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NMOJIYYEHMUE U CNEKTPAJIbHbIE CBOMCTBA N(3)-AUMINPOU3BOAHbIX
6-METUN-4-OEHUJT-5-OTOKCUKAPBOHWUN-3,4-ANTNAPO-
MMPUMNANH-(1H)-2-OHA
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HampeH npenapaTmBHO yaoOHbIi MeTod cuHTe3a  N(3)-aumnnpousBogHbix  6-meTun-4-peHnn-
5-aTokcmkapboHun-3,4-gurngponupumnanH-(1H)-2-oHa, 3akno4varolWmncs B €ro auunMpoBaHWM CMECHIO
kapboHoBas kucrnota—SOCl,. Metog npvMeHVM Anst MONyYeHuUst NMPOU3BOAHLIX KWMPHbIX KucrnoT. N(3)-
(xnopaueTun)-npon3sogHoe BbINo Nomny4yeHo AENCTBMEM aHrMapuaa XropyKCYCHOM KUCIMOTbl HA UCXOLHbIN
3,4-AMrngponmpuMnanH-2-oH.

[IpousBoanbie 4-apun-6-meTuin-3,4-guruaponupuMuauH-(1H)-2-0HOB MPOSIBISIOT IHUPOYAUTITHIA
CHEKTp (apMaKoIOTUIECKOH aKTUBHOCTH Olarofapsi CTpyKTYpHOMY CXOJCTBY € IPUPOIHBIMHU OMOJIO-
THYECKH aKTHUBHBIMH BemlecTBaMH. Cpeau BellecTB JAHHOTO Kilacca HaiIeHbl MOIYJISTOPH! KaJlbLiue-
BBIX KaHAJOB, aHAJIBI'CTUKH, BEILECTBA, 3aMEIJISIOIINE CBEPTHIBAEMOCTh KPOBM, U MHOTHE IpyIue
[1,2].

MoJenbHBIM BEIIECTBOM JJIsl UCCIIEIOBAHUS PEAKIIMOHHOW CITIOCOOHOCTH YKa3aHHBIX BEILECTB SIB-
nsiercst coenuuenue 1, momydaemoe o0b4HO Mo peakuuu bumkunenm [1]:
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OHO HEpacTBOPUMO B BOJI€, MAJIO — B CIIUPTAaX W HEMOJSAPHBIX PACTBOPUTENAX. JTO, & TAKXKE HAJH-
yne B Mosiekyse 1 nesyx NH-rpynm oOycnoBnuBaeT ciaboe MpOHUKHOBEHHE NMPOU3BOAHBIX 1 uepes
CTCHKH KJICTOYHBIX MEMOpaH 3a CYET BOSHMKHOBEHUS 3HAYUTEILHBIX IO CHJIE BOJOPOIHBIX CBS3EHl.
3amuTa aTOMOB a30Ta B MoJieKyJje 1 (anninupoBaHre W alIKIJIUPOBAHUE) PUBOIUT K 3HAYUTEIHLHOMY
YBEIMYEHHIO JTUMOGMIBHOCTH TaHHBIX COCTMHEHHA, YTO JOJDKHO OOJNETYUTh MPOHUKHOBEHHE BHYTPh
KJIETKH 3THUX TOTCHIMAIBHBIX IMPOJIEKAPCTB C IMOCIEIYIONINM BHYTPHUKJICTOYHBIM CHATHEM 3alllUThI
6o 6e3 Hee [3].

B macrosmielt paboTe HaMH paccMOTpEHA ONTUMM3ANMI Meroma moimydeHus N(3)-amummpo-
M3BOAHBIX 6-MeTHII-4-(heHUI-5-3TOKCUKapOOHMI-3,4-TUT U APONUPUMHUANH-2-0Ha 1.

U3BecTHO, uTO aneTwinpoBaHue npou3BoAHbIX 1, mpoxoasmiee mo N(3)-aToMy a30Ta, MPOUCXOAUT
C XOpOILHMMH BBIXOJAMHU IPH KUIISTYECHUH coenuHeHus 1 B ykcycHoM anruapune [1,4]. OgHako aHrun-
PHUIBI BBICIIUX KUPHBIX KACIOT MEHEE JOCTYITHBI, YeM CaMU KUCJIOTHI, TIO3TOMY PallMOHAIBHON SIBIIS-
eTcsl pa3paboTka 00IIero crnocoda aIIMpOBaHUs, MPEINOJIATralolero UCIoIb30BaHUE HEMOCPE/ICT-
BEHHO KapOOHOBBIX KHCIIOT.

3,4-JTuruAponupruMHUINH-2-0H 1 MPaKTUYECKH HEPACTBOPUM B XJIOPAHTHUIAPHUAAX KUCIIOT, TOATOMY
MOMBITKA MOXY4IUTh N(3)-auuanpoun3BoaHbie 2a-e 106apieHreM 1 K moTyuyeHHOMY U3 THOHIIIXJIOpUIA
1 KapOOHOBOMW KHCIIOTHI (MOJIEHOE COOTHOIIeHHE 2:1) XiopaHTuApuaa He MPUBENN K JKeIaeMOMy pe-
3yJIbTaTY.

B cucreme TnoHmmxmopua—kapOonoBas kuciaora (1:1 Moi.) moctarouHas pacTBOPHUMOCTH COEIH-
HeHust 1 mocturaercs 3a cueT u30bITKa KUCIOTHL. ONTUMAIBHBIM JJIs allHJIUPOBAHUS COOTHOIICHHEM
WCXOJHOTO BemecTBa 1, KUCIOTHI U THOHMIXIOpUAA sBisiercs 1:10:10 (mon.). B aTux ycnmoBusix yna-
nock nmomyunth N(3)-anmnmpon3Bogasie 2a-e ¢ Beixogamu 47—70 %, 9ro ObUTO OTpa)KEHO HAMU paHee
B KpaTKOM cooOmeHuH [S]:
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ITomeiTka MOMyunTh TIO maHHOW Metoamke N(3)-xmoparermiapHoe mpom3Boanoe (R = CH,Cl) He
yBeHYaJIach yCIEXOM M3-3a OypHOTO OCMOJICHHS PEaKLIMOHHON CMECH.

Coenunenne 2f ObUTIO TOMYYEHO TIPU JEMCTBUM aHTHIPHUIA XJIOPYKCYCHOW KHCJIOTHI Ha COEIUHE-
mue 1. Ilpu B3anMoAeHCTBUM C THOMOYEBHMHOHN B 3TaHosie BemecTBo 2f maer S-amkwmizamenieHHOE
MIPOU3BOIHOE U30THOMOYEBUHEI 3:
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Crnenyer OTMETUTh, YTO MOJNYYUTh aHAJOTHuYHBIe coequHeHuaM 2a-f N(3)-auunmpousBonHsie 5-
aneTwI-6-MeTui-4-peHni-3,4-TuruIponupUMHINH-2-0Ha 10 IPUBEIECHHBIM CXeMaM He yJaloch, YTO
CBA3BIBACTCSI HAMHU C HAJIMYUEM B JAHHOM COCIUHEHUU KETO-CHOJBHOM TayTOMEpUU U MPOTEKAHUEM
0O0JIBIIOTO KOJTHYECTBA TOOOYHBIX TPOIIECCOB.

B IIMP-cniextpax coenunenuii 2a-f, B oTIu4ne OT HCXOJHOTO COEAMHEHUS 1, OTCYTCTBYET CUTHAI
N(3)H-npotona, a curnan C(4)H-mpoToHa mpeacTaBiseT CHHIJIET U CMelleH B ciaboe mone Ha 1.3—
1.4 m.1. CH,-rpymima niposiBiisiercst B criektpe [IMP B Buae aByx myOJsieToB mM3-3a CBOSH IHacTepeo-
TOITHOCTH U OJIU30CTH XUPAIBHOTO LIEHTPA.

B IIMP-cmexktpe coenuHeHUs 3 [IOMOJNHHUTENBHO HAOMIONAIOTCS YIIMPEHHBIE CHUTHAJBI
NH-npoToHOB KapOaMOMIBFHONW TPYIIIEI, IPUYEM MPOTOHBI NH,-Tpynmmbs! SBIISIOTCS HEOKBUBAJICHTHBI-
MU H3-32 €€ 3aTPYJHEHHOTO BPAIeHUsI BOKPYT MPOCTON CBA3U:
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UK-crnexTpsl MOTYyYEHHBIX COSTUHEHUH MOJHOCTHIO COTIACYIOTCS C MPEIIOKEHHBIMHU CTPYKTYpa-
mu 2 u 3.

JkcnepuMeHTasibHas 4yacTb

WHauBHIyabHOCTh MOMTyYEHHBIX COSAMHEHUH KOHTpodupoBaack MetogoM TCX Ha mmacTmHax
Silufol UV-254, smoent Ttomyom-stumamnerar (1:1). [IMP-criektpel ObITM HW3MEpEeHBI Ha MPHOOpE
Varian Mercury VX-200 (200 MI'u) B pactBopax JIMCO-Dg, UK crnekTpsl n3MepeHbl Ha mpubope
Specord IR-75 B Tabnerkax KBr. JlaHHbIE 3IeMEHTHOTO aHaIM3a HA a30T BCEX MOJYYECHHBIX COETUHE-
HUH COOTBETCTBYIOT pacueTHbIM. DU3NKO-XUMHUYECKHE XapaKTePUCTHKH TOIYYEHHBIX COEIMHEHUI
MpeIcTaBIeHBI B Ta0M. 1.

1. O6mas MmeToauKa MOJydeHHus1 coeqmHeHuii 2a-e. K oxmaxneanomy mo 20°C pacTBopy coenu-
HeHus 1 (4 mmoins) B 40 MMOJIB COOTBETCTBYIOIICH KapOOHOBOW KHCIOTHI MPUIMBAIOT CMeCh 4.8 T
(40 mmomp) SOCL, u 1 karmmu JIM®A, mocrne yero pacTBop KUISTAT B Tedenne 1-3 4. K nonyueHHOMY
pacTBOpy IOOABIAIOT 4 MIT BOIBI, OXJIXKAAIOT W A00aBmgoT 1o karsiM EtOH mo romorenmsannmn
pactBopa. TpeHHeM NalouKON BBI3BIBAIOT KPUCTAJUIM3ALMIO BEIIECTBA, (DUIBTPYIOT, MPOMBIBAIOT
3 paza no 3 ma EtOH.

2. 6-Metunia-4-pennia-N(3)-xaopaneTnii-5-3Tokcukapoonni-3,4-nurugponupumuaus-(1H)-2-
oH (2f). Coemunenus 1 (2 T, 7.7 MMOJIB) KUTIATAT C 5 T (29 MMOJB) aHTHAPUIA XJIOPYKCYCHON KUCIIO-
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ThI 15 MuHyT. OXJTaXIar0T cMech, 100aBisatoT 40 MII BOJBI M 1OCJIE BBIMAJICHUS OCalka (HIBTPYIOT
€ro, MpoMbIBasi MHOTOKpaTHO nopuusaMu 1o 20 mut Boasl u 5 ma EtOH. Beixon 2.0 T (77%).

Ta6mmma 1. CpoiicTBa NoNTy4eHHBIX coeqmHenri 2a-fu 3a

Ne | Boexon, % Ta'intg’l_l)c [IMP-criextp, 6, M.11., (MynsTHITIETHOCTH, KCCB) HK-criextp, oM’
10.15 (1H, ¢, NH), 7.13-7.37 (5H, ™, Ph), 6.45 (1H, ¢, CH), 1649. 1702. 1715
2a 47 176-7 4.1 (2H, kBaprer, J = 8, OCH,), 2.42 (3H, ¢, CH3), 2.29 (3H, c, 2970’ 3196’ 3236’
CH;), 1.29 (3H, 1, ] = 8, CH;CH,) ’ ’
10.14 (1H, ¢, NH), 7.14-7.37 (5H, ™, Ph), 6.48 (1H, ¢, CH),
4.10 (2H, kBapret, J =7, OCH,), 2.84-3.06 (1H, m, COCH,), 1642, 1689, 1709,
2b 70 185-6 2.62-2.84 (1H, m, COCH,), 2.29 (3H, ¢, CHy), 2990, 3096, 3230,
1.16 3H, T, J=7, CH;CH,0), 1.02 3H, 1, ] = 7.2, 3263
CH;CH,CO)
10.13 (1H, ¢, NH), 7.12-7.37 (5H, ™, Ph), 6.47 (1H, ¢, CH),
4.10 (2H, kBaprer, J = 7.4, OCH,), 2.82-3.02 (1H, m, COCH,),
2c 54 13840 2.60-2.80 (1H, m, COCH,), 2.29 (3H, ¢, CH3), 16438121970325227959’
1.36-1.75 (2H, m, COCH,CH,),1.16 (3H, T, J = 7.4, CH;CH,0), ’
0.86 (3H, T, ] = 7.4, CH;3(CH,),CO)
10.15 (1H, ¢, NH), 7.12-7.37 (5H, ™, Ph), 6.46 (1H, ¢, CH),
4.10 (2H, xBaprer, J =7, OCH,), 2.84-3.03 (1H, m, COCH,),
2.62-2.82 (1H, m, COCH,), 2.28 (3H, ¢, CHj),
W| 6 167-8 1.35-1.70 (2H, M, COCH,CH,E1), 1269362 1372323 %,269%
1.15-1.37 (2H, m, CO(CH;),CH,CHj3), 1.16 3H, 1, ] = 7, ’ ’
CH;CH,0),
0.84 (3H, T, J =7, CH3(CH,);CO)
10.12 (1H, ¢, NH), 7.12-7.37 (5H, ™, Ph), 6.45 (1H, ¢, CH),
4.10 (2H, kBapret, J =7, OCH,), 2.82-3.02 (1H, m,
COCH,Bu),
el s 501 2.62-2.82 (1H, m, COCH,Bu), 2.28 (3H, ¢, CHs), ;ggz’ ;ggg’ ;gg
1.42-1.68 (2H, m, COCH,CH,Pr), 3536 3396 ’
1.17-1.30 (4H, m, CO(CH,), CH,CH,CH3;), ’
1.16 (3H, T, J =7, CH;CH,0), 0.83 (3H, 1, ] = 6.4,
CH;(CH,)4CO)
10.28 (1H, ¢, NH), 7.21-7.33 (5H, ™, Ph), 6.42 (1H, ¢, CH),
4.84 (1H, n, J = 12, nmacrepeoton. COCH,Cl),
2f 77 118-20 4.77 (1H, n, J = 12, mmacrepeoton. COCH,Cl), 1229382, 13613377’ 1372(;’
4.09-4.18 (2H, m, OCH,), 2.33 (3H, ¢, CH3), 1.23 BH, 1,J =7, ’ ’
CH;CH,0)
9.16 (1H, ymr. ¢, NH), 8.95 (1H, yur. ¢, NH), 8.73 (1H, ym. c,
NH), 7.71 (1H, ym. ¢, NH), 7.16-7.36 (5H, m, Ph), 5.12 (1H, x, 1102, 1222, 1648,
3 49 123-25 J=4.4, CH), 1682, 2809, 3090,

3.96 (2H, kBaprer, ] = 7, OCH,), 3.86-3.89 (2H, M, COCH,CI),
2.21 3H, ¢, CHs), 1.07 (3H, T, J = 7, CH,CH,O)

3003

3. N(3)-(2-(S-U3oTnokapoamonJi)-aneTunsa)-6-metui-4-peHun-5-3rokcukapooHui-3,4-1u-

ruaponupumuanu-(1H)-2-ou (3). Coequnenue 2f (0.3 r, 1 Mmoip) KunsaTaT ¢ TuomodeBuHoi (0.08 T,
1.05 mmone) u 0.5 Mt N-metunmopdonuna B 4 ma EtOH 1 wac. OxnaxaaroT cMech, QUIBTPYIOT Oca-
JIOK, ipoMbiBast 3-M4 nopuusimu o 3 mi EtOH.
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Kharkov University Bulletin. 2005. N2669. Chemical Series. Issue 13(36). M.O. Kolosov, V.D. Orlov.
Synthesis and Spectral Properties of N(3)-Acylderivatives of 5-Ethoxycarbonyl-6-Methyl-4-Phenyl-3,4-
Dihydropyrimidine-(1H)-2-one.

A new preparativly convenient procedure has been found for the synthesis of N(3)-acylderivatives of 5-
ethoxycarbonyl-6-methyl-4-phenyl-3,4-dihydropyrimidine-(1H)-2-one. It is based on the acylation by the mixture of
carbonic acid and SOCI,. The procedure may be used for the synthesis of aliphatic acids derivatives.
N(3)-(chloroacetyl)-derivative was obtained by treatment of starting 3,4-dihydropyrimidine-2-one with chloroacetic
acid anhydride.
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