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VCTaHOBIICHO KAaTAIMTHYECKOE BIMAHIE MUKPOBOJHOBOrO 00JydeHHs Ha peakiuio N-arpmupoBaHus 2-
aMHHOTHa30J1a HeHackIeHHbIME 5(4H)-okcaszononamu. Paspaboranbl ontuMansHble ycaoBus cunresa N-GeH-

SOI/IJ'IaMI/IHOKOpI/I‘IHOI/IJ'I-z-TI/IEBOJ'II/IJIaMI/II[OB 1 U3yYCHBI UX aHTI/I6aKTCpI/IaJILHI)Ie CBOMCTBA.

Taba. 1,6u6m. ccputok 8.

H3BeCcTHO, YTO HEKOTOpbIC (PU3MOJIOTMYECKUA AKTHUBHBIE BEIIECTBA PACTHUTEIHHOIO
TIPOUCXOKICHHUS COJIEPKAT THA30IOBEIH octarok [1]. CHHTeTHUECKHE MPOU3BOHBIE 2-
AMHMHOTHA30J1a IPOSBIIIOT aHTHOAKTEPHAIBHYIO [2], IPOTHBOBOCHIANUTENbHYIO [3], cu-
X0TponHyto [4] wmu npoTuBoomyxoneByt [5] aktuBHOCTh. [To qaHHBIM [6], aMmuHOTHA-
30JIOBBIH OCTATOK MPUCYTCTBYET B HEKOTOPHIX JIEKAPCTBEHHBIX TpENaparax, mpuMeHse-
MBIX CETOMHS B MEIHWIIMHE TPH Pa3IMIHBIX 3a00sieBaHusAX. MCXOIS U3 3TOTO € IEIbI0
HOJYYCHHUs HOBBIX (DPU3MOJIOTMYECKUM AKTHBHBIX COCAMHCHHU, COJEPIKALIMX OCTATKU
aMHUHOTHA30J1a U O,[3-IEeTHAPOAMUHOKHCIIOT, HAMH M3y4YCHBI peakin N-ammmmpoBaHus
2-amuHoTHa3oia (15) nenaceienubiMu 5(4H)-okcaszononamu (1-14).
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R 16-29

1-14
1, 16. R=Ar=CHs; 8, 23. R=4-CHOCeH,, Ar=CgH40,CH,-3,4
2, 17. R=CHs, Ar=C¢H,Br-4; 9, 24. R=4-i-CHyOCsH,, Ar=CgHs;
3, 18. R=CHs, Ar=CeH,Cl-4; 10, 25. R=4-i-GHgOCsH,, Ar=CgH,Cl-4;
4,19. R=CiHs, Ar=CcH,NO,-3; 11,26. R =4-i-GHgOCeH,, Ar=CgH,NO,-3;
5, 20. R=CHs, Ar=CeH30,CH,-3,4; 12, 27. R=CH40, Ar=CiHs;
6, 21. R=4-BrGH,, Ar=C¢Hs; 13, 28. R=CH40, Ar=CHsNO,-3;
7, 22. R=4-CHOCH,, Ar=C¢H,Br-4 14, 29. 4-CH;CONHGH,, Ar=CgHs.

Cunres (Z)-N-(3-oxco-1-pennn-3-(trazon-2-unaMuHo)npor-1-eH-2-uir) GeH3aMu-
na (16) mpoBoamk ABYyMSI IyTSMH — HATPEBAaHHEM WIIH MHUKPOBOJHOBBIM OOITy<YeHHEM
peakuuoHHON cmecu B IM®DA, mpu 3TOM BapbUpPOBAIUCH KaK BpeMs MPOBEACHHS peak-
IIVH, TaK ¥ MOIIHOCTH 0OyueHus. [lomydeHHbIe 1aHHbBIE TPUBEICHBI B TAOIHILIE.

Tabauya

3aBHCHMOCTD BBIX0I0B THA30uIamMuaa 16 0T yc/i0BHii NpOBeIeHUsI peaknuu

OTMBITH YcnoBus npoBeeHNS peaKInu Brixon,
KHIISTYEHUE, MOIITHOCTH OOJIYYCHHUS, BPEMSI, MUH %
BpeMs, u 90Bm 120Bm 260Bm

1 1 - — — 67.2
2 2 — — — 66.8
3 3 — — — 24.0
4 — 55 — — 76.4
5 — — 3.5 — 69.1
6 — — 5 — 85.1
7 — — — 5 66.8
8 — — — 8 30.9

OTtMeTuM, 4YTO B JHTEpaType CHHTE3 coceauHEeHHMs 16 ObLT  OCYIIECTBIICH
KUTITYEHUEM 2-peHmi-4-6eH3uuIeH-5-0kca3ooHa u 2-aMHHOTHA30J1a B
Kcuiojge B Tedenue 6 u ¢ BeIxogoM 77% [7]. Kak BuaHO M3 NpPHBEIEHHBIX B
TabJiMIe  JaHHBIX, KHISTYEHUE cMmecHu 2-pennin-4-0eH3mmuieH-5-0kca30I0Ha
(1) u 2-ammHoTnazoma (15) B JAM®PA B teuenne 1 u mnpuBomurT K oOpasoBa-
HHMIO IleJeBOro mnpoaykra ¢ 67% Beixogom (om. 1). JlanbHeiilnee yBelnndeHHE
BPEMCHU KHUIITYCHUS MPHUBOJAUT K OCMOJICHHIO ¥ CHIDKCHHIO BBIXOZA TPOIYK-
ta (om. 2u 3). B ciayduae MHKPOBOJIHOBOTO OOJydYEHHS PEAKIHOHHOW CMecH B
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IM®A nawnyuimnid Beixoq (85%) nonyuen mpu 120 Bm B teuenue 5 mun (om. 6). B
cilydae MHKPOBOJIHOBOTO 00JydeHHs MOITHOCThIO 260 Bm B TeueHue 5mun BBIXOX Iie-
JIEBOTO MPOAYKTa cocTaBisier 66% Qm. 7). YBenudyeHne BpeMeHH 0ONyYEHHS B TEX XKe
YCJIOBUSX MPUBOAUT K OCMOJICHHIO LIEJICBOTO MPOAYKTA, BCICACTBUE YEr0 €ro BBIXOA
cocrasjster Bcero 31% (. 8). B cBsA3u ¢ 5TUM aMubl o, B-IeruapoaMuHOKUCIOT 17-29,
COZIepIKAIIIe OCTATOK aMHHOTHA30J1a, CHHTE3UPOBAHBI B YCIOBHAX MHKPOBOJIHOBOTO 00-
aydenus npu 120 Bm B reuenue 5 mun.

Ucxons u3 nannsx SIMP H! criekrpos coemmpennii 16-29, y KOTOPBIX CHHITICTHBIIA
CHTHaJ B-IIPOTOHA aMUHOKHCIIOTHOTO OCTaTKa MposiBiisiercst npu 7.27-7.46M.1., MOXKHO
3aKJII0YUTh, YTO MONYyYCHHBIC AMHIbI UMEIOT Z-KOH(PUTYPALHIO.

W3ydeHsl aHTHOAKTEpHUAIbHBIC CBOMCTBA CHHTE3UPOBAHHBIX aMuIoB 16-29. Mccie-
JIOBaHMSI IPOBOAWIIMCH METOIOM «iudpdy3un B arape» rnpu 6akrepuainbHoi Harpyske 20
MAH MUKPOOHBIX Tenm Ha 1 mn cpenpt [8]. B ombITax HCMOIB30BAIHMCH TPAMIIOIOKHTEIb-
uele crapuiaokokku (St. aureus lu 209) u rpamorpurareinbHbie nanoukd (Sh.
Dysenteriae Flexneri 6858 E. Coli 0-55).MccnenoBanusi nokasaid, 9YTO U3 HCHBITye-
MBIX COCJMHCHHUN TOJIBKO amubl 16,19,21,24,26 u 27 nposBisioT cinadyro OakTepruocTa-
THYECKYIO aKTHBHOCTE (d= 9-16MmMm), CYLIECTBEHHO YCTYyINas KOHTPOJILHOMY Ipenapary
— dypazomumony (d = 24-25um). U3 nepeuncieHHbIx coenunuennii amuast 19 u 21 oka-
3aJIUCh AKTUBHBIMH OTHOCHUTEIIBHO BCEX YETHIPEX IITAMMOB, & OCTAIbHBIC M30UPATEIHLHO
JeCTBYIOT Ha IPaMIIOIOKHUTEIbHBIC CTaQUIOKOKKH.

U3 BhIllICyKa3aHHOTO CIEIYET, YTO HAMU HaiieH yaoOHbIi MeTon cuHTe3a N-GeH-
30HIAMHHOKOPHYHOUII-2-THA30INIIAMUIOB AlIMIIMPOBAHHEM 2-aMHHOTHA30Ja HEHACHI-
meHHbiMu 5(4H)-okca3onoHamu.

3KCHepHMeHTaJ'[LHaH 4acTb

UK-cniextpsl cHsThl Ha criekrpomerpe “Nicolet Avatar 330 FT-IR"B BazennHOBOM
macie, ciekrpsl SIMP *H - ma “ Varian Mercury-300"8 pactsope JIMCO-dg. TCX mpo-
BeNCHO Ha miactuHKax cuiydon “UV-254", smoent- tomyon-rekcan-stanon (1:1:1),
MIPOSIBUTENh- TIaphl Hoga u Y @-nmydu. MUKpOBOJIHOBOE OOJIYICHHE OCYIIIECTBICHO B OBI-
TOBOU MUKPOBOJIHOBOM MEYH.

(Z)-N-(3-Oxco-1-penna-3-(Tuazon-2-miiaMuHo ) npon- 1-eH-2-uin)oenzamun (16).

A) K pactBopy 0.004mo01s 2-bennn-4-6ensunnaeH-5-okcasonona B 15 ur MDA
nobasisitor 0.0048mons 2-amuHOTHA300a U cMech KUnATAT 1-34. K peakimonHo# cMecu
nob6asistor 50wz Bonbl, 00pa3oBaBLIMICS 0CaAOK OT(UIBTPOBHIBAIOT M MEpEK-
PHCTAJUTU30BBIBAIOT U3 3TAHOJA.

B) Cmecn 0.004mons 2-pennn-4-6ensununen-5-okcaszonona u 0.0048mons 2-amu-
HotHazona B 4 ma AM®A oGnyuator npu 90, 120umm 260 Bm 3-8 mun B MEKPOBOJIHO-
Bol meur. O6pabOTKy OMBITA OCYIIECTBIISIOT COTIACHO METOY A.
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Amnanornyno merony b o6nyuennem npu 120 Bm B Teuenue S mun CHHTE3UPOBaHEI
amuasl 17-29.

(Z)-N-(3-Oxco-1-dpenna-3-(tuazon-2-miiaMuHo)npon- 1-en-2-ui)oenzamun (16).
T.mn. 229-231°Caur. 153°C [7], R 0.69.UK-cnekrp, v, en’t: 1640 (COamuan.); 1630
(C=C); 3258 (NH).Cnekrp SIMP 'H, 8, m.a., I: 7.00 @, 1H, J=3.5, =CHruason.);
7.26-7.38 1, 3H, GHs); 7.36 ¢, 1H, =CH o,B-neruapoamunokuciora); 7.42 1, 1H,
J=3.5, =CHruazon.); 7.44-7.57 ¥, 3H, GHs); 7.64 {1, 2H, GHs); 8.07 {1, 2H, GHs);
9.92 fuc, 1H, NH); 12.21 fric, 1H NH). Haiineno, %: C 65.03; H 3.94N 11.84; S 9.32.
C19H15N30,S Berumcieno, %: C 65.31; H 4.33; N 12.03; S 9.18.

(Z2)-N-(1-(4-Bpomdpenni)3-okco-3-(THA30JI-2-MIIAMHHO ) IPOTI- 1-eH-2-1J1) 6 eH3a-
muja (17). Beixox 85.9%, r.u1. 234-236°C, R0.76. UK-cnektp, v, e’ 1675 (CO-
amunH.); 1631 (C=C).Crnexrp IMP v, 8, M., Iy: 7.00 @, 1H, J=3.5, =CHwuaszon.);
7.32 ¢, 1H, =CHa,B-nerunpoamunokucinora); 7.42 (1, 1H, J=3.5, =CHwuazon.); 7.44-
7.59 (M, 7H, GHsu CsHy ); 8.05 1, 2H, GHy); 9.94 fuc, 1H, NH); 12.27 \c, 1H,
NH). Haiineno, %: C 52.94; H 3.51; N 9.68 7.24.C;gH;,BrN3O,S Beruucneno, %: C
53.28; H3.29; N 9.81; S 7.49.

(2)-N-(1-(4-Xaopdennn)3-okco-3-(THa30/1-2-HIaAMHHO) PON- 1-eH-2-1j1) 6eH3a-
muj (18). Beixox 75.2%, r.1. 236-238°C,R; 0.76. UK-cnextp, v, en’l: 1655 (COo-
amugH.); 1632 (C=C)3223 (NH).Crnexrp SIMP H, 8, M., I'y: 7.00 @, 1H, J=3.5, =CH
thazoi.); 7.33u 7.63 (1, 4H, GHy); 7.35 ¢, 1H, =CHao,B-neruapoamunoxuciora); 7.42
(m, 1H, J=3.5, =CHwma3zon); 7.45-8.05 1, 5H, GHy); 9.94 fuc, 1H, NH); 12.26 ffic,
1H, NH). Haiigeno, %: C 59.73; H 3.91; N 10.63; S 8.11;¢8:4N30,SCI Brruucneno,
%: C 59.45; H 3.68; N 10.95; S 8.35.

(Z)-N-(1-(3-Hurpodenui)3-okco-3-(THa30,1-2-UaaMUHO ) IPoN-1-eH-2-11) 6 eH-
samua (19). Beixox 93.3%, .1, 224-225°C, R0.70.UK- cmexTp, v, 1655 (CO-
amunn.); 1632 (C=C); 3223 (NH)Haiizeno, %: C 57.43; H 3.09; N 14.43 8.39.
C19H14N4O4S Brrunciieno, %: C 57.86; H 3.58; N 14.21; S 8.13.

(Z2)-N-(1-(3,4-AnoxcumeTrniaeHdeHn)3-0kco-3-(THA30-2-LIIAMHHO ) IPOTI- 1-eH-
2-un)-6enzamua (20). Boixox 67.2%, .t 228-230°C, R0.82. K-cuekrtp, v, et
1646 (COamunn.); 1639 (C=C); 3264 (NH)nekrp IMP H, 8, M., Ty: 5.99 ¢, 2H,
OCH;0); 6.81 f1, 1H, J=8.1, =CHCsH3); 6.99 @, 1H, J=3.5, =CHwmazon.); 7.14 iz,
1H, J=8.1, J=1.5 GHa); 7.23 @, 1H, J=1.5, @H5); 7.36 ¢, 1H, =CHa.,B-neruapoamu-
Hokucnora); 7.40 @, 1H, J=3.5, =CHwuaszon.); 7.45-8.08 ¥, 5H, GHs); 9.82 uc, 1H,
NH); 12.11 (uc, 1H, NH).Haiigeno, %: C 61.41; H 3.97; N 10.49; S 7.8%0d1sN30,S
Brruucaeno, %:C 61.06; H 3.84; N 10.68; S 8.15.

(2)-4-Bpom-N-(3-okco-1-penni-3-(THazo.i-2-nIaMHUHO ) Iponi- 1-eH-2-1i1)6eH3a-
mug (21). Beixon 84.4%, t.an. 220-222°C, R 0.85. UK-cmektp, v, e’ 1665
(CO- amumn.); 1642 (C=C);3265 (NH). Crextp SIMP 'H, §, m.ux., I'y: 7.00
1H, J=3.5, =CHmuazon.); 7.28-7.39 w1, 3H, GHs); 7.34 ¢, 1H, =CH o,p-ze-
rugpoamunokuciora); 7.42 f, 1H, J=3.5, =Chazon.); 7.58 - 7.66 M, 4H,
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CeHs); 8.01 ¢4, 2H, GH,); 10.01 (uc, 1H, NH); 12.24 yuc, 1H, NH). Haiineno, %: C
53.51; H 3.50; N 9.66; S 7.6639H14BrNsO,S Brruncneno, %: C 53.28; H 3.29; N 9.81;
S 7.49.
(Z2)-4-Metokcu-N-(1-(4-6pompennn)3-okco-3-(THA30J1-2-MIIAMIHO ) IPOTI- 1-eH-
2-un)-6enzamua (22). Boixox 84.4%, .t 229-231°C, RO0.74. UK-cuekrp, v, et
1675 (COamuan.); 1631 (C=C); 3262 (NH)nekrp IMP H, 5, M., Iy: 3.88 ¢, 2H,
OCHy); 6.97u 8.01 (1, 2H, GHy); 7.00 @, 1H, J=3.5, =CHwuaszon.); 7.27 ¢, 1H, =CH
ao,B-neruapoamunoxuciora); 7.41 (1, 1H, J=3.5, =CHruazon.); 7.47u 7.55 1, 4H,
CeHya) ; 9.77 fuc, 1H, NH); 12.21 iic, 1H, NH).Haiineno, %: C 52.67; H 3.72; N 9.51;
S 7.26. GoH1eBrN3zO3S Beruucnero, %:C 52.41; H 3.52; N 9.17; S 6.99.
(2)-4-Metokcen-N-(1-(3,4-anoxcumeruiieHpenut) 3-0kco-3-(THa30.1-2-uiaMu-
Ho)npon-1-eH-2-wn)6enszamua (23). Boixox 58.7%, .1, 235-237°C, R 0.82. UK-
criektp, v, en™: 1671 (COamuzan.); 1639 (C=C); 3192 (NH)Cuextp SIMP *H, §, m.1.,
I'y: 3.88 ¢, 3H, OCHg); 5.99 ¢, 2H, OCH,0); 6.80 f, 1H, C=CHtrason.); 6.95-7.01
(v, 2H, GH,); 6.98 {1, 1H, J=3.6, =CHC¢H3); 7.12 @n., 1H, J=8.1, J=1.4 GH3); 7.21
(m, 1H, J=1.4, €H5); 7.31 ¢, 1H, =CHa,B-aeruapoamunoxuciora); 7.40 @, 1H, J=3.6,
thazoin.); 8.03 ¢, 2H, GH,); 9.66 (uc, 1H, NH); 12.05 ific, 1H, NH). Haiizeno, %: C
59.81; H 4.39; N 9.64; S 7.18;;H17N305S Bruncieno, %: C 59.50; H 4.05; N 9.92; S
7.57.
(2)-4-N306yTokcu-N-(3-0kco-1-pennn-3-(Tuazoa-2-miaMuHo) npon-1-eH-2-ui)-
oenzamun (24). Beixon 46.2%, 1., 163-165°C, R0.87. UK-cnektp, v, en’l: 1666
(CO-amuan.); 1650 (C=C); 3182 (NH)mextp SIMP H, s, m.a., [y: 1.06 @, 6H, J=6.7,
CMey); 2.11 1, 1H, CH);3.82 (@, 1H, J=6.5, OCH); 6.96u 8.01 1, 2H, GH,); 7.01 (1,
1H, J=3.5,=CH tnason.); 7.31 ¢, 1H, =CH a,p-geruapoamunokucnora); 7.25-7.39u
7.63 (1, 5H, GHs); 7.42 @, 1H, J=3.57CH Ttuazon.); 9.76 fuc, 1H, NH); 12.17 fic,
1H, NH). Haiigeno, %: C 65.80; H 5.67; N 9.58; S 7.48,3H»3N305S Brruucieno, %:
C 65.54; H5.49; N 9.97; S 7.61.
(2)-4-U306yTokcu-N-(1-(4-xnopdenn)3-okco-3-(THa30.1-2-nIaMHHO ) ipon- 1-
en-2-ni)6ensamug (25). Boixox 46.9%,r.m1. 214-216°C, R0.83.UK-crektp, y, cv’™:
1644 (COamunn.); 1639 (C=C); 3271 (NH)Cnexrp SIMP H, 8, M., I'y: 1.06 1, 6H,
J=6.7, CMg); 2.12 1, 1H, CH);3.82 @, 2H, J=6.5, OCH); 6.95u 8.00 {1, 4H, GH,);
7.01 (@, 1H, J=3.57CH tmazomn.); 7.29 ¢, 1H, =CHa,B-neruapoamunoxuciora); 7.32u
7.61 (1, 4H, GH,); 7.42 @, 1H, J=3.5=CH Ttuaszon.); 9.77 fuc, 1H, NH); 12.21 ffic,
1H, NH). Haiineno, %: C 60.08; H 4.51; N 9.53; S 7.33,3H,,CIN3O3S Brruucineno,
%: C 60.59; H 4.86; N 9.22; S 7.03.
(2)-4-U306yTokcu-N-(1-(3-uurpodenn)3-okco-3-(THa301-2-HIaAMHHO)Ipon-1-
eH-2-un)oenzamua (26). Bexog 61,5%, t.mi. 130-132°C, R 0,89. UK-cmektp, v,
em™ 1652 (COamuzn.); 1641 (C=C); 3242 (NH).Cmextp SIMP 'H, §, wm.x.,
I'y: 1.06 @, 6H, J=6.7, CMg; 2.11 (4, 1H, CH); 3.82 @, 2H, J=6.5, OCHh);
6.96 u 7.99 {1, 4H, GH,); 7.03 f1, 1H, J=3.5,=CHtumason.); 7.39 ¢, 1H,
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=CH a,B-neruapoamunokucinora); 7.44 (1, 1H, J=3.57CH tuazon.); 7.59 (, 1H, GH,);
7.99 (1, 1H, GHy); 8.12 1, 1H, GH,); 8.52 ¢, 1H, GH,); 9.95 fuc, 1H, NH); 12.35
(mie, 1H, NH).Haiineno, %: C 59.61; H 4.93; N 11.84; S 7.04:36,,N,OsS Brruucie-
Ho, %: C 59.22; H 4.75; N 12.01; S 6.87.

(2)-N-(1-(3-Oxco-1-pennn-3-(Tuazon-2-wiaMmuHo ) npon-1-eH-2-ui) pypan-2-
kapooxcamup (27). Beixon 72.4%,1.1u1. 224-226°C, R0.80.UK-cnekrp, v, en’t 1654
(CO-amuan.); 1642 (C=C); 3256 (NH)Cnekrp SIMP H, 8, M., Ty: 6.59 fun, 1H, J
=3.4, 3=1.7, =CHdypan); 7.00 (1, 1H, J=3.5, =CHruazomn); 7.28 1, 1H, J =3.4, =CH
¢bypan); 7.29-7.39 1, 3H, GHs); 7.42 @, 1H, J=3.5, =CHruaszon); 7.44 (c, 1H, =CH
ao,B-mrerunpoamuHokuciora); 7.59-7.66 1, 2H, GHs); 7.73 @, 1H, J =1.7, =CHdy-
pan); 9.68 fuc, 1H, NH); 12.23 ific, 1H, NH).Haiineno, %: C 60.48; H 3.54; N 12.60;
S 9.14. G;H13N305S Brruucieno, %: C 60.17; H 3.86; N 12.38; S 9.45.

(Z2)-N-(1-(3-Hurpodenni)3-okco-3-(Tuazon-2-uaaMuHo)npon-1-en-2-um) dpy-
pan-2-kapooxcamun (28). Beixon 98.3%,1.mu1. 238-239°C, R0.82.UK-cnekrp, vy, cm”
1 1656 (COamuzn.); 1640 (C=C); 3242 (NH)Cuextp IMP H, &, m.x., I'y: 6.60
1H, J =3.5, J=1.7, =CHdypan); 7.03 (1, 1H, J=3.5, =CHruazon); 7.26 (1, 1H, J
=3.5, 3=0.7, =CHdypan); 7.44 (1, 1H, J=3.5, =CHruazomx); 7.46 (c, 1H, =CHu,B-me-
ruapoamMuHokuciota); 7.60 ¢, 1H, J= 8.0, 6H,); 7.76 fun, 1H, J =1.7, 3=0.7, =CHdy-
pan); 7.99 {1, 1H, CgH,); 8.13 ¢1, 1H, GsH,); 8.48 ¢, 1H, J= 1.9, €H,); 9.97 fuc, 1H,
NH); 12.38 fuc, 1H, NH).Haiineno, %: C 53.48; H 3.34; N 14.69; S 8.69;;8:,N40sS
Brruucaeno, %: C 53.12; H 3.15; N 14.58; S 8.34.

(2)-4-Auneramupno-N-(3-okco-1-pennin)-3-(Tua3o-2-wiaMuHO)Ipon-1-eH-2-
ui)oenzamun (29). Beixon 84.6%,1.mu1. 232-234°C, R0.60.UK-crektp, v, en't: 1696,
1664 (COamuan.); 1634 (C=C); 3186 (NH)Cuekrp IMP H, 8, M., Iy: 2.09 ¢, 3H,
CH3CO); 7.01 @, 1H, J=3.57CH tunason.); 7.32 ¢, 1H, =CHa,B-neruapoaMuHOKHCIIO-
ta); 7.22-7.38u 7.63 1, 5H, GHs); 7.41 (1, 1H, J=3.57CH Tnazomn.); 7.69u 7.98 {u,
4H, GHy); 9.81 fuc, 1H, NH); 9.96 fuc, 1H, NH) ); 12.181fic, 1H, NH). Haiineno, %:
C 62.48; H 4.14; N 13.44; S 7.5€5,H1gN4O3S Brruucieno, %: C 62.05; H 4.46; N
13.78; S 7.89.

UbuUCNULPLUSHL KUNUSRUSCUUULR YUSULPRY NN, 2-UUPLURRULNLE USPLARUL
22U43E3UD 5(4H)-OLUULNLALLENY

9. 0. #NO®NhA8UL, U. ft. #NUNRLSUL L 1. 4. MULALPUSUL

zhnugnunjus b 2-wdhbwphwqnih N-wghjdwt htwpudnpoipmniap shwglgus 5(4H)-opuw-
qnnuubkpny: ®npdwplws bt bEpynt Enubwl. w) thnpwqpbgnipmiut hpwljwbwgubng HWUHU
dhpwdujpnid Epwgdwi yuydwbikpnid b p) nbwlghntt pwntinipyp Bupwnpyting vhljpnuwhpujht
Sunwquypuiut: Mupqupuiyws b Epypnpn bpwbtwyh wpwybnieniup:
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MICROWAVE IRRADIATION CATALYZED ACYLATION
OF 2-AMINOTHIAZOLE BY UNSATURATED 5(4H)-OXAZOLONES

V.0O.TOPUZYAN, S.R. TOSUNYAN and R. V. PARONIKYAN

The Scientific Technological Centre of Organic
and Pharmaceutical Chemistry NAS RA
A.L. Mnjoyan Institute of Fine Organic Chemistry
26, Azatutyan str., Yerevan, 0014, Armenia
E-mail: vtop@web.am

We have synthesized 2-amthiazolylamides of N-benzoy;p-dehydroamio acids
by acylation of 2-aminothiazole with unsaturatéd)sxazolones. On the example of 2-
aminothiazolylamide of N-benzoylf3-dehydrophenylalanine we established that it was
produced with the best yield (67%) upon reageniBnigofor an hour in DMF. It was
noted that more prolonged boiling of the reactidrtune resulted in resinification of the
end product. The yield of the end product was iasee (up to 85%) by microwave
irradiation at 120W for 5 min. By the stated method fifteen 2-aminothiazolylagsid
containing a residue ad,f-dehydroamino acids were synthesized. Their artiad
properties were studied.
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