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MonyyeHbl 5-(4-xnop)- n 5-(4-meTun)deHnnsameLeHHble TreHo[2,3-d]NnpuMnanH-4-oHbl C
Pa3MMUYHLIMM 3aMeCTUTeNsIMI B NonoxeHn N° nMpUaMHOBOro KonbLa B3anMoAeicTBMEM eHaMUHOB
4-(4-xnop)- n 4-(4-meTtun)eHnnsamelleHHbIx TModeHoB ['eBanbaa ¢ NepBUYHLIMU anudaTnyeckmn-
MW 3aMeLLEeHHbIMM aMuHaMu. BbisIBNEHO HETpUBMarnbHOe NpoTekaHne peakuum KOHAEHCaLUMN ¢ aHu-

TNIVHOM B Cpefie NeAsitHON YKCYCHOWM KUCMOTbI.

Bubn.ccbinok 14.

W3 AuTepaTypHBIX A@HHBIX W3BECTHO, UYTO TUEHOIUPHUMUAWHBI, B YacT-
HOCTH, COApeprKalllie apoMaTHYeCKUe 3aMeCTUTEAH, NPOSBAIIOT pa3HooOpas-
HYI0 (PapMaKOAOTHUECKYI0 aKTHBHOCTB: aHAABeTHUECKYIO, >XKapOIOHUKAlo-
1IyI0, ITPOTUBOCYAOPOSKHYIO, TPOTUBOBOCIAAUTEABHYIO, IIPOTUBOTPUOKOBYIO,
KpoBepaszXuwkaromyoo[1,2], a"HTUMUKpPOOHYIO[3]. OHM  aKTUBU3UPYIOT
LIHC[4], narubupyroTr Cyclin D1-CDK4[5] u ABAAIOTCS aHTAarOHUCTAMHU pe-
[EeNTOPOB Kaablus [6]. McXoAd M3 BBIIIECKA3aHHOI'O CAEAOBAAO IIPEAIIOAO-
KUTb, UTO ITPOAOAKEHNE UCCAEAOBAHUM B AQHHON OOAACTHU C IeAbI0 CMHTe3a
HOBBIX IIPEACTaBHUTEeAeM apoMaTHYeCKM 3aMellleHHBIX THeHO[2,3-d]|nupumu-
AUH-4-OHOB aKTYyaABHO.

Panee HaMM OBIA OCYIIECTBAEH HOBBIM METOA ITOAYUYEHUS 3aMelleHHBIX
THeHO[2,3-d|IUpUMUANH-4-0HOB, MO3BOAJIONIUN BapbUPOBATE 3aMECTUTEAU
npu 3N [7-10]. Pe3yAbTaTel TECTUPOBAHUS PSIAA CHHTE3UPOBAHHBIX COCAMHE-
HUM B oTHolleHuHu 20S IpoTeacoM PaKOBBIX KAETOK I'PYAU YKa3bIBAIOT Ha
IepCHeKTUBHOCTb UCCAEAOBAHUN B AQHHOM oOaactm[11].
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B mpoapoaKeHMe 3TUX HCCAEAOBAHUM C IEABI0 M3y4YeHHUs BAWUSHUS Xa-
pakKTepa 3aMecTUTeAsd B (DeHHMABHOM (hparMeHTe Ha OMOAOIMYECKUE CBOUCT-
Ba TeM >Xe MeTOAOM OBLIAU CUHTEe3WPOBAHBI 5-(4-XA0p)- U (4-MeTuA)peHmA3a-
MellleHHBIe THeHO|2,3-d|nupuMupAuH-4-0HEL.

B KauecTBe MCXOAHBIX COEAMHEHUU OBIAM HCIOAB30BAHBI 4-(4-3aMellleH-
HbIe) PeHnA-3-KapOsTOKCH-2-aMmuHoTHO(eHbI[12] 1a,b, moAyueHHBIE ABYXKOM-
NOHEHTHOU peakuuen [eBaabpa, a UMEHHO, KOHAEHcanuein 3>QupoOB COOT-
BETCTBYIOIIUX MAMAECHIMAHYKCYCHBIX KHCAOT C CEPOM B CIMPTOBOU CPeAe B
IIPHUCYTCTBUM AMITUAAMMHA. B3auMoapeNCcTBUEM IIOAYUEHHBIX TUO(EHOB C AU-
MeTHAAQIIeTaAEM AUMeTUADOPMaMUAAd B KUIIAIIEM KCHUAOAE B TedeHUe 7y OBI-
AU [IOAYYEHBI HOBbIE €HaMUHEBI 2 C BBEIXOAAMH A0 75%, COAeprKalllie AEerko
YXOASILIYIO AUMETUAAMUHOTPYIIITY.

IMoAyueHHBIe cOoepMHEHUs 2a,b HaMu GBIAM BOBAEUEHBI BO B3aMMOAEMCT-
BHE C TEPBUYHBIMH aAM(PATUYECKUMU 3aMelleHHLIMU aMWHaMH, ITPUBOAS-
1lee K HOBBIM 5-(4-XA0p)- U 5-(4-MeTuA)peHMA3aMellleHHBIM THeHO([2,3-d|nu-
puMUAMH-4-0HaM 3a-S, KakK ITOKa3aHO B HUJKeIpuBepAeHHOU cxeme 1. Pas-
HOOOpa3re NMPUMEHEHHBIX aMUHOB OBIAO ITPOAMKTOBAHO 3aIIAa@HHUPOBAHHBIMU
OUOAOTMYECKUMHU UCCAEAOBAHUSIMU.
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R’ = -(CH,),N(CH;);, (3a, h). -CH,C¢H,CH; (3b, K); -CH,CeH,4F (3¢, 1); -CH,CqH4OCHS3 (3d);
-CH;CgH3(OCH;), (3e, m), (CH2),CeH4CI(P) (3 @, ); -CH,CeH5 (3]); -(CH2),CeHs (30),

<(CH,),C6H4F(p) (3p); ~(CH,),CgH4CI(0) (3r), -(CH2)2CeH4OCH;(p) (3s),
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Hauayurne BBIXOABI COeAMHEHHM 3a-S HaOAIOAAAMCH IIPU IIPOBEAEHUU
peaknum KHUISYeHHeM B 0Oe3BOAHOM KCHUAOAE IIPH MOABHOM COOTHOIIEHUHU
pearenToB 1:3. B3aumopelcTBue [-AMMETHAA@MUHOMETHAEHaMHUHOI'DYIIIIEI
COeAMHEHUM 2 C NepBUYHBIMM aMHHAMM COIIPOBOXKAAETCS BBIAEAEHHEM ra-
3000pa3HOTO0 AMMETHMAAMHUHA U BHYTPUMOAEKYASIPHOUW ITMKAM3AaIUer C OT-
1ienAeHUeM 3TaHOAQ.

ChepyeT OTMETUTDH, YTO BBIXOABI IJ€A€BBIX THUEHONUPUMHUAUHOB C p-TO-
AUABHBIM 3aMeCTUTEAEM BO BCEX CAyYagxX IPEeBBIIIAIOT BBIXOABI 4-XAopde-
HUABHBIX IPOM3BOAHBIX.
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HeoxupaHHBINM pe3yAbTAT OBIA IIOAYYEH IIPU OCYIeCTBACHUM KOHAEHCA-
O C apOMATUYECKUMU aMHWHAMMU. I/ISBeCTHO, qTo B3aHMOAeﬁCTBHe CXOXXUX
II0 CTPYKType AUMETUAAMUHOBUHHUABHBIX IIPOU3BOAHBIX C apOMaTHYeCKUMU
aMMHaMU OOBIYHO OCYIIECTBASIETCS B CPEAE ACASHOM YKCYCHOU KUCAOTHI[13].

f-AVMeTIAaMUHOMETUACHAMUHOIIPON3BOAHOE 2a OBIAO BBEAEHO B peak-
IIMI0 KOHAEHCALIMU C @HUAMHOM TakK>ke B CpeAe AeAIHOM YKCYCHOM KUCAOTEHI,
HO, BMECTO OKUAAeMOTo 3-(peHUATHEeHONIUPUMUANHOHA, B pe3yAbTaTe peak-
nuu OBIAO IIOAYYEHO MCXOAHOe coepnHeHue la (cxema 2).
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AnanoruuHoe IIpoTeKaHMe peaKInu paHee HabAIOpAaAOCh B paboTax ['pa-
HUKaA M cOTp. MIMU OBIAO YCTQHOBAEHO, UTO OOpa3oBaHUE NMHUPHUMUANHOBOTO
IIUKAQ B NHUPPOAO-, TUPUAOA3eNUHO|1l.2-c|mIupuMHANHAX B Cpepe YKCYCHOU
KHMCAOTHI COIIPOBOYKAAETCSI pacIelIAeHMeM 3a CUYeT aTaKU BBIAEASIONIEeTOCs
AVMETUAAMUHA II0 TIOAOJKEeHWIO 2 mupumuanHa [14]. HamMm mokazaHo, 4TO
NOAOOHOE paclllelIAeHUe UMeeT MeCTO U B CAydae THeHO[2,3-d]|nupuMUAuH-
4-0HOB.

TakuM oOpa3oM, B HacToslel paboTe MoKazaHa TPUMEHUMOCTh eHaMU-
HOBBIX TIPOU3BOAHBIX TUOEHOB B CUHTE3€ PA3AUUHBIX 5-(4-XA0p)- U 5-(4-me-
TUA)(peHMA3aMellleHHBIX TUeHO|2,3-d|IupuMUANH-4-0HOB ¢ aAn(aTUuIeCKUMU
3aMeCTUTEASIMU B IIOAOKEHHUU 3.

BKCHepI/IMeHTaJIbHaﬂ 4acTb

Crnextpsl SIMP cHATH Ha cnekTpoMeTpe "Varian Mercury 300 VX" (ars
'H 300.1MI'y u ars 13C 75.46 MIy B pacrBopurere AMCO-dg mpu 303K
BHYTPeHHUU cTaHpApT — TMC).

YucroTa CHUHTE3WPOBAHHBIX COEAMHEHHN KOHTPOAMPOBAAACH METOAOM
TCX wma mnaactuaax "Silufol UV-254", satoent — ameton/6eH3on (1:3),
NIPOSBA€HUE — B YABTPA(PUOAETOBOM CBeTe U IIapaMH HMOAA. TeMmepaTypsl
TIAGBAEHUS OTIpepAeAeHbl Ha mpubope “"SMP-10".
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Hcxopnble 2-aMUHOTHOMEHH! 13,0 ObIAM ITOAYUYEHBI ABYXKOMIIOHEHTHOM
peakiieti 'eBarbAa M3 MPEABAPUTEABHO KOHAEHCHUPOBAHHBIX apUAMAEHITUAH-
YKCYCHBIX 3(p1poB[12].

Monayyenne >Tua 2-(AUMETHIAMHHOMETHIEHAMHHOTHOG(EH-3-KapOOKCHIATOB
2a,b. Cmech coepmnenus: la,b (10 mmoneti) U puMeTHAAIIETAAST AUMETUADOP-
Mmamupa (1.56 ma, 12 mmonen) B 20 ma 6€3BOAHOTO KCUAOAA KUISITUAM C 00-
PaTHBIM XOAOAUABHUKOM 7 4, 3aTE€M OXAaKAAAU AO KOMHATHOW TeMIIEPaTyphl
u AOOABASIAU 5 M1 IETPOAEUHOIo 3(hupa. BrillaBiire KPUCTAAABI OTQUABTPO-
BBIBaAM, TPOMBIBAAU AUDTUAOBBIM 3(DUPOM U CYIITUAW.

(E)-9ri-4-(4-xnopdennt)-2-((TuMeTHIAMHHO)METHIeHAMHHO) THO e H-3-
kapookcuaar (2a). Beixop 93%, T.mA. 98°C. Hatiaeno, %: C 57.27; H 5.01; Cl
10.39; N 8.22; S 9.43. C;H7CIN,O,S. Brruucaeno, %: C 57.05; H 5.09; Cl
10.53; N 8.32; S 9.52. Cnexkrp SIMP !H, §, m.a., Ty: 1.10 (1, J = 7.1, 3H), 3.03
(c, 3H), 3.11 (c, 3H), 4.04 (x, J = 7.1, 2H), 6.51 (c, 1H), 7.20-7.32 (M, 4H),
7.72 (c, 1H).

(E)-9Tua-2-((nuMeTHIIaMHHO)METHIIEHAMUHO)-4-II-ToInATHOdeH-3-KapooKcH-
agat (2b). Berxoa 92%, T.ma. 75°C. Haiipeno, %: C 64.22; H 6.31; N 8.75; S
10.01. C;3H9N,O,S. Brruucaeno, %: C 64.53; H 6.34 N 8.85 S 10.13.
Cnexkrp AIMP H, §, m.a., T'y: 7.71 (¢, 1H), Z.17-7%.12 (M, 2H), 7.11-7.06 (M, 2H),
6.45 (c, 1H), 4.04 (x, J = 7.1, 2H), 3.11 (c, 3H), 3.02 (c, 3H), 2.36 (c, 3H),
1.09 (t, J = 7.1, 3H).

Mony4yenue TueHonupumuaonos 3a-s. Cmecsb 0.002 monn coepmnenus 2a,b u
0.006 mona cOOTBETCTBYIOILIEro aMuHa B 9 mr 6€3BOAHOTO KCUAOAA KUNSATHUAU
C OOpaTHBEIM XOAOAWABHUKOM 25-35 u (XOpA peakly KOHTPOAWPOBAACS IIO
BBIAGAEHUIO Ta3000pa3HOTO AMMETMAAMHMHAE, HarpeBaHUWe ITPOAOASKAAOCH AO-
TIOAHUTEABHO 2 y II0 TIpeKpallleHWHu ero BhIpereHmsd.). [Tocae oxnakpeHUs
CMeCHM AO KOMHATHOM TeMIIepaTypbl AOOABASAM O Mi AUMU3OIPOIUAOBOTO
s¢upa. BrimaBiime KPUCTaAABI OT(PUABTPOBBIBAAU, TTPOMBIBAAU AUSTHUAOBBIM
3(pUpOM U CYIIUAMN.

5-(4-Xaopdenun)-3-(2-(mumeTnIaMuH0)ITUI) THEeHO[2,3-d|nupumuauu-4(3H)-
on (3a). Berxop 24.2%, T.mmAa. 128°C. Hatipeno, %: C 57.25; H 4.89; Cl1 10.38; N
12.50; S 9.54. CgHsCIN3OS. Buruucaeno, %: C 57.56; H 4.83; CI 10.62; N
12.59; S 9.61. Cnekrp SAMP 'H, §, m.a., Iy: 8.22 (c, 1H), 7.52-7.47 (M, 2H),
7.36-7.31 (M, 2H), 7.23 (c, 1H), 4.04 (t, J = 6.1, 2H), 2.55 (1, J = 6.1, 2H),
2.25 (c, 6H).

5-(4-Xnopdennn)-3-(4-mernnden3uia)rueno[2,3-d|nupumuaun-4(3H)-on  (3b).
Brixop, 33,61%, T.mA. 121-2°C. Hampeno, %: C 65.16; H 4.04; Cl 9.51; N 7.58;
S 8.67.C9oH5CIN,OS. Brruucaeno, %: C 65.48; H 4.12; Cl 9.66; N 7.64; S
8.74 Cnekrp IMP 'H, §, m.a., Iy: 8.46 (c, 1H), 7.51-7.46 (M, 2H), 7.37-7.31 (M,
2H), 7.30-7.24 (m, 3H), 7.09 (o, J = 8.0, 2H), 5.13 (c, 2H), 2.31 (c,3H).

5-(4-Xnopdennn)-3-(4-¢propoensua)rueno[2,3-dlnupumuann-4(3H)-on  (3c).
Brixop, 45.9%, T.iA. 123-4°C. Haiipaeno, %: C 61.40; H 3.17; C1 9.43; F 5.20; N
7.43; S 8.54. C9Ho,CIFN,0OS. Brruucaeno, %: C 61.54; H 3.26; Cl 9.56; F
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5.12; N 7.55; S 8.65. Cuektp AMP !H, §, m.a.: 8.57 (c, 1H), 7.51-7.44 (M, 4H),
7.36-7.31 (M, 2H), 7.27 (c, 1H), 7.04-6.97 (M, 2H), 5.16 (c, 2H). Cuektp SAMP
13C, &: 164.57, 163.26, 159.99, 156.15, 147.33 (N=CH), 137.42, 133.53, 132.45,
132.12, 130.50, 130.18, 130.08, 126.97, 120.73, 120.04 (SCH), 114.95, 114.67%,
47.55, 28.94.
5-(4-Xnopdenn)-3-(meroxcudensun)rueno[2,3-d|mupumuann-4(3H)-on  (3d).
Beixopa, 60.9%, T.mia. 112-4°C. Hatipeno, %: C 62.41; H 3.90; Cl 9.14; N 7.25; S
8.32. CyoH;5CIN,O,S. Brraucaeno, %: C 62.74; H 3.95; C1 9.26; N 7.32; S 8.38
Cnextp AMP !'H, §, m.a.: 8.49 (¢, 1H), 7.51-7.46 (M, 2H), 7.37-7.32 (M, 4H),
7.24 (c, 1H), 6.83-6.78 (m, 2H), 5.10 (c, 2H), 3.75 (c, 3H).
5-(4-Xnopdenn)-3-(3,4-mumeroxcuden3mi)Tueno|2,3-d|nupumuaun-4(3H)-on
(3e). Beixop, 23.9%, T.mA. 127°C. Haiiaeno, %: C 60.79; H 4.11; CI 8.51; N
6.69; S 7.76.C9H7CIN,O3S. Beruucaeno, %: C 61.09; H 4.15; C1 8.59; N 6.78;
S 7.77. Crnekrp AMP H, §, m.a., I'y: 8.51 (¢, 1H), 7.52-7.46 (M, 2H), 7.37-7.32
(m, 2H), 7.25 (c, 1H), 7.02 (o, J = 2.0, 1H), 6.94 (an, J = 8.2, 2.0, 1H), 6.78
(a J = 8.2, 1H), 5.08 (c, 2H), 3.79 (c, 3H), 3.76 (c, 3H).
3-(ben3o[d][1,3]auokco-5-uamerui)-5-(4-xaoppenus) Tueno[2,3-dnupumu-
aun-4(3H)-ou (3f). Beixop, 43.0%, T.mA 158-60°C. Hatipeno, %: C 60.32; H 3.34;
Cl 8.82; N 7.01; S 8.00. CyoH3CIN,O3S. Breruucaeno, %: C 60.53; H 3.30; Cl
8.93; N 7.06; S 8.08. Cuekrp SIMP H, §, m.a., Ty: 8.51 (¢, 1H), 7.52-7.46 (M,
2H), 7.37-7.31 (M, 2H), 7.26 (c, 1H), 6.96 (o, J = 1.6, 1H), 6.92 (an, J = 7.9,
1.6, 1H), 6.72 (A, J = 7.9, 1H), 5.93 (c, 2H), 5.07 (c, 2H). Cuekrp SIMP 13C, &:
164.50, 156.13, 147.28, 147.18, 146.73 (N=CH), 137.42, 133.56, 132.41,
130.49, 129.81, 126.95, 121.71, 120.63, 119.99 (SCH); 108.64, 107.59, 100.39,
47.93.
3-(2--XnopgendTui)-5-(4-xnoppenuni)rueno[2,3-d|mupumuaun-4(3H)-on (39).
Brixop, 43.4%, T.mA. 118-20°C. Hatipeno, %: C 59.46; H 3.43; Cl 17.55; N 6.90;
S 8.02. CyoH4Cl,N5OS. Brruucaeno, %: C 59.86; H 3.52; Cl 17.67; N 6.98; S
7.99. Cnexkrp SIMP 'H, §, m.a., Iy: 8.02 (c, 1H), 7.52-7.46 (M, 2H), 7.38-7.32
(m, 3H), 72.29 (c, 1H), 7.27-7.16 (M, 3H), 4.22 (t, J = 7.2, 2H), 3.16 (1, J =
7.2, 2H). Cmektp IMP 13C, §: 164.54, 156.13, 146.95 (N=CH), 137.31, 134.92,
133.54, 133.41, 132.42, 130.84, 130.47, 128.90, 127.85, 126.97, 126.59, 120.67,
119.85 (SCH); 45.37, 32.25.
3-(2-(InmeTniaMuH0)ITUA)-5-11-TOMATHEHO[2,3-d|[nupumuun-4(3H)-on (3h).
Brixop, 28.0 %, T.mAa. 135°C. Hawmpeno, %: C 64.87, H 6.05; N 13.32; S 10.11.
C17HgN30S. Brruucaeno, %: C 65.15; H 6.11; N 13.41; S 10.23. Cuektp AMP
H, 8, m.A., Ty: 8.20 (c, 1H), 7.40-7.35 (M, 2H), 7.17-7.11 (v, 3H), 4.03 (1, J =
6.1, 2H), 2.55 (1, J = 6.1, 2H), 2.40 (c, 3H), 2.25 (c, 6H).
3-((1-3rnanuppoauaun-2-wi)MeTua)-5-n-roauarueno|2,3-d| nupumuaun-
4(3H)-om (3i). Beixop, 33.8%, T.mA. 117-8°C. Haiipeno, %: C 67.62; H 6.51; N
11.92; S 9.01.CyoH,3N30S. Breruucaeno, %: C 67.96; H 6.56; N 11.89; S 9.07.
Cnektp AMP !H, §, m.a., Iy : 8.20 (c, 1H), 7.39-72.33 (M, 2H), 7.16-7.10 (m,
3H), 3.97 (aa, J = 13.1, 5.5, 1H), 3.82 (an, J = 13.1, 5.7, 1H), 3.16-3.08 (M,
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1H), 2.92-2.84 (M, 1H), 2.69 (ak, J = 12.1, 7.3, 1H), 2.40 (c, 3H), 2.37-2.17 (M,
2H), 1.85-1.75 (M, 1H), 1.74-1.64 (M, 2H), 1.62-1.53 (M, 1H), 1.03 (1, J = 7.2,
3H).

3-ben3wi-5-n-roauarueno|2,3-dlmupumumnn-4(3H)-on  (3j). Breixop 85.3%,
T.A. 161-2°C. Hatipeno, %: C 72.00; H 4.77; N 8.35; S 9.57. C9oH5N,0S.
Beruncaeno, %: C 72.26; H 4.85; N 8.43; S 9.65. Cuekrp AMP H, §, m.a.: 8.48
(c, 1H), 7.40-7.34 (M, 4H), 7.33-7.22 (M, 3H), 7.16 (c, 1H), 7.13 (c, 2H), 5.18 (c,
2H), 2.40 (c, 3H). Cmektp SAMP 13C, & 164.39, 156.12, 147.17(N=CH),
138.92, 136.26, 135.91, 132.19, 128.88, 128.00, 127.72, 127.52 (C-2,2",3,3' CgHy4
u Ph), 127.15(Cparq Ph), 120.22, 119.63(SCH), 48.11(CH,), 20.64(CHy).

3-(4-Metninoensui)-5-n-rommirrneno|2,3-d]mapumuann-4(3H)-on (3k). Brixop,
79.2%, T.mA. 174°C. Hamipeno, %: C 72.51; H 527 N 8.03; S 9.32.
C,1HgN,OS. Boruucaeno, %: C 72.80; H 5.24; N 8.09; S 9.26. Cnektp AMP
IH, §, m.a.: 8.44 (c, 1H), 7.39-7.34 (M, 2H), 7.29-7.24 (M, 2H), 7.15 (c, 1H),
717712 (m, 2H), 7.11-7.06 (M, 2H), 5.12 (c, 2H), 2.40 (c, 3H), 2.31 ¢, 3H).
Cnektp AMP 13C, &: 164.35, 156.08, 147.08(N=CH), 138.91, 136.47, 135.88,
133.25, 132.21, 128.88, 128.64, 127.75, 127.52, 120.20, 119.60, 119.58 (SCH);
47.88, 20.64, 20.51 (CHs).

3-(4-®Topoen3un)-5-n-roaunarueno[2,3-dlmupumumaun-4(3H)-on  (3). Brixop
81.1%, T.mA. 155°C. Hatipeno, %: C 68.23; H 4.26; F 5.39; N 7.90; S 9.09.
CyoH5FN,OS. Brrumcaeno, %: C 68.55; H 4.31; F 5.42; N 7.99; S 9.15.
Cmexkrp SIMP !'H, §, m.a.: 8.53 (¢, 1H), 7.50-7.43 (M, 2H), 7.38-7.33 (M, 2H),
7.15 (¢, 1H), 7.15-7.12 (M, 2H), 7.05-6.96 (M, 2H), 5.15 (c, 2H), 2.40 (c, 3H).
Cnektp SAMP 13C, §: 164.41, 163.22, 159.96, 156.12, 147.11(N=CH), 138.91,
135.91, 132.27, 132.23, 132.18, 130.11, 130.01, 128.87, 127.53, 120.22, 119.69
(SCH), 119.66, 114.93, 114.65, 47.48, 20.64 (CHj).

3-(3,4-Aumetoxcnden3mn)-5-n-roannrueno|2,3-dlmupumuaun-4(3H)-on  (3m).
Brixop, 38.4%, T.ma. 117-9°C. Hatipeno, %: C 66.97; H 5.10; N 7.11; S 8.08.
CyoHyoN,O3S. Brruucaeno, %: C 67.33; H 5.14; N 7.14; S 8.17. Cnekrp AMP
H, §, m.A., Ty: 8.48 (c, 1H), 7.39-7.35 (m, 2H), 7.17-7Z.12 (M, 2H), 7.15 (¢, 1H),
7.02 (o, J = 2.0, 1H), 6.93 (pn, J = 8.2, 2.0, 1H), 6.78 (p, J = 8.3, 1H), 5.08
(c, 2H), 3.79 (c, 3H), 3.76 (c, 3H), 2.40 (c, 3H). Cunekrp AMP 13C, §: 20.7
(CHj); 47.9, 55.1, 111.6, 112.3, 119.6 (SCH), 120.2, 120.6, 127.5, 128.8, 128.8,
132.3, 135.9, 138.9, 147.1 (N=CH), 148.6, 156.2, 164.4.

3-(ben3o[d][1,3]auokcoi-5-uameruni)-5-n-rommiarueno|2,3-d|nupumuuH-
4(3H)-ou (3n). Beixop, 80.3%, T.ma. 193°C. Hatipeno, %: C 66.68; H 4.21; N
7.36; S 8.44. Co9H5N,O3S. Brruucaeno, %: C 67.00; H 4.28; N 7.44; S 8.52.
Cnextp SIMP H, §, m.a., Ty: 8.47 (c, 1H), 7.39-7.34 (M, 2H), %15 (c, 1H),
7.18-7.09 (M, 2H), 6.95 (o, J = 1.6, 1H), 6.91 (ap, J = 7.9, 1.7, 1H), 6.72 (a, J
= 7.9, 1H), 593 (c, 2H), 5.06 (c, 2H), 2.40 (c, 3H). Cnektp AMP 13C, &:
164.36, 156.11, 147.18, 147.07 (N=CH), 146.70, 138.91, 135.90, 132.22,
129.94, 128.88, 127.53, 121.65, 120.20, 119.59 (SCH); 108.62, 107.59, 100.39,
47.89, 20.64 (CHj).
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3-®emdTHA-5-n-TomMTHEHO|2,3-d]mupumuann-4(3H)-on (30). Brixop 59.2%,
T.a 119°C. Hatipeno, %: C 72.43; H 5.27; N 8.02; S 9.17. C91HgN,OS. Br-
ynicaeHo, %: C 72.80; H 5.24; N 8.09; S 9.26. Cnextp IMP !H, §, m.a.: 8.09 (c,
1H), 7.43-7.35 (M, 2H), 7.27-7.13 (m, 7H), 7.16 (c, 1H), 4.22-4.13 (M, 2H), 3.03-
2.96 (M, 2H), 2.41 (¢, 3H). Cnektp AMP 13C, §: 164.47, 156.10, 147.03
(N=CH), 138.82, 137.33, 135.89, 132.26, 128.90, 128.42, 127.94, 127.53,
126.00, 119.47 (SCH), 47.19, 34.63, 20.68 (CHg).

3-(4-®TopdensaTuin)-5-n-rommnrueno[2,3-djnupumunnn-4(3H)-on (3p). Brixop,
58.3%, T.mA. 168-70°C. Hatipeno, %: C 68.89; H 4.65; F 5.17; N 7.63; S 8.70.
C91H7FN,OS. Brrumcaeno, %: C 69.21; H 4.70; F 5.21; N 7.69; S 8.80.
Cnektp AMP 'H, 8, m.a., Ty: 8.14 (c, 1H), 7.41-7.35 (m, 2H), 7.29-7.21 (M, 2H),
7.15 (1, J = 4.0, 3H), 7.03-6.93 (M, 2H), 4.20-4.12 (M, 2H), 2.99 (pa, J = 8.3,
6.7, 2H), 2.41 (c, 3H).

3-(4-XnopdendyTra)-5-n-roauarueno|2,3-d|nupumuaun-4(3H)-on (3q). Brrxop,
59.5%, t.mA. 141°C. Harmipeno, %: C 65.86; H 4.45; Cl 9.24; N 7.28; S 8.36.
C91H7CIN,OS. Breruucaeno, %: C 66.22; H 4.50; Cl 9.31; N 7.35; S 8.42.
Crnexktp SIMP H, §, m.a., Ty: 7.99 (c, 1H), 7.40-7.35 (M, 3H), 7.29-7.19 (M, 3H),
7.17 (c, 1H), 7.13 (o, J = 4.9, 2H), 4.21 (ap, J = 7.9, 6.6, 2H), 3.16 (an, J =
7.8, 6.7, 2H), 2.41 (c, 3H). Cmektp AMP 13C, & 164.38, 156.09,
146.71(N=CH), 138.80, 135.89, 133.38, 132.19, 130.83 (CH), 128.84(CH),
127.83(CH), 127.54, 126.59, 120.05 (C-2,2'3,3", CgHy), 119.61(SCH),
45.33(NCH,), 32.27(CH,), 20.66(CHj3);.

3-(2-XnopdendyTrn)-5-n-roauarueno|2,3-dlnupumuaun-4(3H)-oun (3r). Brixop,
24.5 %, T.nA. 162-4°C. Hatipeno, %: C 65.92; H 4.44; Cl 9.27; N 7.30; S 8.31.
C91H7CIN,OS. Breruucaeno, %: C 66.22; H 4.50; Cl 9.31; N 7.35; S 8.42.
Cnektp AMP H, §, m.a., Ty: 8.17 (¢, 1H), 7.40-7.35 (M, 2H), 7.25 (A, J = 1.5,
2H), 7.28-7.22 (M, 2H), 7.16 (c, 1H), 7.18-7.13 (M, 2H), 4.16 (an, J = 8.3, 6.7,
2H), 2.99 (an, J = 8.3, 6.8, 2H), 2.41 (c, 3H). Cmnekrp AMP 13C, §: 164.5,
156.1, 147.1 (N=CH), 138.8, 136.1, 135.9, 132.2, 131.5, 130.1, 128.9, 128.0,
127.5, 120.1, 119.5 (SCH); 46.9, 33.9, 20.7

3-(4-MetokcudeHdITHA)-5-n-ToauaTHeno|2,3-d|mupumuaun-4(3H)-on (39).
Brixop 60.5%, T.mA. 139°C. Hawmpeno, %: C 79.82; H 5.26; N 7.45; S 8.43.
CooH9oN2O,S. Brrumcaeno, %: C 70.19; H 5.35; N 7.44; S 8.52. CnekTtp SAMP
H, §, m.A., Ty: 8.07 (c, 1H), 7.42-7.37 (M, 2H), 7.18-7.13 (M, 2H), 7.15 (c, 1H),
7.13-7.10 (M, 2H), 6.82-6.76 (M, 2H), 4.13 (ppa, J = 8.2, 6.6, 2H), 3.76 (c, 3H),
2.93 (ap, J = 8.4, 6.4, 2H), 2.41 (c, 3H). Cnektp AMP 13C, §: 157.78, 156.10,
147.03 (N=CH), 138.82, 135.90, 132.27, 129.34, 129.10, 128.90, 127.54,
120.09, 119.46 (SCH); 113.44, 54.37, 47.40, 33.76, 20.68 (CHj).

Konaencanusi enamuna 2a ¢ anuiannoM. Cmecwd 0.672 2 (2 mmona) coepune-
Husa 2a u 0.19 wmn (2 mmons) aHUAMHA B 9 M A€ASTHOM YKCYCHOM KUCAOTHI KU-
OATUAU C OOPaTHBIM XOAOAUABHUKOM 25 vy, ITocae OXAa’KA€HUSI CMeCU A0
KOMHATHOM TeMIIepaTypbl AOOABUAU O M1 AMU3ONPONUAOBOrO 3chupa. Brinas-
1xe KPUCTAAABl OT(PUABTPOBAAM, IPOMBIAM AMSTUAOBBEIM 3(UPOM U CYIIHUAU.
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Breixop, 46%, T.A. 104-6°C, T. penpeccuu ¢ coepuHeHueM la 104-5°C. UK-
cuektp (KBr), emt: 3109 (NH), 2890 (CH), 1660 (COOEr).

WccaepoBaHMe BBITIOAHEHO mpu huHaHCcoBOM nopaepkke TKH MOH PA
B paMKax Hay4Horo npoekra NeSCS 13-1D 330.

5-(4-LLN)- U 5-(4-UGER-PL)DELPLSELUUULILUT B-PELN[2,3-d]
MbhLhUPYPL-4-0LLELD USUSAFUL

U W SAINULLhUSUTYL, L. W ULPUSUGEU3UL L G- U. UGLPL3UL

b4 Pynp)- Lo A-(A-dbfdpy) Dltspymboguslppfus. Mfusgrly Plonpbiiobply Spduts fpus
ufitefPlugsfund Bloud b, ooyl wan g wgpbunnply wbgunlugfad wdpihbpl
Sl wonaufunglimedd 55 5-(d-pynp)- b (d-ibfapy) Glbppmbuslpupfuss [Fpin]2,3-a]ufppdp-
fils-d-mlitibp pusgdunnbudy SN-wbyquilpuypghibpny : by § wbifyfbif Shn wunguypl po-
w3 i Qusfsypmed sy bbbl by gy s Sousfuisinbs s phfBungpp

SYNTHESIS OF 5-(4-CHLORO)- AND 5-(4-METHYL)PHENYL
SUBSTITUTED THIENOI[2,3-d]PYRIMIDIN-4-ONES

A. A. HOVHANNISYAN*, L. A. ARISTAKESYAN and G. S. MELIKYAN

Yerevan State University
1, A. Manoukyan Str. Yerevan, 0025, Armenia
E-mail: annahovh@gmail.com

5-(4-Chloro)- and 5-(4-methyl)phenyl substituted thieno[2,3-d]pyrimidin-4-ones
with various substituents in position N° of the pyridine ring were obtained by interaction
of the synthesized enamines of 4-(4-chloro)- and 4-(4-methyl)phenyl substituted
Gewald’s thiophenes with primary aliphatic substituted amines. Unusual flow of the
condensation reaction with aniline in glacial acetic acid medium was detected.
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