MPHTI 31.21.01

A.H. Orypnosa’, 1.B. Ilaaamapuyx?, V1. Kyaakos?*

Jenmp nosoix xumuveckux mexrorozuii UK CO PAH, Mncmumym xamaausa CO PAH, Omcx, Poccus

2Tromenckutl 2ocydapcmeentiotil yrnusepcumem, Tromerv, Poccus
(E-mail: ‘direct@ihcp.ru, 2i.v.palamarchuk@utmn.ru)

*Aemop 051 Koppecnonoenyuu: v.kulakov@utmn.ru

CuHTe3 MOHOTMOOKCAMVIAHBIX ITPOM3BOAHBIX Ha OCHOBe
XAopareTaMuaoB 3-aMmHOIMpuUAnH-2(1H)-0oHOB

AnnHoTarms. Ha ocnose Ouorocuvecku akmusnvlx 3-amunonupudun-2(1H)-omnos enepsvie
ocyujecmerena  xumudeckas — mooupukauus 00 NPOUSG0OHLIX  COOMEEMCHIBYIOULUX
Mornomuookcamudos. Ilokasano, umo moHomuookcamuodvl  3-amuronupudun-2(1H)-onos
ecrmynarom 6 peaxyuu nepeamuouposanus. ¢ UOpasuH-zudpamom u daree nod odeiicmeuem
XAOPAUEMUAXAOPUOA UUKAUSYIOMCS 6 conpsixketitvie npousséodrvte 1,3,4-muadusora.
Karodgesble caoBa: moHomuooxkcamuodol, 3-amunonupudun-2(1H)-onvi, xaopauemamuodvl,
muozudpasudol, 1,3,4-muaduason.
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Xumus MOHOTMOOKCaM /0B MHTepecHa nx YHMKaAbHOM CIIOCOOHOCTBIO K
KOMILAeKcooOpa3oBaHnio [1,2] M BO3MOKHOCTBIO Ha MX OCHOBe ITPOBOAUTH CUHTe3 pa3HOOOpa3HBIX
COeAVHEeHMI, B TOM 4lCAe TeTepoluKaAndeckux [3,4].

Ocobple cBOVICTBA MOHOTVMOOKCAMIAOB BBI3BAHBI HAaAM4MEM B UX CTPYKType ABYX (PYHKUIMI -
aMIAHOM ¥ TUOAaMMAHONM TPYI, 4YTO IIO3BOAseT pPacIIMpPUTL BO3MOKHOCTM CUHTETHYeCKOTO
IOTeHIIala, OOyCAOBAEHHOIO M3BECTHBIMM CBOMCTBaMMU YKazaHHbIX (yHKuuit. ITocaesosareanHas
MoanpuUKanyus (PYHKIIMOHAABHBIX TPYIIl MOHOTMOOKCAMMAOB IIPMBOAUT K CO3JAaHMIO  CaMBIX
pa3HOOOpa3HbIX IPOAYKTOB [4].

B aureparype [3-8] mpmMBOAATCA METOABI IOAYyYeHNUsI MOHOTMOOKCAaMIAOB Ha OCHOBE peaKIuii
3aMeIleHHbIX aMIAOB, a IMEHHO, XA0palleTaMIAOB C IIpeABapUTEeAbHO IIPUTOTOBACHHBIM PacTBOPOM
9AeMeHTHOI cepsl 1 aMuHamu. IToaydeHHsle coeguHeHNs cAy>KaT yAOOHBIMM CMHTOHAMM AAsl CUHTe3a
6oaee ca0xHBIX S,N-cogep KalMX reTepoIMKANIecKnX CTpykryp. Haanume atoma cepsl B cTpyKType
OpPTaHMYEeCKMX COeAVHEeHMII OTBedaeT 3a MX BBICOKYIO (PM3MOAOTMYECKYIO aKTMBHOCTDL, a TaKXKe 4acTo
IIPUBOANT K CHUKE@HUIO TOKCUYHOCTY BCA@ACTBYE ATKOM OKMCASIEeMOCTH ee IPOU3BOAHBIX B OPTaHU3Me.,

C 1eapio BBedeHM:s B CTPYKTypy HaIIUX OOBEKTOB AAsl MUCCAeAOBaHMUSA ITPOM3BOAHBIX 3-
aMMHOIIMPMAOHA HOBOM  (apMakOPOPHOIN TPYHIIBI MBI  OCYIIEeCTBUMAM IIOIBITKY CHUHTe3a
MOHOTMOOKCAMMAHBIX IIPOM3BOAHBIX 2 IO OIMCAHHOM B AuTepaType Meroamke [6]. Peaxumio
IIPOBOAMAN CMellleHneM AuMeTnA(pOPMaMIAHOTO pacTBOpa COOTBETCTBYIOIIUX XAoparieTaMiuAoB 1 a-c
C IIpeABapUTEeAbHO IIOATOTOBAEHHBIM pacTBOPOM cephl B Mop¢oante u MDA,
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briao ycranoBaeHo, 4yTO IpoTeKaHUe AaHHOM peakIMM AaBalO BBIXOABI MICKOMBIX IPOAYKTOB B
npegeaax 15-20%. Hwuskmii BbIXO4, BEpOSITHO, CBSI3aH C BO3MOSKHOI ITOOOYHO ITPOTEKAIOINel
LMKAU3al el MICXOAHBIX XA0pareTaMuoB 1 a-¢ 1AM X COOTBeTCTBYIOIINX IUPUAVHIEBBIX coaeil B 1H-
mpuao|2,3-b][1,4]okcasnn-2(3H)-0HBl, KaKk STO HaMMU OIIMCAHO paHee B padore [9]. Onrmmumsariys
MeTOAVIKM ~ IIPOBeJeHMsI  peakumMy, 3aKAlodalomascsi B [peABAPUTEABHOM  PacTBOPEHUN
xaopaneramMmnaos 1a-c 3 nupuaute (depes craauio oOpa3oBaHNs NUPUAVHUEBON COAM), IIO3BOAMAA
HaM YBEAUYIUTDH BEIXOABI 11eA€BBIX ITPOAYKTOB A0 50%.

ObpaszoBaHne MOHOTMOOKCAaMUAHBIX IIPOM3BOAHBIX 2a-c gokazano SAMP 'H n 1B3C-
cnektpockonueit. [Ipu ciekrpaasnom 'H SIMP nccaesgosanum ycraHOBAEHO, 4TO B CIIEKTPe COeAVMHEHI s
2b OTYeTAMBO PETUCTPUPYIOTCH IIATh ApOMaTUYECKUX ITPOTOHOB (PEeHNMABHOTO 3aMecTuTeAs B 00AacTu
7.40 — 744 m.a. Ilporon H-5 nupuauHOBOTO KOAbLla IPOSBASETCS Y3KUM CHHTAeTOM Iipu 6.07 M.A.
MetnabHble TPOTOHBI PE3OHMUPYIOT MHTEHCUBHBIM Y3KUM CHUHIA€TOM B oOaactu 2.22 M.a. CurHaabl
METHUAEHOBLIX ITPOTOHOB MOP(OANHOBOIO KOABILIA  BBIINCHIBAIOTCS  YETHIPHMS  YIIMPEHHBIMI
Tpunaeramu B obaactu 3.59 (O(CH.)), 3.66 (O(CHv)), 3.93 (N(CH.)), 4.04 (N(CHb)) m.a., uyTO
CBUAETeABCTByeT 00 WX TIIOAHOV HeDKBMBAAeHTHOCTU. /1acTepeoTONHOCTh JaHHBIX ITPOTOHOB,
BepOSITHO, CBA3aHAa C HPOCTPAHCTBEHHBIM BAMSIHMEM THOAMUAHON TIPYIIIBl, BAUAIONIEN TakXke Ha
3HaunTteabHoe cmernenne N(CHz): nmporoHos B 6oaee caaboe moae, yem curHaa nmporoHo O(CHz)2-
rpynnsl. B caabom noae B obaactu 9.58 m.a. n 11.84 m.4. pesonnpyior NH 1poToHb aMMHOTPYIIIIBL 1
MM PUAOHOBOTO KOAbIla COOTBETCTBEHHO.

CunreTnyeckne I104XOAbI, OCHOBaHHBIe Ha IIpeBpallleHMIM aMMUAHOM M THMOAMMAHON TIPYMHII
MOHOTMOOKCAMIAOB, SIBASIOTCS IIePCIeKTVBHBIMU B CO34aHIM IIMPOKOTO Psija CoeAVHeHMIA.

Tak, samemenne ocrarka MopQoanHa B COeAVHEHNSX 2 a-C TMAPA3UH-TUAPATOM II03BOANAO HaM
CUHTe3MpOBaTh He3aMellleHHble THOIMApPa3uabl OKCAaMMHOBOM KUCAOTH 3 a-c. Peakuuio 3amelrieHus
nposoguan B cpede AM®PA usObITKOM IUApasMH-TMApPaTa IIPM KOMHATHOM TeMmIllepaType U
IIOCTOsIHHOM IlepeMellBaHN 10 CAeAyIOIIeil cxeMe:
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Crpykrypa coeaunennit 3 a-c¢ gokazaHa daHHpiMu VIK-, TH n 3C SIMP criexrpockonmm.

Anaans 'H SIMP cnekrpa coeaunennms 3b mokasaa OTCyTCTBUME METUMAEHOBBIX ITPOTOHOB
Mop¢oannosoro ocrarka, a NH n NH2 nporonsl TmornapasuaHoi Ipynmbl DpOsABASIOTCI B BUAE
YIIMPEeHHBIX CUHIAeTOB B 004actu 6.28 1 12.00 m.4.

C 1eapl0 paclMpeHus apceHada HOBBIX OMOAOIMYECKM aKTUMBHBIX BeIlecTB Ha OCHOBe
CMHTe3MPOBAaHHBIX ~OOBLEKTOB HaMlu OBLAO  OCYIIeCTBAEHO  B3alIMOAENCTBME  THUOTMAPa3nA0B
OKCaMMHOBBIX KUCAOT 3 a-C C 2-XA0palleTUAXAOPUAOM, KOTOpOe IIpMBeAO K IIMKAU3aIuU B
npoussogusle 1,3,4-tnaansoa0s 4 a-c.
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IToayuenHble HIPOU3BOAHBIE 1,3,4-tTnagusoaa 4 a-c PeACTaBASIOT coboi1 Oeanle
IOpoIIKooOpa3Hble BelllecTBa, MMeIOle BLICOKMe TeMIlepaTyphl rnaasaeHns. CTpoeHne moAydeHHBIX
coeguHeHNN gokasaHo ¢ nomo1sio 'H u 3C JIMP ciekrpockormu.

Anaans 'H SIMP cniekrpa coeannenns 4¢ nokasaa orcyrcrsue NH 1 NH2 nmporonos ruapasuanon
TPYIIIBI ¥ HaAW4YMe MeTUAEHOBBIX IIPOTOHOB, KOTOPBIe Pe30OHNPYIOT Y3KIUM CHHIAeTOM B obaactu 4.48
M.A. OcTaabHbIe IIPOTOHBI ITPOSIBASIOTCA B XapaKTePUCTIYECKUX A5 HUX 00AacTsX.

Takum o0OpasoM, HaMM Ha OCHOBe HEKOTOpHIX 3-aMuHONMpuAnH-2(1H)-oHOB BIIEpBbIe
OCYIIIeCTBAEHBl XMMUYecKue MoAMQpUKAIMM C BBeJeHNeM B UX CTPYKTypy ¢apMako(pOpHBIX
MOHOTMOOKCAMUAHBIX TPYIII, a TakXKe II0Ka3aHa BO3MOXKHOCTb MX IIMKAM3AI[UM B COIIPsI>KeHHBIe
npoussogusle 1,3,4-tnagusosa.
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Xaopaneramua- 3-amuHOImMpuAH-2(1H)-aep HeriziHAeri MOHOTIIOOKCAMMATI
TYBIHABLIAPABI CMHTE3Aey

Anparma. brnoaormsaasik Oeacenai 3-ammuHormpuauH-2(1H)-onaap HerisiHge aafamkel per
coliKeC KeAeTiH MOHOTMOOKCaMUATePAiH TybIHAbLAApbIHA AEMiH XMMUIABIK MOAMMUKALINSA KYPriziaai.
3-amuHommpuans-2(1H)-on MOHOTHOOKCaMMATep IMApa3UH-TUAPaTIIeH Karra aMuaTeay
peaxuMsAiapblHa TYCeTiHi JKoHe 04aH api XA0palleTUAXAOPUATIH acepiHeH KocapaaHraH 1,3,4-Tnaamnsoa
TyBIHABLAApbIHA IIUKAAEHeTiHi KopceTiATeH.

Tyitin ce3aep: MoHOTHOOKCcamuATep, 3-ammHonmpuauH-2(1H)-ongap, Xaopaneramuarep,
Tuoruapasuarep, 1,3,4-tnaguasoa.

D.N. Ogurtsova', 1.V. Palamarchuk?, I. Kulakov?
ICenter of New Chemical Technologies IR SB RAS, Institute of Catalysis SB RAS, Omsk, Russia
*Tyumen State University, Tyumen, Russia

Synthesis of monothiooxamide derivatives based on chloroacetamides of 3-aminopyridin-
2(1n)-ones

Abstract. On the basis of biologically active 3-aminopyridine-2(1H)-ones, the authors carried out
chemical modification into derivatives of the corresponding monothiooxamides for the first time. It has
been shown that monothiooxamides of 3-aminopyridin-2(1H)-one enter into transamidation reactions
with hydrazine-hydrate and are further cyclized under the action of chloroacetyl chloride into
conjugated 1,3,4-thiadizole derivatives.

Keywords: monothiooxamides, 3-aminopyridin-2(1H)-ones, chloroacetamides, thiohydrazides,
1,3,4-thiadiazole.
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