBHOCTM aMHMHOTPYII THOMOYEBHMHBI U, Kak
CJIEICTBHE, K YBEJIMUYCHUIO aKTUBHOCTU TUOKAPOOHWILHOW Tpynmbl. OTH 3¢ HEKTh
CHOCOOCTBYIOT pealM3allud HAaNpaBiCHUs aTaku Ha HK30LUUKIMYECKHH aTom
yrJIepoia STUICHOBOM CBsI3M (MHTEPMEIHaT A) W IHUKIW3AIMUA ¢ (GOPMUPOBAHHEM
THA3MHOHOBOI'O IIUKJIA.
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IIpu wucnonb3oBanuu 5-R-3-apunmermnunen-3H-nuppon-2-onos 14-16 B
peaklMu ¢ TUOMOYEBHMHOM PACKPBITUE MUPPOJI-2-OHOBOTO IMKJIA COMPOBOMXKIAAETCS



THIPOJIN30M, YTO TO3BOJISIET IMONYyYUTh 6-apui-5-(2-okco-2-¢penmmTmn)-1,3-
TruasuHaH-2,4-nuonsl (17-19).

C uenbio OCyIIECTBICHUS! aIbTEPHATUBHBIX HAINpPABICHUN pEaKIUU, MOTYUYCHUs
a30TcoIepKaIIUX TeTePOIMKIIOB, HAMHU ObUIM U3MEHEHBI YCIOBHS €€ MPOBEICHUS.

Hcnonb3oBaHne OCHOBHOI'O KaTalld3a CIIOCOOCTBYET aKTHBAllMM aToMa a30Ta
peareHra, 4To NPHUBOJUT K H3MEHEHUIO HANpaBJICHHS pEaKIMM, aTaka pearcHra
HampaBjJeHa Ha BTOPOM SJIEKTPOHONCPUIMTHBIA IIEHTP — aToM yriepoja
KapOOHWJIBHOW TPYIIIIBI, PACKPBITHE UCXOTHOTO TeTeponnKiIa coequuenni 1-3, 14-16
MEPBOHAYAIBHO TNPUBOAUT K HMHTEPMEAHATY A, MHUKIM3AIUSI KOTOPOrO IMpH
ucnoip3oBanuu 5-R-3-apunmermnuaeH-3H-pypan-2-onoB 1-3 MO3BOJISET MONTYYHUTH
5-(2-okxco-2-peHmI T )-6-apui-2-TuokcoteTporuaponupumuanH-4( 1 H)-onsl (7-9).
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Cnoco6 MOJTYYEHUS 6-apuii-5-(2-0kco-2-heHMI ) TUTH PO PUMHU THH-

2,4(1H,3H)-auonoB (20-22) ocHOBaH Ha MCHOJb30BaHNH 5-R-3-apunmernmmaen-3H-
muppoa-2-oHoB 14-16. C momompro TCX Owuto 3adukcupoBaHo 00pa3oBaHHE
HECKOJIbKUX COCTMHEHUH, BBIJICNIUTh YAT0Ch TOJBKO MaKOpHbIE PO yKThl 20-22.

SIMPYH,m1., J, Ti; 2,96-3,23 (v, 1H, SAIMP'H,m1., J, Tix; 2,95-4,05 (v, 1H,
CH);3,34-3,72 (n1,1H,CH,, J 16-17, J 6); CH); 2,19-4,08 (n1,1H,CH,, J 13-16, J 4-6);
3,79-4,10 (un,1H,CH,, J 16-17, J 6); 3,26-4,89 (11,1H,CH,, J 13-16, J 4-6); 4,12-
6,05-6,38 (z, 1H,CH, J 10-11). 6,55 (1, 1H,CH, J 8-10).

SIMPY3C, w1 38,9-42,1;45,3-49 8; SIMPY3C, m.1.: 32,2-41,0; 32,7-46,0; 42 4-
51,0-53 5. 55,2.

6~y
7-9 Y=NH, Z=S
Hf Z 20-22 Y=NH, Z=0

N\Ar
R 7-9, 17-19, 20-22
> 17-19 Y=S Z=0
0
P

SIMP23C,m.1.; 161,0-176,9;
168,5-182,4; 174,4-199,3.

SAMPL3C,m.n.; 173,4- 4-6
176,1; 191,8-197,3.

B crmextpax SIMP 'H coemmnenuit 4-9, 17-22 10 CpaBHEHHIO CO CIIGKTPaMH
UCXOJIHBIX  COCIMHEHHM  OTCYTCTBYIOT  CHUTHAjbl  BHUHUJBHBIX  IPOTOHOB,
XapaKTEPUCTUUECKUMH SBIISIFOTCS JIBa JIBOWHBIX AyOieTa MpPU BTOPUYHOM aTOME
yriepoja, IyosieT ¥ MyJIbTHIUIET TPETUYHBIX IMPOTOHOB IIPH aToMax yriepoja C’u
C”, cootBercTBeHHO. B crnektpe AMP B¢ coequnennii 4-9, 17-22 orMmeueHbl
CUTHAJIBI aTOMOB yTJIepoJa KapOOHWJIBHBIX TPYNI M THOKApPOOHWUIBLHOW TPYIIIIBI,
BTOPHUYHOTO M TPETUYHBIX aTOMOB yriepoda. Ilo MaHHBIM CIIEKTPAJIbHBIX
XapaKTEPUCTHK SBJICHUS aMHUHO-UMHUHHON TayTOMEPHH I COCAMHCHHWH 4-6 He
HaOIromaeTcs.



[Ipu  mpoBemeHuMu  CUHTE3a  MNPOU3BOAHBIX  (QypaH(MUPPOT)2-OHOB  C
TUOMOYEBHHOUW T0oA JedicTBueM MB u3nydeHus mpoaykTaMu sIBISIOTCA 4-apuii-6-
apun-4H-¢pypo[2,3-d][1,3]tna3un-2-amuabr -~ (11-13) wu  4-apun-6-dpenwn-4,7-
auruaponuppoi|2,3-d][1,3]tuasun-2-amunsl (23-24), cooTBeTCTBEHHO. B ycmoBusx
MHUKPOBOJIHOBOT'O M3JIyYEHHUs BO3MO)KHA aKTHUBAIUS JBYX HYKJICO(DHUIBHBIX IIEHTPOB
THOMOYEBHUHBI, BCJIEJICTBUE 4YEro MOTYT pEaJu30BbIBATbCA JIBa HAIpPABJICHUS
peaKlMM: aKTUBAIMS aTOMa a30Ta THOMOYEBHHBI M €ro araka 1o aroMy yriepojaa
KapOOHWJIBHON TPYIIBI cyOcTpaTta ¢ 00pa30BaHUEM MPOMEXKYTOUHBIX MPOAYKTOB —
aMHUJIOB OKCOKapOOHOBBIX KHCIOT A (Hampasienue 1); mmbO0 aToM cepsl
THOMOYEBHMHBI AaTAaKyeT aTOM yIjepoAa JSK30LMKIMYECKOW JBOMHOM YIJIEPO.-

YIIEPOAHOM CBSI3H, YTO TIEPBOHAYAIBLHO MPUBOJIUT K 00pa3oBaHMIO HHTepMennara B.
o s
R

J oG R0
1
R °x O A A o A Ar
1,3,10,14-15 ﬁi H,0 /[—fks
+
XN ONH| R A

S 2 A < NH X7 N7 NH,
I [ ~ C 11-13
H,NCNH, R xS0 NH, 7 23-24
B
HNurepmennatel A u B riukim3yrorest ¢ 00pa3oBaHUEM €IMHOTO ITPOMEKYTOUYHOTO
nmpoaykta C - THa3WH-2-aMHWHA, OJHAKO Ha OTOW CTaJAMM pEaKuus He

OCTAHABJIMBACTCS, U JaJbHEHIIee STMMUHUPOBAHUE MOJEKYJBI BOJBI MPUBOJIUT K
00pa30BaHMIO0 KOHEYHBIX MPOAYKTOB peakuuy 11-13 u 23-24. B IMP 'H crekrpax
coequueHnit 11-13 u 23-24 otmeuensl cuHriieThl MPoToHOB NH,-rpynmer npu 1,24-
1,80 ™m.m., mpoToOHa NOSATHYICHHOTO rerepouukna 6,44-6,81 Mm.n., mpoToHa mpu
TPETUYHOM aTtoMe yriaepoaa 6,23-6,56 m.x.

Takum oOpa3om, pe3ynpTaThl, MOJYyYEHHBICE TPH HCCICIOBAHUU PEAKIINU
M3y49aeMbIX COCIWHEHWH C THOMOYEBWHOW, TMO3BONMIN TMPEIIOKUTh MYTH
HAIPaBJIEHHOTO CHHTE3a MOJUIeTEPOLMKINUYECKUX CTPYKTYp C BapbUpPOBaHHEM
reTepoaToMoB B CHCTEME.

N3yuena peakus 5-R-3-apunmerunuaeH-3H-nuppomn-2-oHoB c 2-
MepKanToOeH3MMHUAa30JI0M. B3aumoielicTBUE OCYIIECTBICHO B KUCION cpefe: MpH
HarpeBaHWu B JIEASHOW YKCYCHOM KHCIOTE€ B  KauyecTBE KaTalln3aTropa
HCIIOJIb30Bajach KOHLIEHTPUpPOBaHHAas cepHasi Kuciaora. I1o COBOKYMHOCTH IaHHBIX
AJIEMEHTHOTO aHaIM3a W CIEKTPAIbHBIX  XapaKTEPUCTUK  TPOTYKTHI
oXapaKkTepu30BaHbl Kak 3-(2-amuHO-2-R-Bunmm)-2-Ar-2H-6en3o[4,5 lumunasol2,1-
b][1,3]Tra3un-4(3H)-oHBbI.

Ar
2-S
~ TAr N AcOH R 3
R/[Q ¥ )SH / NZXNf
O N H2804 H2N O
N
H H
14-16, 25-27 28-33

14,28 R=Ph, Ar=2-Cl-C4H,; 15,29 R=Ph, Ar=Ph; 16,30 R=Ph, Ar=4-MeO-C4H,; 25,31 R=4-Me-C¢H,,
Ar=2-CI-C,H,; 26,32 R=4-MeO-C¢H,, Ar=3-NO,-CH,; 27,33 R=4-Me-C4H,, Ar=Py.



B SIMP 'H cnekrpax coeamuenuii 28-33 OTMeueHBI AyOIETHl BHHHIBHOTO
npoToHa B obsactu 5,48-5,86 M.A. ¥ IPOTOHA NMPU TPETUYHOM aTOME YIJIepo/ia (CZ) B
obnactu 4,10-4,23 M.11., MyJIBTHIUIET IPOTOHA MPU TPETUUYHOM aTOME yTiepoja (C?’)
pacrioioxkeH B obnactu 3,39-3,85 m.x., cuarier nporoHoB NH,-rpynmbel oTMeueH
npu 1,56-2,10 m.x.

B cnekrpax SAMP B¢ coequnennii 28,29,31,33 B CHJIBHOM I10JI€ OTMEYEHBI
CUTHAJIBl TPETUYHBIX aTOMOB yriepona mnipu 41,75-46,01 m.a., 52,92-58,87 wm.n.,
CHUTHaJIbl aTOMOB yrjepojaa eHamuHoBoro (parmenrta npu 87,80-99,74 m.a. u npu
151,5-160,1 w™m.n. (atom yriepoja, CBSI3aHHBII C aMUHOTPYIIOW), CUTHAI
KapOOHWIBHOM Ipynnbel oTMedeH npu 167,4-172,1 m.n.

B cmextpe SIMPPN coemmmenmst 31 OTMeueHBI CHTHAZBI aTOMa a30Ta
€HaMHHHOTO (parmMeHTa npu -282,4 M.7., a TaKKe aTOMbI a30Ta OCH3UMH1a30JIbHOTO
uukia npu -194,6 u -257,6 m.x. (Sp3-r1/16pI/IJ:[HLH71 aTOM a30Ta).

[Ipy 1aHHOM B3aMMOACHCTBHM BO3MOJKHO BOBJICYEHHE B PEAKLHIO C
MEPKaNnTOOCH3UMHIA30JI0M OJHOTO U3 JJIEKTPOPMIbHBIX IIEHTPOB CyOCTpaToOB

(manpasnenust 1 u 2), ¢ oOpazoBaHUEM UHTEPMEAUATOB PA3IUYHOrO CTPOoeHUs (A; U
Ay).

_HCN ‘R 1
ACOH ACOH d S—¢ ]ij
O 14-16, )
Aréo HZSO4 o5 97 +HS_< HZSO4 \

N NH

X

HNN 28b- 33b
—A2 B AR g

X0 ND \ %N
[ﬁ S % * - N\©
RN Ar H H,N e

H 282-33a AN gess

28- 33 ros¢

ITo naHHBIM (HU3MKO-XUMHUYECKUX METOJOB aHajM3a peaiu3yeTcsl HaIlpaBJICHHUE
CTaOMIM3AINU TTOCIEAHUX, CBA3aHHOE C aTAKOW MEPKANTO-TPYIINbl peareHTa Ha aTOM
yIJIEpoaa AK30LUKIMYECKON CBSI3M, MOCJHEAYIOUIUM PACKPBITHEM HCXOJHOIO
MUPPOJIOHOBOTO IMKJIA U oOpazoBaHueM NpoaykToB 28-33. CienyeT OTMETUTh, UYTO
nanaeie SIMP lH, Bc u ®N CIIEKTPOCKONUU CBUACTEIBCTBYIOT O CYLIECTBOBAHUU
coenuHennii 28-33 B eHaMUHHOM (opMme.

2. BzaumoneiicrBue 5-R-3-apuamernwanaen-3H-gpypan(nuppoJi)-2-oHoB ¢
N,N- Ounyk/1€0puIbLHBIMI peareHTaMmu
B xauectBe N,N-OunykineopunpHbIX peareHTOB B peakmusix ¢ 5-R-3-
apwiMmetunuaeH-3H-bypan(nmupposn)-2-oHaMu UCTONAB30BAIA  TyaHUAWH,  2-
aMHUHOOEH3UMU/1a30J1, S-aMUHOTETPa30J U 1,2-TnaMUHOIIMKIIOTeKCaH.
Peakuust  5-apun-3-apumerwnunen-3H-dypan-2-onoB 1,3 ¢ kapboHaTOoM
ryaHUJIMHAa TPOBOJWIACH TMPU HArpeBaHWM B JAHOKcaHe. [IpoayKThl ¢ MOMOIIBIO



TaHHBIX (PU3UKO-XMMHUYECKUX METOJOB aHAIM3a OXapaKTEPU30BaHbI KaK 2-aMHUHO-5-
(2-okco-2-hennn)-6-apui-2,3-(SH)-quruaponupumuaus-4-ousl (34,35).

- - T F N 34,35
Ar O <2
Ar O Ar N NH2
NH T
Ph O @) H2N NHCNH2 NH 34&,35&
1,3 Il _\/_> \
L NH Y P N NH,
- 7 Ar
/
< P "o 34b,35b

2

KiroueBbIME 711 YCTAaHOBIIGHUSI CTPOEHUS SIBISUTUCH. CHUTHAJI TPOTOHA IMPH
TPETUYHOM aToMe yriaepoza o KOTOPBIM IIPOSIBISIETCS B BUJE CHHIJIETA Iipu 6,40-
6,43 M.J., CUTHAJIBI IPOTOHOB METHJICHOBOM T'PYIIIHI (71Ba TpuUIjieTa B obnactu 3,38-
3,64 M.1L.), My/IbTHILIET IPOTOHA IPH TPeTUIHOM atome yruepona C° mpu 4,08-4,11
M.

Cxema 00pa3zoBaHus MPOAYKTOB MPEANOIaraeT NepBOHaYalbHOE BO3HUKHOBEHHE
MHTEpMEeIUaTa aluKINYeCKOro CTPOEHUS, C MOCIEAYIOEH a3aluKI3aueil 3a cyer
BTOPOr0 HYKJICO(PMIHHOTO IIEHTpa TyaHUJMHA M apUMETUIIMACHOBOro (parmeHTa,
YTO MPHUBOJUT K O0Opa30BaHMIO 3aMEHICHHBIX 2-aMHHOMUPUMHUIUH-4-0HOB (34,35).
Jlpyrre BO3MOKHBIE IMyTH TETEPOIMKIN3AIMN — aTaKa aMHUHOTPYIIB TYaHHUIWHA TI0
aToMy yriepojaa KapOOHMIBHOM TPYIIBI ¢ 00pa30BaHWEM 3aMEIIEHHBIX MUPPOII-2-
oHOB (34a,35a) nim nmpon3BoIHBIX Aua3enuHoHOB (340,35h) He peanusyrorcs.

2-AMUHOOCH3MMHUA30JI  UMEET B CTPYKType  HEpaBHOIICHHBIE  TI0
HYKJICOQUIBHOCTA AaTOMbl a30Ta W TMPEACTABISET MHTEPEC C TOYKH 3pPEHHUA
TeopeTudeckor xumuu. Peakuusa 5-R-3-apunmernmunen-3H-dypan(muppon)-2-oHoB
C 2-aMHHOOEH3MMM/Ia30JI0M TMPOBOJAWIACH MPU HAarpPEBAaHUU B ATHJIOBOM CIHPTE B
YCIJIOBUSIX OCHOBHOI'O KaTajn3a (B KaueCcTBe KaTajau3aTopa HCIOIb30BaJICs MOTAlI).

Ar
= er @
— N
= P 38-42

N
4 Ar
R >x” Yo + HZN_<N K,CO3 | . .
1-3, 15, 25, H X=NH = N
> )QN 46-50

36-37, 43-45 HN 2~y

H
X=0 1,38 Ar=Ph, R=Ph; 2, 39 Ar= 4-MeO-C¢H,, R=Ph; 3, 40 Ar=2-CI-C¢H,, R= Ph; 36, 41 Ar=3-NO,-C¢H,,
R=4-MeO-C¢H,; 37, 42 Ar=4-MeO-CgH , R=4-MeO-C4H,,. X=NH 15, 46 Ar=Ph, R=Ph; 25,47 Ar=2-CI-C¢H,,
R= 4-Me-CgH,; 43, 48 Ar=4-NMe,-CgH,, R=Ph; 44, 49 Ar=3-NO,-C¢H, R=4-MeO-CgH,; 45, 50 Ar=Py, R=4-Me-CgH,.

JlarHable (PU3UKO-XMMHUYECKHX METOJIOB aHajn3a ITO3BOJISIOT CICNIATh BBIBOJ O
CTPOCHHUHU TMOJYYCHHBIX COeAMHEHHH - 3-(2-aMuHO-2-apunBHHWNI)-4-apui-3,4-
auruapooenso[4,5umuaaso[ 1,2-a]nupumuaua-2(1H)-onos (46-50) u 4-apun-3-(2-
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OKCO-2-apmidTiin)-3,4-murupooen3ol 4,5 Jumuaaso| 1,2-amupumuana-2(1H)-oHoB
(38-42).

SIMPH, w11, J T: 4,21-4,43 (mn, 1H, CH,, J 16, 18); 4,54-] | SIMPH, m.x, J, T'u: 6,34-6,65 (1, 1H,=CH,
4,76 (m1, 1H, CH,, J16,J8); 6,35-6,69 (1, 1H, CH, J 8); J 6); 5,12-5,76 (n, 1H, CH, J 6); 3,50-3,79
2,29-3,81 (m,1H, CH). (v, 1H, CH).

SIMP23C, w.1.: 32,3-37,8; 39,8-45,6; 56,7-58,5. SIMP23C, wm.n.: 31,8-34,3; 32,9-37, 1.

SIMP13C, m.n1.: 188,2-196,4; 197,9-200,1, SIMP13C, m.n1.: 98,6-101,1; 151,2-164,7; 171,2-173 9.

Xapaxtepuctiaeckumu B SIMP 'H cmextpax coenmmenmii 38-42 u 46-50
SIBIIFOTCSI CHTHAIIBI IIPOTOHOB TIPU TPETHUYHBIX aTOMaxX yriepona — ayouner (mpu C°) u
myastrmier (opu C°), [Ba JBOHHBIX AyOjeTa NMPOTOHOB HPH BTOPUYHOM ATOME
yraepoja (s coequnenuit 38-42) u ny6IieT BUHWIBHOTO MPOTOHA (JIJ1s1 COSAMHEHUI
46-50).

BeposiTHo, aMUHOTpyMIa peareHra HaIpaBJICHHO aTakyeT

o 2
BJIGKTpOHOI[e(bI/IHHTHBII/I LHCHTP MOJICKYJIbI CY6CTpaTa B 1oJioxkeHue C y PaCKpbIBasd
PICXO,Z[HBIP'I I'CTCPOLUKII.

Ar

)—I/\ A " 38b-42b
/

38a-42a

%C}

_ 4 )
X=0 —
1-3, 15, 25, — N
36-37+, 43-45 I o\/
N
HZN_QN L . @] N a
H X:NH
HoN 5
(ik AD
N
46a-50a a6b-500 M
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B cnyuae BBeneHus B peakimio B KauecTBe cyocTpaToB npousBoaubix 3H-pypan-
2-oHOB 1-3, 36-37 cTabunu3zanus o0pa3yrollerocs HHTepMeIaTa OCyIecTBIsSETCS B
pesynbTaTe aTaky SP>-THOPHIHOTO aToMa a30Ta GCH3MMHIA30IBHOTO (GParMeHTa 1o
STWJICHOBOM  CBSI3M, UYTO  NPUBOAUT K  OOpa30OBaHUIO  IIECTUUICHHBIX
reTepOLMKINYCCKUX CTpYKTyp 38-42 (mampasienue 1). Jlpyrue BO3MOXKHBIC
HaIpaBJIeHUs CTaOWJIN3alliM, CBSA3aHHBIE C YYaCTHEM aTroMa YIJIepojJa OKCOTPYIIIIbI
(HampaBJieHHEe 2) ¥ aMUJTHOT'O aToMa a30Ta (HampaBJieHHe 3) He PeaTu3yoTCs.

Hcnonp3oBaHne B KauecTBE CyOCTpPaToB MPOU3BOJIHBIX MUPPOI-2-0HOB 15, 25,
43-45 mocne  mepBOHAYaJbHOW  aTakW  HYKJIEOQWIBHOTO  IeHTpa  2-
aMHUHOOEH3MMHUIa30/1a M0 KapOOHWIBHOM TpyHIe MUPPOJI-2-OHOBOTO (parMeHTa
MPUBOJAUT K PACKPBITHIO HCXOJHOTO TETEPOIMKIA ¥, IOMHUMO aHaJOTUYHOU
cTaOuiM3anuy  WHTEpMenuaTta ¢  Oo0pa3oBaHMEM  MMHAA30MUPHUMHINHOHOB
(HampaBlieHHE a), BO3MOYKHO JIOTIOJIHUTEIILHOE HAIPaBJICHUE: ITHJICHOBYIO CBS3b
MOKET aTaKoBaTh AMHHOTPYIINA, YTO MPUBEJIO Obl K MOJYYCHHIO MSATUYJICHHBIX
JTUTHIPOTIHUPPOIIbHBIX UKIOB 46a-50a (Hampasienue 0). OnHako gaHHBIE (HUUKO-
XUMUYECKUX METOJIOB aHAIN3a MOATBEPKIAIOT BhlAeieHne coeanHeHuit 46-50.

JInsg TOATBEpXICHUS TPEAJIOKESHHON CXeMbl Ha TMpuMepe peakuuu 5-(4-
MeTHIIOeH30:1)-3-(2-upuaniMetuuiaceH)-3 H-muppoin-2-ona 45 c 2-
aMUHOOCH3MMHUIA30JI0M M3 PEAKIMOHHONW CMecH TMocje 3 YacoB HarpeBaHUs
BBIJICJICHO  COEIWHEHHE, OXapaKTePU30BAHHOE C TOMOIIBIO  CIEKTPAIbHBIX
XapaKTEPUCTHK Kak OyT-3-eHamuj (51).

N
== N
=z
O =, T,
Tol "y o N KaLO; = 7 AN :@

[Ipu nanpHelieM HarpeBaHWM PEAKIIMOHHON CMECH pEeakKIusi IMpoTekaeT Ooliee
rJIyOOKO ¥ IPUBOJUT K TETEPOIMKIN3AINKN COeAMHEHHS 51 cormacHo npeaioKeHHOMN
cxeme ¢ obpazoBanueM coenuHeHus 50.

’ X
N~
\ (@] EtOH /@
Tol N
= HN K2C03
HN

HoN 51

B3aumogeiicteue  5-R-3-apunmermnunen-3H-pypan(nuppon)-2-onoB ¢ 5-
aMUHOTETPA30JI0OM MPOBOAMIA TIPH HATPEBAaHUU B ATAHOJIC B YCIIOBUSX OCHOBHOTO
KaTajgn3a, B KayeCTBE KaTalM3aTopa HCIOJb30BAIM TPUATHIAMUH. B pesyibrare
peakiuu ObUIM BBIJCACHBI MPOAYKTHI, KOTOPHIC MO JaHHBIM (PU3UKO-XUMHUCCKUX
METOJIOB aHaJIM3a OXapaKTePU30BaHbl KaK aMHUJIbl 4-0KCO-4-april-OyTaHOBBIX KHCIIOT
(53,54) u mupposn-3-kapookcamusl (55,56).
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0 \
=0 WN S
Ar -
HN '}\'N R 53,54

/ N L O
/ o N Ar Al |
R 0 O NHN __ | P NHN
. x=NH R | N TR NS N
10,52 = N ’ N
15,25 I NN NH, H
X=0 52,53 Ar=2-CI-C H,; _
10, 54 Ar= Ph. Ar <N H
X=N 15,55 R= Ph, Ar= Ph: s O_N NH
25,56 R= 4-Me-CgH,, Ar=2-CI-C4H,. — NN /@V |
H,N )\\N,N RN A Ns N
o N H 55,56

Hcnonb3oBanrue 5-aMMHOTETpa30Jia, Kak HYKJICOPUILHOIO peareHta ¢ Oosee
HU3KOW OCHOBHOCTBIO, B peakiusax ¢ 5-R-3-apunmernmuaen-3H-dypan-2-onamu He
MO3BOJISIET MOJYYUTh NPOAYKT TE€TEPOLMKIM3ALUU, PEaKIMU OCTAHABIMBAIOTCS HA
cTaauu aMugoB 53,54, HM OJHO M3 BO3MOXKHBIX HAMPABICHUN IUKIU3AIUN B
BbIOpAHHBIX YCJIOBUSAX HE pean3yercs.

[Ipu  B3aumopelictBuu  5-R-3-apunmerwnuaen-3H-nuppon-2-ouoB ¢ 5-
aMUHOTETPA30JIOM TEepBasi CTAIUsl PEaKI[MU aHAJIOTMYHA, HO Ha CTaJuu 00pa30BaHuUs
alMKJIMYECKOIO0 HHTEpMENHaTa peakuus He ocTaHaBiuBaeTca. CTpyKTypHas
OCOOEHHOCTh HMHTEpMEIMaTa, HaJIW4Yue AOMOJHUTEIBHOIO LEHTpa — E€HAMUHHOIO
(parMeHTa — CIOCOOCTBYET a3areTepPOIMKIN3AMUA C €r0 Y4aCTUEM M 00pa30BaHUIO
npoaykToB 55,56, uto moaTBepKAaeTCA (PU3UKO-XUMHUIECKIMH METOIaMH aHAIH3A.

B3aumopeiictBue 5-R-3-apunmernnunen-3H-dypan-2-oHos C 1,2-
JUAMUHOIIMKIIOTEKCAHOM, HMEIOIIMM B CBOEM COCTaBE JIBE€ OSKBUBAJICHTHBIE
aMUHOTPYMIbI, NPOBOAWIOCH MPU PA3JIUYHBIX YCIOBUSX: HarpeBaHUE B ATUIIOBOM
cnupTe U 0oJiee JUIMTENbHOE HarpeBaHue B OEH30JI€ C a3€0TPOIHON OTTOHKOM BOJIBI.

Ar. H o 0] H
e LD W{D

/ Ar
5257,60 __ | 0 C.H LAY R
A 5 HCS HN N O
+ | /VHZN —
H,N R N
— Ar

52,58,61 R= 4-Me-CgH,, Ar= 2-Cl-CgHy; 57,59,62 R= Ph, Ar= 2-HO-CgHy; 60,63 R= 4-Me-CgH,, Ar= 4-NO,-CgH,.
COBOKYITHOCTh CIEKTPaJbHBIX XapaKTEPUCTHUK TO3BOJIMIA CHAEIaTh BBIBOA 00
obpazoBanuu 4-apui-3-(2-okco-2-apuinatii)-okroruapo- 1 H-6enso[b][ 1,4 anazenun-
2(3H)-onoB (58,59) u 2-apunMerunuaeH-3a-apui-aexaruapo- 1 H-6enso[d]-mupposto-
[1,2-a]-umumazon-1-onoB (61-63).
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B crektpax SIMP 'H coemmnennii 58,59 mpuCyTCTBYIOT AyONeT W MyJbTHILIET
IPOTOHOB MPU TPETUYHBIX aToMax yriepoja AUa3enuHOBOro Iukia npu 6,11-6,21
m.a (mpu C*) u 3,67-3,80 m.a. (mpum CS), COOTBETCTBEHHO, JBa MYJIbTUILIETA
IIPOTOHOB IIPH BTOPUYHOM YTJIEpOAHOM atoMe B oOmactu 3,20-3,54 m.a. u 4,11-4,34
M.1. B crekrpax SIMP 'H coemunenuit 61-63 curHan mpotoHa IpH SP°-THOPHIHOM
aToMe yriiepoJia TPOSIBJISIETCS B BUAE cuHrjiera npu 6,74-7,09 M.n., TpPOTOHBI
METHUJICHOBOW TPYNIBI MUPPOJIOHOBOTO IMKJIA B BHJAE AyOieTa MpOSIBISIOTCS TPU
3,32-3,41 m.1.

[IpuarMast BO BHUMaHUE, YTO B CTPYKTYpE 3aMeIleHHBIX 5-R-3-apuiMeTuinieH-
3H-dypaH-2-0HOB COACPKUTCSA CHOHOBBIM (PparMeHT, MOXHO OBLIO OXXKHJATh
HEOJIHO3HAYHOTO IPOTEKAHUS PEAKIIHH.

B ciydae ecnu mepBoHauyanbHO aTakyeTcsl MOJOXeHHEe 2 (ypaHOBOTO IMKJIA,
MIPOUCXOJIUT pacIlEITIEHuE (PypaHOBOTO KOJIbLIA, YTO MPUBOAUT K aMuay 4-okco-4-
apunoytaHoBoi kuciotel (B). M3BecTHO, 4TO aMuIbl OKCOKUCIOT CIHOCOOHBI K
KOJIbUaTO-LIeNHOM TayTamepuu. [locrmenyromas TeTepolUKIn3alus ¢ Y4acTHEM
aToMa a30Ta CBOOOJHOM aMUHOTPYIIIIBI U aTOMOM YIJIEpOJia apWIMETUIIMIEHOBOTO
¢dparMeHTa TPUBOAMT K CTpyKType muasenuHoHa (58,59). B Oonee xecTkux
YCIOBUAX TOJYYEHBI MPOAYKTHI PEaKIMU, MPOTEKAIoUed MO0 albTepHATUBHOMY
HaIpaBJICHUIO TETEPOIMKIM3AlUM: aTaka aMUJHOTO a3oTa HHTepMmenuara B Ha
AJIEKTPOHOACUIUTHBIA aTOM YIJepoAa OKCOTPYIIbl MPUBOAUT K OOPa30BAHUIO
MPOJIYKTA IBOMHOMN reTepONUKIN3AIH TPUIUKINIECKOTo cTpoeHus (61-63).

Takum  00pazoMm, BBISIBICHBI  OCOOGHHOCTH  B3amMoneWcTBus  5-R-3-
apmwvetunuaeH-3H-pypan-2-osoB ¢ 1,2-THaMUHIUKIOTEKCAHOM,  ITOJTYYCHBI
apUIMETHIINCH3aMEIICHHBIE TPOU3BOJHBIE COCIWHEHUHN, HMEIOIUX B COCTaBe
MUPPOJIUANHOBEIN (parMeHT, CKOHICHCUPOBAHHBIN C MMHIA30JIUIUHOBBIM ITUKIIOM,
HEJIOCTYITHBIC IPYTUMH Ty TSIMHU.

3. 3H-®ypaH-2-0Hbl, UX APWIMETWINAEHOBbIE NPOU3BOAHbIE U N-
reTepoaHaIoru B peakiusx [3+2]-HuKJIONpPUCOeTMHEHHSI € TAA30YKCYCHBIM
3¢upom
Peakiuu  1,3-gumonsipHOro IUKJIONPUCOSANMHEHUS — OJIWH U3 Haubosee

pacpoCTpaHEHHBIX CIOCOOOB TIOJNYYEHHS] TETEPOLMKINYECKUX  COSAMHEHUM.
Hanuune B apunMeTuinnaeHoBbIX mpou3BoAHbIx 3H-dypan-2-onoB Heckonbkux C=C
CBs3el (IMKIMYECKass W JK30IMKIMYECKas) TO3BOJISICT MCIOJB30BaTh JAaHHBIC
CUCTEMbI B  KauecTBE  JUIMOIAPOOHUIOB B  peakmusax  1,3-IHUIOISpHOTO
nukionpucoequHeHns. C Ienbl0 TOJYYCHHs] CIUPOIHUPA30JI0HOBBIX CTPYKTYp B
Ka4eCTBE JIUTTOJISI HAMH TIPUMEHSUICS THa30yYKCYCHBIHN 3up.

B panee W3yYEeHHBIX YCIOBHSX IMOJYYUTHh CIHPOIUKINYCCKAC COCIUHCHHS Ha
ocHOBe B3auMojehcTBusi  5-R-3-apunimerunuaeH-3H-dypan(nuppon)-2-oHoB ¢
TIMA30yKCYCHBIM 2(UPOM HE YIaBajOCh, PEAKIUs MIPOXOINIIA C PACIIUPEHUEM MUK
Y DJTUMUHUPOBAHUEM MOJIEKYJIBI a30Ta, ObUTH TIOJYYEHBI 3aMEIICHHbIC TTUPAaH-3-OHBI.
Hamu paspabotanbl yCIOBHST M BIEpPBbIE IMOJydeHbl HPOAYKTHI  [3+2]-
[IUKJIONMPUCOCTUHEHNST JTMA30YKCYCHOTO 3(pupa MO 3K30IUKINIECKON ITUIICHOBOM
CBSI3U COoeMHEeHUM psana 3-apunmenunen-3H-bypan(iuppon)-2-onos. Peakiuu 3, 10,
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15-16, 25 ¢ jAuMa30yKCycHBIM 3(uUpoM  TPOBOAMIACH MPU  MOCTOSHHOM
NepeMelIMBaHIH B TPUITUIIAMHIHE TIPU KOMHATHON TeMIeparype.

N
HN. Sr—COOEt
;\ / Ar
R X O
z Ar
/ BNl 642-68a
. ot N,CHCOOEt — > ] -

3,10, 15-16, 25

N Ar

N

PN~y
N\" EtOOC™ R

X=0 3,64 Ar=2-CI-C;H,, R= Ph; 10,65 Ar=Ph, R=4-Me-C;H,. X=NH 15,66 Ar= Ph, R= Ph;

16,67 Ar=4-MeO-CzH,, R= Ph, 25,68 Ar= 2-CI-CzH,, R= 4-Me-CgH,.

[To maHHBIM (U3UKO-XUMHUYECKHX W CHEKTPAThHBIX XapaKTCPUCTUK peakius 3-
apunmeTriaacH-3H-gypan(mupposn)-2-0HOB ¢ JUA30YKCYCHBIM 3(QHPOM IMPOTEKaeT
CEJIEKTUBHO, C 00pa30BaHUEM CHUPOUMKINYECKHX CTPYKTYpP — STUJIOBBIX 3(QHUpPOB
OKCaJMa30CITUPOHOHAINCHKAPOOHOBON KHCIOTHI (64-65), Tpma3zocnMpoOHOHAIWCH-
KapOOHOBOW KHUCIOTH (66-68). XapakTepuCTUYECKUMHU  SIBISIOTCS  CHUTHAJIBI
CIIUPOLIMKIIMYECKOr0 aToMa yriiepoja B cnekrpe AMP Bc npu 58,8-59,8 m.a. u nBa
nyOseTa IpOTOHOB NPH TPETUYHBIX aToMax yrjepoa B CIEKTPe SMP'H pu 4,18-
5,00 m.1. u 4,51-5,05 m.1. OtcyrerBue B crektpax SIMP 'H CHHIIETOB mpoTOHOB
Ipy TPETHUYHBIX aTOMaxX YIJiepoja TO3BOJSET HWCKIIOYUTH oOpa3oBanue 2,3-
nauazocnupo[4,4 JHoHa-2,8-nueHoBo# cTpykTyphl (64a-68a). B n3ydeHHBIX YCIOBHAX
MPUCOEIMHEHUE 10 JBOWHOU YTIEPOI-YTIAEPOIHOMN CBsA3M (ypaHOHOBOTO KOJIbIIA HE
HaOJII0JIaeTCsl, UTO, BEPOSATHO, CBSI3aHO C OOJbIIENH NOCTYHMHOCTHIO M MOJSpU3aLMen
sx3onukinueckoit C=C cBsi3u.

[TokazaHa BO3MOXKHOCTh BOBJICUCHHS TUA30yKCYCHOTO 3(upa B peakiuio [3+2]-
[UKJIONPUCOCIUHEHUST TI0 JBOWHOW YTIEpOJ-YIJIEpOJHON CBs3U (ypaHOHOBOTO
uKkia. BrepBele OMIMKIMYECKHE CTPYKTYpPHI TOJYY€HBI HAa OCHOBE DPEAKIMH 5-
¢benun-3H-pypan-2-ono 69,70 ¢ nuazoykcycHbIM 3(HpOM B TPUATUIAMHUHE MpU
KOMHATHOW TeMIepaType Mpy MOCTOSTHHOM MepeMenInBaHUH.

x 0

EtOOC
> N 0]
R o) @) \N 0
69,70 H R e

69, 71 R=4-Me-CgH,, 70, 72 R= Ph.

HampaBnenne nWKIM3aIud, JOKA3aTEeIbCTBO CTPOCHHS KOHEYHBIX IMPOJIYKTOB -
STHJIOBBIX 3(pHUPOB 5-0kco-6a-apui-3a,4,5,6a-retparuapo-1H-pypo[2,3-c]nupazon-3-
KapOGOHOBOH KHCIOTHI 71,72 — chemaHo Ha ocHoBe mammbix SIMP 'H u °C
crektpockonuu. B cnekrpe AMP Bc XapaKTEPUCTUYECKUM SBJISETCA CUTHAJ
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YeTBEPTHYHOTrO aToMa yriuepoza mpu 88,90-90,08 m.x.; B crrexktpe IMP 'H — tpuriier
IpPOTOHA TIpU TPETHUYHOM arome yriaepona 4,11-4,21 m.n., nBa IBOWHBIX ayOseTa
METHUJIEHOBOM rpymmbl B o6actu 5,11-5,13 m.a. u 5,31-5,37 m.1.

Takum 006pa3oM, B pe3yibTaTe B3aumoaeucTBus S-apwi-3H-dypan-2-oHoB, ux 3-
apWIMETUIIUACHOBBIX MPOU3BOJHBIX U T€TEPOAHAIIONOB C JMA30YKCYCHBIM 3(UPOM,
BBICTYNAOIIEM B poiu 1,3-IHUMO0JISA, B TPUATUIAMUHE YIAJIOCh MOJYYUTh COCAUHEHHUS
— IpOAYKTHI [3+2]uukionpucoeauHenus. [lokazano, 4ro B psaay 3-apuiMeTUINACH-
3H-¢dypan(niuppoi)-2-oHOB ~ B3aUMOJIEHCTBHME  MPOUCXOAUT MO  Hambosee
MOJISIPU30BAHHON M CTEPUYECKH JOCTYIHOM 3K30LMKINYECKOW ITBOWHOU YIiIepo.-
YIIepoiHO# cBA3U. lIpu ee OTCyTCTBUU, NUKIONPUCOEIUHEHUE OCYLIECTBISETCS IO
JBOMHOM YTIIEPOI-yTJIEPOIHOM CBsI3U (ypaHOHOBOTO IHKIIA.

4. B0o3MO:KHbIE HANIPABJIEHNS] MPAKTUYECKOI0 UCIOJIb30BAHUS
MOJIyYeHHbIX COeIMHEHHU I

CtpykTypHblE (parMeHThl HCCIEIyEeMBbIX CyOCTpaTOB M pEareHTOB, KaK YKe
OTMEYAJIOCh PAHEE, BXOASAT B COCTAB IMPHUPOJHBIX COCAVMHEHUNW U CUHTETUYECKHUX
JEKapCTBEHHbIX IpenapaToB. M3BecTHa  POCTOCTHUMYJHPYIOMIAs  AKTUBHOCTH
COEMHEHN THUA30JIMIMHOBOTO U TUAINA30JIMHOBOTO PSIIOB. B CBSI3U € 3TUM C 1IENBIO
MIOMCKa BO3MOXHOCTU MPAKTUYECKOTO MPUMEHEHHS] B KAUECTBE PETYJISATOPOB pOCTa
BBIOpAHbBI TIPEJICTABUTENIA PA3HBIX PAJIOB BIIEPBBIE CUHTE3UPOBAHHBIX COCAMHEHHI,
coJiep Kallne B CBOEM COCTaBE THA3MHOBBIN ITUKII 6,17,28.

UccnenoBanne  pOCTOCTUMYIMPYIOIIEH  aKTMBHOCTH  CHUHTE3UMPOBAHHBIX
COCMHEHUN TPOBOAWIOCH B Jla0opaTopuu TeHETUKH boTaHuueckoro cajia
CaparoBckoro rocyzapctBeHHOro ynusepcurera mMmeHu H.I' Uepnsimesckoro. B
HCCIICIOBAHUM UCTIOIb30BAIM CEMEHa KyKypy3bl Zea mays L. renepanuu 2010 rona.
KonTponewm ciyxunu 3epHa, TpOpOILIEHHBIE B AUCTULIUPOBAHHOM BoAE. sl OLleHKH
Y CpaBHEHUS BEIMYMHBI POCTPEryaupyromero 3¢ dexra ObUI UCIIOIh30BaHbI CEMEHA,
MPOPOLIEHHBIE B PAcTBOpPE 3-HHIOJIMIYKCYCHOM KHUCIOTBL. PocTperynupyrommil
a¢hdexT BemecTBa OIEHUBAJICS MO TaKUM KOJIMYECTBEHHBIM IIOKa3aTeNsIM, Kak
CpeaHsis IJIMHA 3apOJABIIIEBOrO KOPHS M MPOPOCTKA MO OTHOUIEHUIO K KOHTPOJIIO, a
TaKKe Mo 00IIEMY KOJIMYECTBY MPOPOCIINX CEMSH.

Pocroctumynupyroniass akTUBHOCTh THA3MHOHOB HM3ydallach JUIsl Pa3iIMYHBIX
KOHIICHTpAIMi aKTUBHOTO BEIIECTBA, MPEICTABIISIONIMME COOO0M sl IECATUKPATHBIX
pa3BeneHuid. [IpuroroBneHHbIe KOHIIEHTPAIMA COCTABUIIM: 103, 10, 10°, 10°°, 107
MOJIB/JI.

[Ipu u3ydeHun poOCTOCTUMYIUPYIOIIEH aKTUBHOCTH BIIEPBBIC CUHTE3UPOBAHHBIX
coenuHeHui 6,17,28, comepkanmx B CBOEM COCTABE TUA3WHOBBIN ITMKJI, BBISIBJICHO,
YTO HanboJiee BBIPAXKEHHOE TMOJIOKUTEIHPHOE BIUSHUE HA POCT IPOPOCTKOB U KOPHEM
KyKypy3bl Zea mays L. okaspiBatoT BemectBa 17 u 28, COOTBETCTBEHHO;
ONTUMAJIbHOW KOHUEHTpAlUUel ISl JaHHBIX COEJUHEHMI SIBISIETCS MUHUMAJIbHAs
koHrentpamst 107 M.
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BbIBO/1bI

1. BriepBbie IIPOBENICHO KOMILJIEKCHOE UCCJIeIOBAHUE peakiuu
reTepouukiIn3anuu 3-apuwiMmeTtwiuaeH-3H-pypan(nuppo)-2-oHoB 1o JIeHCTBUEM
N,S- u N,N-OunykneodunbHBIX peareHToB  (TMOMOYEBHMHBI, 2-MepKamlTo-
OeH3MMu1a301a, 2-aMMHOOEH3MMK1a30J1a, TyYaHHWJIMHA, S-aMUHOTeTpaszona, 1,2-1au-
AMUHOITMKJIOT€KCaHa), YTO MO3BOJMJIO YCTAaHOBUTH OCHOBHBIE 3aKOHOMEPHOCTU U
OCOOEHHOCTH MPOLECCOB ULHUKINW3ALUUU, ONPEAEIUTh pPOJb YCIOBUU pEaKIHH,
MPEJIOKUTH U 000CHOBATH BEPOSITHBIC HATIPABJICHHSI U CXEMBbI IPOIIECCOB.

2. Pe3ynbTathl, MOTY4YCHHBIE TIPU UCCIEAOBAHUN PEaKIu 3-apuimMeTuinaeH-3H-
bypan(uppomn)-2-OHOB ¢  THOMOYEBHMHOH, TO3BOJWIM  NPEIJIOKUTH  MyTH
HaIlPaBJIEHHOIO  MPENapaTUBHOIO METOAAa CHHTE3a  IOJMIE€TEPOLMKINYECKUX
CTPYKTYp C BapbUPOBAaHHEM TIeTEPOATOMOB B cHUCTeMe (MUPUMUAHUH(JIN)OHOB,
THA3MHOHOB, THA3MHAMUHOB, THA3MHAH/INOHOB).

3. [Ipennoxen >3¢dekTUBHBIA METOA CHUHTE3a (PYHKIMOHAIBHO 3aMEIIEHHBIX
OEH30MMHIa30THA3NHOHOB HAa OCHOBE PEAKIIMH HCCIIENYEMBbIX COSAUHEHUN ¢ 2-Mep-
KalnTOOECH3MMHIa30J10M,  YCTaHOBJIEHO,  4YTO  B3aUMOJICHCTBUE  MPOTEKAeT
PETHUOCENIEKTUBHO MO comnpsbkeHHOoU cucteMe —C=C—C=0 cBs3el 3-apuiIMeTUINICH-
3H-nuppo-2-0oHoB.

4. B pesynbrare uccienoBanus peakuuu 3-apunmMeruinaeH-3H-¢ypan(muppon)-
2-onoB ¢ N,N-OunykineopunpHbIMH  peareHTamMu  (2-aMHMHOOCH3UMHIA30JI0M,
I'YaHUJIMHOM, 9-aMHUHOTETPA30J0M, 1,2-TMaMUHOIUKIOT€KCAHOM) YCTaHOBJIEHO, YTO
peakuusi OCYIIECTBIISICTCS M0 KapOOHWIBHOM TIpyIlie CONPSYKEHHOM EHOHOBOMN
CUCTEMBI CBSI3€d C PpACKPBITUEM MCXOAHBIX TETEPOLMKIOB M MPUBOAMUT K
00pa30BaHUI0 3aMEUICHHBIX TUTHUAPOOESH3NMU 1230 (AMHUHOIUTHIPO ) TUPUMHTUHOHOB,
aMUJ0B 4-0KCOOYTaHOBBIX KHCIIOT, MUPPOJI-3-KapOOKCaMHIOB, OCH30IMAa3ETHHOHOB,
OEH30MUPPOIOUMUAA30JI0HOB. HalijieHsl yclloBUSL peakuuu J[Uid  KaXJIoro u3
pEareHToB, MPEAJIOKEHBI CXEMBI PEAKIIM.

5. Uzyueno B3aumopeiictBue 3-apunmMmerunuaeH-3H-dypan(nuppoi)-2-oHoB ¢
IMa30yKCYCHBIM 3¢upoM. [TokazaHo, 4To peakius MPOTeKaeT CEJICKTHBHO Kak [3+2]-
[UKJIONPUCOCTUHEHNE TI0 HauOoJiee MOSIPU30BAHHON JK30IUKINYECKON JBONHOM
yIIAepoA-yIiaepoaHOH CBSI3M € oOpa3oBaHuMeM  (OKCaJua3o)TpUa3oCHUpPOHOHA-
JUEHOBBIX CTPYKTYD.

6. [lpu wm3yueHun OMONOTUYECKOW AKTUBHOCTH CHHTE3UPYEMBIX COCAMHEHUUN
BBISIBJICHO, YTO HAMOOJIBIICH POCTOCTHMYIIHPYIOIICH aKTHBHOCTBIO 00JamaroT 6-(2-
xsopeHm )-5-(2-okco-2-penmnTun)-1,3-tnazunan-2,4-nuoH  (BBIpaKEHHOE  T10JIO-
KUTEJIBHOE BJIMSHUE Ha POCT MPOPOCTKOB KYKypy3bl Zea mays L.) u 3-(2-amuno-2-
benmBuHMI)-2-(2-x510podennn)-2H-6en30[4,5 [umunaso[2,1-b][1,3]tnazun-4(3H)-
OH (BBIPKEHHOE MOJIOKUTEIIEHOE BIIUSHHUE HA POCT KOPHEH KyKypy3sl Zea mays L.).
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