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Otepudpukaumen  2-metun-3-(6-meTnn-4-okco-2-peHun-3,4-gurnaponMpumMuanH-5-unjnpona-
HOBOWN KWCMOTbI 3TUMOBBLIM CMUPTOM M MOCMeaylLyM B3auMoLenNCcTBUEM MOMYYEHHOro 3TUIMOBOTO
achupa ¢ rmapasuHriMapaToM CUHTE3MPOBaH rmapasvg 2,4,6-TpusameLLeHHoONn NupuMUManH-5-(2-me-
TUM)NPONaHoOBOW KMCNOThI. BaanmopencTBnem nocnegHero ¢ heHun- n MetannunuaoTmoumMaHaTamm
nonyyeHbl cootseTcTByloWwMe N-1-aumnupoBaHHble TMOCeMMKapba3nabl, kKoTopble (B cnyvae meTan-
nunnpoussoaHoro 6e3 BblaeneHns) kunayeHnem ¢ BogHbiM KOH 3auunknu3oBaHbl B 4-meTun-2-ce-
HWUM-5-[2-(4-dennn(metannun)-5-cynbdannn-4H-1,2,4-tpnason-3-un)nponun]-1,6-aurnapo-6-nmpu-
MUAVHOHbI. B3anmopgenctevem 3amelueHHoro  5-[2-(4-denun-5-cynbdanun-4H-1,2,4-tpnason-3-
un)nponun]-1,6-aurnapo-6-nupummManHa ¢ 6eH3nnxnopuaamm nonyyeHbl COOTBETCTBYOLIME NPOAYK-
Tbl S-ankunMpoBaHus, a rugpasvaa 2-metun-3-(4-metun-6-okco-2-peHun-1,6-aurngpo-5-nupummnan-
HWN)NPONaHOBOMN KUCNOTbI C TPUITUNOPTOOPMUATOM — COOTBETCTBYIOLLMIA NUPUMUANH-1,3,4-0Kca-
avasorn.

Bubn. ccbinok 14.

KoHmennusas MOAEKYABI-TUOPHAQ, TO €CTh XMUMHYECKOTO COEAUHEHUS C
ABYMSI UAU OOAee CTPYKTYPHO-(PYHKIIMOHAABHBIMHU AOMEHAaMHU, IIPOSBASIONIU-
MU CBOMCTBA Pa3AMYHBIX (PapMakKo(dOpPOB, OKa3aAaCh IIOAE3HOU B COBPEMEH-
HOM AM3aliHe IPOTHBOOINYXOAEBBIX, AHTHUOAKTEPHAABHBIX U PAAA APYTHUX
npemnapaTtoB [1,2]. TIOCKOABKY NUPHUMUAWHBI UMEIOT Ba’KHOEe OHMOMEAUIIVH-
CKoe 3HayeHHe [3], B IIOCAeAHUE TOABI Ha OCHOBE IIPEABAPUTEABHOIO CKpPH-
HUHTA in silico TpOBOAITCS MHTEHCHUBHBIE HNCCAEAOBAHUS II0 CHUHTE3y W U3Y-
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YeHUIO TUOPUAOB IUPUMUAUHOB C PSAOM TETEPOIMKAWYECKUX CHUCTEM —
OeH3oTHazonraMu [4], 6eH3MMUAAa30AaMU [5], XPOMOHOM U MHAOAOM [6,7].

Hcxopss M3 BBIINIEM3AOKEHHOTO U B INPOAOAKEHHEe HCCAEAOBAHUM IO
CHUHTe3y OMOAOTHMYECKH aKTHUBHBIX NUPUMHUAWHOB [8-13] HaMu CHHTe3MpOBa-
HBl 4-MeTHuA-2-eHuA-5-[2-(4-dpeHnunr(MeTarnA)-5-cyabanna-4H-1,2,4-Tpua-
30A-3-UA)IPOIUA]-1,6-AUTUADPO-6-TUPUMUANHOHEL, UX HEKOTOpble S-aAKHUAU-
pOBaHHBIE IIPOM3BOAHBIE, @ TaK)Ke KOHBIOTAT nmupuMupuHa u 1,3,4-oxcapua-
30A4 C IEABIO AAABHENIIIErO0 NCCAEAOBAHUS UX OMOAOTHYECKOW aKTUBHOCTH.

3 BO3MOXXHBEIX IIOAXOAOB K CHHTE3y IeAeBBIX ITUPUMUAUHUA-1,2,4-
TPHUA30A0B HambOoAee YAOOHBIM IIPEACTABASIETCS HCIOAB30BaHHE B KadeCTBe
WCXOAHOTO COEAMHEHUSI 3aMelleHHOW NHUPUMUAUHUA-S-IIPONAHOBONU KHCAO-
ThI, Ha KOTOPOM KOHCTPYHUPYyeTcd LMKAMYecKass cucrema 1,2,4-Tpruasonra. B
CB43M C 3TUM HaMU HCIIOAB30BAH IIOAXOA, IIPEANOAATAIOIIVM Ha 3aKAIOYH-
TEeABHOU CTAAUU BHYTPUMOAEKYAIPHYIO ITUKAU3AIUIO B IIEAOYHBIX YCAOBUSAX
IpeABapUTEABHO CUHTE3UMPOBAHHBIX N-1-allMAMPOBAHHBIX THOCEMUKapOa3u-
AOB. TTocaepHVE, B CBOIO OuepeAb, IIOAYYEeHBI B3aMMOAEMCTBHEM THAPA3UAA
3aMellleHHON NUPUMUAUHUA-O-IPONIaHOBONM KHMCAOTHI C PIAOM U30THOIHMAHA-
TOB. YKa3aHHbIe CUHTE3bl IPEeACTaBAEHBl Ha CXeMe.
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5ab 6 a-c
R= Ph (a), CH,C(CH3)CH, (b) (5)
R!= CH,Ph (a), 2'-ClCgH,CHj (b), 3'-NO,-4'-OCH;CgH;CH, (c) (6)

Otepudukanueii coepusHenus 1 [14] staHoaoM B mpucyrctBun H)oSOy
IIOAYYEH COOTBETCTBYIOUIMY 3THUAOBBIM 3(pUDP 2, KOTOPHIM B3aUMOAEUCTBUEM
C THAPa3UHTHAPATOM B 3THUAIIEAAO30ABBE IlepeBeAeH B ruapasup 3. Caepyer
OTMETHUTH, YTO IIOCAE MHOI'OYACOBOTO KUISUYeHUs 3dupa 2 ¢ THAPa3UHTHApPA-
TOM B 3TQ@HOAE MCXOAHBIN 3(bUp OBIA BEIAEAEH OOPATHO.
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HarpeBanuem ruapasmupa 3 ¢ GeHUAN30TUOIMAHATOM B U300yTaHOAE II0-
Ayd4eH TroceMmuKap0Oasup 4, KOTopel B BopHOM pacTBope KOH mukansyercs
B I[eA€BOM TPHA3OAUANNPUMUAMH 5 8. AHaAAOTHUYHASA peakIus C METAaAAMA-
U30THUONUAHATOM INpOBeAcHa 0e3 MPEeABAPUTEABHOIO BBEIAEAEHUS NIPOMEIKY-
TOYHOT'O 3aMeIleHHOTO THOCEMHKapOas3mpad, KOTOPBIM Cpa3y LUKAUIYETCSI C
oOpasoBanueM 5 b. BzaumMopelicTBHEM TPHA30AMAINPUMHUAVMHA 5 a ¢ OeH-
3UAXAOPHUAAMU B BOAHO-CIIUPTOBOM cpepe B npucyrctsur NaOH mnoayueHBI
Ipou3BOAHEIE 6 a-c¢. ['mapasmy 3 KUnsiueHueM C TPUITHUAOPTO(POPMUATOM Iie-
peBeAeH B 3aMelleHHbIM TUpuMUAuH — 1,3,4-0Kcapmuason 7.

CoepuHeHnus 2-7 IOAYYEHBl B BUAE PalleMHUYECKUX CMecer M30MepOoB.

YucToTa CUHTE3UPOBAHHLIX COEAMHEHUN onpepeAreHa ¢ nomolnbio TCX,
a CTpoeHHe — AAHHBIMH 3A€MEeHTHOro aHaausa u IMP 'H cnekTpockonmeti.

IKCNePUMEHTAJIBHAA YaCTh

UK-crekTpsl cHAITHI Ha npubope “Nicolet Avatar 330" B Ba3zeAMHOBOM
Macae, crekTpel SIMP 'H — ma mpuGope “Varian Mercury-300" ¢ paGoueit
gactoron 300 My B pactBope AMCO/CCly : 1/3, BHyTpEeHHUH CTaHAAPT —
TMC. TCX mpoBepeHa Ha maacTuHax Mapkum “Silufol UV-254" B cucreme
3TAHOA — AMXAOpPITaH (1:10), IposgBUTEAR — Haphl HOAQ.

Cunre3 3TUI0BOr0 3dupa 2-merui-3-(4-merni-6-oxco-2-penui-1,6-quruapo-
S-MUPUMHIHHII)IPONAHOBOH KHCIOTHI (2). CMech 2.72 2 (0.01 mona) kucaoTwl 1
u 2 kaneab HySO,4 B 50 mr aBCOAIOTHOTO CHUPTa KUNATAT 12 u ¢ 0OpaTHBIM
XOAOAMABHUKOM M OTTOHSIIOT AoCyxa. OCTaTOK HEUTPAAU3YIOT XOAOAHBIM 5%
BOAHBIM pacTBopoM NaHCOj;, BEIIABIINM NPOAYKT (PUABTPYIOT, CyIIaT U IIe-
PEKpPUCTaAAU30BBIBAIOT U3 3TaHoAa. Boixop 2.80 2 (93.3%), T.ma. 141-143°C
(aranon), R¢ 0.77. Hatipeno, %: N 9.56. C;7HyoN,O3. Beruucaeno, %: N 9.33.
UK-crektp, v, cu’l: 1728 (CO), 1632 (C=C-C=N). Cunekrp AMP H, §, m.
Ao Ty 1.10 (a, 3H, J = 6.7, CH3CH), 1.11 (T, 3H, J = 7.1, CH3CH,), 2.31 (c,
3H, CHj3), 2.58 (pa., J = 12,8, J = 6.9, CH-H!CCHj3), 2.74 (ap., J = 12.8,J
= 7.6, CH-H2CCHj3), 2.74-2.88 (M, 1H, CHCHz), 3.93-4.09 (M, 2H, OCH,),
7.47-7.58 (M, 3H) u 8.06-8.11 (m, 2H, Ph), 12.52 (1, 1H, NH).

CunTte3 2-MeTHi-3-(4-MeTHII-6-0KCc0-2-(heHn-1,6-Iuruapo-5-nupuMuIMHII)IPo-
nanruapasuaa (3). K pacrsopy 3.0 ¢ (0.01 mozrs) atmaoBoro sdupa 2 B 30 mx
STUALIEANO30ABBa A0OaBAAIOT 3.0 M THAPA3UMHTHAPATAa M PacTBOP KUOATAT 12
y ¢ OOpaTHBIM XOAOAMABHUKOM, PacTBOp ymapuBaroT AOCyXa, K OCTaTKy AO-
OaBasttoT 10 mn 5% pactBopa NaHCOj, BcTpsxuBaioT B TedueHue 20 muH,
(PUABTPYIOT, NPOMBIBAIOT BOAOM U cymiaT. Brixop 2,50 o (87.4%), T.mA. >
330°C (atuanieanosoasB), Ry 0.29. Hatipeno, %: N19.30. C;5HgN,O,. Boruuc-
AeHO, %: N 19.57. UK-cumektp, v, em’': 3265 (NH, NH,), 1652 (CO), 1616
(C=C-C=N). Cnexrp SIMP H, §, m. a., I'y: 1.10 (p, 3H, J = 6.5, CH;CH),
2.32 (c, 3H, CHjy), 2.51-2.68 (M, 3H, CHCH,), 3.9(mm1, 2H, NH,), 7.39-7.49 (m,
3H) u 8.13-8.18 (M, 2H, Ph), 8.76 (ymr.c, NH, NH,), 12.41 (m, 1H, NH).
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Cunres 1-[2-mermit-3-(4-mMeTnit-6-0kco-2-genunit-1,6-AMruapo-5-nupuMuIHHIAT)
nponanomwi]-4-pennnruocemukapoasunga (4). Cycnesuto 3.5 ¢ (0.012 mons) rup-
pasupa 3 u 1.78 2 (0.013 mona) benmanzoruornmataTta B 30 mr 1300yTUAOBOTO
CIIMpPTa KHUIATAT 6 u ¢ OOpPaTHBIM XOAOAMABHHMKOM, IIpHYeM y>Ke depe3 3 u
obOpasyeTca Ipo3pauHbli pacTBOpP. OTrOHAIOT AOCYXa, OCTATOK KPUCTAAAU-
3yIOT 2UPOM U (PUABTPYIOT. Brixop 4.75 2 (94.8%), T.mA. 202-203°C (3TUA-
1eanro30abB), Rf 0.79. Hatipeno, %: N 16.43. C9yH93N50,S. Beruncaeno, %: N
16.61. WK-cmektp, v, en’l: 3179 (NH), 1694 (CO), 1649 (C=C-C=N).
Cnextp AMP 'H, §, M. A, Iy: 1.19 (p, 3H, J = 6.5, CH;CH), 2.37 (c, 3H,
CHj3), 2.57-2.86 (M, 3H, CHCH,), 7.06 (M, 1H), 7.24 (m, 2H), 7.40-7.50 (m,
3H), 7.57 (m, 2H) u 8.14 (M, 2H, Ph), 9.30, 9.34, 9.75 u 12.45 (Bce w1, o 1H,
NH, OH).

Cunre3  4-mernin-2-pennn-5-[2-(4-¢penni-5-cyabpannn-4H-1,2,4-Tpuazon-3-ui)
nporuia]-1,6-muruapo-6-mupumuannona (5 a). Cmechb 4.21 2 (0.01 moas) THOCEMU-
Kap6asupa 4 u 1.12 2 (0.012 moan) KOH B 30 Mz BOABI KUTIATAT 4 v ¢ obpaT-
HBIM XOAOAUABHUKOM. OXAa>XKA€HHBIM pacTBOp MoAKUCAII0OT AcOH ao pHS,
BBINABIINY TIIPOAYKT (DUABTPYIOT M cymar. Beixop 3.8 2 (74.3%). T.mA. 217-
219°C (atmaniearosonnB), Ry 0.58. Hatipeno, %: N 17.60. CyoHyN5OS. Brrunc-
AeHo, %: N 17.36. MK-cmekrp, v, cw'l: 1706 (CO), 1643 (C=C-C=N).
Cnektp AMP H, §, m. a., Ty: 1.24 (a, 3H, J = 7.0, CH3CH), 2.02 (c, 3H,
CH3), 2.66 (M, 2H, CH,), 3.03 (M, 1H, CHCHj3), 7.21, 7.37-7.60 u 8.07 (M, 2H,
6H u 2H, Ph), 12.51 u 13.74 (0o6a 11, mo 1H, NH, SH).

Cunre3 4-mermwi-5-{2-[4-mernnaninn)-5-cyabpanunin-4H-1,2 4-rpuazon-3-ui|
nponui}-2-penna-1,6-nurnapo-6-nupumuaunona (5 b). Cycnesuro 3.5 2 (0.012
mons) tupapasupa 3 u 1.29 2 (0.013 mons) 2-usoruormanaTonpor-1-ena B 30 mx
U300YTUAOBOTO CIIUPTA KHUIATAT 6 ¥ C OOPATHBIM XOAOAUABHUKOM, OTTOHSIOT
AOCYyXa, K ocTaTKy A00aBAaroT 1.34 2 (0.024 mona) KOH B 30 Mz BOABL U KUIIA-
TIT 4 y ¢ OOPATHBIM XOAOAMABHUKOM. [Tocnae OXAa’RAEHUS pacTBOP (PUABT-
PYIOT OT HEpPacTBOPUMEIX IpuMecel u nmopKucAgioT AcOH apo pH 5. Brimas-
LN IPOAYKT (PUABTPYIOT, IPOMBIBAIOT BOAOM M cylIaT. Beixoa 2.6 2 (68.3%),
T.IA. 262-264°C (3TaHoa). Ry 0.78. Hatipeno, %: N 18.13. C,yoHy3N50S. Boi-
yncaeHo, %: N 18.36. MK-cmektp, v, cul: 1620 (CO), 1600 (C=C-C=N).
Cnektp SIMP 'H, §, m. a., I'y: 1.22 (p, 3H, J = 6.9, CH3CH), 1.70 (ymr.c, 3H,
CH3CCHy), 2.27 (c, 3H, 4-CHj), 2.66 (aa., 1H, J = 133, J = 8.1, CH-
H!CCHj), 2.82 (apa., 1H,J = 13.3, J = 6.0, CH-H2CCHj), 3.15-3.27 (m, 1H,
CHCHs), 4.26 (ymc, 1H, =CH-H!), 457 (ym.a, J = 16.8, NCH,), 4.65
(yur.p, J = 16.8, NCHy), 4.78 (yur.c, 1H, =CH-H_2), 7.46-7.59 (M, 3H) u 8.05-
8.11 (m, 2H, Ph), 12.70 (m1, 1H, NH), 13.63 (ymur.c, 1H, SH).

S-AJKHIIMPOBaHHE MPOU3BOIHBIX 6a-C. O0mas meroauka. K pactBopy 0.40 ¢
(0.001 mons) mupumuamna 5 au 0.08 2 (0.002 mons) NaOH B 10 Mz Boabl U 3
mn cuupTta po6aBasioT 0.0011 mons COOTBETCTBYIOIETO OEH3UATAAOTEHUA], U
CMeCh KUIIATAT C OOPATHBIM XOAOAUABHUKOM 12 y, OTTOHAIOT AOCYXa, IIPUAU-
BatoT 20 Mz BOABI, BOAHBIM CAOM IIPOMBIBAIOT 5 Mi TeKCaHa U IMOAKUCASIOT
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AcOH po pH 5. BemmaBmui IPOAYKT (DUABTPYIOT, CYLIAT U NEePEKPUCTAAAU-
30BBIBAIOT M3 3TAHOAQ.

5-[2-(5-Bensunn)cyabpannin-4-pennn-4H-1,2, 4-rpuason-3-wn)nponui]-4-me-
THA-2-penun-1,6-qguruapo-6-mupumuauaon (6 a). Beixop 0.32 2 (64.8%), T.1mA.
164-166°C, R; 0.74. Hatipeno, %: N 14.35. Cy9H97N5;0S. Brruucaeno, %: N
14.19. UK-cuektp, v, ex’l: 1631 ( CO),1600 (C=C-C=N). Cnekrp IMP !H,
S, M. A, Ty 1.36 (p, 3H, J = 7.0, CH3CH), 2.06 (c, 3H, 4-CHj3), 2.76 (a, 2H, J
= 7.2, CH,CH), 3.10-3.22 (M, 1H, CHCHj3), 4.29 (c, 2H, SCH,), 6.82-6.92 (M,
2H), 7.12-7.36 (v, 7H), 7.39-7.51 (v, 4H) u 8.12-8.17 (M, 2H, Ph), 12.30 (yur.c,
1H, NH).

4-Metnn-2-pennit-5-{2-[4-penui-5-(2-xnopoenszuia)cyabpanmi-4H-1,2,4-
Tpua3zon-3-ua|uponui}-1,6-quruapo-6-mupumuanHoH (6 b). Beixop 0.35 2 (66.3%),
T.IA. 186-188°C, R 0.64. Hatipeno, %: N 13.43. CygHyCIN5OS. BrluncaeHo,
%: N 13.26. MK-cmmexTp, v, el 1632 (CO), 1600 (C=C-C=N). Cnekrp
SMP 'H, §, m. a., Iy: 1.36 (p, 3H, J = 7.0, CH3CH), 2.08 (c, 3H, 4-CHj),
2.71-2.83 (M, 2H, CH,CH), 3.18 (cx, 1H, J = 7.0, CHCH3y), 4.40 (c, 2H,
SCHy), 6.82-6.94 (M, 2H), 7.14-7.20 (v, 2H), 7.24-7.34 (v, 3H), 7.38-7.51 (m,
5H) u 8.11-8.17 (M, 2H, Ph), 12.31 (ym.c, 1H, NH).

5-{2-[5-(4-Metokcu-3-uutpodensuia)cyibpanni-4-pennn-4H-1,2 4-rpuazou-3-
wi|nponmui}-4-meTuii-2-penn-1,6-nuruapo-6-nupumuannon (6¢). Breixop 0.40 e
(70.4%), T.mA. 178-180°C, R; 0.55. Hatipeno, %: N 14.50. C3oHygNgO,4S. Bri-
yncaeHo, %: N 14.78. UK-cuekrp, v, cm’l: 1644 (CO), 1620 (C=C—C=N).
Cnexrp AMP 'H, §, m. A, I'y: 1.36 (a, 3H, J = 7.1, CH3CH), 2.03 (¢, 3H, 4-
CHj), 2.75 (A, 2H, J = 7.1, CH,CH), 3.18 (ym.ck, 1H, J = 7.1, CHCH3), 3.92
(c, 3H OCHg3), 4,32 (c, 2H, SCHy), 6.88-7.00 (M, 2H, H-Ar), 7.13 (a, 1H, J =
8.7, H-5, CgHj), 7.28-7.38 (M, 2H, H-Ar), 7.40-7.49 (M, 4H, H-Ar), 7.56 (aa,
1H,J = 8.4,J = 2.2, H-6, CgH3), 774 (a, 1H, J = 2.2, H-2, CgHj), 8.10-8.14
(M, 2H, H-Ar), 12.32 (u1, 1H, NH).

Cunre3 4-merui-5-[2-(1,3,4-oxkcaguazo-2-uin)nponui|-2-penui-1,6-qguruapo-
6-mupumuaunona (7). Cycresuto 3.5 2 (0.012 mona) ruppasupa 3 8 30 mz Tpus-
THAOPTOOPMHUATA KUISTIT 8 u A0 IIOAYUYEHMS IIPO3PavyHOro pacTBopa. Pact-
BOP YIIapUBAIOT HATIOAOBMHY M OCTABASIIOT Ha XOAOAY. BBIIABIINM TPOAYKT
(PUABTPYIOT, CyLIaT U NEePEeKPUCTAAMU30BBIBAIOT M3 IJTAHOAA. BBIXOA 2.6 2
(73.1%), T.mA. 194-196°C, R; 0.65. Hatipeno, %: N 18.58. CgH5N4O,. Berauc-
AeHO, %: N 1891, MK-cmekTp, v, em’l: 1728 (CO), 1632 (C=C—C=N).
Cnektp SIMP 'H, §, m. a., Iy: 1.36 (a, 3H, J = 7.0, CH3CH), 2.20 (c, 3H, 4-
CHj), 2.82 (pa, 1H, J = 13.4, J = 7.1, CH-H!CCH3;), 2.88 (pa, 1H, J = 13.4,
J = 7.8, CH-H2CCHyj), 3.44-3.56 (M, 1H, CH), 7.46-7.58 (M, 3H) u 8.05-8.11
(M, 2H, Ph), 9.11 (c, 1H, CH=N), 12.63 (ym.c, 1H, NH).
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SELUUULLUD 5-[2-(4-UGR-ULPL- 5-UNFLHULDL-, 5-[2-(4-HELPL-5-(S-
UCPPLUGR-PL)-UNFLOUWLDPL-1,2,4-SPPUQNL-3-bL- B, 2-(1,3,4-
0LUUN-PUQNL-2-bL)|NLANDPL MPLPU PP LLELD UPLEEGAL

U W NUCOFE-30FL3UL

(RS)-Z-Ubﬁ[ll-.?-(6-1”7[3[11—4—qgun-2—xgwbilﬁl-3,4-ll.[14[111.[1nu[[111[uf[nz_[1i1—5—[1[)u[[mu[uliuu-
PRAR Sy wgppmmf Sufpbpugdut b Qb SppughliSfgpunf Qb dfinfuuggligne
[Pyt wpnynihpned ufbfFhgdly b 2,4,6-bunbgulpagdnd wpppdfagfie-5-(2-db[@ fy) uypn -
Bl Sfgpsg: L Bfion o] G- e SofdabyfgnfFog it S
plipky b Suduwnguunmufuwls N-1-wgfydws  Fhosbdpljmppagfabbpp, npoip (GG uyfy-
l.l.lb'l.l.lilg‘/llll[l Tbu[#nLJ lun_ulilg ulilzl.l.ll.nlru.lil) bn_l.ugilblnll 2[1uIJ[1iI KOH'IH[ H[lll[l[nLlr ki 4-
Jbﬁ[:l-2—qzbil[1[—5-[2— (4—R—5—um_lv¥uufl[ll-4H—1,2,4-u1[1[uuzlnl-3-[1[)ulpnulﬁl]-l 6-p S frogpn-6-
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snppbfFhyop(FnGnpifmnnp Sbun, phiply & nbquluyfms whppdpyfi-1,3,4-o0pumhugnp:

SYNTHESIS OF THE SUBSTITUTED 5-[2-(4-METHYLALLYL-5-SULFANYL,
5-[2-(4-PHENYL-5-(S-ARYLMETHYL)-SULFANYL-1,2,4-TRIAZOL-3-YL AND
2-(1,3,4-OXADIAZOL-2-YL)]PROPYLPYRIMIDINES
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The Scientific Technological Centre of Organic
and Pharmaceutical Chemistry NAS RA
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E-mail: harutyunyan.arthur@yahoo.com

By the esterification of the 2-methyl-3-(6-methyl-4-oxo-2-phenyl-3,4-
dihydropyrimidin-5-yl)propanoic acid with ethanol and subsequent interaction with
hydrazine hydrate corresponding pyrimidine acid hydrazide was synthesized. The
reaction of the above hydrazide with phenyl- and methylallylisothiocyanates led to the
corresponding N-1-acylthiosemicarbazides which (in the case of methallyl derivative
without isolation) in turn, cyclazed by boiling in ageous KOH with formation of the 4-
methyl-2-phenyl-5-[2-(4-phenyl(methallyl)-5-sulfanyl-4H-1,2,4-triazol-3-yl)propyl]-1,6-
dihydro-6-pyrimidinones. 4-Phenyl derivative of the synthesized triazole was then
alkylated at 5-thiol group by benzylchlorides. By the reaction of aforementioned
hydrazide with triethyl orthoformate corresponding pyrimidine-1,3,4-oxadiazole
conjugate was synthesized.
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