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Peakimeit MeTHIOBBIX 3()HPOB AIMIIITHPOBHHOTPAIHBIX KHCIOT CO CMECHIO apOMAaTHUYECKOTO aJlbJie-
I'Ua U TPUITaMHUHA WIN 5-METOKCUTPUIITAMUHA CUHTE3UPOBaHbI S-apuil-4-aiui-3-rufipokcu-1-[2-(3-un-
Jomun)-3tuin|-2,5-nuruaponupposn-2-onsl (I). Coenmunenus (I) mo peakuuu ¢ rUIpa3UH THAPATOM MPeod-
pazoBanbl B 3,4-muapui-1,4,5,6-TeTparuapo-6-okco-5-[2-(3-urgomun)->tin)nupposno| 3,4-cJnupazonst  (I1).
VYcraHoBnieHa ux cTpykrypa. VccienoBana aHambreTuueckas akTMBHOCTh coeinHenui [ 6-¢ u 11

KnroueBble ci1oBa: TpuntaMuH, 3(Upsl allIMTIPOBUHOTPAAHBIX KUCIIOT, 3-THIPOKCU-2,5-AUTUA-
POIMPPOI-2-OHbl, aHATBI€THUECKAS! AKTHBHOCTD.

Panee B psijty 3aMeIIeHHBIX 3-TUAPOKCH-2,5-TUTUIPONUPPOII-2-OHOB ObLTH OOHAPY-
JKEHBbI COEIMHEHUs, 00aaroIne aHTUMUKPOOHBIM [1], aHTHBUpPYCHBIM [2], HOOTpOTI-
HBIM, aHAJILI'€TUYECKUM [3] AEWCTBUEM U aHTHATPEraHTHON aKTUBHOCTHIO IPOTHUB TPOM-
001UTOB [4]. YUnThIBasA U3N0XKEHHOE, OBLIO HEOOXOIUMO BBECTH B IOJIOKeHHE 1 2,5-11-
THIPONMPPOIIEHOTO IIMKJIA OCTATOK TPUITAMHUHA U OLICHUTHh OMOJIOTHYECKYIO aKTUBHOCTD
CHUHTE3UPOBAHHBIX COCAMHEHUIA.

Llenp uccnenoBaHuss — W3y4YEHHE PEaKIUH METHIOBBIX 3()HUPOB AIMIITHPOBHHOT -
paZHBIX KUCIOT CO CMEChIO apOMAaTHUYECKOT0 ajbjaerujaa u Tpunramuta. [IpoBeaeHnbie
HCCIICIOBaHMsI [TOKA3aJIv, YTO MPHU B3aMMOJACHCTBUM yKa3aHHBIX PEAareéHTOB B DKBUMO-
JSIPHBIX KONTMUYecTBaX B 1,4-110Kcane ¢ BeIxomamu ot 67 1o 88% obpasyroTcs S-apui-
4-atun-3-ruapokcu- 1-[2-(3-unmonun)-3tui |-2,5-muruaponuppoi-2-ousl (I a-e).
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R1 = 4-FPh(l a), Ph(1 6), Me(I B, n, ), 4-CIPh(Ir)
R2 = 3-OH(l a), 4-OH(l ), 3-OMe(I 6), 4-Me(l &, &), 3-Pyridinil(I )
R3=H(la, 6,r,a), OCH,lB,e)
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C nenbro uccnenoBanust cBOMCTB coequneHus (I a), a Taxke aHaIbreTHUECKOH aK-
THUBHOCTH €T0 MPOM3BOAHBIX HAMH ObLiIa M3y4eHa peakuus ¢ ruapasuHruaparom. Ipo-
BE/ICHHBIC UCCJICIOBAHMSI TIO3BOJIIIIN YCTAHOBHUTD, YTO MPU KUISTYCHUHN PEareHTOB B Jie-
JTHOM YKCYCHOM KHcioTe oOpasyercsi 4-dropdennin-3-metokcndenmi-1,4,5,6-terpa-
TUAPO-6-0KC0-5-[ 2-(3-unommn)-31ui [muppoio| 3,4-c Jrupazon (I1).

CTpykTypa BCce€X CUHTE3MPOBAHHBIX COCIMHEHHMM MOATBEpKeHa JaHHbIMU K-
u lH-}IMP-cneKTpOB.

AmHanpreTuyeckasi akTUBHOCTb MOJTY4YEHHBIX COSIMHEHUH OblIa H3ydeHa METOJIOM
«YKCYCHBIX Kopueid» [5]. st sSKcriepruMeHTa UCIOIb30BAIMCh HETMHEHHBIE Oelble MbI-
i BecoMm ot 20 10 35 r. Mccnenyembie coeiMHEHNS BBOAWIHN B 103¢ 50 MI/KT BHYTPH-
OpIOIIMHHO B BHJE B3BeCH B 2% KpaxmayibHOU ciu3u. Yepes 30 MUH. TeM K€ MbIIIam
BHYTpuOpromuHHOo BBoamim 0,75% ykcycHyro kucnoty u3 pacuera 0,1 mi Ha 10 r Beca
®HUBOTHOTO. [loKa3arenem OOJICBON YyBCTBUTEIBHOCTH CITY>KWIJIO KOJIMYECTBO KOpUEH
y )KUBOTHOTO, TIOJICYMTAHHOE B TE€YEHUHU 15 MHUH. C MOMEHTa BBEJICHUSI YKCYCHON KUCIIO-
Thl. Pe3ynbpTaThl nccne10BaHmiA IpeICTaBIeHb! a TaoI. 1.

Tabnvua 1
AHanbreTnyeckasi akTUBHOCTb NPOU3BOAHbIX 1-MHAONUNATUN-3-NUPPOJSINH-2-0OHOB

CoepaunHerne, wndp KonnyecTtBo kopyen P

I-6 5,0+ 3,61 <0,001

I-B 42+1,85 <0,001

Il 3,3£1,09 <0,001

I-r 13,3+ 1,56 <0,002

I-n 13,3+ 3,25 <0,02

I-e 11,3+£2,06 <0,002

MeTtamnaon HaTpus 10,5+ 1,41 <0,001
KoHTponb 25,0+ 2,29 —

Kax BuzmHO 13 tabin. 1, Bce 6 M3y4eHHBIX BEILECTB MPOSBIIAIOT aHAIBICTUUECKYTO
aKTUBHOCTb, IpuueM 3 u3 Hux (I r, 1, €) He3HaYUTENIBbHO YCTYNAOT 3TAJIOHY CPaBHEHUS
MeTtamu3ony Hatpusi, 3 coenuHenus (I 6, B u II) mpeBbimaror B 2—3 pa3a akTUBHOCTh
JTaJIoHa cpaBHEHUs. Takum 00pa3oM, pe3yabTaThl CBUIETEILCTBYIOT O IEPCIEKTHBHO-
CTU MOMCKA COCIMHEHUN C aHAJIbI€TUYECKOW aKTUBHOCTBIO B psdy 1-MHmommIITIII-3-
NUPPOJIMH-2-0HOB, a coenuHenue (II) pekomenayercs it MpoBeIeHUS YIITyOJICHHBIX
UCCIIEJOBAaHUN.
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Interaction of methyl esters of acylpyruvic acides with mixture of aromatic aldehyde and tryp-
tamine or S-methoxytryptamine leads to 5-aryl-4-acyl-3-hydroxy-1-[2-(3-indolil)-ethyl)-2,5-
dihydropyrrol-2-ones (I). The compounds (I) were transformed to 3,4-diaryl-1,4,5,6-tetrahydro-6-oxo-
5-(2-(3-indolil)-ethyl)pyrrolo[3,4-c]pyrazoles (II) by reaction with hydrazine-hydrate. The structure of
received compounds is established. The analgetical activity of compounds (I 6-¢) and (II) is investi-
gated.

Key words: tryptamine, esters of acylpyruvic acides, 3-hydroxy-2,5-dihydropirrolin-2-ones, an-
algetical activity.





