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CUHTE3 MPOU3BOIHBIX
2-OKCO(TUOKCO)-1 2,3, 4-TETPATUJIPONIMPUMUTUHA
HA OCHOBE 1,2,2,4-TETPAMETW.JI-1,2-TUT U JIPOXUHOJINH-
6-KAPBAJBJIETHUJIA

I M. MamnaxeJjoxe, X. C. llluxanues, A. FO. IToranos

Bopomnesicckuii 2ocyoapcmeennwiii yHusepcumem
[Moctymmna B penakmuio 18.03.2014 1.

AHHOTAIMSI. CHHTE3UPOBAHBI HOBBIE MPOU3BOIHBIE TUTHIPONMPUMHUINHA U THOYpaIliia Ha OCHOBE
1,2,2,4-terpamertii- 1,2 -AUTrHAPOXUHOIHH-6-KapOaibIeTH IA.
KutioueBble ¢J10Ba: TUTHIPONUPUMHUINHOH, THOYPAIWI, JUTUAPOXUHOIUH, TPEXKOMITOHEHTHASI peak-

UL, TUTHIPOXUHOIMH-6-KapOaibIeTu I

Abstract. One-pot, three-component synthesis of new dihydropyrimidinone and uracil derivatives
based on 1,2,2,4-tetramethyl-1,2-dihydroquinoline-6-carbaldehyde is reported.
Keywords: Dihydropyrimidinone, thiouracil, dihydroquinoline, three-component, hydroquinoline-6-

carbaldehyde

OpHUM W3 COBPEMEHHBIX HAITPABIEHHUH B OpPTaHU-
YECKOM CHHTE3€ SBISETCS MCIIOIb30BaHUE TIOTHKOM-
MMOHEHTHBIX KOHJAeHcarmil. VX mpuBiIekaTeabHOCTD
JUTSI XAMUKOB-CHHTETUKOB 00y CIIOBIIEHA, TTPEKIE BCE-
ro, MUPOKAUMH KOMOWHATOPHBIMH BO3MOXKHOCTSIMH,
MTO3BOJISIONIIMHA B KPATKHE CPOKU CHHTE3UPOBATh 00-
ITUPHBIE OMOTMOTEKH BemecTB. KommdecTBo n3BecT-
HBIX K HACTOAIIEMY BPEMEHH TPEXKOMITOHEHTHBIX
KOHJICHCAIIM OTHOCUTENIbHO HEBEJIMKO. B pa3BuTumn
KJIAaCCUYECKOM peakiuu bUIKUHEITN UCTIOIb3YIOTCS
KOMOWHAIINY aJIbJIETU/I0B, METHIICHAKTHUBHBIX Kap0o-
HUJBHBIX COSNMHECHNN U OmHyKIIeohmioB [1-2].

[upuMuIUHBL  SBISIOTCA  BaKHBIM  KOMIIO-
HEHTOM HYKIJIEHHOBBIX KHCIIOT, WU OHHM OBITH WC-
MOJTE30BaHbl B KadeCTBE CTPOUTEIHHBIX OJIOKOB B
(bapmarieBTHUECKHUX Tperaparax M CHHTe3a Ipo-
TUBOBHUPYCHBIX [3], MpoTHBOOMYXOieBbIe [4], aHTH-
OaKTepHAbHBIX U TPOTUBOTPUOKOBEIX areHTOB [5].
AHaIOTHYHO, TIPOW3BOIHEIE 6-apmir-4-okco-
2-tuokco-1,2,3,4-TeTparuApOMUPUMHUIUH-5 -
KapOoHHUTpUIa (THOYPAIMIIBI) SIBJISIOTCS TIOTEH-
OUATBHBIMI TEPaNeBTHUYECKUMH CPEICTBAMHU, Kak
MIPOTHBOBHUPYCHBIE, IIPOTUBOOITYXOJIEBBIE U IIPOTHUBO-
MHKpPOOHBIE areHTHl [6-12].
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B macrosmeir paboTe MBI TPHUBOAWM CHHTE3
HOBOTO TIPOM3BOAHOTO THOYpaIiyia HW JUTHAPO-
MUpUMHUANHA Ha ocHoBe 1,2,2.4-teTpametni-1,2-
TUTHAPOXHUHOINH-6-KapOaibieruaa, KOTOpble MOTYT
OBITH MCTIOIB30BAHBI B KAUECTBE MPOTHBOMUKPOOHBIX
I00aBOK B KOMIIO3HITUSX ITOBEPXHOCTHO-aKTHBHBIX
BEILECTB.

METOAUKA DKCIIEPEMEHTA

KouTtponb 3a xoqoM peakiuii ¥ WHIUBUIYaJIb-
HOCTBIO TTOJYYEHHBIX BEIIECTB OCYIIECTBIISIICS Me-
TOOM TOHKOCJHOWHON xpomarorpadpmm (TCX) mHa
miactuHax SILUFOL UV — 254, sa10eHT — rekcaH:
stunanerar (7:3), mposBuTens — YOD-U3IyUCHUE,
mapsl oma. Cexrpsr IMP 'H 3apeructpupoBans! Ha
npubdope Bruker DRX (500.13 MI'm) 8 JIMCO-d6
otHocutensHO TMC.

6-memun-2-oxco-4-(1,2,2,4-mempamemu.-
l1,2-0ucuopoxunorun-6-un)-1,2,3,4-
MempazuoponupumMuouH-5-3muikapooxcuram 5

1,00 T (5,00 mmoms) 1,2,2,4-terpamernn-1,2-
IUTHAPOXUHONMNH-6-KapOameruma 1, Imir (5,00
MMOJTb) ATHJIOBOTO d(Hpa armeToyKCyCHOW KHUCIIOTHI
3, 0,42 (7,00 mmoib) MmoueBuHBI 2(X=0), 10 M TO-
myona, 1 0,10 r (5,00 Mmonp%) #ona KUMISTAT B Tede-
aue 8 4. [lo okoHuanmn peakiuu (KOHTpoib TCX)
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00pa3oBaBIIMICS 0CAaTOK OT(UIBTPOBBIBAIOT, MPO-
MBIBAIOT METAHOJIOM, MEPEKPHUCTAIUIM30BBIBAIOT H3
metanona [13]. Bexon 0,74r (40%) T.1u1. 200-202°C.
Haiineno, %: C 68,02; H 7,35; N 11,32. C, H,)N,O,.
Beruucneno, %: C 68,27; H 7,37; N 11,37.
6-(1,2,2,4-mempamemun-1,2-
OU2UOPOXUHOAUH-6-UL)-4-0Kkco-2-muoxco-1,2,3,4-
mempazuoponupuUMuouH-S-kapoonumpui 6

a. B 10 M abcomoTHOTO STaHola pPacTBOPS-
ot 1,00 r (5,00 mmons) 1,2,2,4-terpameruii-1,2-
JUTUAPOXUHONMH-0-KapOanbruga 1, mpuOaBisioT
0,50 mi (5,00 mmoutb) sTrnimanoarerara 4, 0,35 r
(5,00 Mmmonp) THOMoueBuHBI 2(X=S), 1,00 r (7,50
MMOJIb) 0€3BOJHOIO KapOOHATa Kajus W KHIISTAT
B TeueHue 18 u. PeakimoHHyi0 cMech OXJaXKIa-
10T ¥ 00pa30BaBIIMIiCS OCATOK OT(QHIBTPOBBIBAIOT.
OcTtaTok CyCHeHIUpPYIOT B BOJAE M HEUTPaIH3yIOT
YKCyCHOU Kkucioroir. OOpa3oBaBIIMNCS OCAJ0K OT-
(UIBTPOBAIOT, IPOMBIBAIOT BOJIOH U MEPEKPUCTAILITH-
30BbIBAIOT U3 dTanoina[14]. Bexon 0,491 (31%) 1.1t
240-242°C. Haiineno, %: C 64.19; H 5.34; N 16.51; S
9.42. C H N,OS. Beruucneno, %: C 63,88; H 5,36;
N 16, 56 S9,47.

b. K 1,00 r (5,00 mmonb) 1 B 10 M1 aTaHONa 110-
oasisitot 0,50 mut (5,00mMmonte) 4 u kunaTaT 30 MuH.
(xonTponb- TCX). PeaknnoHHYI0 cMeCh OXJIaxjaa-
10T, 1 00pa3oBaBILHUiicS 0CaOK OT(QUIBTPOBBHIBAIOT
U TepeKpUCTAIUIM30BBIBAIOT M3 dTaHona. [lomyyaror
I (Beixoa: 66%, 1. ut. 80-82°C). B 10 mn abGcomtot-
Horo 3TaHoina pactsopsor 1,60 r (5,00 Mmmoinb) 3TH-
soBoro a¢upa 2-nuano-3-(1,2,2,4-rerpamerui-1,2-
JTUTUPOXUHOIUH-6-IT)IIPOM-2-€HOBOM KUCIIOTHI [,
npubasisitor 0,35 T (5,00 MMONB) THOMOYEBHHBI 2
(X=S), 1,00 r (7,50 mmonb) Ge3BogHOTO KapOoHaTa
Kanmus ¥ KunATT B Teuenue 10 u. I[lomyuaroT 6 ¢ BbI-
xonoM 40%. XapakTepUCTUKU MOTYYEHHBIX COEIU-
HEHUI pUBeeHbI B Ta0mIIe 1.

OBCYXJIEHUE PE3YJIIBTATOB
Cunre3 wucxomuoro 1,2,2 4-terpamerun-1,2-
JIUTUIPOXUHOIMH-6-KapOasbaeruia 1 ocyIecTBIsi-

s TI0 U3BECTHBIM MeTonKaMm (cxema 1) [15].
YcTaHoBIEHO, YTO KUIISTYCHHE
1,2,2,4-tetpameTui-1,2-TuruApOXUHOIUH-6-
kapOanpaeruaa 1, MoueBunsl 2 (X=0) u 3THIOBOTO
3¢upa areToyKCyCHOW KUCIIOTHI 3 B TOJYOJIE B MPH-
CYTCTBUHM KATAJIUTUYCCKUX KOJUYECTB Hoda C BHI-
xoaoM 40% npuBonuT kK 6-metmi-2-okco-4-(1,2,2,4-
TeTpaMeTui-1,2-TuruipoxXxuHoiaun-6-ui)-1,2,3,4-
TETPATUuJAPONUPUMHIUH-S5-3TUIIKAPOOKCHIIATY
5. TpEXKOMNOHEHTHOM peakuuenl KOHAEHCALUU
stunuuanoanerara 4 ¢ 1,2,2,4-terpametun-1,2-
JIUTUIPOXUHOIMH-6-KapOaIbAeruioM | U THOMOYE-
BUHOH 2(X=S) B mpucyTcTBIH OE3BOAHOTO KapOOHa-
Ta Kallis B KUIISIIEM CYXOM 3TaHOJIE CUHTE3UpPOBaH
6-(1,2,2,4-rerpameTiii-1,2-ATUTHAPOXUHOTUH-O-UIT)-
4-okco-2-Tuokco-1,2,3,4-reTparuiponupuMuaInH-5-
KapOOHUTpMI (THOYpaumi) 6, Beixon 31% (cxema 1).
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Cxema 1

Tuoypauusa 6 CHHTE3UpOBaH Tak e MO ajbTep-
HatuBHOMY Metony. Konaencanuii 1 ¢ 4 B aTanosne B
MPUCYTCTBUU KaTaIMTHUECKOTO KOJIMYECTBA MMUTIEPH-
JIMHA TIONYYeH 3THIIOBBIH 3¢up 2-tmano-3-(1,2,2,4-
TeTpaMeTHi-1,2- TMruAPOXUHOJIUH-0-HIJI)TpOI-2-
€HOBOM KHUCJHOTHI I, KOTOpBIA Janiee mnoaBeprayics
IUKITU3AIH ¢ THOMOYEBHHON B a0COIIOTHOM 3TaHO-

Tabmuma 1

Cnexmpuol SIMP 'H coedunenuii 5, 6

CoenuHeHNE Xumuueckuit ¢asur, & M.a.; J/Ty

1.12 3H, T, J=7.1, CH,CH,); 1.22 (3H, ¢, C(CH,),); 1.24 (3H, ¢, C(CH,),); 1.86 (3H, ¢, CH.-
auruapoxunonun); 2.29 (3H, c, CH, -nupumuaun); 2.68 (3H, ¢, N- CH) 4.01 (2H, kB, J= 71
5 CH,CH,); 5.02 (1H, ¢, CH- HI/IpI/IMI/I,Z[I/IH) 5.35 (1H, ¢, CH-guruapoxunonun); 6.43 (1H, ¢, apom.);
6. 88 (1H, 0, J=7.2, apom.); 7.56 (1H, ¢, NH-mupumunun); 9.10 (1H, ¢, NH-nmupuvumm)

apom.); 11.48 (2H, ymr.c. ¢, 2NH)

1.31 (6H, ¢, C(CH,),); 1.94 (3H, ¢, CH,-nurunpoxunonun); 2.82 (3H, ¢, N-CH,); 5.40 (1H, c,
6 CH-purunpoxunonun); 6.56 (1H, n, J=8.70, apom.); 7.58 (1H, ¢, apom.); 7.65 (1H, n, J=6.50,
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e B npucyrcrBun cyxoro K,CO,.

CuHTE3UpOBaHHbIE COEIMHEHUSI OBUIM OXapak-
Tepu30BaHbl ¢ momotbio SIMP 'H cniekrpockonumu.
B SIMP 'H cnekrpe coeanHeHHs 5, BMECTO MPOTO-
Ha (GOPMUIIBHOM TPYMITBl TUTHAPOXUHOIKMHA 1 pu &
9,60 M.JI. IPUCYTCTBYIOT CUHIVIETHBIE CUTHAJBI MIPO-
toHa NH-rpynmer ipu 6 9,08 M.1. U IpoTOHA METH-
HOBOM TpyNITbl MUPUMHUAMHOBOTO KOJbIIa mipu & 5,02
M.JI.

B SAMP 'H cnektpe coeauHeHus: 6, CHITOrO B
DMSO-d,, mpucyTCTBYET yIIMPEHHBIH CUTHAT JBYX
NH-rpynn mupuMHIMHOBOTO (parMeHTa B CIadoM
nose npu o 11,48 m.1.

3AKJITIOYEHUE

Paspaboran croco0 MOJTyYeHUS pa-
Hee HEH3BECTHBIX 6-metun-2-oxco-4-(1,2,2,4-
TeTpaMeTuia-1,2-IuruIpoXuHoNuH-6-1m)-1,2,3,4-
TETParuAPONUPUMHUINH-S-3THIKapOOKCHIIaTa u
6-(1,2,2,4-rerpameTii-1,2-AMTrUAPOXUHOTUH-6-1IT)-
4-oxco-2-Tuokco-1,2,3,4-reTparuAponupuMuInH-
5-kapOOHUTpUIIA HA OCHOBE TPEXKOMIIOHEHTHOMN
xouzeHcarmu 1,2,2 4-tetpameTii-1,2-mruapoXuHOMH-
6-xapOanbaeruaa, TUIOBOTO dpHpa aleTOyKCyCHOM
KHCJIOTHI MJIM STHIIHAaHOAlleTaTa ¢ MOUYEBUHON HIIH
THOMOYEBHUHOM, COOTBECTBEHHO.

Pezynomamer  nonyuenvt 6 pamrax evinoamenus padoom
no Ilocmanosnenuro Ilpasumenvcmea P® Ne 218 oocosop N
02.G25.31.0007 npu noodepoicke Munucmepcmea 06pazoéaniis
u Hayku Poccutickou @edepayuu.
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