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HOBBIN ITOJIXO/1 K CUHTE3Y 3-N-3AMEIEHHbBIX TUEHOITUPUMMUIMH-
-4-OHOB HA BA3E 59®1NPOB AMHWHOTUO®EHKAPBOHOBBIX KUCJIOT

Pazpabotan mpocToil W AOCTYymHBIH CmOCOO mMmoiy4deHus TtueHo|2,3-d]- u
TueHo(3,2-d]-mupuMuInH-4-0HOB C pa3IMYHBIMU 3aMECTUTEISIMUA y aToMa a3ora
(N 3), ocHOBaHHBIH Ha HCIONB30BAHHU CHHTETHYECKHX BO3MOXKHOCTEH HOBBIX
JTMETHIaMIHOMETHIEHAMIHO POU3BOAHBIX d(QUPOB a- Win f-THodeHKapOoHO-
BBIX KHCJIOT, NTOJyYCHHBIX B3anMOJACHCTBHEM d()DUPOB aMHHOTHO(EHKapOOHOBBIX
KUCJIOT ¢ JUMeTHnaneraneM aumerwidopmamuza. [ukinokonaeHcanueit ¢ nep-
BUYHBIMH alu(aTUYECKUMH M alU(ATUYECKMMH 3aMELICHHBIMH aMHHAMU
noJty4eHbl N-3aMeleHHbIe THEHOITUPUMUIUH-4-0HbI C XOPOLINMH BBIXOJAMH.

buonoruueckue, OakTepUIUAHBIE U MEIUIMHCKUE CBONCTBA, MPOSIBIISEMBIC
PSAAOM KOHAECHCHUPOBAaHHBIX THO()EHOB, CTUMYJIHPYIOT OOIIUPHBIE UCCIEOBAHUS B
aTol obmactu [1]. HexoTopele apoMaTiHdeckre MpON3BOIHBIE KOHASHCHPOBAHHBIX
THO()EHOB, B YACTHOCTH THEHOIUPUAMHOB, TAKUE KAaK TUKIONUIUH U €r0 IPOU3-
BOJHBIC — THHONUAWH U KIIOMUAOTPEN — HUCIONB3YIOTCS ¢ 1998 r. B Mmenunune B
Ka4yecTBE TPOMOOIMTHUYECKUX NpenaparoB AJs NPEIyNpeKACHUS € JIeUCHHS

uMH(papKTa MUOKapa 1 3a00J1€BaHMM, CBSI3aHHBIX C aTEPOCKIEPO30M.
ITo MHEHHIO HEKOTOPBIX aBTOPOB [2], BBE-

Cl
JACHUEC BTOPOro aroMa a3oTa (T.e. CO3aaHHuEC TUC-
N | | HOIMMPUMHUIUHOBOI'O um(na) 1 HaJIM4YUC CBA3AH-
s HOro ¢ HUM HMHOIo IuKJa CHOCOGCTBYIOT IposiB-

JIeHUI0 6oiee BBIPAKEHHBIX TPOMOOIUTHUECKUX
Tuxnonuaus 0 CBOMCTB. DEHUNNPOU3BOAHBIE 5,6-IUMETHIITHE-
HO[2,3-d JmupumMunH-4-0HOB TIPEIJIOKEHEI B Ka-
YeCTBE HECTEPOUIHBIX POTUBOBOCIIATTUTENBHBIX
U SKapoIOHWKAIOIMX NpenapaTtoB [3]; rerepo-
LUKJINYECKUEe MPOU3BOIHBIC 00Jaqar0T aHTUIIHU-
pETUYECKOM, MPOTUBOTUIEPTEH3UBHOM, MPOTHU-
BOSI3BEHHOW W JAp. aKTUBHOCTSIMH, SIBJIIIOTCSI MHTMOMTOpaMH KaJHEBBIX KaHaJloB
[4-10]. CnenyeT OTMETUTH, YTO MUPUMHUAUHOBBINA HUKJ NPUCYTCTBYET B CTPYKTYpax
MHOTHX IIPENapaToB, IIPUMEHIEMBIX, B YaCTHOCTH, IIPU JICUEHUH PAKOBBIX 3a00-
JIEBaHUM, B BETEPUHAPHON IPAKTUKE U B arpOXUMHH. BBINIECKAa3aHHOE NIO3BOJISIET
MPEANOIO0KUTH aKTyaIbHOCTh HOBOT'O IIOJX0/a K CHHTE3Y TUEHOITUPUMUINHOB.

Tunonmuaua
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Panee mamm Obut1 monydeH mareHT PA [11] ma meron momydeHus psna
MPOU3BOAHBIX 3-aJKWI-5,6-TUMETHI-4-0KCOTUEHO[2,3-d [IMpUMHIUHOB, OCHOBaH-
HBI Ha WCIMOJF30BAHUM CHHTETHYECKUX BO3MOXKHOCTEH 3THIIOBOTO 3upa 2-mu-
METHIAMHHOMETHIICHAMUHO-4,5-TUMETHITHO(heH-3-KapOOHOBOW KHCIIOTBI, OTIIH-
YAIOUIUIICS OTCYTCTBHEM 3aMECTHUTENSI B TOJOXEHUU 2 IENEeBOro MNpPOAyKTa U
IIUPOKON BO3MOXKHOCTBIO BBEJICHISI 3aMECTUTEIIS y aTOMa a30Ta B MOJIOKEHUH 3.

bazoBeiME 00BEeKTaMHM HAcCTOSIICH pabOTHI OBLIM BHIOPAHBI CHHTE3WPOBAH-
Hble MeromoM ['eBanbaa [12] aTuioBbiil 3¢up 2-amMuHO-4,5-TUMETHITHODEH-3-
-KapOOHOBOM KHCIIOTHl U OUITHIIOBBIN 3dup S-amuHoTHODEH-2,4-TUKapOOHOBOM
KHACJIOTBI, & TaKXK€ METHJIOBBIH 3pHp 3-aMUHOTHO(EH-2-KapOOHOBOW KHCIOTEHI.
Kunsuenue Ha3BaHHBIX aMUHOTHO(EHOB B cpeae O0e3BoaHOoro keunona ¢ 10%-bim
MOJIBHBIM H30BITKOM aAnMeTwianeTans aumerwipopmamuna (JIMDPA/IMA) B
TeueHne 4-5 y ¢ BeIxomamu 10 98,7 % mpuBeno K 00pa3OBaHHIO HCKOMBIX
kpuctaumdecknx uHTepMenuatoB [-III (cM. cxemsl 1-3), comepkamux JETKO-
YXOJAUIYI0 JUMETWIaMHHHYIO rpynimy. [lonbeitkun nonyuenus I-III B3anmopeiict-
BHEM aMHUHOTHO(DEHOB C AMMETWI(POPMAMHUIOM B YCIOBUSAX KUIISTYCHUS U B IPH-
CYyTCTBUM KAaTaJIUTHYECKUX KOJIHMYECTB MUPHIWHA WIH THIPOKCHIA HATpUsS He
yBEHYAJIAaCh yCIIEXOM.
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CxemMma 1.

[IpousBognpie [-I1II BBOgMIM BO B3amMojaeWCTBHE C anu(aTHIECKUMH
MEePBUYHBIMA aMHUHAMH, B TOM YHCIIC U C apOMATHYECCKUMH WU T€TEPOIMKINYIEC-
KUMH 3aMecTUTESIMU. ONTUMANIBHBIM SBUJIOCH KUIIAYEHUE C 3-KPATHBIM MOJIBHBIM
M30BITKOM amuiHa B TedeHne 25-30 u B cpeme aOCONMIOTHOTO Kcwiona. TedeHue
peaknuu KOHTPOJIUPOBAJIOCH II0 BBIICICHHIO Ta3000pa3HOTO TUMETHIIAMIHA.
Brixon neneBsix npoaykToB coctaisit 40—77%.

B peakiuu ¢ aMuHaMu B JaHHBIX YCIOBHSIX CIIOXHOX(HUpPHAs TPyIIa B
[-T1on0XeHnN THO()EHOBOTO ITWKIIA WHAKTHBHA, U MEXAaHW3M PEaKIIUH TPEICTaB-
JIeTCs KaK B3aMMOJIEMCTBUE aMUHA C IUMETHUIAMUHOMETWIEHAMUHOBOM TPYIION
C BBIJICJICHUEM Ta3000pa3HOr0 JUMETHIAMHHA W MOCISAYIONICH BHYTPUMOJIE-
KYJISIPHOU HUKJIM3alUeN ¢ BBIACIIEHUEM ATaHOJIA.

31



HuTepecHO B3aMMOACHCTBHE ¢ aMUHOM JAMATHIIOBOTO 3dupa S5-(2-qumeTni-
aMUHOMETHIICH-aMHHO )-3-MeTHITHO(EH-2,4-TnKkapOoHOoBO# kucaoThI (11):

V, a—b

R= \/@ (a), \/g\> 0)., O (0) A Non(d).

Cxema 2.

Hannmume B a-monoxeHWH THO(EHOBOTO KOJBIIA BTOPOH CIOKHOI(PUPHOMH
TPYIIIBI TO3BOJIMIIO MIPEIIOI0KUTH B3aUMOICHCTBUE C aMHMHOM 10 000OMM HaImpas-
JICHUSIM C TIONyYeHHeM Jr3aMenieHHoro mpoaykra (V, ¢ u d), 4To u HaOMoaanoch
B CiIy4ae TpUMEHEHHUs MOjbHOro m30bITKa (1:4) ammHa. OgHAKO TIPU COOTHOIIIE-
HUU peareHTOB 1:3 OBLT BBIIEICH TONBKO MPOAYKT IMKJIM3AIUU, COICPKAITUi
CIoXHOApUpHYIO Tpymy (V, a u b), a npu cootHomeHun 1:1,5 CKOpOCTh peakiuu
ObLTa HECYIIECTBEHHOW. YBEIWYCHNE BPEeMEHH IpoBeaeHus peakiuu (¢ 15 y mo
31 4) MONOXKUTENHHO BIMAJIO HA BBIXOJ KOHEYHOTO TIPOIYKTa.
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CxemMma 3.

IIpuHIMNNANBHBIX Pa3IMYUil B CKOPOCTSIX PEAKLUUH M BBIXOJAX KOHEUHBIX
IOPOLYKTOB MEXIY B3aMMOJEHCTBUSAMH Ha 0aze 2-aMHHO-3-3TOKCHKapOOHWI H
3-aMUHO-2-3TOKCHKapOOHWI THO(DEHOB HE HAOIIOJAIIOCh.

ITposiBieHre OMOJOrMYECKOH AKTUBHOCTH XHMHUYECKHX COEIUHEHHUII BO
MHOTOM 3aBHCHUT OT UX (DPU3UKO-XMMHYECKUX MapaMeTpoB. Hamuuue B cTpyKType
annpaTUYeCcKOl TUAPOKCHIIBHONW TPYIIBl MOXKET IOJOXUTENBHO OTPa3HUThCS, B
YaCTHOCTH, Ha THMAPOGMIBHOCTH, [UI1 Y€ro HaMy OBLIM OCYLIECTBJIEHBI LIUKJIO-
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KOHJICHCAIIUH C STaHOJAMHHOM W IPOMAHOJIAMHHOM, MPUBEALINE K IONyYSHHIO
UCKOMBIX MPou3BoAHbBIX V, ¢, d u VI, b (cM. cxemsl 2, 3).

N-Hezamemniennoe mpousBogHoe VI, ¢ OBUIO MONMYYEHO 3K30TECPMHYCCKIM
B3anmoericteueM Il ¢ 24%-piM W30BITKOM BOJHOTO aMMHaka NP KOMHATHOM
TeMIepaType C TMOCIEAYIOMUM KHUIITYEHHEM TOJYyYEeHHOTO KPHUCTAILTHYECKOTO
MPOAYKTa B KCHIIOJIC JIJIsl 3aBEPIICHHUS MPOIIecca IUKIIN3aIlUY.

DKkenepuMenTanbHas YacTb. Crextpsl SIMP 'H cHuMammch Ha CreKTpo-
metpe Varian Mercury—300 B pactBope IMCO-d¢ ¢ BHEITHUM CTaHIAPTOM TETpa-
metmicunanoM mpu 303 K. Touku miaBineHus onpeaesuiuck Ha npubdope Kofler.
Yuctota coenmMHEHUH KOHTpoJupoBanack MerogoM TCX B cucreMe rekcaH—a¢pup
(1,5:1) ma mmactunax Silufol-254 ¢ nmposinennem Y @-nyyamu 1 mapaMu ioza.

Omunosulii 3¢pup 2-(2-0uMemuraMuHOMEMUICHAMURO)-4, S-Oumemunmuoghen-
-3-kapbornosoii kuciomul (1), ousmunosviti 3gup 5-(2-OumemunamunoMemuLeH-
amuno)-3-memunmuogen-2,4-oukapbonosoii kuciomwl (Il), memunosorii 3¢pup 3-
-(2-0oumemunamunomemuienamuro)muogpen-2-kapbonosou xuciomst (Il). Cmech
0,04 monv >dpupa amuHoTHOPeHKApOOHOBOW KHCIOTHI U 0,044 monw (6,16 )
IAM®A/JIMA B 48 mn 0O€3BOJHOIO KCHIIONA KHISTUIM B TeueHHe 4-5 u ¢
00paTHBIM XOJIOMWIBHUKOM. OXJIaXKJaIH 0 KOMHATHOW TEMIEPaTyphbl, J00aBIISLITH
20 mn muuzonponuiaoBoro 3¢upa. OceBine KPUCTAIUTBI OTQUIBTPOBHIBAIH, MPO-
MBIBAJIU JTUU3ONPOIUIOBEIM 3(UPOM, BhICYIIUBATH. DUIMKO-XMMUYECKUE JaHHBIC
u I[IMP-cnextpsr coenurennii I-111 nmpuBeneHs! B Tabm. 1.

Tabauya 1

Ne | Bexox, % | Ty, °C SIMP 'H (300 MI'y, DMSO-dg) 6, M.1.
| 8175 g4 |1:30T GH.J=7.1 Iy; CH:CH,); 2,10 ¢ (3H, CH3AN); 2.21 ¢ (3H, CH;Ar); 3,00 ¢

’ (3H, NCH3); 3,06 ¢ (3H, NCH,); 4,15 x (2H, J=7,1 I'y; CH,0); 7,51 ¢ (1H, =CH)
" 08.71 gg  |1:41T(6H,J=7.1 I'y; CHiCH,); 2,54 ¢ (3H, CH3A); 3,00 ¢ (3H, NCH;); 3,07 ¢

’ (3H, NCH3); 4,31-4,38 k (4H, J=7,1 I'y; CH,0); 7,52 ¢ (1H, =CH)
- $0.40 o4 |90 ¢ (3H,NCH;); 3,01 ¢ (3H, NCH;); 3,87 ¢ (3H, OCH,); 7.24 1 (J=5.2 I'y; 1H,

’ =CH); 7,48 ¢ (1H, =CH); 7,79 n_(J=5,2 I'y; 1H, =CH)

3-Aaxun-3,6-oumemun-3H-mueno[2,3-d]nupumuoun-4-on (IV, a—i), smuno-
vt aup 3-ankun-4-oxco-3,4-oucudpomuernof2, 3-dnupumudun-6-xkapbonosou Kuc-
aomoet (V, a—d) u 3-arkun-3H-muenof3,2-d]nupumuoun-4-on(VIl, a u b). Cmecob
0,002 monw coemunenus I, II wim III u 0,006 mone amuna B 9 mn 0e3BOLHOTO
KCHJIOJIa KHUIISATHIN C OOpaTHBIM XOJNOAMIBHUKOM 25-35 u (3 u mocie mpekpa-
IIeHUS BBUICTICHUS auMeTHiaamMuHa). OXTaXAamud 10 KOMHATHOW TeMIepaTyphl,
JO0aBISLTN 5 M TUU30NPOIHIOBOrO ddupa. OceBlIne KPUCTALIBI OT(QUIBTPOBBI-
BaJIH, TPOMBIBAJIU 3(PUPOM, BHICYIIUBAIIH.

B ciyuae coenunaenus [V KCHION yaamsuid Ha BOASHON OaHe MPH IMOHWKCH-
HOM JaBJICHWH, BEIECTBO NMPOMBIBAIH TUH3OMPOIUIOBEIM 3(hHUPOM U TEepPEeKpuUc-
TaJUIM30BBIBAIIU U3 dTaHONa. Du3nko-xumuueckue nanneie u [IMP-cniekTpbl momy-
YEHHBIX COCTMHEHU TPUBEACHBI B TA0II. 2.

3H-Tueno[3,2-d]nupumuoun-4-on (VI c¢). K 0,002 moas coemunenus I B
ycnoBusx nepemernuBanus godasmsu 2,1 wn (0,015 moaw) 24% ammunaka u ocTas-
JISUTA TIPM KOMHaTHOW Temmeparype Ha 12 . [locie ynaneHus amMmmuaka Ipu TMOHH-
JKCHHOM JIaBJICHMHM W HAarpeBaHUM Ha BOJSHON OaHe M00aBIUIM 5 M KCWIIONA U
KunsaTAny 5 4. OceBIme KPpUCTaINThI OT(HUITBTPOBBIBAIH, TIPOMBIBAIIN CITUPTOM, BBICY-
mmBany. Ou3nko-xummdeckre nanapie U [IMP-criekTper prBeieHsI B Ta0MI. 2.
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Tabauya 2

Brxox, %

T, °C

SAMP 'H (300 My, DMSO-de) 6, M.z

IV, a

34,00

134

2,38 ¢ (3H, CHs); 2,44 ¢ (3H, CHs); 5,16 ¢ (2H, CH,);
7,21-7,40 m (SH, CoHs); 8,29 ¢ (1H, N=CHN)

IV, b

o8

66,67

176

2,38 ¢ (3H, CHs); 2,44 ¢ (3H, CHs); 3,76 ¢ (3H, OCHs); 5,07 ¢
(QH, CH); 6,81 M (2H, CelL); 7,34 m (2H, CeHa); 8,27 ¢
(1H, N=CHN)

IV, c

]

59,82

169

2,38 ¢ (3H, CHy); 2,43 ¢ (3H, CHy); 5,13 ¢ (2H, CH,); 7,29 m
(2H, CeH.); 7,42 M (2H, C4H,); 8,35 ¢ (1H, N=CHN)

544

100

2,38 ¢ (3H, CHa); 2,43 ¢ (3H, CHa); 5,16 ¢ (2H, CH,); 6,33 11
J=3,2; 1,9 I'y; 1H, H@#)dyp.); 6,41 n (J=3,2 [1; IH,
HQ3)dyp.); 7,42 n (J=1,9 I'y; 1H, H(S)dyp.); 8,20 ¢ (1H,
N=CHN)

IV, e

sffedls

43,86

95

1,62 m (1H); 1,85-1,95 m (2H); 2,04 m (1H, CH,CH, C,H;0);
2,38 ¢ (3H, CHs); 2,43 ¢ (3H, CHs); 3,69 ar (J1=8,5; 6,7 I'y,
1H); 3,77-3,88 M (2H); 4,11 k1 (/i=7,1; 3,2 I'y, 1H); 4,20 1
(Ji=13,3; 3,2 I'y, IH NCH, OCH,, OCH); 8,02 ¢ (1H, =CHN)

v, f

37,38

127

2,39 ¢ (3H, CHy); 2,47 ¢ (3H, CH;);
3,01 M (2H, CH,Ph); 4,15 M (2H, NCH,);
7,16-7,30 M (5H, CgHs); 7.87 ¢ (1H, N=CHN)

v, g

it

65,10

140

2,40 ¢ (3H, CHs); 2,46 ¢ (3H, CHy);
3,00 M (2H, CH,Ar); 4,14 M (2H, NCH,);
7,25 M (2H, CgHy); 7,97 ¢ (1H, N=CHN)

IV, h

51,07

147

2,40 ¢ (3H, CHs); 2,46 ¢ (3H, CHs); 3,00 M (2H, CH,AT);
4,14 M (2H, NCH,); 6,98 M (2H, Ar); 7,24 m (2H, CgHa);
7,93 ¢ (1H, N=CHN)

Iv,i

1

14,27

75

2,22 M (2H, CHy); 2,39 ¢ (3H, CH;); 2,43 ¢ (3H, CH;); 3,98 1
(J=17,1 I'y, 2H, NCH,); 4,07 T (J=7,2 'y, 2H, NCH,); 6,83 T
(J=1,1 I'y, 1H, =CH, C;H;N,); 7,04 T (J=1,3 I'y, |H, =CH,
C:H3N,); 7,52 1 (J=1,1 I'y, 1H, =CH, C;H;N,);

8,13 ¢ (1H, =CHN)

33,26

127

1,39 1 (J=7,1 I'y, 3H, CH:CH); 2,87 ¢ (3H, CH3(AD); 4,32 K
(J=7,1 I'y, 2H, OCH,); 5,18 ¢ (2H, NCH,); 7,25-7,35 M
(3H, CeHs); 7,41 M (2H, CeHs); 8,56 ¢ (1H, N=CHN)

314D

50,8

132

1,39 t (J=7,1 I'y, 3H, CH;CH,); 2,86 ¢ (3H, CH;(Ar)); 4,32 K|
(J=7,1 I'y, 2H, OCH,); 5,20 ¢ (2H, NCH,); 6,34 nn (J=3,2;
1,9 I'y; 1H, H(4)dyp.); 6,45 n (J=3,2 I'y; 1H, H(3)dyp.);

7,43 n (J=1,9 I'y; 1H, H(5)dyp.); 8,44 c (1H, N=CHN)

s

49,16

152

2,75 ¢ (3H, CH;); 3,36 x (J=5,6 I'y; 2H, CH,OH);

3,56 m (2H, NCH,CH,0OH); 4,02 t (J=7,2 I'y, 2H, NCH.,);
4,43 w (1H, OH); 4,71 T (J=5,6 I'y, 1H, OH); 7,67 T

(J=5,6 I'y, 1H, NH); 8,17 ¢ (1H, N=CHN)

v,d

20,61

144

1,71 kBH (J=6,2 I'y; 2H, CH,); 1,87 kBH (J=6,2 I'y; 2H, CH,);
2,74 ¢ (3H, CH3); 3,38 k (J=6,2 I'y; 2H, CH,); 3,47 T
(J=5,6I"y; 2H, CH,); 3,55 1 (J=5,8 I'y; 2H, CH,); 4,06 T
(J=6,7 I'y, 2H, NCH>); 4,26 w1 (1H, OH); 4,33 w (1H, OH);
7,81 1 (J=5,6 I'y, IH, NH); 8,25 ¢ (1H, N=CHN)

VI, a

15

105

5,23 ¢ (2H, CH,); 7,22-7,34 m (3H, Cells); 7,27 1 (J=5.2 T u;
1H,; 1H, SCH=CH); 844 ¢ (IH, N=CHN) SCH =CH);
7,38-7,42 M (2H, CeHls); 7,92 a (J=5,2 I'y; 1H, SCH=CH);
8,44 ¢ (1H, N=CHN)

VI, b

71,65

177

3,70 m (2H, OCH,); 4,07 m (2H, NCH,);
4,71 w (1H, OH); 7,27 1 (J=5,2 I'y; 1H, =CH);
7,89 1 (J=5,2 I'y; 1H, =CH); 8,18 ¢ (1H, N=CHN)

A\

56,83

215

7,27 n (J=5,2 I'y; 1H, =CH); 7,87 n (J=5,2 I'y; 1H, =CH);
7,94 ¢ (1H, N=CHN); 12,30 m1 (1H, NH)

Kagheopa opeanuueckori xumuu
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Uowyywo L N-3 wgnunh wwnnidh dnn mwpptp mtnulwihsGaph oqlini-
pyuip phtiw[2,3-d]- L phtiGw[3,2-d]-yhphdhnhG-4-nGtph vnwgdwl wung L
dwungth tnuGuy, npp hhiGwo b phndtGywnppnGwppniltph tuptinGtph Gnp
o’ quud £ nhitiphjwdhGndtiphtiGudhin wowbgjwiGtph uhGptinhy hGupwyn-
pnipjniGGtinh ypw: Uyn wowblgywGtipp unmwgyty Gl wihGwphndtbGluppnlw-
ppniltph tuptipGph L nhdbpmbnpdwdhnh nhibphugtnwh  thnfuwgnb-
gnipjniGhg: ShynynbntGuniihg wnwelwjhl whdwwmhy b whpwwnmhy mtinu-
Juwiwo wdhGGiph htn wpwowlmd Gl Guwumwywjhl N-ntnuyuwjwo
phtiwwhphihnhG-4-nGtp punpén Gptpny:

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

A NEW APPROACH TO THE SYNTHESIS OF 3-N-SUBSTITUTED
THIENOPYRIMIDINE-4-ONES ON THE BASE OF ETHYL
AMINOTHIOPHENECARBOXILATES

Summary

A simple and handy method for obtaining variable 3-N-substituted
thieno[2,3-d] and thieno[3,2-d] pyrimidin-4-ones has been developed. The reaction
of a- and f-amino ethyl thiophenecarboxilates with dimethylformamide dimethyl
acetal forms the corresponding new dimethylaminomethyleneamino derivatives.
Above mentioned derivatives when condensed with several aliphatic and aliphatic
substituted primary amines form the targeted new 3-N-substituted thienopyrimidin-
-4-ones with high yields.
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