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CHUHTE3 HOBBIX CTUPWJIITPOU3BOIHBIX HA OCHOBE 4-(4-
METOKCHU®EHWJT) 6-METHJI —2-TUOKCO-1,2,3,4-
TETPATUJIPOMTUPUMUINH-5-KAPBOKCJIATOB

Annoranus

B crarse npHUBEACHBI JAHHBIC IO CHHTE3Y HEKOTOPBIX CTUPUIIPOU3BOIHBIX 4-apui-3,4-AUrHIpOMUPUMUINH-2-
THOHOB. bblma m3ydeHa TPEXKOMIOHCHTHAA KOHACHCALMS THOMOYEBHHBI, AIIETOYKCYCHOTO 3(mpa M aHHCOBOTO
anpAeruaa Mo peaknuu bumkuaennm ¢ oOpasoBanueM 4-(4-MeTOKCH(PEHIIT) 6-METHI -2-THOKCO-1,2,3 4-TeTparuapo-
mupuMEAMH 5- KapOokcmiarta. JlampHEHInee B3aMMOJCHCTBHE IIOCICTHETO C APOMATHYECKHMH ANbIACTHIAMH
MPUBOJUT K OOPA30BAHMIO COOTBETCTBYIOIIMX CTHPHIBHBIX IMPOM3BOJHBIX. M3yueHO BimsHHE (yHKIMOHAIBHBIX
3aMECTHUTENICH OCH30IbHOTO KOJIBIA APOMATHIECCKOTO AlIBJICTHAA HA XapPaKTep MPOTEKAHM PEAKITHH.

KioueBsbie c/10Ba: MUPUMHIHHTHOHBL, 4-METOKCHOCH3AIBACT AT, O-XIOPOCH3AIBACT U, TI-HUTPOOCH3AIIbICTH I,
TTUPHUINH.

Tipexk ce3aep: TMPHMHIUHTHOHAAP, 4-MCTOKCHOCH3AIBACTHI, O-XJOPOCH3ATBACTHA, M-HATPOOCH3AIBACTHI,
MTUPHUINH.

Keywords: pyrimidintiones, 4-metoksibenzaldegid, o-hlorbenzaldegid, p-nitrobenzole aldehyde, pyridine.

MHOrOKOMIIOHCHTHBIC PCAKIHK  SIBJSIIOTCS COBPEMCHHBIM METOJAOM TIOAYICHHUS OHMONOTHYCCKH
AKTUBHBIX coeArHCHUH., OMHUM U3 MPUMEPOB TAKUX PCAKLIUN SBSICTCS M3BECTHAS PCAKIIUS MOCTPOCHHS
MAPUMHUANHOBOTO IHKIA - peakiws bumxuaemmm [1-3]. Tlpoaykrer peakimu bumkuHEeTM mpUBICKAIOT
BHUMAHHE HCCACIOBATCICH KAK KJIACC OPraHMYCCKUX BEHICCTB C IMUPOKUM CICKTPOM OHOJOTHYSCKOM
AKTHBHOCTU U KaK BHICOKOA((EKTUBHBIC KITFOUCBBIC COCAUHCHUS A1 MOIU(DUKAIINH VKE CYIICCTBY FOIIMX
OHOJIOTMYCCKU aKTHBHBIX MATPHII,

Cpeau BelIeCTB JaHHOTO KJacca HAHACHBI BEIICCTRA, MPOSBILIIOIINE TPOTHBOBOCIIATUTENBHYIO [4,5],
aHaNBreTHICCKYH [6], antudysranenay |[7], nporusomMukpoOHyio [8], antubakrepuanbuyio [9] u ap.
BU/bl AKTUBHOCTH, BBIACJICH HOBBIM KJIaCC COCAUHCHHUI - OJIOKATOPOB KAJIBI[HCBBIX KAHAIOB B MCIUIIUHE

[10].
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IMpoayxrer peakiun bumxuae/ T, B 4aCTHOCTH, THAPHUPOBAHHBIC 3AMCIICHHBIC THPUMHINH-2-OHBI(-
THOHBI), TPUBICKAIOT BHUMAHHC MHOTUX HCCICIOBATEICH HE TONBKO KAaK TETCPOLMKIMYCCKHN KIace
OPTraHHYCCKUX BCLICCTB € MAOBOJBHO IMUPOKHM CIICKTPOM OHOJIOTMYMECKOH aKTHBHOCTH, HO U Kak
BBICOKO3(()CKTHBHEIC KITIOUCBBIC COCAMHCHHS B MOJCKYIPHOM JH3AHMHE MHOTHX MNPHPOIAHBIX H
CHHTETHYIECKUX COCIUHCHHU.

OaHMM W3 TaKUX MHTCPECHBIX COCIUHCHHU SIBISIOTCSA 3,4-AUTHAPONUPUMHINH-2-OHBI(~THOHbI),
MOJIVIACMBIC TPEXKOMITOHCHTHOM KOHACHCAUCH 1o peakimu bumxunaeom [1-3].

Crpykrypa 4-apui-3,4-IUrdaponupuMuInH-2-THoHAa mnpeactasmser (1) wHTEpEC NIt H3yUCHUS
PCAKLMOHHON CIIOCOOHOCTH MOJEKYJBl M TIOTYYCHHS HOBBIX MPOU3BONHBIX, T.K. arombl Bogoposa CHj
TPYHIIEL B 6-MTOMOXKEHUH MOJeKymbl (1) momkHBI 00nazaTe AOCTATOYHOH MOJBHIKHOCTBIO K PEAKLIUSIM
KOHAGHCAIMH. B CBA3M € 3THUM NPEACTAaBIANO0 HHTEPEC H3YUCHHE CHHTE3a W CTPOSHHS HOBBIX
CTUPUINPOU3BOAHBIX 3,4-TUTHAPOTTUPUMHUINH-2-THOHOB (2-4).

C y4eTroM BBIIIECKA3AHHOTO, HAMU MO WU3BCCTHOH METOAMKE ObLNA MPOBEACHA TPCXKOMIIOHCHTHAS
KOHICHCAITUS THOMOYCBHHBI, AalCTOYKCYCHOTO »dupa H 4-METOKCHOCH3ANBICTHAA MO PCaKLHH
Bumxunenm B yCnmoBHSX KOHBCKUHOHHOTO Harpesa B cpeae JAM®PA u ¢ XopomnMm BbIXOAOM OBLT
nonyueH  4-(4-metokcupenmw)-6-mMeTrn-2-tuokco- 1,2, 3 4-rerparuaponupumuus-3-kapookcu-iar (1)
JUISL JAJIbHEHIIETO UCCICA0BAHUSL.
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CuHTE3 HOBBIX CTHPHINPOHM3BOAHBIX 3. 4-TUIMIPONHPHMHUAHMH-2-THOHA OBIT  OCYILICCTBJICH
koHaeHcaren  4-(4-MeTokcnudpeHmn)-6-MeTHIT-2-THOKCO- 1,2, 3 4-TeTparu iponupUMUANH- 5 -KapOokcuiaTa
(1) co cneayromumMu apOMaTUICCKUMU ATbACTHAAMU: 4-METOKCHOCH3AIbACTH I, O-XI0POCH3AIBACTH U -
HUTpOOCH3abAeruAaMu. Peakiuu nOpOBOAWINCE B CPEAC OTHIOBOIO CIOHPTA B  NPHCYTCTBHU
KaTaJTUTHYCCKOTO KOTHYCCTBA MUPUINHA.
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R=0CH; R;=H (2), R=NO, R;=H (3), R=H, R;=Cl-0 (4). -4

B pesynbraTe mpoBeACHHBIX SKCIICPUMEHTOB HAMU OBLIH MOTYYCHBI TPH HOBBIX CTHPUIPOU3BOIHBIX
- 4-(4-meTorcupenmw)-6-MeTHI-2-THOKCO- 1,2, 3, 4-Te TparuAponuPUMHTUH-3 -KapOokcuaaTos (2-4).

OobpazoBanue TPOAYKTOB (2-4) MOXKHO WUTHOCTPHPOBATh MPOTCKAHHEM CIICAYIOIUX MPOICCCOB.
JTUIIOBBIM CIHMPT B PACTBOPE ACCOLMHUPYET C ATOMOM KHCIOPOAa KapOOHHIBHOH TPYIIIE H ¢ BOAOPOIOM
METHJIBHOW TPyl ¢ OOpPa30BaHUECM IICCTHUICHHOH CTPYKTYpel. B pe3yibTare B3auMOACHCTBUS
MUPUMUIUHTAOHA € OSTHIOBBIM CIIUPTOM TMPOUCXOJUT YBEIHUYCHHE OTpHLATSIbHOTO 3apsaa Ha (2
yraepoxaoMm arome. Ha Bropoii ctagmm ocraBmmiics NMPOTOH METHIICHOBOM TPYINIBI aCCOIMHUPYET C
MOJICKYJIOH MUPHIWHA H OZHOBPEMCHHO K aTOMY VIJICPOJa MOAXOTUT 3NCKTPOGHIBHBIN aToM yriaepoia
KapOOHWIIBHOUM TPYIIBl MOJCKYNBl aibAcruaa. [IpUCYTCTBUEC NHPHIWHA CHOCOOCTBYET MPOTCKAHHUIO
peaKuy KOHACHCAIMM, TMOCKOAbKY Biuser Ha nojispusanuto ceszsu C—H.... (CH);N, mpu stom
CYLICCTBCHHO YBEIUYMBACTCS OTPHULIATSIBHBIN 3apsi HA YIJICPOAS METHIBHOMW IPYIIIbI U HOIOKHUTETbHBIH
3aps] yraepoaa KapOOHUIBHOW TPYNITBl ATbAETHAA, YTO HECOMHECHHO CIIOCOOCTBYET 3NCKTPOQUIBHOU
ATaKe MOJICKYJIbl APOMATHUCCKOTO AIbACTHAA HYKICOPUIBHOTO LCHTPA MUPUMHANHTHOHA.
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OCH,

3aTeM MEPEeXOJHOE COCTOSHHE TPaHC(HOPMHUPYESTCS B @HHOH C OTPHULATCIBHBIM 3aPSII0M HAa aTOME
KHCIOPOJa, KOTOPBIH MOA ACHCTBHEM cpeapl obOpasyer ampaoab. Jlamee mox ACHCTBHEM NHUPHIWHA
o0pazyeTcss MEPeXOOHOE COCTOSHHE, KOTOPOE BIOCICACTBHH MPHBOAUT K MOJYUYCHHUIO KOHECYHOTO

MIPOAYKTA.
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OKCICPUMCHTABHBIC MAHHBIC MOKA3AIH, YTO 3jICKTpoHOakuenTopueie 3amectureaun (NO,, Cl) B
OCH30JIBHOM KOIBLIC APOMATHUYECKUX AalbJCTHIOB CIOCOOCTBYIOT NPOTCKAHWIO PEAKLUH, MOBBIIIAS
3MCKTPOGHUIBHOCTE KapOOHUIBHOH TPYMIBL, MO3TOMY KOHACHcAuS 4-(4-meToxkcupeHum)-6-meTu-2-
THOKCO-1,2,3 4-TeTparnaponupuMuanH-5-kapOoKcuaaTa ¢ TaKUMH albICTHAAMH MPOXOomIT ¢ Ooree
BBICOKHUMH BbIXOZaMH. JyektponomoHopHas rtpymma (OCH;) B aHMCOBOM anpieruac, HaNpOTHB,
MOHWKACT PEAKLHOHHYIO COCOOHOCTh KapOOHUIBHOH TPYIIBI U B 3HAYUTCIBHOW CTCNICHU 3aTPyIHSACT
OTLICIIIICHUE MOJICKYJIbI BOBI, STHM CAMBIM BBIXOJ] LIEJICBOTO MPOXYKTA CHHKACTCSL.

CUHTE3UPOBaHHBIC  CTHUPUINPOHM3BOAHBIC  4-(4-MeTokcn(eHn)-6-MeThI-2-THOoKCO- 1,2, 3, 4-TeTpa-
CHAPOMUPUMUIUH-S-KapOokcuaaroB (2-4) mpeAcTaBIsOT COOOM OCaple MOPOIIKK, PACTBOPHMBIC B
MOJISIPHBIX PACTBOPUTEIAX. DHUMKO-XUMHYCCKUE KOHCTAHTHI, BBIXOABl W JAHHBIC 3JICMCHTHOTO aHATIH3a
coeauHeHui (2-4) IpeACTABACHBI B TAONHIIC.

TaGmuria — PU3UKO-XUMUYECKHUE KOHCTAHTHI U JIaHHBIE SJIEMEHTHOTO aHalIN3a CHHTE3UPOBAHHBIX COCAMHEHHUI (2-4)

No BBEXO I, T, C R,! Haitneno, % BpyTTo- Brraucneno, %
coest. % C H N dopmyna C H N
2 42,6 98-101 0,57 65,28 5,88 6,82 Cy3HyyN,O,4S 65,07 | 5,70 6,60
3 72.8 134-136 0.5 60,23 4,97 9,83 CyH, N;058 60,12 | 4,32 9,56
4 543 154-155 0.3 | 61,81 501 | 6,71 | CplyCIN,OsS | 61,60 | 4,93 | 6,53
TIpumeuanue — DIoeHT — DTHaneTaT-rekcad = 1:1.
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B crmextpax SAMP'H  crupumnpomssogmbix  4-(4-metoxcudennn)-6-metni-2-trokco-1,2,3,4-
TETPArHAPOMUPUMUIHH-5-KapOokcuaaToB (2-4) HAOMIOJACTCS OTCYTCTBUE CHHIJICTA MCTHIBHOW TPYIIIIBI
B UCXOJHOM MUPUMHAMNHTHOHE U MOSBJICHUC AOMOJHUTCIBHBIX MyIbTHILICTOB 6,90-7,90 M. 1., ipucyImx
apOMATHUECKMM ¥ BHHHJIOBBIM MPOTOHAM CTHPHIbHOM rpymmsl. B SIMP'H-crextpe coexuncHus (2) B
obmactu cunbHOro Toag npu O 1,12 M.a. B BUAE TpuIUieTa PEe30HHPYIOT MPOTOHBI METHIBHOU TPYIIIIBL
3TOKCH-TPYIIBL, 8 METUICHOBBIC MPOTOHBI STOW TPYIIIB NPOMHUCHIBAIOTCSA B BUAC KBapTeTa B 001aCTH O
4,05 m.a. (pucynok 1). B oGmactu 4,72 u 4,88 M.O. NMPONMCHIBAIOTCS JBA HMHTCHCHUBHBIX CHHIICTA,
XapakTepHbIC AN JBYX METOKCH-TPYIIT apOMATHYCCKUX KOJeL. ApoMaTHYCCKHe O U [3 MPOTOHBI ABYX
(bCHUIIBHBIX KOJICI[ BRIMUCHIBAOTCS B 00iactu 6,90 u 7,13 M. n1. B Buae ABYX AyOJICTOB COOTBETCTBEHHO.
Curnan npotona C(4)-H naxogurcs B odnactu 5,12 m.a. B Buae nyonera. B obraactu cnaboro moms mpu
7.86 u 7,88 M.A. PE3OHUPYIOT BUHUJIBHEIC NPOTOHE! B BUAe ABYX AyOneros. Ilporonst N(1)-H u N(3)-H
BLIHI/ICLIBaIOTCH an 10,35 1 9,56 M.1. COOTBETCTBCHHO B BHAC JBYX CHHIJICTOB.

Tk Chedistry, Moscow: Brulier DRXS00 SE=300.13 Mz [ 1F] SI=16K SW~ 10000 01-3006 PW=12.0 AlJ~1 638 RD-000 NS~ SR=— 14 TE-301K 16 Ociober 2017 Opr. Strdlesio YaA.; Prep: L—8302: Sobv DI

NMR/22257558 I
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Pucynok 1 — Criekrp SIMP 'H Crrextp SIMP 'H strmosoro s¢upa 4-(4- MeTOKCI/I(bem/UI) 6-(4- MeTOKCI/I-(I)eI-H/IJ'I) BUHUII- 3 A-
JuruapormpuMuiuH-(1H)-2-troHa (2)

Takum 00pa3oM, KOHACHCAIMS APOMATHYCCKUX ANbACTUAOB ¢ 3,4-TUTHIPOMUPUMUIANH-2-THOHOM
MPOTEKACT ¢ OOpPa30BAHUEM HOBBIX CTHPWINPOU3BOAHBIX, COCTAB M CTPOCHHUEC KOTOPBIX JOKA3aHbI
sneMeHTHBIM aHamu3oM 1 IMP 'H-criekTpockomnueii.

IKCHEPUMEHTAIBHAS Y4CTh

Crexrpst SIMP 'H 3amucansr Ha ciektpometpe Bruker DRX500 ¢ uactoToii 500 MI'ti B pacTBOpax
CDCl;, DMSO-ds otHOcuTenpHo BHYyTpeHHero ctangapta TMC (morpemnocts mamMepenui £0,05 m.a.).
Temneparypa miaBiacHus onpeaciacHa Ha npudope "Boctius" (morpemHocts uamepenuit +0,1°C). TCX
aHanu3 BeInoaHCH Ha mwiacTuHkax "Silufol UV-254" u «Sorbfil», npossienune mapamu ioaa.

4-(4-meTorkcudeHUI)-6-MeTHI-2-THOKCO-1,2,3 4-TeTparugponupuMuIud  -5-kap6okcuaar  (1).
Cmecs 6,8 T (0,05 moap) anucoBoro ampaeruga, 6,5 r (0,05 moms) 3THI0BOTO 3hHpa aALCTOYKCYCHOM
kucaotel U 4.5 (0,06 mone) THomoueBunbl B 10 M abconrorHoro JIM®PA xumsatsat ¢ oOpaTHBIM
XOJOAHIBHUKOM B TeucHHE 20 yacoB. PeakMOHHYI0 CMECh OXTQKAAIOT U BRIJIMBAIOT B CTAKAH C JICASHOMN
BOJOW. BrImaBimmii ocazok pacTUparoT MOA BOAOH, OTHHIBTPOBBIBAIOT, BHICYLIMBAIOT U AATICE OUHIIAIOT
nepexpuctamuzanucii uz UC-aneronurpun (1:1). Beixox npoaykra 6,1 r (40%) ¢t ,,=159-160°C.
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Itun 4-(4-metoxcupennn)-6-(4-meroxkcucTHPHI)-2-THOKC0-1,2,3,4-TeT- parHaAPONHPUMHINH -
5-kapookcuaar  (2). 0,5 r© (0,0016 wmomp) 4-(4-meTokcu-heHmn)-6-meTrn-2-THoKCco-1,2,3,4-
TCTPAruAPOMUPUMUIHH-S-KapOokcwaar (1) pacTBOPsOT B ropsdeM 3taHoae, K Hemy mpumuBaror 0,21 r
(0,0016 mosp) anucosoro ampacruaa. K cMecu J00aBISrOT HECKOMBKO KaIC/ib MAPUINHA U KHAMATAT 7-8
4acoB ¢ OOpaTHBIM XONOAWJIBHHKOM. Xoa peakuuu koHtpoaupoBain mo TCX (ToHKOCTOHHAs
xpomarorpadust). [Tocne oxnaxkaeHUs CTaad BRIIAAATh KPUCTALIBL. BhIMaBIue KPUCTALIbl GUIBTPYIOT U
cymar. Beixog 0,52r (42,6%), t ,,=98-101°C. Beruucneno, %: C 65.07; H 5.70; N 6.60. C,;H,,N,O,S.
Haiineno, %: C 65.28; H5.88; N 6.82.

Itun  4-(4-meTokcudenn)-6-(4-HuTpocTHpHI)-2-THOKCO-1,2,3,4-TeTpa- THAPONHPHMHAHH-S-
kapOoxcunar (3) 0bi1 mosydyen ananoruduo (2). Beixog 0,38 r (72,8%), t 1, =134-136° C. BeruucieHo,
%: C60.12; H4.82; N 9.56. C»,H,N;05S. Hatineno, %: C 60.23; H4.97; N 9.83.

6-(2-xaopoctupui)-4(4-meroxcudennn)-2-ruoxco-1,2,3,4-rerparugpo- MHPUMHIHH-5-
kapOoxkcunar (4) ObL1 noJiydeH aHajaorudno coequHeHuro (2) u (3). Beixog 0,29 r (54,3%), t =154~
155°C. Beraucneno, %: C 61.60; H 4.93; N 6.53. C,,H,;CIN,0O;S. Haiineno, % C 61.81; H5,01; N 6.71.
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4-(4-METOKCHU®EHWII) 6-METHWII — 2-TUOKCO-1,2.3 4-TETPAT UAPOTTUPIMU JIVTH -5-
KAPBOKCHWJIATTAP/JIBIH X KAHA CTUPWITYBIHABIIAPBIHBIH CUHTE3I

Maxkanaga 4-apwi-3,4-IUTHAPOMUPUMHIHH-2-THOHAAPABIH, KCHOIp CTHPWI TYBIHABLIAPBIHBIH CHHTC3I
Kepcerinren.  bumkuaemmm  peakuuacel  OodbmHma  4-(4-meTokcH()eHHI)  6-MeTHm  -2-THOKCO0-1,2,3.4-
TETPATHAPOMHPHMHINH S- KAPOOKCHIAT TY3UICTIH THOMOUYCBHHA, AUCTOCIPKECYIIBI 3(Hp KOHC aHUC ATbACTHIIHIH
YII KOMOOHCHTTI KOHACHCAIMACH 3¢PTTCATCH. COHFBI 3ATTHIH XOIMI HICTi AIbACTHATCPMCH OPCKETTECY1 63ACpiHE TOH
CTHPHWJIZL TYBIHABUIAPBIHBIH TY3LTyiHE oKexerdi. PeakiusHbIH Kypy KaOiTeTiHe XONI HICTi adbJCTHUATEPAiH OCH30I
CAKHUHACHIHIAFBI (DY HKITHOHAIIBI OPBIHOACY IIBLIAPBIHBIH 9CEPI 3ePTTEIL.

Tipek ce3aep: THPHUMHIAHTHOHIAP, 4-MCTOKCHOCH3AIBACTHI, O-XJIOPOCH3AIBACTHI, M-HUTPOOCH3ATBACTH,
THPHIAH,

Summary
S.D. Fazylov, O.A. Nurkenov,M.Zh. Zhurinov , I.S. Tolepbek, A.E. Arinova, A.N. Zhakupova

SYNTHESIS NEW STIRILDERIVATES 4-(4-METHOXYPHENIL) 6-METHYL -2 - TIOXO - 1,2,3,4 -
TETRAHIDROPIRIMIDINE- 5-KARBOXILAT

In clause data on synthesis of the some people stiril derivates are cited 4-aril-3, 4-dihydrapirimidine-2-tiones.
Ternary condensation of thiourca, cthyl-acetoacetate and p-methoxybenzaldehyde on reaction Bidzhinelli with
formation 4 (4-methoxyphenil) has been studied 6-methil-2-tioxo -1,2,3 4-tetrahidropirimidine-5 karboxilat. The
further interaction of the last with aromatic aldehydes result ins to formation corresponding the sterile derivants.
Influence of functional deputies a benzene ring of aromatic aldehyde on nature of course of reaction is studied.

Keywords: pyrimidintiones, 4-metoksibenzaldegid, o-hlorbenzaldegid, p-nitrobenzole aldehyde, pyridine.



