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B 3amaun Hacrosinield pabOThl BXOIWIJI CHHTE3 MPOMU3BOIHBIX 0apOUTYpPOBOM KHCIIOTHI, 3aMe-
meHHbIX 110 atoMy C5 o-QeHHUICKATHIIBHBIM OCTaTKOM. B KauecTBe MCXOMHOTO COCAMHEHHUS
ObLT HCTIOTH30BaH Ol-(hEHUII-HOP-TPAMUH, KOTOPbIH paHee ObLT ¢ YCIIeXOM IMPUMEHEH IS KU~
npoBanust psina CH-KUCIOTHBIX COCAWHEHUI, B TOM YUCIE IS MONy4eHus AudThI-1H-uH-
1011-3 -1 (e HIT)METHIMAIOHATA, HA OCHOBE KOTOPOT'O MbI CHHTE3UPOBAIIH P/l IPOM3BOIHBIX
2-Tr06apOUTYPOBOI KHUCIOTHL C IPEANONAraeMbIMH aHTHOKCHAAHTHBIMH, MEMOPaHOIIPOTEK-
TOPHBIMHU U PAAUOIPOTEKTOPHBIMU CBOHCTBAMH.

Pa3paboTka moaxofoB K CHHTE3y NMPOU3BOIHBIX Mep-
TUIPONUPUMHUINH-2,4,6-TpuoHa (6apOUTYpOBOI KHUCIIO-
ThI) U UX 2-THOQHAJIOTOB, COAEPIKAILUX HWHIOIMIAIKAIb-
HBII (hparMeHT, IPEICTaBIIACTCS MEPCIEKTUBHBIM C TOYKH
3peHHst MOMCKa HOBBIX (papManieBTHYECKUX cpeacTB. Kak
W3BECTHO, MHOTHE aJIKHII3aMellleHHbIE TIPOU3BOIHBIE Oap-
OuTYpoBOil M 2-THOOAPOUTYPOBON KHCIOT JOCTATOYHO
MPOCTOTO CTPOEHHS 00Naa0T BhIPAXKEHHON (H3HOJIOTH-
YECKOM aKTUBHOCTBIO M HCIOJB3YIOTCS B KaueCTBE CHO-
TBOPHBIX, 00€300IMBAIONINX, MPOTHBOCYIOPOKHBIX Ipe-
naparoB [ 1]. Tak ke ¥ HHIOIUIMETHUIIBHBINA (CKATHUIILHBIN )
(hparMeHT BXOTUT B MOJICKYJbl HEKOTOPBIX (hapMareBTH-
YeCKUX (IICUXOTPOIIHBIX, IPOTUBOBOCIAIUTEIBHBIX, IIPO-
THBOBUPYCHBIX) CPEACTB H SIBISICTCS CTPYKTYPHOU OCHO-
BOH psJia IPUPOAHBIX COeAMHEHUH [2].

B 3amaum HacTosimedt paboThl BXOIWIJI CHHTE3 MPOU3-
BOJTHBIX 0apOUTYPOBOI KUCIIOTHI, 3aMEIICHHBIX 110 aTOMY
C’ o-(eHUICKATUIILHBIM OCTAaTKOM. JIJIst mosydeHust Ta-
KHX CHCTEM MbI U30pajiil CTPaTerrio, OCHOBAaHHYIO Ha HC-
MoJTb30BaHNU o-peHmt-#op-rpamuna (1) [3], KoTopsiii pa-
Hee ObUT ¢ YCIIeXOM IPUMEHEH IS alKMINPOBaHUS psiia
CH-xucnorusix coequaennii. OcuoBanne Maunnuxa I jer-
KO aIKWINPYeT AMATHIIOBBIH 3(PHUP MATOHOBOH KHCIIOTHI
(IIT) ¢ obpazoBanurem auaTHI- 1 H-uH101-3-m1(pernn)me-
ti-manonara (IV) ¢ Beixomom 70 %. Peaxmust ocymiecTs-
JsieTcs IPU KUIITYEHUH PEeareHTOB B CIUPTE B IPUCYTCT-
BUU TIOTAllla, HA POMEXYTOYHON CTAJUM, TO-BUIUMOMY,
MPOTEKaeT Je3aMUHUpPOBaHKE ¢ 0Opa3oBaHueM 3-[(Z)-he-
aunmetmwuaeH|-3-H-unnona (I1), npucoennnenne K Ko-
Topomy 1o Muxasmto annoHa III ¢ mocnexyrommm nporo-
HUPOBaHMEM NPUBOAMUT K KOHEUHOMY mponykry 1V [4].

MoxHO OBIIO OKHIATh, YTO BBEJCHHE OL-()EHIICKATIIIb-
HOTO OCTaTKa B 0apOuTypoBBIC KHCIOTHI (V) Takxke He Oy-
JeT TPEICTaBIATh CIOKHOCTH, TeM Oojee YTO BO3MOXK-
HOCTb QJIKWJIMPOBaHMS 3TUX coequHeHui nmo atomy C(5)
OCHOBaHMAMU MaHHUXa, TakUMU Kak rpamuH (VI) u ero
noaMeTuiar, ¢ oopazosanuem npousBoaHsix (VII), Obuia
MIPOIEMOHCTPUPOBaHa B padore [5].

Tem He MeHee, MONBITKU aJKWIMpPOBaHUS KHUCIOT (V,
R=H, Et) a-¢permn-nop-rpamunom (1) oxazanmce Hey-
nayHbl. Bo Bcex ciyyasix, BMECTO OKHMJAeMbIX COEeIUHE-
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Huit (VIII), OblTH TIOJTyYeHBI HEUICHTH(DHUIIUPYEMBIC CMe-
CH TIPOJIYKTOB.

Coemunenue (VIII mpu R = H) He yganock mony4yuts u
MIPH UCIIOJIb30BAHNN CTAHAAPTHOTO IMOIX0/Ia, OCHOBAHHO-
IO Ha KOHJEHCALMM I[POU3BOJHOIO AMITHIMAIOHOBOTO
a¢upa IV ¢ MOYCBHHOI B aOCOIFOTHOM CITUPTE B MIPHCYT-
CTBHHM aJIKoroJisita Harpusi. Heynada B mocnenHem ciryuae
MOATBEPKIaeT MHEHHUE [6] O TOM, YTO LUKIIM3ALUS OL-IH-
ApUIMETHII3aMEIICHHBIX TPOU3BOIHBIX MaJIOHOBOW KHC-
JIOTBI B COOTBETCTBYIOIIHE OapOUTYpOBBIC KUCIOTHI 3a-
TpYJIHEHa.

VYuuTbiBas, 4TO B MOAOOHBIX pEaKLUUsAX O0Opa3oBaHUE
2-TH00apOUTYPOBBIX KUCIOT OOBIYHO ITPOTEKAET HECKOIb-
KO JIerye, 4eM UX KHCIOPOJIHBIX aHaJIoToB [6], MBI ocy1Iie-
CTBWJIM KOHACHCAIMIO 3aMelleHHoro maigoHara IV ¢ tno-
MOUYECBHHOI B METaHOJIE B TPUCYTCTBUU METHIIaTa HATPHSI.
ITpu sTOM OBUIO BBIAENICHO IUHATPUEBOE MPOH3BOIHOE,
naunbie crekrpa SIMP 'H koTOporo He mpOTHBOPEUYHIIH
npearnoiaraeMoit ctpykrype comu S-[1H-nnnon-3-mn(de-
HWI)MeTHI |-2-Tro6apoutypoBoii  kucnotel (I1X). Bomee
cTporast HACHTH(HKAIMSA B JAaHHOM ciIydae Obuia 3aTpys-
HEHa U3-32 HU3KOH pacTBOPUMOCTH 53TOH COIU B
AMCO-d,, 4TO HE MO3BOIUIO HCHONb30BATh CIEKTPOCKO-
o SIMP 13C.

[Ipu monbITKE BBIICIUTH KUCIOTY [Xa B CBOOOIHOM
BHJIC BEIIECTBO pasiarainoch. [logkucieHne CBeXero
(OecuBEeTHOTO) BOJHOTO pacTBopa coiu [X cosHOM KHC-
JI0TOM NpUBOAXWIIO K BBINAACHUIO KOPUYHEBO-KPACHOTO
ocajxa, comepxaiero 1o ganasiM TCX u SIMP 'H, cinox-
Hy[O cMech nponykToB. Conb [X B TBepzoM Buie ObuLia
YCTOWYMBA, HO B BOJHBIX PACTBOpaxX pasziaraiach B Teue-
HUE HECKOJIbKUX YacOB.

C nenpro moydeHus: 6onee CTaOMIBHBIX COCAMHEHHH
9TOTO Psiia MBI MPOBENM METHIIMpOBaHue coiu X maume-
THICYIb(aToM B MeTaHoJje. M3 nonydeHHol cMecH ObLIH
BBIICNICHBl TpH coequneHus: S-[ 1H-unmon-3-mn(penmmn)-
METuI|-2-MeTunTHO-6-ruapokcu- | H-mupumunann-4-on  (X),
5-[1H-unn0m1-3-nn(henun)mernn|- 1 -MeThII-2-MeTUIATHO-
6-runpokcu- 1 H-mupumuana-4-on (XI) u 5-[1H-ungon-3-
wi(heHun)MeTh |- 1 -MeTHIT-2-MeTHITHO-0-MeToKcH- 1 H-
mupuMunH-4-0oH (XII), cTpoeHHe KOTOpBIX OBLIO ycTa-
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HOBJIEHO Ha ocHOBe criektpoB IMP 'H, 3C u macc-cniekr-
POB.

B ommuwme or kxucmorsl [Xa, MeTHIIPOU3BOIHBIE
X — XII okazanuch yCTOWIMBBIMH KaK B CBOOOTHOM BHUJIC,
TaK W B BUJIE COJCH, XpoMaTorpadupoBaInch Ha IUIACTH-
Hax Silufol 6e3 pazmoxenus (B uHEpTHOI armocdepe). B
MIPUCYTCTBUU CUJIBHBIX KUCIIOT coequHenus X, XI u B me-
vpueld crenenn XII Obictpo paszmaranuce. [locnennee
CBOWCTBO OKa3aJloCh BecbMa YIOOHBIM AJIS HIEHTU(UKA-
LMY JAaHHBIX COEIMHEHMI Ha XpoMarorpaMmmax, npu oopa-
6otke kotopbix napamu HCI mpoussognsie X u XI npak-
TUYECKH MTHOBEHHO MPOSBISUIMCH B BHJIE OypbIX ISTEH
(npenen obnapyxenus 0,5 — 1,0 Mxr).

[Ipencrabnsiercs O4YEBUAHBIM, YTO METHUJIMPOBAHHE
comu IX muMeTmicynb(aroM mpoTeKaeT Ha IEPBOM dTaIe
10 aToMy cepbl ¢ 00pa3oBaHueM coequHeHus X. Metuiu-
pOBaHHE TOCJIEIHEr0 B YCIOBHUSX M30BITKA OCHOBaHMS
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MIPOTEKAET MPEUMYILECTBEHHO 110 aTOMY a30Ta, MPUBOJIS K
npousBogHoMy XI. Ha mocneHeM atare B peakiiuio BCTy-
MaeT aToM KHUCJIOpoJia ¢ 00pa3oBaHUEM COOTBETCTBYIOIIIE-
ro l-mernn-2-meruntuo-4-meroxkcunupumuanaa  XII.
JlaHHas TIOCIIeI0BaTEIbHOCTh OblIa TOATBEPXKICHA HAMU
MyTeM XpOMaTorpa(gpuIeckoro KOHTPOJS PEakinuu B IPO-
recce mpudaBlieHUsI METHIUpYomero areHra. Comnocras-
JIEHHE TON CXEMBI C JJAHHBIMU PaboThI [7] MO3BOJSET OT-
METHUTh, 4TO B3auMoJielcTBue coiu 1X ¢ numeTmicyibda-
TOM, KaK ¥ METHIIMPOBaHHE HEe3aMEIIeHHOM 2-TnobapOu-
TYpOBOH KHCJIOTHI B IPUCYTCTBUH M30BITKA IIEJIOYH, TIPO-
TEKAaeT B OJJHOW W TOM K€ MOCIJIEIOBATENBHOCTH (cepa —
a30T — KHUCIopon), T.e. Hanmmuue | H-unnon-3-un(dpennn)-
METHIIBHOTO (pparmMenTa pu arome C3 He U3MEHSIET CyIIle-
CTBEHHBIM 00pa30oM OTHOCHUTENBHYI0 HYKJICO(PHUIHLHOCTh
PEaKIMOHHBIX [IEHTPOB B aMOUJICHTHOW MHUPUMUIMHOBOMN
CHUCTEME MOJICKYJIBI.
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Konnencanueit 3ameniennoro mMajionara IV ¢ N-atun-
THOMOYEBHHOM HaMu OblIa MOJy4YeHa AMHATPUEBAs COJb
5-[1H-unn0m1-3-un(denun)merun]- 1-3tun-2-tuodapouTy-
posoii xkucnotsl (XIII), koTopas, kak u ee ananor [Xa, B
cBOOOTHOM BHJE OBICTPO pasznaranack. I[Ipu metunuposa-
HUHU in ity 3TOTO MPOU3BOJHOIO S3KBUMOJIBHBIM KOJIMYECT-
BOM JUMETWICYJIb(aTa ynajioch MOJYYHTh CTAaOUIBHOE
coequnenue —  S5-[1H-unmon-3-un(denun)mernn]-1-
ITHII-2-METWITHO-6-Tupokcu- | H-nmupumugun-4-on
(XIV).

Takum 06pa3oM, ONMyYCHHBIE JaHHBIC CBUICTEIHCTRY-
0T O ciemyromei 3akoHomepHoctr: 5-[1H-unmon-3-nmn-
(permm)MeTII |-2-THOOAPOUTYPOBBIC KHUCIIOTHI HEYCTOM-
YHUBEI B CBOOOTHOM COCTOSTHHU M MOTYT OBITH ITOJTYYEHBI
ToNbKO B BuE conell (Takux kak IX, XIII), Ho mocne an-
KIJIMPOBAHUS OTH CHCTEMBI TPUOOPETAIOT CTAOMIIBHOCTD.

Mpl nonaraem, 4To HEOOBIYHBIE CBOHCTBA M3Y4YEHHBIX
COEJIMHEHUI HEeMOCPEACTBEHHO CBA3aHbl C KUCIOTHOCTHIO
MUPUMHUAMHOBOTO (hparMeHTa MoJeKyibl. Kak u3BecTHO,
He3aMellleHHas 2-THoOapOouTypoBasi KucioTa obmagaer
aHOMaJbHO BBICOKOH kuciotHocTh (pK, 2,2 [8]), BBene-
HUE OJJHOU apUJIMETHIIbHOM WU IUapUIMETUIBHON IPyII-
bl B MOJIOKEHUE 5 MPUBOIUT K ele OONblIeMy CHHXKe-
nuto pK,, nosromy misa coequnenus 1Xa MokHO oxXuaarh
3Ha4YEHHE TOKa3aTessl KUCIOTHOCTH B mpeaenax 1,5 —2.0.
VYuuteiBask MpUCYTCTBUE B MOJsIeKyJle 1Xa BBICOKO KUCIIOT-
HOTO TIMPUMHUIMHOBOTO (pparMeHTa psaoM C HHJION-3-
Wwi((hEHUIT)METHIILHBIM, MOXXHO OXHJATh MPOTOHHPOBA-
HUS TOCJIEHETO C TOCJEIyIONIMM €ro OTIICTVIEHHEM B
Buge 3-[(Z)-benmnmverwmuneH|-3-H-unnomna, numepusy-
FOIIerocs Janiee B Mpon3BoiHoe dTriieHa (XV). MbI moka-
3aJId, YTO COeAMHEHNE XV NEHCTBUTENHHO PUCYTCTBYET
B CMECH IPOIYKTOB Pa3IOKEHHS KUCIOThI [Xa n 0OHapy-
JKUBAETCS TaKXKe CPeAM NPOAYKTOB TEPMHUUYECKOH JecT-
pykiun coequaennit X, XI, XIV (o maHHBIM Macc-Criek-
TPOB).

MetunupoBanue 2-TH00apOUTYPOBBIX KUCIJIOT IO aro-
My Cepbl IPUBOAUT K COCAMHEHUSIM, KUCIOTHOCTh KOTO-
PBIX Ha HECKOJIBKO MOPSIKOB cliabee Mo CPaBHEHUIO C UC-
xoaHbiMH. 115 mpou3BogHbIX X U XI MBI MOTy4HIId 3Ha-
yeHust pK,, 1O [JaHHBIM TNOTEHIUOMETPUUYECKOIO
tuTpoBanus (Boaa, 20 °C) 5, 15 u 5,91, cooTBEeTCTBEHHO.
Macc-cnexTp coequHeHuss X, IOIYYEHHBI B YCJIOBUAX
HpsIMOTO BBOJA 00pasiia B HOHHBIN ucTouHHK mpu 150 °C,
COZIEP)KUT WHTECHCUBHBIE MHUKH TPOIYKTOB PaszIOKECHUS
XV u XVI (R = H), Torna xak MOJIEKyJISIpHBI HOH CaMOT0
5-[1H-uH1071-3-11((heHu ) MeThII |-2-MEe TUIITHO-6-THIPO-
kcu- 1 H-mupumuana-4-ona (X) BBIpaXXeH O4YEHBb Ci1ado.
1-Metun-2-metuntaonpousBognoe X1 Oonee ycTolduBo,
B aHAJIOTUYHBIX YCJIOBUAX €I0 MOJIEKY/ISIPHBIA HOH AOCTa-
TOYHO MHTCHCHBCH, XOTS B MacC-CIIEKTpe TaKke oOHapy-
JKUBAIOTCSA MOHBI JPYTUX COEAUHEHUH — IPOJYKTOB pa3-
noxernnst XV u XVI (R =Me). UnTepecHO 0OTMETUTB, UTO
B omnuue oT npou3BoaHbIX X U XI, coequnenue XII ume-
€T YHCTBIH Macc-CreKkTp, 0e3 mpuMeced WHOPOIHBIX
HOHOB. BeposTHO, MOBBILIEHHAs TepMHUUYecKas CTaOub-
HocTh coenuHenus XII cBsfizaHa ¢ OTCYTCTBHEM B €r0 MO-
JIeKyJle KUCJIOTHBIX IPOTOHOB, HAJIMYME KOTOPHIX HHULIMH-
pyet pacnan coenunenuit [Xa, X, XI, XIII, XIV.
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XVII
R =H, Me, Et

Eme onHuMm 3acinykMBalOLIMM BHUMAaHHUS CBOHCTBOM
coequnenui X, XI, XIV sBisieTcss X CKIIOHHOCTD K B3au-
MOJCHCTBUIO C KUCIOPOAOM. B oTiMume OT KUCIOTHOH
JECTPYKILHHU, CONPOBOKIAIOIIEHCS OypbIM OKpallluBaHM-
€M, OKHCJICHHE Ha CBEeTy IPUBOAMUT K 00pa30BaHMIO Kpac-
Horo xpomodopa ¢ E nmopsaka 30 000, BeposiTHO, ©MEIO-
miero uiuaeHosoe crpoenue (X VII).

OTHOCHUTENBHYIO CKOPOCTh IPOLIECCOB OKHUCIICHUS MBI
OLIGHUBAJIM 10 MHTEHCHUBHOCTH OKpAIIWBAaHHUs COEIHMHE-
HUH, HaHeCeHHBIX Ha TutactuHbl Silufol. [IsTHA Mpon3Bo-
Horo X mpu 20 °C pocturanm MakCUMajbHOH OKpacKu
MIPUMEPHO Yepe3 CyTKH, pousBoaHoro XI — uepes 2 cy-
TOK, IsATHO ManoHara [V — depes 25 cyTok, a coenuHe-
nue XII mpakTudecku He OKPAIIMBANOCH (ISl CPABHEHUS
— coequHeHue X OKUCIIAETCs IPUMEPHO B 4 — 5 pa3 Mel-
JICHHEE, YeM [3-KapOTHH B TAKHX )K€ YCIOBHSIX).

Takum 06pa3oM, B HACTOSIIIEH paboTe HAllICHBI CUHTE-
TUYECKHE MOJXO/bI, OTKPBIBAIOIINE MYTh AJIS MOTyYSHHS
TpyAHOAOCTYHHBIX 5-[ 1 H-nunomn-3-un(denmn)metni|opo-
W3BOJIHBIX TUPUMHUIMHOBOTO Psijia, MPEICTABISIONINX I10-
TEHIMAIIBHBIA MHTEpEC Ui CKPHUHUHTOBBIX HCCIIEIOBa-
Hui. OTMEUeHHbIE CBOICTBA CUHTE3MPOBAHHBIX BEIIECTB
MO3BOJISIFOT, B YACTHOCTH, TpPEAIoiararb MEepCIeKTHUB-
HOCTh WX M3YYCHHsS B Ka4eCTBE arcHTOB, 3aIUIIAIOIIIX
KIIETKH OT TIOBPEKICHUN CBOOOJHBIMH paJuKaiaMu (aH-
THOKCHJIAHTOB, MEMOPAHOIIPOTEKTOPOB, PaIHOIPOTEKTO-
POB U T.IL.).

3Kcnepwweuma/lbuaﬂ Xumudeckas 4acniv

Cuektpel SIMP 'H cuumanu na mnpubope “Bruker
WM-250" ¢ paboueii yactoroit 250 MI'ni, ciektpsr IMP
BC — ma AM-500 “Bruker” ¢ paboyell uacToTOM
200 MI', macc-criektpbl — Ha npubdope SSQ-710 (Fini-
gan MAT) ¢ cucTteMol IpsMOTo BBOjIa 00pa3iia B MOHHBIN
ncrouHuk npu 150 °C ¥ HOHU3UPYIOUIEM HAIPSIKSCHUH
70 3B.
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UHCTOTY MOMYyYEHHBIX COSTUHEHUH KOHTPOIUPOBAIU C
nomo1nkio Meroga TCX (na mnactunkax Silufol UV-254 B
cucreMax xjopodopMm u xjopodopMm — stunanerar, 3:1.
JlaHHBIE D>IIEMEHTHOTO aHalM3a YIOBIETBOPSIIOT BBIYHC-
JICHHBIM 3HAUEHUSIM.

o-Oennn-nop-rpamun (I) u gudtn-1H-unmon-3-nmi-
(permm)meTrnmanonar (IV) nomydensr mo mMetonam [3] u
[4].

JAunarpueBas couab 5-[1H-unmoa-3-un(dpenuna)me-
TIJ|-2-THO0apOuTypoBoi kucjaorsl (IX). K pacrsopy
20 mMomp Hatpus B 10 My abCoOMIOTHOTO METaHONA MPH-
0aBIAI0T 5 MMOJIB coeauHeHHUs 1V, mepeMemunBaiT npu
HarpeBaHWU 5 MUH M MIPHUOABIISIOT 8 MMOJIb CyXOil THOMO-
yeBUHbl. CMECh KUIIATAT IPU ME€PEMELIMBAHUM, KOHTPO-
Tupyst mpotekanne peaxiuu ¢ momonisio TCX. Tocne nc-
YE3HOBEHUSI MCXOMHOTO coennueHust [V (mpumepno 1 )
KumATAT enie 30 MHH U 3aTeM OXJTKIAIOT M IOIYyYaroT
cycnernmto (cmech 1). Tlpu 10 °C  ordunbTpoBBIBatOT
0CaJIOK, TIPOMBIBAIOT XOJOTHBIM aOCONOTHBIM METaHO-
JoM, 3aTteM 3(QUPOM H CyIIaT B BaKyyM-dKCHKATOpe HaJ
KOH. Tlonyuator 0,62 1 coemunenust 1X, Boixom 41 %.
Crextp SIMP 'H (IMCO-dy), 8, m.a.: 5,69 (¢, 1H, CH);
6,77 (1, 1H), 6,95 (1, 1H), 7,06 (o, 1H), 7,15 —7,34 (m,
6H), 8,32 (c, 1H) (Bce curHaiibl yIupeHsl u3-3a 0OMeHa).

5-[1H-unnon-3-nia(penna)merns|-2-meTuJi-
THO-6-ruapokcu-1H-nupumuann-4-on (X). K cycnen-
s3un 0,5 T (mpumepHo 2,5 mmonb) comu [X B 5 mur abco-
JFOTHOTO METAHOJIA TIPH NIEPEMEIINBAHNH MTPUOABIIAIOT 10
KaruisiM 2,5 MMOJTb CBEKEIICPETHAHHOTO AUMETHIICYIb(a-
Tta. IlepememMBarOT IIpM KOMHATHOM TEMIIepaType
30 muH, 3aTeM BBUTUBAIOT cMech B 40 MIT BOABI U TIepeMe-
muBaoT. Yepe3 2 4 HEPACTBOPEHHBIH 0CAZO0K OTHEIAIOT,
pactBOp AKcTparupyior 10 M xmopodopma, opraHmde-
CKHH CJIOW OTOPACHIBAIOT, @ BOJHBIA PACTBOP MOIKUCIISIOT
YKCYCHOH KHCIIOTOW. BhImaBimi ocagok OT(HUIBTPOBBI-
BAIOT, PacTBOPSIOT ero B 30 MJ1 BOAHOIO pacTBOpa, colep-
xamero 2r KHCO;, oTOpachiBaroT HEpPacTBOPEHHYIO
4acTh, a MPOAYKT BBICAKMBAIOT U3 PACTBOpa YKCYCHOMU
KuCI0ToH. OTHUIBTPOBBIBAIOT MPOAYKT, IPOMBIBAIOT €TO
BOJIOW W cylIar. 3aTeM PacTBOPSIOT BEIIECTBO MpU HeOO-
JBIIOM HAarpeBaHUM B MUHHMMAJbHOM KOJHYECTBE XJIOPO-
(hopma, OTAEISIIOT OT HEPACTBOPEHHBIX YACTHIL U BHICAKH-
BatoT nobasneHnem CCl,. Beiaenusimiicst ocagok oTdu-
A6TPOBBIBAIOT, mpoMbiBaloT CCl, u cymar. Ilomywaror
0.11r coemuenns X (7, 170°C), Bbxom 25 %.
C,H,;N;0,S. Crexrp SIMP 'H (IMCO-dy), 8, m.x1.: 2,48
(c, 3H, SCH,), 5,85 (¢, 1H, CH); 6,84 (1, J 7,5 'y, 1H,
H(5)Ind), 6,98 (1, J 7,5T, 1H, H(6)Ind), 7,01 (m, J
2,7 Tn, 1H, H(2)Ind), 7,06 (m, 1H, p-PhH), 7,15 (m, 2H,
H(4) + H(7)Ind), 7,32 (M, 4H, o + m-PhH), 10,37 (c, 1H,
NHInd), 11,30 (ym.c, 2H, NH + OH). Cnekrp SIMP 13C
(AMCO-dy), 6, m.a.: 12,88 (SCH;), 36,22 (CH), 102,13
(C(5)Pyrim), 110,97 (Ind), 116,34 (Ph), 118,77 (Ind),
119,36 (Ind), 121,41 (Ind), 123,92 (Ind), 125,61 (Ind),
127,34 (Ind), 127,54 (CQ3)+C(5), Ph), 128,551
(C(2) + C(6), Ph), 136,44 (Ind), 142,78 (Ind), 159,28
(C(2)Pyrim), 165,21 (C(4)+ C(6)Pyrim). Macc-crekrp
m/z (I,,,): 408 (26), 322 (49), 245 (84), 217 (8), 204 (95),

OTH.

158 (54), 130 (28), 117 (100), 102 (30), 90 (43).
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5-[1H-unnon-3-na(penmn)merni]-1-meTnii-2-me-
THATHO-6-ruaApokcu-1 H-mupuvmann-4-on (XI). K cyc-
nen3un 0,5 r (mpumepHo 2,5 Mmonb) conu [X B 5 mut ab-
COJIFOTHOTO METAHOJIa MPH MePEeMEIINBaHUH MTPUOABIISIOT
10 KaruisiM 2,5 MMOJIb CBEXKETIEPErHAHHOTO TUMETHIICYITb-
¢ara. IlepememmBaioT NpH KOMHATHOH TeMIeparype
20 MHH, TIOCTIE Yero MpHOaBIIAIOT K PEaKIIMOHHON cMecH
pacTBop 2,5 MMOJIb METHJIaTa HaTpUsl B 2 MJI METaHOJIA U
3aTeM MPHKAIBIBAIOT eIle 2,5 MMOJIb JUMETHICYIb(ara.
[Tocne 30 Mun nepemenMBanus BbUIMBAIOT cMech B 40 mit
BOJIbI, HEPACTBOPEHHBIN OCAJOK OTJACISIFOT U JIOTIOJIHUTE-
JIbHO dKcTparupytot ero 30 it 1 %-Horo pactBopa 11eno-
yi1. OObeIMHEHHBIN BOAHO-IIIEIIOYHON PACTBOP MPOMBIBA-
ror 10 M xstopodopmMa, OpraHMYECKUi C10i oTOpachkiBa-
FOT, @ BOJHBII PacTBOP MOAKUCISAIOT YKCYCHOM KHCIIOTOM.
BeimaBmmii ocajiok OTGWIBTPOBBIBAIOT, 00pabaThIBatOT
ero 30 Ma xyopodopMa M TPOMBIBAIOT XJIOPOPOPMHYO
BBITSKKY 10 % BOIHBIM PacTBOPOM alerara HaTpus. XJ1o-
podopmHEIit pactBop cymar Na,SO, u yrnapuBarT B Ba-
KyyMe, TBepablii octarok npomeiBarotT CCl, u cymar. [To-
nyqaor 0,141 coemunenns XI (7,,,, 190 °C), Bbixox
32 %. C,H;(N;0,S. Cmexrp SIMP 'H (JAMCO-dy), 8,
M.1.: 2,53 (¢, 3H, SCH,), 3,36 (c, 3H, NCH,), 5,83 (c, 1H,
CH); 6,87 (m, 1H, H(5)Ind), 7,01 (M, 1H, H(6)Ind), 7,03
(n, J 2,7 T, 1H, H(2)Ind), 7,11 (M, 1H, p-PhH), 7,19 (m,
2H, m-PhH), 7,26 (M, 1H, H(4)Ind), 7,29 (M, 2H, o-PhH),
7,34 (m, 1H, H(7)Ind), 10,50 (yur.c., 1H, NHInd), 11,10
(yur.c, 1H, OH). Criekrp SIMP 13C (CDCy), 8, m.1.: 14,33
(SCH,), 30,70 (NCH,), 37,77 (CH), 100,87 (C(5), Pyrim),
111,28 (Ind), 117,05 (Ph), 119,58 (Ind), 119,91 (Ind),
122,80 (Ind), 123,83 (Ind), 126,52 (Ind), 127,01 (Ind),
128,46 (C(3)+C(5), Ph), 128,48 (C(2)+ C(6), Ph),
136,79 (Ind), 141,75 (Ind), 159,38 (C(2)Pyrim), 163,25
(C(4)Pyrim), 163,46 (C(6)Pyrim). Macc-criektp, m/z
(1,,): 408 (2), 377 (2), 322 (7), 259 (35), 245 (6), 220 (2),
217 (2), 204 (100), 176 (24), 172 (30), 157 (8), 151 (9),
130 (8), 127 (19), 117 (23), 102 (18), 88 (16), 83 (26).

5-[1H-unpon-3-nn(penmn)merns|-1-MmeTuii-2-meTni-
THo-6-MeTokcu-1H-mupumunun-4-on  (XII). Cwmecs 1
(cM. momyuenue coeaunenus [X) obpabaTbiBaroT Npu Ie-
pEMEIUBaHuU 7,5 MMOJIb CBEXKENEPErHAaHHOTO JTUMETHII-
cynbara. [lepemenmBaroT Npyu KOMHATHOHN TemIeparype
30 MuH, TOCJI€ Yero mpuOaBIsIOT K PEaKIIMOHHOW CMECH
pacTtBop 2,5 MMOJIb METHJIaTa HaTpUsl B 2 MJI METaHOJIA U
3aTeM MPHKAIBIBAIOT ele 2,5 MMOJIb JUMETHICYIb(ara.
[Tocne 30 MuH nepemenMBaHus BbUIMBAIOT cMeCh B 50 mit
1 % BomHOTO pacTBOpa €AKOr0 Harpa, HEpacTBOPEHHBIN
0CaIoK OTheNsIoT U mpombiBaroT emnie 30 M 1 %-Horo
pacTBopa 1104y, 3aTeM Bogoi u cyar. [lonydyeHnHoe Be-
IIECTBO IKCTPAruPyIOT Tprk sl 1mo 20 mi ropstaero CCly,
00BETMHEHHBIN HKCTPAKT YHApHBAIOT B BaKyyMe, a OCTa-
TOK KPHUCTAJUTU3YIOT 00aBieHneM rekcana. [locie mepe-
kpuctammzanun w3 cmecu CCl, — TekcaH MOmydaroT
0,63 T coequuaenus XII (T.mt. 201 — 202 °C), Bbixox 30 %.
C,H,,N;0,S. Crexrp SIMP 'H (IMCO-dy), 8, m.x.: 2,59
(c, 3H, SCH,), 3,38 (c, 3H, NCH,;), 3,82 (c, 3H, OCH,;),
5,86 (c, 1H, CH); 6,87 (m, 1H, H(5)Ind), 7,01 (z, J 2,7 I'n,
1H, H(2)Ind), 7,02 (m, 1H, H(6)Ind), 7,10 — 7,20 (M, S5H,
PhH), 7,20 (m, 1H, H(4)Ind), 7,34 (M, 1H, H(7)Ind), 10,80
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(yur.c., 1H, NHInd). Cnekrp SIMP 3C (CDCl,), 3, m.x.:
14,66 (SCH,), 30,51 (NCH,;), 36,36 (CH), 53,88 (OCH,;),
102,71 (C(5) Pyrim), 110,90 (Ind), 117,05 (Ph), 119,04
(Ind), 119,48 (Ind), 121,52 (Ind), 123,80 (Ind), 125,69
(Ind), 127,73 (C(3)+ C(5), Ph), 127,89 (Ind), 128,50
(C(2) + C(6), Ph), 136,09 (Ind), 143,07 (Ind), 160,44
(C(2)Pyrim), 163,09 (C(4)Pyrim), 163,54 (C(6)Pyrim).
Macc-cnexrp, m/z (1,,,,): 391 (100), 376 (8), 360 (12), 314
(77), 272 (11), 259 (9), 246 (10), 217 (25), 204 (71), 189
(12), 176 (23), 151 (5), 144 (12), 139 (13), 129 (10), 117
(17), 88 (65), 83 (16).

JunarpueBas coub 5-[1H-unmosn-3-un(dpenuna)me-
TIJ|-1-3Tna-2-ruodapouryposoii kuciaorsl (XIII). K
pactBopy 20 MMob Hatpusi B 10 M1 aOCOIIFOTHOTO MeTa-
HOJIa TPUOABIISAIOT 5 MMOITh coeTUHEHUs [V, mepemenuba-
FOT TIPY HaIpEBaHHUU 5 MUH U TIPUOABIISIFOT 8 MMOJIb CyXOH
N-atuntromModeBrHBI. CMECh KUIATAT TP TEpeMeIInBa-
HUH, IpEMepHO uepe3 30 MUH 0CaZoK HCXOTHOTO COCIH-
HeHnst 1V monmHOCTEIO pactBopsiercs. [locie aToro Kurs-
TAT emie 1 4, 3aTeM OXJIaXKJaroT 10 KOMHATHOH TeMIepary-
pBL U Pa30aBISIOT PAcTBOP JABYKPATHBIM KOJIHYECTBOM
abconrotHOro 3dupa. OTHUITETPOBHIBAIOT BHACTHBIIANCS
0CaJloK, MPOMBIBAIOT €0 CMEChIO0 a0COJIFOTHOTO METaHOJIa
¢ apupoMm 1:2 u cymar B BakyyM-okcukarope Hag KOH.
Homy4ator 0,56 r coenunenust XIII (7, 150 °C), BbIx0xn
35 %.

5-[1H-unpon-3-un(penua)merni|-1-3Tmii-2-MeTuJI-
THO-6-ruApoxcu-1H-mupumuann-4-on (XIV). K cyc-
nensuu 0,55 r (mpumepHo 2,5 Mmons) conu XIII B 5 Mn
a0COIIOTHOTO METaHOJIAa MPH MEePEeMEUINBAHNHU TPUOABIIs-
0T IO KaryisiM 2,5 MMOJIb CBEKENIEPErHAaHHOTO JTUMETHII-
cynb(ara. [lepememmBarOT Ipyu KOMHATHON TemIieparype
30 MuH, II0CJIC YEro BBUIMBAIOT cMech B 40 MJI BOJBI, HE-
PacTBOPEHHBIN 0CAJI0K OTACISIOT U JOTIOTHUTEIBHO YKCT-
parupytot ero 30 mut 1 % pactBopa menoun. OObeMHEH-
HBII BOJHO-IIIEJIOYHON pacTBOp 3KkcTparupyrot 10 mut xio-
podopma, opraHUYECKHid CIIOW OTOPACHIBAIOT, & BOIHBIN
pacTBOp TOIKHCISIOT YKCYCHOM KHCIOTOW. BwImaBmmmit
ocalloKk OT(HUIBTPOBBIBAIOT, 00pabarbiBarOT ero 30 M
xJiopoopMa M TPOMBIBAIOT XJIOPO(QOPMHYIO BBITSKKY

asJl.

10 % BOAHBIM pacTBOpOM arerara HaTpus. Xiiopodopm-
HBIHA pactBop cymar Na,SO, u ynapuBaroT B BaKyyme, K
ocrarky nobasmsror CCl, u rekcaH, MOIydYeHHOE TBEPAOE
BEIIECTBO KPUCTAJUTU3YIOT U3 CMECH XJIOPOPOPM — I'eKCaH.
[Momy4aror 0,16 T coequnenust XIV (1. . 171 — 173 °C),
Beixon 34 %. C,,H, N;0,S. Crekrp SIMP 'H (AMCO-
de), 0, m.1.: 1,19 (¢, 3H, CH,), 2,54 (¢, 3H, SCH;), 3,96 (c,
3H, CH,), 5,86 (c, 1H, CH); 6,87 (m, 1H, H(5)Ind), 7,02
(m, 1H, H(6)Ind), 7,02 (m, J 2,2Tu, 1H, H(2)Ind),
7,10 — 7,20 (m, SH, PhH), 7,20 (m, 1H, H(4)Ind), 7,33 (M,
1H, H(7)Ind), 10,70 (ymr.c., 1H, NHInd), 10,90 (ymr.c, 1H,
OH). Cnekrp SIMP 3C (CDCly), 8, m.a.: 12,91 (CHy),
14,52 (SCH,), 37,58 (CH), 40,20 (CH,), 101,24 (C(5) Py-
rim), 111,25 (Ind), 117,15 (Ph), 119,65 (Ind), 119,87 (Ind),
122,72 (Ind), 123,91 (Ind), 126,57 (Ind), 127,10 (Ind),
128,45 (C(3) +C(5), Ph), 128,48 (C(2)+ C(6), Ph),
136,93 (Ind), 141,84 (Ind), 160,65 (C(2)Pyrim), 163,09
(C(4)Pyrim), 163,13 (C(6)Pyrim). Macc-criektp, m/z
(1, 408 (12), 391 (3), 322 (26), 273 (49), 245 (26), 217
(6), 204 (100), 186 (11), 176 (23), 171 (52), 158 (7), 151
(9), 139 (8), 130 (11), 117 (34), 102 (25), 89 (14).
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SYNTHESIS OF INDOLE DERIVATIVES 2-THIOXODIHYDRO-4,6(1H,5H)-PYRIMIDINEDIONE
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The synthesis of barbituric acid derivatives containing a phenylskatyl residue substituted at C* is described. The initial compound was a-phenylnorgramine,
which had been previously successfully used for the alkylation of a series of CH-acids, in particular, for the synthesis of diethyl-1H-indol-3-yl(phenyl)met-
hylmalonate. This compound has been used to obtain a series of 2-thiobarbituric acid derivatives, which are expected to possess antioxidant, membrane pro-

tector, and radioprotector properties.
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