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CUHTE3 NOXIAHUX NIPUMIANH-2,4,6-TPUOHY TA 2-TIOKCOMNMIPUMIANH-4,6-
AIOHY 3 IMIAA3ONIANHOBUM ®PAMEHTOM

H. M. Konoc, A. I. HikiwuH, H. B. YeuiHa, J1. J1. 3amiraiino

TPVKOMMNOHEHTHOIO KOHAeHcauieto anidpaTnyHmx rniokcanis, N,N-gumetun6apbityposoi (TiobapbiTypoBoi)
KUCIMOTU i MOHO3aMIiLLLEHNX CEYOBUH CMHTE30BaAHO MNipUMIAnH-2,4,6-TPUOHK (2-TiokconipumignH-4,6-4ioHu) 3
iMmigasonigMHOBUM UMKIOM B nonoxeHHi 5. MokasaHo, wo B peakuii N,N-gumeTtnn6apbiTypoBoi kucnoTy,
rigpaTty rmiokcanto i N,N-gumeTnnce4oBrHN yTBOPIOETLCA NOXiAHE TeTpaasacnipo[5.5]yHaek-4-eHy.

Knwuosi cnoBa: N,N-gumetunbapbitypoBa kucnota, TiobapbiTyposa kucnota, anidaTtndHi rmiokcani, R-
CeYOBWHM, iMigasonianH-2-oHn, TeTpaasacnipo[5.5]yHaex-4-eH, O4HOPEaKTOPHWUIA CUHTES.

[Moxiani iMiga30y BXOIATh 10 CKiaxy Oiomoriuno BaxmBux cucteM (JJHK, PHK, Ginkwu). Imina-
30JIbHUI TETEPOIHKII € CKIIaJI0OBOIO 0araThox JIiKapChKHX MperapaTtiB Pi3HOMAaHITHOI JIii: aHAbI€THKIB
[1-3], kapaioBacKyIsApHHX [4], aHTUBIPYCHUX, aHTUMIKPOOHUX [5-8], mpoTUIyXTMHHKX 3ac00iB [9-11]
1 anTuaenpecantis [12]. P moxigHUX iMifa30i1iInH-2-0HY TPOSBIISE JIOKaJIbHY aHEeCTe3YI0Uy 1 aHTH-
aputMmiuny aii [13], BHCTYnatoTh iHTiOITOpaMu MyCKapuHOBUX perentopiB [14] 1 mporeiHoBuX KiHa3
[15,16].

Panimie Hamu Oys10 po3pobiieHo 3py4Hi one-pot cuHTe3u 4,5-1u- 1 1,4,5-Tpu- 3aMillleHUX iMiga30-
JiH-2-0HIB HAa OCHOBI MUKITIYHKUX B-auKeToHiB (1,3-muMeTnnbapOiTypoBa KUCIOTa, IMKIOTeKCaH /1i0H-
1,3, 4-riipoKCUKyMapHH), apHIITIioOKcaliB 1 ceuoBuH [17,18]. JIns BUBUEHHS 1 pO3IIMPEHHS CHHTETH-
YHOrO MOTEHIIAly 3HAWICHOro MiaXoay A0 (YHKIIOHATI30BaHUX TOXITHUX 1MiJa30JliHy Ta
3’SICYBaHHIO BIUIMBY O-IMKapOOHUIbHOI KOMIIOHEHTH Ha Tepedir peakilii MU JOCHiMIN TPOAYKTH
TPUKOMITOHEHTHOI KOHJIeHcallil 6apOiTyposux kucnot 1a,b, rmiokcanis 2a,b, i cequoBun 3a-e. B3aemo-
Jisl BUX1THUX KOMITOHEHT 3/1IHCHIOBAJIACh IIJISIXOM KHUIT'SATIHHS €KBIMOJSPHUX KUIBKOCTCH PEarcHTIiB B
eraHoni 3 karajgitnuyHumu jgomimkamMu AcOH mpotsrom 30-40 xB. 10 movYaTKy BHUIAIIHHS OCay.
CuHTe30BaHl MPOMYKTH 4a-n BUSBUIHNCSA BHCOKOIUTABKMMH KPUCTAIYHUMH CIOIyKaMH Oijoro abo
CBITII0-0€KEBOT0 KOJIILOPY J0OpE POZUYMHHUMH B MOJSPHUX PO3UNHHHKAX.

BynoBy cnonyk 4a-n (cxema I) BCTaHOBIICHO 3 BHKOPHUCTAHHSM CIEKTPAILHUX METOJIB 1 JTaHUX
eleMeHTHOro anamizy. Tak, B cnektpax SIMP 'H npoaykris 4a-c¢ HasBHi IIECTHIIPOTOHHI CHHIJICTH
METWJIBHUX TPYII MPUMiIMHOBOTO (hparMeHTy, CHHIJIET iHTEHCUBHICTIO B JiBa MPOTOHH B 00iacTi On-
3bKO 5.3 M.4., CHTHAJIM NPOTOHIB 3aMICHHKIB KapOaMiZIHOTO ()parMeHTy, a TaKOXK PO3LMIMPEHUN CHUHT-
Jer oOMiHHOT'O MPOTOHY B obnacti 11.7 M.4., Toai sk y BUnajaky cnonyk 4d-j Ha cnekrporpamax 3a-
MicTh cuHTIIeTiB poroHiB CH, rpynu npucyTHi ay0OieTd MpOTOHIB METUIBHOT TPYITH 1 KBApPTETH Me-
THHOBOTO MpPOTOHa B oOmacti 5.9 M.u. 3a3HaunMo, [0 BEIWYHMHU XIMIYHHUX 3CYBIB IPOTOHIB
METHJIbHOT Ta METHUJICHOBOI I'PYII, a TAKOK METHHOBOI'O MPOTOHY cnoayk 4a-c,d-g i 4h-j,k-n, cunre-
30BaHMX Ha OCHOBI TUMETHIIOApOITYpoBOi Ta Ti00ApOITYpOBOI KUCIIOT, BiAMOBIIHO, MPAKTHYHO HE
3MIHIOOTBCS BiJl XapakTepy 3aMicHuKa B Kap6aminHomy ¢parmenti. Criextpu SIMP °C cBizuaTs mpo
30epexeHHs BCiX aTOMIiB KapOOHY B KiHIIEBiil MOJIeKyJi, a BUKOpucTaHHs npouenypu JEPT-135 no-
3BOJIMJIO BCTAHOBHTH HASBHICTh TPETHHHOTO SP° TiOPUIHOTO aToMy KapGoHY 61M3bKO 55 M.u. i BH-
KITIOUMTH 13 CIIEKTPIiB YETBEPTUHHI aTOMU KapOOHY.

Hnst cionyk 4h-n, onepaHux 3 BUKOPHCTaHHIM Tio0apOiTypoBoi KucinotH, B criekrpax IMP 1H
npucyTHi 1Ba cuHrierd NH npotoHiB mipuMianHTIOHHOTO 3anumiky. dis cionyku 4k O6yno oxepxano
neoumipauii “C/'HHMQC-cnekTp, sKuii BKa3aB HA HASBHICTh KOPENALIMHMX MiKiB MiXK METHIHHOIO
IpyIo0, METHHOBUM IPOTOHOM 1 TPETHHHHUM aTOMOM KapOoHy. OTpuMaHi pe3ylbTaTH, JaHi ele-
MEHTHOT'0 aHAJTI3y, a TAKOXK MAC-CIIEKTPH JISIKUX MOXIIHUX JTO3BOJIMIIA HaM iIeHTH(]IKYBaTH MPOAYK-
TH 4a-n K moxigHi 1-merun(apuin)-5-R-iMigazomigua-2-oHiB.
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1a,b: R=Me, X=0 (a), R=H, X=S (b); 2a,b: R, = H (a), R,= Me (b); 3a-d: R,= H (a), R,= Me (b); R,= Ph (c),
R,= 3-MeCgH, (d); 4a-g: R=Me, X=0, R, = H, R,= Me (a); R,= Ph (b); R,= 3-MeCgH, (c); Ry = Me, Ry= H (d);
R, =R,= Me (e); Ry = Me, R,= Ph (f); R; = Me, Ry= 3-MeCgH, (g); 4h-n: R=H, X=S, R,= Me (h); R,= Ph (i),
R,= 3-MeCgH, (j); Ry = Me, Ry=H (K); Ry =R,= Me (I); R = Me, Ry= Ph (m); R; = Me, R,= 3-MeCgH, (n).

Cxema 1.
Tak, B mac- CIIEKTPaX CHHTE30BAHMX CIIOTYK 4d,f,g k,l,m,0 MakcHMaJIbHUMH 33 IHTEHCHUBHICTIO €
IiKM MONEKYJISIPHUX iOHiB (IMB. eKCI. 4acTHHY). IX (parMeHTalis, MoB’s3aHa, B MEPUIy Yepry, 3 Je-

CTPYKIII€IO 1IMiJa30TITUHOBOTO Ta MipUMIMHOBOTO LIUKIIB 1 MOXKe OyTH HaBeJleHa Ha MPUKIaai Mac-
CHEKTPY CIIONIYKH 4g:
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Cxema 2.

OCHOBHMMH HaNpsIMKaMy PO3MaJy IiJ| Ji€I0 eNEKTPOHHOTO Yapy € BiIIIEIICHHS] METHIILHOTO pa-
JMKally 3 YTBOpEHHsIM KaTioHa 3 m/z 327 Ta emiMiHyBaHHS TOMiTi3oUiaHAaTy (YTBOPEHHS KaTiOH-
pamukany 3 m/z 209). [lepBunHuid akT (hparMeHTalii BKIIOYAE 1 po3Maj MiPUMIJHHOBOTO MHUKITY 3
BHKHJIOM MOJICKyaH 1,3-mumerwnn-1,3-nmiazeruaun-2,4-niony (m/z 114) 1 yTBOpEHHSM JOYipHBOTO
KaTioH-pajuKany 3 m/z 228.

HasiBHICTH METHJIBHOI TPYNH caMe B MOJO0XKEHHI 1 iMiTa30JbHOr0 UKy MiATBEP/PKEHA 3a JOI0-
mororo SIEO, npoBenenoro mis iMinazomianHa 4a. HacuueHHs cUTHaITy TIPOTOHIB N-METUIBHOL TPYIIH
MPHUBOJIUTH /IO BIAKIUKY Ha MPOTOHAX METHUJICHOBOI I'PYIH, IO CBIAYUTH MPO iX MpocTopoBe 30Iu-
JKEHHsI. AHAJIOTIYHO OYJI0 MiATBEPHKEHO 1 MOJIOKEHHS N-apHIbHOTO pajuKalia Ha MPUKIaIl CIIOIyKH
4i. B ekcriepuMeHTi crioctepiraerbcsi mo3uTuBHUN epekr OBepxayszepa Jjis MPOTOHIB METHUIICHOBOT
IpyIu i o-poToHiB N-peHinpHOro pajaukana.

YTBOpeHHS iMia30JBbHOTO WMKIY B TPUKOMIIOHEHTHHX KOHJCHCAIlIAX 3a y4acTio [3-
JTUKapOOHUILHUX CITOJYK, apHIIrUIoKcalliB Ta 1,3-0iHyKIeo(UIBHUX PEarcHTIB, 110 OyJI0 00rOBOPEHO
panime [17], Bximoyae GopMyBaHHS MPOMDKHOTO O-TiIpokcukeToHy A. Ilomanbine HykiIeodinbHe
3aMilIeHHs 32 YYacTIO HAHOUTBII CTEPUYHO JOCTYITHOTO HYKJICO(iIbHOTO EHTPY 1 HaCTymHAa KOHICH-
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cailist BeyTh JJO yTBOPEHHS iMina3oyioniB Tuny 4 (Tayromepna gopma B). Onnak B pozunnax IMCO-
ds pikcyeThes iHIIa TayroMepHa gopma — imigazomiguHosa (C), mo € HACHiIKOM 1,5-CHrMaTpomHoro
3cyBY atoMmy BojHIO. Leif mporec € TepMOIMHaMiYHO BUTIHUM, OCKUIBKA HOBa TayToMmepHa (opma
BMIlIye (parMeHT CHPSHKEHOI o, 3—KapOOHUILHOI CIIONYKH 1 JOJATKOBO CTa0ili30oBaHa BHYTPINIHBO-
MOJIEKYJISIPHAM BOJHEBUM 3B’SI3KOM, TPO IO CBIMYUTH XIMIYHUH 3CyB OOMIHHOTO MPOTOHY OJIM3BKO
11,7 M.4., IKHI IPAKTHYHO HE 3MIHIOETHCS BiJl XapaKTepy 3aMICHHKA B MOJIOXKEHHI | I’ SITHYICHHOTO
LUKy, 3a BICYTHOCTI 3aMICHMKA CHUTHAJ I[bOI'0 MPOTOHA MPOSABISETHCS B 00JIACTI OUIBII CHIBLHOIO
nonst (11.3 m.u. cionyku 4d,k), mo cBiquuTh 1po yrBopeHHs cinabmoro BMB3 (cunrner N(;)H mpo-
TOHY HE 3B’53aHOT0 BHYTPIIIHEOMOJIEKYJISIPHIM 3B’ SI3KOM TPOSBIsEThest B 00macti 10.2-10.5 m.u. [17,
18]).

Bbnuspka 3a OynoBoro TayromepHa (opma Oyia 3aikcoBaHa HAMHU B KPUCTAIIYHOMY CTaHi (1aHi
PCA) nns imiga3oniquH-2-TiOHIB, O/IEpKAHUX B PeaKilii MOHOMETHIITIOCEUOBHHH, TiIPaTIB apHTIioK-
camiB 1 1,3-auMernnbapOiTypoBOi KUCIOTH, TOJI SK B PO3YMHAX IIi CIIONYKH ICHYIOTh MPAKTUYHO TO-
BHICTIO B iMiia3omiH-2-TionbHii Gopmi [19]. B poborti [20] HaMu nokazaHo, IO iMi1a30IH, OJepKaHi
3 BUKOPUCTaHHIM Ti00apOITYpOBOI KUCIIOTH 1 apuiriiokcaiiB, B po3unHax B JIMCO-ds icHYIOTh sIK
cyMiml BoX TayromepHux (opMm (mepeBakae dopma C), a Bimcorok dopmu B 3pocTae 3a HasBHOCTI
AKIENTOPHHUX TPYI B ApOMaTHIHOMY ITUKITI.

3a3HaunMo, IO B KOHJICHCAIIISIX 338 Y4acTio JUMENOHY ab0 4-TiIpOKCHKYMapHHY, TiIpaTiB apuiIr-
JOKCAiB 1 CEYOBHH OYJIH OJlepKaHi BUKIIOYHO 1IMifja30miH-2-0HU (TayroMepHa (opma B), mo 3ymoB-
JICHO iICHYBaHHSIM BiJIOBITHUX P-TUKapOOHUTFHHUX CIIONYK B €HONBHIN (opmi.

TpUKOMITOHEHTHOIO KOHJeHcaliero OapOiTypoBux kucinor la,b, rtmiokcamis 2ab 1 N,N-
JTUMETHUIICEYOBHHH 3€ OYyJIO CHHTE30BaHO NPOAYKTH 40-r, (cxema 3), 110 ICHYIOTh B PO34HHI, 32 JIaHH-
mu SIMP 'H, B tayromepiii gopmi B. 3a3Ha4nMO, 0 CUIHAI MPOTOHY TiAPOKCHIBHOI TPYIH CIIOTYK
40-r HE TIPOSIBIISIETHCS HA CIIEKTPOrpaMax, [0 OB’ SI3aHO 3 MIBUKUM OOMIiHOM 3 BOJOIO, IIPUCYTHBOIO
B JIEUTEPOPO3UYNHHHUKY.

BoaHouac B aHaj0riuHiil peakiiii 3a yyacTro riiokcanto i N,N-1uMeTninoapOiTypoBoi KHCI0TH Oy-
JIO BUAUICHO CIIpONipuMinuH 5a (cxema 3), OynoBa SKOro MiATBEP/PKEHA CIIEKTPAIbHUMHU JaHHMH.
Tax, B cnektpi IMP 'H wmiei crionyku NpUCYTHi CHHIJIETH METHJIBHHX TPYI JHMETHJICEUOBHHHOIO
¢parmenty npu 2.86 i 3.06 M.4., NIECTHIPOTOHHUN CHHTIIET METUIBHHUX TPYII MIPHUMIHHOBOTO IIUKITY,
a TaKOoXK AyOJieTH BIHUIEHOBMX MNPOTOHIB cmiporukiay 3 J = 8.0 I'm, mo cBiguuTh mpo ix Iuc-
opieHTamioo. HeouikyBanuil Xif peakiiii MO)KHa MOSCHUTH YTBOPEHHSIM B XOJ1 KOHZICHCAIIIT ITPOMIiXK-
HOTO o,-HeHacuyHoro anpjaeriny D. biau3bki 3a Oy10BOIO TOXiIHI OyJIK OMUcaHi HAMU ISl apUIITITiO-
kcamB i 1,3-muMernnoapoitypoBoi kucnoru [21]. @opmyBaHHS €HaIIO, CKOpIIIE 3a BCE, € HACTHIIKOM
CTEPHYHO YTPYIHEHOTO HYKJICO(UTFHOrO 3aMilleHHs TiAPOKCHIPYNH B alMJIOiHI A, a Toaajibiia
Tpanchopmaiis iHTepMmeniaty D npoxomuTh 3a HaBEEHOK HIKYE CXEMOIO:
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40: R=R;=Me, X=0; 4p,r: X=S, R=R;=H (p), R=H, R=Me (r).

Cxema 3.
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Bonnowac BimomMo, mo TiobapOiTypoBa KKCIIOTa 1 TIioKcall B claboKHCIOMYy a00 HEHTpaIbHOMY
CepeloBHIaX HEe CXWIbHI 0 YTBOPEHHS NMpOAyKTiB KHbOBeHarens, B UX yMOBax (OpPMYIOThCS Oic-
amykTu ckmany 2:1 [22], ski MOXKYTh BUCTYIIATH IHTEpMeIiaTaMy B CHHTE31 iMigasonis [18].

Panime Hamu mokaszaHo, 110 CHHTE3 CHONYK THITY 4 HE MOXe OyTH HACIiIKOM MPOMIKHOTO YTBO-
PEHHS TiIaHTOTHA — MIPOAYKTY B3a€MOJIi1 TITiOKCalliB 3 ce4OoBUHAMU [23], TaK SIK HaBiTh MPH JOBTOTPH-
BaJIOMY KHII SITIHHI OCTaHHBOTO 3 1,3-IuMeTHnOapOiTYpOBOIO KUCIOTOM [21] LiINBOBI MPOAYKTH HE
OyJu olleprKaHi.

3KCnepuMeHTaNbHasA 4acTb

Crextpr SIMP 'H 3armcani Ha npunazni Varian VX-200 Mercury (200 MI'1), criektpu SIMP °C —
Ha criekrpoMerpi Bruker AM-400 (100 MI'n) B pozunnax DMSO-dg, BHyTpimHi#i cranaapt — TMC.
Mac-criektpu BuMipsiHi Ha npunani Hewlett-Packard LC/MSD 1100 meroaoM ioHi3alii €1eKTPOHHUM
ynapoM (morenitian ionizaiii 70 eB). EnementHuii ananiz BukonaHo Ha npuiaai LECO CHNS-900.
TemriepaTypu miaBieHHs BU3HaueHi Ha croiuky Koduepa. KoHTponbs 32 MpoxXomKeHHsM peakiii i
YUCTOTOIO OJICP’KAHUX MPOAYKTIB 3iikicHIOBaBCs 3a nornoMororo TIIX Ha mimacturkax Silufol UV-254
B cuctemax: tonyoi/erunanerar (1:1), CH,Cly/i-PrOH (10:1), nposiBHuK — napu Hoza.

3arajibHa MeTOIMKA CHHTE3Y MOXITHUX iMiga3zoJiguH-2-oniB (4a—n). J[o ekBIMOJISpHOI cyMmilii
(mo 1 mmonb) mipuminuny 1, rigparty rimiokcamto 2, ceqoBunu 3 B 10-15 mu eranony moxaBamu 5-7
kpan. AcOH i ButpumyBanu i 3a TemnepaTypu kumiHHS Bripoaosxk 30-40 xBuwinH. Peakmiliny cymimn
OXOJIO/KYBAJIH, YTBOPEHHA OcaJl Bi(QiIbTPOBYBaIX, MOCIIAOBHO MpoMuBaiy 20 M1 BOAM 1 5 M era-
HOJIY Ta BUCYIIIYBAJIH.

1,3-InmeTnii-5-(1-meTui-2-okcoiminazomiann-4-wiineH) nipumiaun-2,4,6-rpuon  (4a).
Buxin 55%. T.mn. 236-237 °C. Cnextp SAMP 'H, §, mu.: 3.05 ¢ (3H, NMe), 3.21 ¢ (6H,
2NMe), 5.38 ¢ (2H, CH,), 11.72 ¢ (1H, NH). Crextp SIMP"C, 8, m.u.: 28.0 (2NMe), 35.9
(NMe), 55.2 (C° imid.), 90.7 (C’pyrimid.), 151.7 (C* imid.), 155.9 (C=0), 161.6 (C=0),
163.8 (C=0), 174.0 (C=0). 3naiigeno, %: C 47.36; H 4.68; N 22.75. C;oH2N4O4. Bupaxyna-
Ho, %: C47.62; H 4.80; N 22.21.

1,3-InmeTni-5-(1-penisi-2-oxcoiminazoninnu-4-uniainen)nipumiaun-2,4,6-rpuon  (4b).
Buxin 57%. T.mn. 276-277°C. Cnextp SAMP H, 8, mu.: 3.19 ¢ (6H, 2NMe), 5.34 ¢ (2H,
CH,), 7.24-7.44 m (3Hupou), 7.58 1 (2Hupon, J 7.6 T11), 11.68 ¢ (1H, NH). 3naiineno, %: C
57.36; H 4.38; N 17.65. C;5H4N4O4. Bupaxysano, %: C 57.32; H 4.49; N 17.83.

1,3-InumeTnii-5-(1-(M-ToJin)-2-okcoiminazoniann-4-unigen)mipumianu-2,4,6-Tpuon
(4¢). Buxin 65%. T.m. 294-295 °C. Cnextp SIMP 'H, 8, mu.:2.32 ¢ (3H, MeAr), 3.18 ¢ (6H,
2NMe), 5.32 ¢ (2H, CH»), 7.03-7.35 M (4Hgpou), 11.70 ¢ (1H, NH). 3naiineno, %: C 58.92; H
4.73; N 17.70. C16H16N4O4. Bupaxysano, %: C 58.53; H4.91; N 17.05.

1,3-InmeTni-5-(5-meTui-2-okcoiminazomiann-4-wiuinen) nipumiaun-2,4,6-rpuon  (4d).
Buxin 73%. T.m. 241-242 °C. Cnextp SIMP H, §, mu.: 1.39 1 (3H, Me, J 6.6 T'm), 3.14 c
(6H, 2NMe), 5.18 kB (1H, CH, J 6.6 '), 8.67 (1H, NH). 11.31 ¢ (1H, NH). Mac-cnektp, m/z
(1,%): 252 (M", 100), 223 (5), 182 (20), 164 (18), 138 (9), 68 (12). 3naitneno, %: C 47.53; H
429, N 22.11. C]()H]ZFN404. BI/IanYBaHO, %: C 4762, H 480, N 22.21.

1,3-InmeTnii-5-(1,5-1umeTnii-2-okcoiminazoaianu-4-wiineH)nipumiaun-2,4,6-rpuon
(4e). Buxin 58%. T.mn. 255-256 °C Cnextp SIMP 'H, 8, mu.: 1.37 1 (3H, Me, J 6.6 T'm), 3.05
¢ (3H NMe), 3.21 c (6H, 2NMe), 5.97 k8 (1H, CH, J 6.6 T'n), 11.72 ¢ (1H, NH). 3naiineno,
%: C49.32; H 5.23; N 21.15. C;1H14N4O4. Bupaxysano, %: C 49.62; H 5.30; N 21.04.

1,3-InmeTni-5-(5-merTui-2-okco-1-peniniminazoninnn-4-unigen) mipumiauu-2,4,6-
TpuoH (4f). Buxin 64%. T.mn. 281-282 °C. Cnektp SAMP 1H, o, mu.: 1.41 o1 (3H, Me, J 6.6
I'm), 3.19 ¢ (6H, 2NMe), 5.94 k8 (1H, CH, J 6.6 I'n), 7.20-7.40 M (3Hypos), 7.56 1 (2Hupor, J
7.6 Tw), 11.68 ¢ (1H, NH). Crexrp SIMP"C, §, m.u.: 17.6 (Me), 28.2 (2NMe), 59.5 (C’
imid.), 91.3 (CS' pyrimid.), 122.2, 126.0, 129.5, 136.4 (Capon.), 151.9 (C4 imid.), 155.7 (C=0),
161.3 (C=0), 164.5 (C=0), 173.8 (C=0). Mac-cnextp, m/z (1,%): 328 (M",100), 313 (20),
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283 (5), 209 (10), 185 (10), 118 (80), 77 (50). 3naitneno, %: C 58.87; H 4.83; N 17.21.
C16H16N4O4. BI/IanYBaHO, %: C 58.53; H 4.91; N 17.06.
1,3-InmeTni-5-(5-merui-2-okco-1-(M-roaisn)iminazoniaun-4-uaigen)nipumiauu-2,4,6-
Tpuon (4g). Buxin 59%. T.mwr. 295-296 °C. Crekrp SIMP 'H, §, m.u.: 1.40 1 (3H, Me, J 6.6
I'm), 2.32 ¢ (3H, MeAr), 3.18 ¢ (6H, 2NMe), 5.92 x8 (1H, CH, J 6.6 I'rr), 7.04-7.38 m
(4Hgpor), 11.70 ¢ (1H, NH). Mac-cnexrp, m/z (1,%): 342 (M",100), 327 (20), 284 (8), 168
(11), 132 (78), 107 (80), 77 (13), 91 (26). 3naiineno, %: C 59.37; H 5.63; N 16.21.
Cy7H;8IN4O4. Bupaxysano, %: C 59.64; H 5.30; N 16.37.
5-(1-Metui)-2-okcoiminazosaianu-4-ijgigen)-2-riokcomurinponipuminnn-4,6-gion (4h).
Buxin 60%. T.m. 218-219 °C. Cnektp SAMP 'H, 8, mu.: 3.15¢ (3H, NMe), 5.37 c (1H, CHy),
11.79 ¢ (1H, NH), 12,27 ¢ (1H, NH), 12,35 ¢ (1H, NH). 3naiineno, %: C 40.17; H 3.10; N
23.51. CgHgN4OsS. Bupaxysano, %: C 40.00; H 3.36; N 23.32.
5-(2-Oxkco-1-peniniminazonminnn-4-iinen)-2-riokcogurinponipuminnn-4,6-gion  (4i).
Buxin 67%. T.mn. 270-271 °C. Cnextp SAMP 'H, 8, m.u.: 535 ¢ (2H, CHy), 7.32- 7.56 m
(BHapon), 7.70 0 (2Hypou, J 7.6 T'1), 11.78 ¢ (1H, NH), 12.23 ¢ (1H, NH), 12.33 ¢ (1H, NH).
3nanaeno, %: C 51.53; H 3.38; N 18.26. C;3H;0N4Os3S. Bupaxysano, %: C 51.65; H 3.33; N
18.53.
5-(2-Oxkco-1-(M-Touain)iminazoniaun-4-itinen)-2-riokcoguriaponipumiann-4,6-aion
(4j). Buxig 59%. T.mn. 297-298 °C. Cnektp AMP 'H, 8, mu.: 2.39 ¢ (3H, MeAr), 5.31 ¢ (2H,
CH,), 7.13-7.47 m (4Hgpon,), 11.74 ¢ (1H, NH), 12.16 ¢ (1H, NH), 12.29 ¢ (1H, NH). 3naiine-
HO, %: C 53.23; H 3.70; N 17.66. C14H;2N4O5S. Bupaxysano, %: C 53.16; H 3.82; N 17.72.
5-(5-Metui-2-okcoiminazonignn-4-iginen)-2-riokconipuminnn-4,6-gion  (4k). Buxin
69%. T.mn. 231-232 °C. Cnextp SAMP 'H, 8, mu.: 1.41 11 (3H, Me, J 6.6 I'm), 5.10 kB (1H,
CH, J 6.6 I'n), 8.73 c (1H, NH), 11.33 ¢ (1H, NH), 12.06 ¢ (1H, NH), 12.19 ¢ (1H, NH).
Crektp SIMPC, 8, m.u.: 19.6 (Me), 56.5 (C° imid.), 91.7 (C pyrimid.), 154.9 (C* imid.),
160.7 (C=0), 163.7 (C=0), 175.2 (C=0), 177.8 (C=S). Mac-criextp, m/z (1,%): 240 (M",
100), 198 (5), 170 (5), 138 (45), 110 (30), 82 (10). 3naiineno, %: C 40.15; H 3.30; N 23.24.
CsHsN4OsS. Bupaxysano, %: C 40.00; H 3.36; N 23.32.
5-(1,5-AumeTuni-2-okcoiminazosriann-4-ijginen)-2-riokcoguriaponipumianu-4,6-1ion
(41). Buxin 70%. T.mn. 242-243 °C. Cnektp AMP H, 8, mu.: 1.38 1 (3H, Me, J 6.6 T'n), 3.15
¢ (3H, NMe), 5.90 k8 (1H, CH J 6.6 I'y), 11.79 ¢ (1H, NH), 12.27 ¢ (1H, NH), 12.25 ¢ (1H,
NH). 3naiineno, %: C 42.23; H 3.80; N 22.26. CoH;oN4O3S. Bupaxysano, %: C 42.51; H
3.96; N 22.04.
5-(5-Metua-2-okco-1-¢peninimigazonigun-4-istinen)-2-riokconipuminnn-4,6-gion (4m).
Buxin 67%. T.mn. 291-292 °C. Cnektp SAMP 1H, o, mu.: 1.37 n (3H, Me, J 6.6 I'y), 5.87 kB
(1H, CH, J 6.6 T'w), 7,33 - 7,56 M (3Hypoun.), 7.70 1 (2Hapou, J 7.6), 11.78 ¢ (1H, NH), 12.23 ¢
(1H, NH), 12.33 ¢ (1H, NH). Mac-cniektp, m/z (1,%): 316 (M, 100), 299 (11), 240 (6), 214
(12), 185 (13), 118 (21), 77 (23). 3naiineno, %: C 53.10; H 3.64; N 17.55. C;4H2N4OsS. Bu-
paxyBano, %: C 53.16; H 3.82; N 17.71.
5-(5-Metua-2-okco-1-(M-Toais)imigazosiauu-4-itiien)-2-riokconipumiaun-
4,6(1H,5H)-gion (4n). Buxin 68%. T.mw. 270-271 °C. Cuektp SIMP 'H, §, m.u.: 1.43 1 (3H,
Me, J 6.6 I'nn), 2.39 ¢ (3H, Me-Ar), 5.83 x8 (1H, CH, J 6.6 '), 7,08-7.38 M (4Hpon), 11.74 ¢
(1H, NH), 12.16 ¢ (1H, NH), 12.29 ¢ (1H, NH). 3naiineno, %: C 53.10; H 3.64; N 17.55.
C14H12N403S. BI/IanYBaHO, %: C 53.16; H 3.82; N 17.71.
6-I'inpoxkcu-1,3-rumernin-5-(1,3,5-rpumernii-2-oxco-2,3-guriapo-1H-iminazos-4-ii)-
2,3-purinponipuminnu-4(1H)-on (40). Buxig 65%. T.ma. 292-293 °C. Cnektp SAMP 1H, 0,
m.4.: 1.95 ¢ (3H, Me), 2.81 ¢ (3H, NMe), 3.07 c (3H, NMe), 3.17 ¢ (6H, 2NMe). Mac-cnektp,
m/z (1,%): 280 (M, 100), 265 (10), 208 (5), 164 (31), 151 (16), 125 (29), 82 (13), 56 (32).
3naiaeno, %: C 51.62; H 5.60; N 19.68. C;,H6N4O4. Bupaxysano, %: C 51.42; H 5.75; N
19.99.
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6-I'inpoxcu-2-riokco-5-(1,3-1umernn-2-okco-2,3-quriapo-1H-iminazos-4-ia)-2,3-
auriaponipumigun-4(1H)-oun (4p). Buxin 68%. T.mu. 275-276 °C. Cnektp SIMP 1H, 0, M.4.:
2.78 ¢ (3H, NMe), 3.08 ¢ (3H, NMe), 6.55 ¢ (1H, CH), 12.22 ¢ (2H, NH). 3naiigeno, %: C
42.47; H 3.87; N 22.35. CoH;0N4OsS. Bupaxysano, %: C 42.51; H 3.96; N 22.03.

6-I'inpokcu-2-riokco-5-(1,3,5-rpumernii-2-okco-2,3-quriapo-1H-iminazoun-4-in)-2,3-
auriaponipumigun-4(1H)-oun (4r). Buxin 70%. T.mu. 280-281 °C. Cnextp SAMP 1H, 0, M.4.:
1.99 ¢ (3H, Me), 2.74 ¢ (3H, NMe), 3.06 ¢ (3H, NMe), 12.32 ¢ (2H, NH). 3naiigeno, %: C
44.60; H 4.62; N 20.55. C;0H2N4O3S. Bupaxysano, %: C 44.77; H 4.51; N 20.88.

1,3,8,10-Terpamerni-1,3,8,10-rerpaa3acnipo[5.5]ynnek-4-€u-2,7,9,11-terpaon  (5a).
Buxin 78%. T.mm. 290-291 °C. Cnextp SAMP 'H, 5, m.u.: 2.86 ¢ (3H, NMe), 3.06 ¢ (3H,
NMe), 3.18 ¢ (6H, 2NMe), 7.50 o (1H, CH, J 8.0 I'n), 9.32 n (1H, CH, J 8.0 I'm). 3HaiineHo,
%: C 49.50; H 5.52; N 21.35. C;1H14N4O4. Bupaxysano, %: C 49.62; H 5.30; N 21.01.

BUCHOBKM

3anpornoHOBaHO HOBHM OJHOCTAIIMHHMI METOI CHHTE3y MOXITHUX S5-(2-0kco-5-R-iMimazomiguH-4-
utiieH ))mipuMiana-2,4,6-tpuony  Ta  5-(2-okco-5-R-imigazoninnH-4-imineH )-2-TiokconipuMiana-4,6-

JIOHY.

TpUKOMITIOHEHTHOIO KOHJIEHCAIlI€I0 TITIOKCAJIIo, JIMMETUJICEUOBUHU 1 N,N-

JTUMETHI0apOITypOBOI KUCIOTH CHHTE30BaHO MOXIHE TeTpaa3acmipo[S.5]yHaek-4-eHy.
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H. H. Konoc, O. U. Hukuwwun, H. B. Yeuuna, J1. J1. S3amuranno. CuHTe3 npon3BoLHbIX NMPUMUANH-2,4,6-TpuoHa
M 2-TUOKCOMMPUMUANH-4,6-4MOHa C UMMAA30NIMONHOBLIM hparMeHTOM.

TpPEexKoMNOHEHTHOW KoHAeHcauuen anudartundeckux rnvokcanen, N,N-gumetunbapbutyposoii (Trnobap-
OUTYpPOBOM) KMCMOTbI M  MOHO3AMELLEHHbIX MOYEBUH CUHTE3NPOBAHbI NUPUMUAUH-2,4,6-TPUOHBI  (2-
TMOKCOMUPUMUAWH-4,6-AMO0HbI), coaepXallime uMnaasonuanHoBui LUMKN B nonoxeHumn 5. MNokasaHo, 4To B
peakumm N,N-gumetunb6apbutypoBoi kucnotsl, ruapata rnvokcans n N,N-gumeTnnmoyeBnHbl 0b6pasyeTcs
npounssogHoe TeTpaasacnmpo[5.5]yHaek-4-eHa.

KnioueBble cnoBa: N,N-gumetunbapbutypoBas kucnota, Tmobapbutyposas KucnoTa, anudatudeckme rmmok-
canu, R-mo4eBrHbI, MMUAA30NMANH-2-0HbI, TeTpaTasocnupo[5.5]yHaek-4-eH, 0OAHOPEaKTOPHbIV CUHTES.

N. N. Kolos, D. I. Nikishin, N. V. Chechina, L. L. Zamigaylo. Synthesis of pyrimidine-2,4,6-trion and 2-thioxo-
pyrimidin-4,6-dione with imidazolidine fragment.

Pyrimidine-2,4,6-trion (2-thioxopyrimidine-4,6-dione) with imidazolidine cycle in position 5 have been syn-
thesized by the three-component condensation of aliphatic glyoxals, N,N-dimethylbarbituric (thiobarbituric)
acid and ureas. Tetraazaspiro[5.5]undec-4-ene is shown to form in the reaction of N,N-dimethylbarbituric
acid, hydrate glyoxal and N,N-dimethylurea.

Key words: N,N-dimethylbarbituric acid, thiobarbituric acid, aliphatic glyoxals, R-ureas, imidazolidine-2-ones,
tetraazaspiro[5.5]undec-4-ene, one-pot synthesis.
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