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Ha ocuose 8,8-gumernn-4-okco-3,4,7,8-rerparugpo-10H-nupano[3’,4’:5,6 mupuno-[3,2:4°5”] tneno[3",2"-d]mupu-
MUIMHA OCYLIECTBJIEH CHHTEe3 HOBBIX 3aMElleHHBIX B IIHMPUMUIUHOBOM KOJble N-aiKuiI- U S-aJKMIMEpPKAITOIPOU3BO-

HBIX.

Bubn. ccpunox 9.

KoupmencupoBanHbIe IPOU3BOLHBIE NTUPULOIMPUMUIUHOB C AKTUBHBIMY (PYHKI[MOHAIBHBIMU
TpynmamMy IpeACTaBiIsgIOT MHTEPEC, T. K. MOTYT JIedb B OCHOBY CO3aHUA MX MHOTOYMCIEHHBIX HO-
BBIX IIPOM3BOAHBIX [1,2] 11 GMOIOrMYeCKH aKTUBHBIX coenuHeHu [3-6].

JarnHOe coofbuieHue SBIsIeTCS IPOLO/DKEHNEM HAIIMX UCCIIe[OBAHNUH II0 IIOUCKY GHOIOrHYec-
KM aKTUBHBIX COeJUHEHUHN Cpely KOHAEHCHPOBAaHHBIX IIPOM3BOIHEIX THeHO[3,2-d]IupuMusrHOB
¥ TIOCBAIIEHO u3y4eHuo N- ¥ S- aTKUIHNPOBAaHUA ITOCHeSHUX. B KauecTBe ZOCTYITHOTO HMCXOLHOTO
COeIMHEHMs [UIf CHHTe3a COOTBETCTBYIOIIUX IIPOM3BOAHBIX WCIIONB30BAaH 8,8-mumerni-4-oxco-
3,4,7,8-terparugpo-10H-mupano[3’,4":5,6Juupuno[3,2:4”5”tueno[3",2"-d]-mupumuaur  [1]. Ocy-
I[ECTBJIEHO 3JIeKTPOGUIbHOE 3aMellleHre aToMa BOZOPOJa CoefuHeHuI 1 B IPUCYTCTBHUU STHUJIATA
Hatpus 10 N-3aMeleHHbBIX MTPou3BOLHEIX (2 a-e). Kpome Toro, mpoBeseHo mpeBpaieHre KOHAEH-
CHPOBAaHHOTO IUPUMULHUHOHA 1 B 4-XJIOPIPOM3BOLHOE U IOCIEAYIOMAS PEAKIUA C THOMOYEBHUHOM
¢ o6pasoBanueM THOHA 4. BsaumozeiicTBre TOCTEHETO C PA3IUYHBIMY rJIOTEHUAAMU IPHBOAUT K
COOTBETCTBYIOIIMM S-3aMeIleHHBIM Ipou3BOZHBIM (5 a-e). VcciemoBaHUA NIPOTHBOCYZOPOXKHBIX
CBOMCTB CHMHTE3UPOBAHHBIX COeAMHEHUH IIpoBeZeHsl B 6uonormdeckom orgene MTOX. Usyuanu
BAWSHUE COeJUHEHU Ha KIOHUYECKUI KOMIIOHEHT CYZOPOT Y MBILIEH, BEI3BIBAEMBIX ITOJKOXKHBIM
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BBeZleHHeM Kopasona coriacHo [8,9]. Ycranomneno, uro suimb coesuHeHus 2a, d, e u 5d
IIpefyIpeXXAaioT KopasoaoBsle cypoporu y 40% >KUBOTHBEIX.

0 =~ | N\j
N _N
N S
SR
5 a-e

a) R=-CHCeHs; b) R= -CHps; ¢) R= -H15; d) R= -GBH17; ) R= -GH19.

JKCNepUMEHTAIbHASA YaCTh

VK-coexTps! cusarst Ha npubope “UR-20” B BasesuHoBoM Mmacie, cexTpst AMP 'H — ma mpu-
6ope “Mercury 300” 8 IMCO-ds, macc-criextpsr — Ha mpubope “MX-1320" ¢ cucremoii IpamMoro
BBOZA 0Opasua B uctoyHuK MoHOB. TCX mpoBezena Ha miaactuukax “Silufol-254” B cucremax sTu-
JaleTaT-neTposIedHsIil adup, 3:1 (2a-e, 3) u nupuauH-6yTaHoi, 1:3 (4,5 a-e), IPOABUTENH — MAPEI
foma.

OO0mas MeTozMKa NONydeHud coeguHenwmii 2 a-e. K pacTBopy sTuiata HaTpus, IPUTOTOBJIEH-
momy u3 0.46 r (0.02 morg) Hatpus u 25 M1 aGCOMIOTHOTO STHJIOBOTO CIIUPTA, Ho6aBiaioT 2.87 r
(0.01 moza) coepunenns 1 u cmecs kunarar 1 w. 3arem npubasnaioT 0.02 #o/L7 cCOOTBETCTBYIOLIETO
rajorenusa u Kumatat 8 . Ilocie oxaxeHWs BBIIABIINE KPUCTA/UIBI OT(IUIBTPOBBIBAIOT, IIPO-
MBIBAIOT BOZO, adupoM, BecyuruBaior. [lepexprcraniusossiBaior u3 sranoaa. MK-cuexrpsr, v, cur
1: 1680(C=0); 1630(C=N); 1600(apom.).
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3-Bensmn-8.8-gumernin-4-okco-3,4,7,8-rerparuzpo-10H-nmupano[3',4":5,6 |mupu-
Io[3,2:4",5"|tueno[3",2"-dJmupumugun (2a). Brixox 3,1 r (61,5%), t.mr. 209-210°C, Rf 0,66.
Crmextp IMP 'H, 8, m. 1.: 1.38 (¢, 6 H, -(Ch),); 3.11 (c, 2 H, 7-Ch); 5.05 (c, 2 H, OCH); 5.31 (c, 2
H, CH,-CgHs); 7.25+7.42 A1, 5 H, GHs); 8.19 (c,1 H, 11=CH); 8.29 (c, 1 H, 2=CH\lacc-cnektp,
m/z, %: 378 (18), 377 (45M), 321(14), 320 (20), 319 (7 Maiineno, %: C 66.77; H5.12; N 11.15;
S 8.56. GH1gN30O,S. Brruucaeno, %: C 66.82; H 5.07; N 11.13; S 8.48.

8,8-lumernia-3-3tuia-4-okco-3,4,7,8rerparnapo-10H-mupano[3',4":5,6] mupu-
10[3,2:4",5"] Tmeno [3",2"-d] mupumuaun (2b). Bexog 2,3 2 (72,5%), T.aur. 245-246°C, R
0,51Cnextp SIMP 'H, 8, m. 1., I'y: 1.33 (c, 6 H, -(CH),); 1.43 ¢, 3 H, N-CH-CHs, J = 7.2); 2.97 (¢, 2
H, 7-CH,); 4.15 &, 2 H, N-CH, J = 7.2); 4.92 (c, 2 H, OC}); 8.21 (c, 1 H, 11=CH); 8.49 (c, 1 H,
2=CH). Haiizeno, % : C 61.12; H 5.52; N 13.28; S 10.1L¢d3/N30,S. Beruucneno, %: C 60.93; H
5.43; N 13.32; S 10.14.

3-T'ekcni-8,8-1umernin-4-okco-3,4,7,8rerparnapo-10H-nmupano[3',4":5,6 nupn-
10[3,2:4",5"] Tueno[3",2"-d] mupumuaun (2¢). Beixox 2,4 2 (62,2%), . 151-152°C, R 0,55.
Cnextp SIMP [, 5, m. 1., I'y: 0.90 1, 3 H, -CH-CHa); 1.32 (c, 6 H, -(CH),), 1.27+1.41 4, 8 H, -
(CHp)4); 1.78 1, 2 H, CH-CHx-N); 2.97 (c, 2 H, 7-CH); 4.07 {, 2 H, N-CH, J=7.4); 4.91 (c, 2 H,
OCH,); 8.21 (c,1 H, 11= CH); 8.46 (c, 1 H, 2=CHjaiinero, %: C 65.48; H 7.12; N 10.22; S 8.25.
C,1H27N30,S. Brrunciieno, %: C 65.42; H 7.07; N 10.90; S 8.30.
8,8-lumerna-3-oktuia-4-okco-3,4,7,8rerparuapo-10H-mupano[3',4":5,6] mupu-
10[3,2:4",5"] tueno[3",2"-d] mupumuaun (2d). Brixox 2,5 2 (61,8%), .. 142-143°C, R 0,59.
Cnextp SIMP Y, 8, m. 1., I'y: 0.89 ¢, 3 H, -CH-CHas); 1.33 (c, 6 H, -(CH),); 1.27+1.40 1,10 H, -
(CHp)s-); 1.78 f1, 2 H, -CH-CH,-N); 2.97 (c, 2 H, 7-Ch); 4.07 {, 2 H, N-CH,, J=7,4); 4.92 (c, 2 H,
OCH,); 8.22 (c, 1 H, 11=CH); 8.47 (c,1 H, 2=CHjaiineno, % : C 66.18; H 7.24; N 10.48; S 8.08.
CyoH29N30,S. Briunciieno, %: C 66.13; H 7.33; N 10.52; S 8.01.

8,8- JumeTna -3-Houmi-4-okco-3,4,7,8rerparuapo-10H-nupano[3',4"5,6 nupu-
10[3,2:4",5"] Tueno[3",2"-d] mupumuaun (2€). Beixox 2,5 2 (61,2%), . 131-132°C, R0,63.
Cnextp SIMP [, §, m. 1., I'y: 0.88 1, 3H, -CH-CH,); 1.33 (c, 6 H, -(CH),); 1.24+1.404, 12 H, -
(CHp)e); 1.78 1, 2 H, N-CH-CH,-); 2.97 (c, 2 H, 7-Ck); 4.06 , 2 H, N-CH-, J=7.4); 4.92 (c, 2 H,
OCH,); 8.22 (c, 1 H, 11=CH); 8.47 (c, 1 H, 2=CHjaiineno, % : C 66.69; H 7.61; N 10.28; S 7.93.
Cy3H31N305S. Brrunciieno, %: C 66.79; H 7.57; N 10.16; S 7.74.

8,8-lumernia-4-xsop-7,8-1uruapo-10H-nupano[3',4":5,6] mupuno[3,2:4”,5"] rueno[3",2"-
dlmapumuaun (3). Cmech 2.872 (0.01mons) coenunenus 1, 2 ma abeomoTHoro nupuauna u 30 wr
xyopokucu (ocdopa Harpesaior B Teuenue 4 v npu 105°C. M3661ToK x10pokucu dpochopa u NEpUIN-
Ha OTTOHAIOT B BAKYYME M K OCTaTKy IPU OXJIXKICHUH 110 KaruisaM npubasistior 20y JeasHod BOIBL.
3ateM cMeCh MPU OXJIAXKICHUH JIHIOM HEHTpantnu3yoT 25% BOJHBIM PaCTBOPOM aMMmuaka. Beimasiime
KPHUCTAJUTBI OTQIBTPOBBIBAIOT, TIPOMBIBAIOT BOJOH, HEGOIBIIMM KOJINYIECTBOM 3THIOBOTO CIIMPTa H
MEePEKPHUCTAIUTN30BBIBAIOT M3 3TWIOBOro cmupTa. Beixox 2,7 ¢ (87,1%), t.ur. 209-210°C, RO,66.
Crnexrp SIMP *H, 8, m. 1.: 1.31 (¢, 6 H, -(Ch),); 3.11 (c, 2 H, 7-Ch); 4.95 (c, 2 H, O-Ch); 8.42 (c, 1
H, 11-CH); 9.02 (c, 1 H, 2-CHHaiineno, % : Cl 12.1; N 13.78; S 9.98.,1,,CIN;OS. Beiuucieno,
%: Cl 11.59; N 13.74; S 10.4BIK criextp, v, cx ™ 1630 (C=N), 160Qpom.).
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8,8-lumernia-4-ruo-3,4,7,8rerparuapo-10H-nupano[3',4:5,6] mupuno[3,2:4”,5"] Tue-
no[3",2"-d] mupumuaun (4). Cmecs 3.12 (0,01 mo012) coenunenns 3, 102 (0.013mon1) THOMOUEBH-
Hbl ¥ 60 M1 a0COMIOTHOTO STAHOJIA KMITATAT IPH [IEPEMEIIMBAHUH B TedeHue 3 y. [locie oxmaacHus
BBIMABIIUE KPHUCTAUIBI OT(UIBTPOBBIBAIOT, MPOMBIBAIOT BOJOW, 3(UpOM U BeICymIHBaloT. [lepek-
PHCTAJUIM30BBIBAIOT U3 IupHAuHa. Beixon 2,7 2 (89,1%),t.mu1. 265-266°C, RO,68.1K-ciektp, v, cm’
1. 3120(NH),1585,1575,1545(C=hbnp., C=C apom.). Crekrp SIMP 'H, &, m. 1.: 1.33 (c, 6 H, -
(CHgy),); 2.97 (c, 2 H, 7-Ch); 4.91(c, 2 H, OCh); 8.28 (c, 1 H, N=CH); 8.32 (c, 1H, 11-CH); 14.13
(M, 1 H, NH). Haiineno, % : C 55.38; H 4.45; N 13.66; S 21.28.433N30S;. Briuucieno, %: C
55.42; H4.32, N 13.85; S 21.13.

O0mas Meroauka noaydenus coequnenuii 5 a-e.Cmeces 3.02 (0.01mons) coenunenus 4, 4,06
2 (0.01mo22) ruapookucu kamust 1 60z 90%>TaH0 A KANSATAT IpU iepeMernnBanuy 10 mun, oxmax-
nmaroT, nobasistor 0.015Mm0/5 COOTBETCTBYIOIIETO TaOrCHUAA W IPOIOIKAIOT MEPEMCIINBAHKUE TIPH
KOMHATHOW TeMIleparype B TeueHHe 3 y. 3aTeM KPHCTA/UIbl OT(HUILTPOBBIBAIOT, MPOMBIBAIOT BOJIOH,

abupoM w® BeICymWBaKT. Ilepekpucramum3oBeiBatloT u3 drtaHona. MK-cmektp, v, em™:

1630,1600,1570(C=Nomp., C=C apom.).
4-Ben3nnmepkanTo-8,8-Aumerni-7,8-qnurnapo-10H-nupano[3',4":5,6] nupuno-
[3,2:4",5"] Tueno[3",2"-d] nupummuaun (5a). Beixon 3,52 (89,2%),r.mu1. 130-131°C, RO,54.Crextp
SAMP *H, 8, m. 1.: 1.33 (¢, 6 H, -(CH)y); 2.99 (c, 2 H, 7-Ch); 4.71 (¢, 2 H, SCH); 4.94 (c, 2 H,
OCH,); 7.21+7.33f1, 3H) u 7.45¢, 2 H, GHs); 8.41 (c, 1 H, 11=CH); 9.01 (c, 1 H, 2=CHJlacc-
crextp 5a, m/z, %: 393 (80)N1*), 359 (12), 302 (5), 214 (12), 126 (1#paiineno, % : C 63.95; H
4.55, N 10.71, S 16.11.,(H;gN30S,. Beruncineno, %: C 64.09; H 4.87; N 10.68; S 16.26.
8,8-lumerna-7,8-1uruapo-4-srunmepkanto-10H-nupano[3',4":5,6] mupuno-[3,2:4",5"] Tue-
Ho[3",2"-d] mupumuaun (5b). Beixon 2,92 (88,4%),r.m1. 141-142°C, R0,57.Cnexrp IMP H, 8, m.
n., I 1.33 (¢, 6 H, -(Ch),); 1.49 ¢, 3 H, -CH-CH; , J = 7.4); 2.99 (c, 2 H, 7-Cft 3.44 &, 2 H,
SCH,CHz, J = 7.4); 4.94 (c, 2H, OC}); 8.40 (c, 1 H, 11=CH); 8.96 (c, 1 H, 2=CHjaiineno, %: C
58.05; H5.21; N 12.73; S 19.44,8,,N30S;. Beruncnieno, %: C 57.97; H5.17; N 12.68; S 19.31.
4-T'ekcunmepkanto-7,8-1uruapo-10H-mupano[3',4":5,6mupuno[3,2:4",5"] THeno[3",2"-
dJmupumumun (5¢). Beixon 3,02 (75,4%),r.u1. 85-86°C, R0O,52. Criextp SIMP v, 8, M. 1., I 0.91
(M, 3 H, CH-CHjy); 1.34 (c, 6 H, -(Ch)); 1.29+1.42 1, 6H, -(CH)3); 1.50 1, 2 H, CH); 1.81 ¢4, 2
H, CHy); 3.00 (c, 2H, 7-Ch); 3.42 {, 2H, SCH,J = 7.3); 4.94 (c, 2 H, OC§}; 8.38 (c, 1 H, 11=CH);
8.93 (¢, 1 H, 2=CH)Haiineno, % : C 62.75; H 6.82; N 10.45; S 16.2%,H57;N30S,. Brruucneno, %:
C 62.81; H 6.79; N 10.46; S 15.94.
4-OxruamepkanTto-7,8-xuruapo-10H-nmupano[3',4":5,6]mupumo[3,2:4",5"] Tueno[3",2"-d] nu-
pumuun (5d). Beixon 3,12 (74,8%),r.m1. 76-77°C, R0O,53.Cnexrp SIMP 8, M., I1:0.89 1, 3
H, -CH,-CHjy); 1.33 (c, 6 H, -(Ch),); 1.27+1.41 4, 8 H, -(CH)4); 1.50 4, 2 H, CH); 1.80 {1, 2 H,
SCHy-CH,); 2.99 (¢, 2 H, 7-Ch); 3.41 , 2 H, SCH, J = 7.3); 4.93 (c, 2 H, OC}t 8.37 (c, 1 H,
11=CH); 8.92 (c, 1H, 2=CHHaiineno, %: C 63.54; H 7.11; N 10.25; S 15.33,5sN;0S;. Briuuc-
neno, %: C 63.58; H 7.08; N 10.11; S 15.40.
4-Houunamepkanro-7,8-quruapo-10H-nupano[3',4":5,6] mupumno[3,2:4",5"] THeHno[3",2"-
dlmupumumun (5€).Boixon 3,12 (73,2%),r.m1. 71-72°C, R0,51.Cnextp SIMP H, 8, M. 1., I 0.89
(M, 3H, -CH-CHy); 1.33 (c, 6H, -(ChH),); 1.25+1.414, 10 H, -(CH)s); 1.50 ¢1, 2 H, CHy); 1.80 ¢4, 2
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H, SCHCH.-); 2.99 (c, 2 H, 7-Ch); 3.41 ¢, 2 H, SCH, J = 7.3); 4.94 (c, 2 H, OC}}; 8.38 (c, 1 H,
11=CH); 8.92 (c, 1 H, 2=CHMHaiizeno, %: C 64.33; H 7.25; N 9.81; S 14.76,85;N50S,. Borunc-
neno, %: C 64.29; H 7.29; N 9.78; S 14.89.

NPrULNMNPrP[3,2:4",5"|6PELN[3",2"-d] MTPCRPUR P LLESD
LN TOULSSULLEP UbLEEaL

4. 4. YURULYU, U. . RUNTUUUN3UL, U. U. LArU98UYL b 2 . MUCALPYSUL

Munidtwuhpdwsd E whphnnuhphuhnhukph tnp §nunkuugwsd wdwbgyujuknh uhtipkqp,
npnig hwdwp npybku dwwnghh  Guiynie Yhpwndl] b 8,8-nhukphi-4-opun-3,4,7,8-
wnbwnpwhhnpn-10H-whpwun[3'4":5,6Jyhphnn(3,2:4",5" [phtun[3",2"-d]Jyh-phuhghup: U
bywunwlny twwnphndh Ephjuwnh ubkpuynipjudp  hpwgnpddt]; B N-nbknuluduws
wbwuigyuukph uhtuptqp:

Ppwugnpsyl) £ bwl Ynunkuudws whphuhnhunth thnhwplnudp hwdwywnwuewt 4-
pinpwswugyuih, nph thnpuwmqpbgnipniip phndhquiyniph htwn phpl) B huduyuwnwujuwt
phnuh: dkpphthu thnhwqpbgnipjudp wmwppip wihihwngkuhnutph htn unwugyl; tu
hudwywunwuhiw S-nknuwljwws dhwgnipmniuaubpp:

Nuumudbwuhpyk) Eu uptiplqus dhwgnipniuubph hwjugugnidwihtt hwnlnipjniuubpp
b gnyg Et wpdlk, np bpwughg vh dwup Yhugwuhubph 40%-h Jpw gniguphlpl] Eu
hwjulnpugniujhtt wmqpbkgnipniu:

390



SYNTHESIS OF NEW DERIVATIVES OF PYRANOPYRIDO[3,2:4' ',5"]THIENO[3",2"-
D]PYRIMIDINES

V. V. DABAEVA, M. R. BAGDASARYAN, A. S. NORAVYAN and R. G. PARONIKYAN

The Scientific Technological Center of Organic
and Pharmaceutical Chemistry, NAS RA
A. L. Mnjoyan Institute of Fine Organic Chemistry
26 Azatutyan St., 0014, Yerevan, Armenia
E — mail: noravyan@mail.ru

In the given article the method for the synthedisthe new condensed derivatives of pyri-
dothienopyrimidines is considered.

As accessible initial substance for synthesis afesponding derivatives 8,8-dimethyl-4-oxo-
3,4,7,8-tetrahydro-10H-pyrano[3',4":5,6]pyrido[3'Z5"]thieno [3",2"-d]pyrimidines is used.

For this purpose the synthesis of the N-substitdesdvatives has been carried out in the presence
of sodium ethylate. Besides, condensed pyrimidineas transformed into 4-chlorine derivative and
put into reaction with thiourea that resulted imfiation of the appropriate thion. The interactidhe
latter with various halides led to correspondinguBstituted derivatives. The anticonvulsive prapert
of compounds are studied. It is established thatesoompounds prevent corasole spasms in 40% of
animals.
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