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WccmepoBana peakuns uukiamsanun 2-(N-6eHzomn-o,p-geruapodeHunasaHnI)aMIHOTHA30/Ia C
IIpUMeHeHNeM TPUMeTHIXIopcuiaaHa, 1,1,1,3,3,3-rekcaMeTnnycuIasaHa WK CMECH TPUMETHIXIOPCUIA-
Ha C TPUATHJIAMUHOM KaK B YCJIOBHSX KHUILTYEHUs, TAK ¥ MHKPOBOJIHOBOTO OOJIy4eHUsl PeaKIHOHHOM cMe-
cu. YCTaHOBJIEHO, YTO CPABHUTEIBHO BBICOKUII BBIXOZ, (56.5%) 1eneBoro mpomykra — 4-6ensunumgeH-2-de-
Hu-1-(trason-2-wr)-1H-umugazon-5(4H)-ona, monyuyaercs mpu IpUMeHEHHH TeKCaMeTHJIJMCHIa3aHa
pu 061ydeHnn peakiuoHHoi cmecu (120 Br) B revenue 2.5 mzH. AHAaIOTMYHO CHHTE3UPOBAH P:AZ 4-apu-

nupen-2-apui-1-(ruazon-2-mn)-1H-umuznason-5(4H)-onos.

Bub6. cepnok 11.

1,2,4-TpuzaMeleHHbIe 5-UMUA30I0HBI IIPEACTABIIAIOT GOMIBIION HHTEpeC Kak
¢busmonorndecku akTuBHbIE BemecTBa [1-4]. OGBIYHO CHHTE3 9THX BEIECTB OCY-
I[ECTBIAETCS MHOTOYACOBBIM KUIITYEHUEM B MUpUIUHe HeHacslmeHHbIx 5(4H)-okca-
30JI0HOB C COOTBETCTBYIONIMM aMWUHOM [5] MM IuKIu3auuell aMHUIOB HEHACHIIIEH-
HBIX O,(-AerUAPOaMUHOKUCIOT C IIOMOIIBIO JeTUAPAaTUPYIOIUX aTeHTOB. B kayecTBe
IIOCIeJHUX HCIOIB30BATIKChH aleTaT HaTpuA [6], ximopup nuuka [7] wium 1,1,1,3,3,3-
rexcamermnpucunasas ('MJC) [8]. C uensio paspaboTku MeTo[a CHHTE3a 5-UMuzIa-
30JI0HOB, COZIEP>KAIIMX B ITOJIOKEHUH 1 THA30JI0BBIN OCTATOK, MBI MCCIEA0BAIN Peak-
nuio nuxmsanuu  2-(N-6esomn-o,B-mernapodeHIIaIaHUI)aMUHOTHA3071a B TIPU-
cyrcreuu TM/IC, tpumernaxnopcunana (TMXC) u ecmecu TMXC ¢ TpUSTHIAMUHOM.
Cunres 1-(2-tmasonun)-2-dennn-4-Gensunugen-5-umuznasonmona (7) HaMu oOCy-
I[ECTBJIEH JBYMS IYTAMH — HarpeBaHMeM MIM MHUKPOBOJHOBBIM OOJIydYeHHEM peak-

uuronHOM cmecu B IM®A.
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1, 7. R'= R? = CsHs; 4, 10. R'= CsHs, R2= CsHsNO2-3; 2, 8. Blz CsHs, R? = CsH«OCHE4;
5,11. R! = CsHsOCHs-4, R?= CeHiBr-4; 3, 9. R'= CsHs, HR=CsHiCl-4; 6, 12. RN -
CsH4Br-4, R? = CsHs.
HN

Tak, kungueHneM cMecu THazommIaMuga N-GeHzouI-o,B-gerugpodeHunanaHu-
Ha (1) c IMJC 8 IM®A B Teuerue ofHOro yaca IOIydYeH IeJeBOM MPOLYKT 7 C BBI-
xozmoM 53.9%. Tor xe mpomyKT ¢ BbIXOZoM 56.5% mosnydeH HaMu MI/IK%OBOJIHOBLIM
o6iyyenueM peakunonuoi cmecu B JIM®A npu 120 Br B revenue 2.z ITpu 3a-
mere 'M/IC ma TMXC okazanock, 94TO KaK IpU KUMAYEHUHU, TAK 1 MUKPOBOJIHOBOM
O0JIy4eHUH peaKUys LUKIU3ALUKM aMufia 1 COIpOBOXKIaeTcs 06pa30BaHLZe-L6 2-de-
Hun-4-6ensununen-5(4H)-okcazomona. OtMeruM, 4TOo 00pa3oBaHKE IIOCIENHETO B
KayecTBe IOOOYHOTO IIPOAYKTa HAOIIONAeTCd TAKKe IPU IUKIN3ALUK IIEePBUYHBIX
amMuzoB N-3aMelleHHBIX O, 3-ZeruApoaMUHOKUCIOT ¢ mpuMeHeHreM TMXC [9].

CuHTe3 MM1a3070HOB 8-12 ocylrecTBIAIN MUKPOBOJHOBBIM OOIydeHUEM CMe-
cu amuga ¢ 'M/JIC npu 120 Br B TedyeHue 5 MHH, IpU 3TOM BBIXOIBI COeTMHEHMI 8-
12 xonebrrorcs B mpepenax 51-91%.

Vsy4ens! aHTHGaKTepHaIbHbIE CBOMCTBA CHHTE3MPOBAHHBIX MMHUZA30I0HOB 7-
12. Tlpu aTOM yCTaHOBIIEHO, 4TO, KpOMe COefuHeHUA 9, KoTopoe o6iazaeT CIabBIM
aHTUGAKTEPUAIBHBIM CBOMCTBOM, OCTaJbHbIe MMUJA30JI0HBI JUIIEHBI aKTUBHOCTU B
OTHOIIEHUHY TPAMIIOIOXUTENbHBIX cTadumokokkoB (St. aureus 1 u 209p) u rpamoTpu-
narenpHbix nasodek (Sh. Dysenteriae Flexneri 6858 u E. Coli 0-55).

TaxuMm o6GpasoM, HaMu pa3paboTaH yAOOHBIM MeTOn CHHTe3a 4-apuinjeH-2-
apui-1-(tuason-2-wn)-1 H-umungason-5(4H)-oxos.

BKCHePI/IMeHTaJIBHaJI 4q9acCThb

WK-cnexTps: cuarsr Ha crekrpomerpe “Nicolet Avatar 330 FT-IR” B BasesnuHo-
BoM Mmacie, cuexkrpsl SIMP 'H — ma “ Varian Mercury-300” 8 pactBope JMCO-ds.
TCX mposezeno Ha mwiacturkax "Cuaydon UV-254", 3m10eHT — TOIyoI-TeKcaH-dTa-
uoi (1:1:1), mposiBurens — naps! fioga u Y P-ayun. MukposonHoBoe 06y4eHue ocy-
I[eCTBIEHO B OGBITOBOM MUKPOBOJIHOBOH meuu. Vcxonmusie ThazonnmamMuzsl 1-6 cun-
Te3upoBaHs! coriacHo [10].
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(Z)-4-Benswingen-2-pennn-1-(1uason-2-un)-1 H-umupason-5(4H)-on (7).

A) K pacrsopy 0.5 r(0.0014 mo.szg) tTnasonunamuzna N-Gensoni-o,fB-merugpode-
uwnanauusa (1) 8 10 sz IMOA mobGasnsior 0.89 ar (0.0042 momg) TMIC u cmech
xunatar 17, K peaxiuonHo# cmecu mo6asisior 50 227 BoAbl, 06pasoBaBIIUCS Oca-
0K QUIBTPYIOT U IepeKPUCTAIN30BBIBAIOT U3 3TaHoa. Brxoz 0.25 r(53.9%).

B) Cmecs 0.5 r (0.0014 mozg) tTnasonumamuzga N-Gensom-o,p-merugpodena-
narnHa (1) u 0.89 ar (0.0042 moxg) TMJC B 2 mr IMOA o6nyqaror npu 120 Br2.5
MHH B MUKPOBOJIHOBO# meuu. OGpaboTKy OIIBITAa OCYILIECTBIAIOT COIJIACHO MeTony A.
Bsixoz 0.26 r(56.5%), T.1n. 175-177°C, Re 0.78. UK-cuextp, v, car': 1639 (C=C); 1716
(CO-muxn.). Cnexrp AMP 'H, §, m.z., I 7.31 (c, 1H, C=CH ); 7.37-7.54 (m, 6H,
CeHs); 7.60-7.64 (m, 2H, CeHs); 7.62 (m, 1H, J=3.5, =CH tmaszon.); 7.65 (m, 1H, J=3.5,
=CH Ttuasoun.); 8.27-8.32 (m, 2H, CeHs); Haitmeno, %: C 68.23; H 4.14; N 12.84; S 9.32.
C19H13N3OS. Beruncneno, %: C 68.88; H 3.93; N 12.69; S 9.67.

Bsaumogeiicteue amuza 1 ¢ TMXC wmm cmecsio TMXC-TpusTriaMuH.

B) K pacrtsopy 0.3 r(0.00086 mosns) tnasommwramuza 1 8 5 sz IM®A noGasnsior
0.28 r(0.33 a2z, 0.0026 sox7) TMXC unu 0.46 a7 (0.0017 mo/29) 5KBUMONIAPHOM CMe-
cu TMXC-NEts u xunarar 2 7. [Tocie go6asnenus 60 a2z Boxbl 06pa3oBaBIIKiCS Oca-
IOK OTOMIBTPOBIBAIOT, IPOMBIBAIOT BOZoil u cymat. Ilosryueno 0.18 rcmecu amuzma
1 ¢ Rr 0.48, umuzgaszonona 7 ¢ Rr 0.80 u 2-denunn-4-GensuanmeH-5-okcasonoHa ¢ Rr
0.88. NK-cnektp cmecu v, cur’: 1643 u 3245 (C=O u NH rpynnsr amuga 1); 1715
(upkn.C=0 umugasonona 7); 1790 (upkia. C=0 2-benunn-4-6eHsnInmeH-5-0KCa3010-
Ha).

CMech pacTBOPSIOT B 5 M7 3TaHOJA, HEPACTBOPUMYIO 4acTh OT(IMIBTPOBIBAIOT U
cymar. [Toxygeno 0.09 r 2-dbenun-4-GeusmnupgeH-5-oxcasonora. T.ma. 165-166°C,
aut. [11] 166°C. UK-cnextp, v, car’: 1652 (C=C); 1794 (CO-nux.).

I') K cmecu 0.3 r (0.00086 mo.srg) tnasomunamuzaa 1 8 1 sz IM®PA mobasisior
0.28 r(0.33 a2z, 0.0026 soxrg) TMXC mnu 0.46 a7 (0.0017 mo29) 5KBUMONSIPHOM CMe-
cu TMXC-NEts u o6xyqator mpu 120 B75.5 amrua. O6paboTKy OCYIIeCTBISIOT aHAIO-
ruvHo onsitTy B. IIpu 3TOM mosydeHHas cMechk IpoAyKToB, o gaHHbiMu TCX u MK-
CIIEKTPa, aHAJIOTUYHA IOy I€HHOMH B IIPEeBIAYILEM OIIbITE.

AmnanornyasiM o6pazoM — o6ryuenueM npu 120 BrB TedeHue 5 MHH, TOTydYeHBI
MMUIa307I0HbI 8-12.

(Z)-4-(4-MetoxcubensuwnngeH)-2-denni- 1-(tuason-2-wmi)- 1 H-umMupason-
5(4H)-ox (8). Bsxoz 68%, T.1r. 167-170°C, Re 0.8. MK-cunexrp, v, cu’: 1635 (C=C);
1720 (CO-muxi.). Cuextp AMP 'H, 8, m.z., /12 3.88 (¢, 3H, CH30); 6.99 u 8.28 (06a M
mo 2H, CeH4); 7.28 (c, 1H, =CH); 7.36-7.42 (m, 2H, CeéHs); 7.46-7.52 (M, 1H, CeHs);
7.58-7.62 (m, 2H, CeéHs); 7.60 (m, 1H, J=3.5, =CH tnasoun.); 7.62 (z, 1H, J=3.5, =CH TtHa-
3oi1.). Hatimeno, %: C 66.03; H 3.91; N 11.84; S 9.30. C20H15sN30:S. Beruucieno, %: C
66.48; H 4.16; N 11.63; S 8.86.

318



(Z)-4-(4-Xnop6ensunngen)-2-pennn-1-(tuazon-2-un)-1 A-umugaszon-5(4H)-ou
(9). Bexoz 53.2%, t.mn. 207-210°C, Rf 0.79. UK-cnextp, v, cu’: 1644 (C=C); 1719
(CO-1uxn.). Cnextp AMP 'H, 8, m.z., 112 7.31 (c, 1H, =CH ); 7.37-7.54 (M, 5H, CeHs);
7.58-7.63 (m, 2H, CsH4); 8.28-8.33 (m, 2H, CeH4); 7.62 (m, 1H, J=3.5, =CH THasoxr.);
7.65 (m, 1H, J=3.5, =CH tmasosn.); Haitmeno, %: C 62.44; H 3.51; N 11.68; S 8.27.
Ci19H12CIN3OS. Bsruucneno, %: C 62.38; H 3.28; N 11.49; S 8.76.

(Z)-4-(3-Hurpobenswiugen)-2-penun- 1-(tuason-2-wr)-1 A-umugason-5(4H)-
ou (10). Bexozm 91.8%, t.wr. 130-133°C, Rr 0.77. UK-cmextp, v, eu’: 1632 (C=C);
1713 (CO-muki.). Crextp AMP 'H, 8, m.z., [11: 7.34 (c, 1H, =CH tnazon.); 7.42 u 7.49
(m, 3H, CeHs); 7.52-7.58 (m, 3H, CeHs); 7.59 (m, 1H, J=3.5, =CH tmazon); 7.62 (x, 1H,
J=3.5, =CH tmason); 8.26-8.31 (M, 2H, CeHs). Haitmeno, %: C 60.73; H 3.41; N 14.63; S
8.11. C19H12N4OsS. Beruucieno, %: C 60.64; H 3.19; N 14.89; S 8.51.

(Z)-4-(4-Bpombensunnpen)-2-(4-meTokcudennn)- 1-(truason-2-ur)-1 f-umuga-
3o1-5(4H)-ou (11). Berxog 51.02%, t.11. 200-203°C, Rr 0.79. IK-cuextp, v, e’ 1639
(C=C); 1718 (CO-uux.). Crextp AMP 1H, 6, m.z., 112 3.85 (¢, 3H, CH30); 6.90 u
8.22 (o6a m mo 2H, CeHa4); 7.19 (c, 1H, =CH); 7.55-7.59 (06a m o 2H, CeHa4); 7.67 (z,
1H, J=3.5, =CH Tuason); 7.69 (m, 1H, J=3.5, =CH Ttmason). Haitigeno, %: C 54.33; H
3.00; N 9.13; S 6,97. C20H14BrN3O2S. Beruucieno, %: C 54.54; H 3.18; N 9.55;S 7.29.

(Z)-4-Benswimnen-2-(4-6pomoennn)-1-(tuason-2-mn)-1 H-umupazon-5(4H)-on
(12). Bsxog 51%, t.wr. 192-195°C, Re 0.79. UK-cnekrp, v, e’ 1644 (C=C); 1723
(CO-1uxn.); Cuextp AMP H, 8, m.zx., /7 7.34 (1, 1H, =CH); 7.42-7.50 (m, 3H, CsHs);
8.26-8.31 (m, 2H, C¢Hs); 7.53-7.58 (m, 4H, CeH4); 7.59 (a, 1H, J=3.5, =CH Tuason); 7.62
(m, 1H, J=3.5, =CH twmason). Haiimeno, %: C 55.41; H 3.10; N 9.96; S 7.65.
C19H12BrN3OS. Beruucieno, %: C 55.62; H 2.93; N 10.25; S 7.81.

4-UrbpLMEL-2-ULPL-1-(EPUSNL-2-PL)-1H-PUPYULNL-5(4H)-NLLE P

UbuLEtar
U. [}. £NUNPRL3UL
ZEnmwgnuny by E N-pkugnhy-a,-nEhhnpnbtuhjujuthtp 2-
wu'hunphwqgn)hjudhngh ghljjugdwi nhkwljghwute 1,1,1,3,3,3-

htpuudtphghupjmquih, wphdtphpinpupjuith b Jtpghtthu nu nphtphjudhuh
fuwnunipph  ubpjunipjudp  hsybu undnpujut  topwgdwl, wjbybu b
dhypnwhpuyhtt Swnwquypdutt yuydwbubpnud: Upgyniupnid yupqyly &, op
tyuwwnwlught 4-pkuqhihngku-2-pthy-1-(phwuqni-2-hy)-1H-hdhnwgn-5(4H)-nup
hudbdwwnwpwp pupdp Epny (56.5%) unwugymd b hipuwdkphiphuhjuquih
dwubwlgnipjudp  nbkwlghntt  juwntnipnh 25 poyk Swnwquypdwb
wuydwbubpnid: Uju Enuwbwlnyg uhtpkqyl] Eu bu hhtg hdhpugnmnuttp b
niurdtwuppyly | gputg hwjupuljunbphw) winhynpmniap:
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SYNTHESIS OF 4-ARYLIDENE-2-ARYL-1-(THIAZOL-2-YL)-1H-IMIDAZOL -
5(4H)-ONES

S.R. TOSUNYAN

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: syuzitos@mail.ru

The cyclyzation reaction of 2-(N-benzoyl-a,B-dehydrophenylalanyl)aminothiazole
using trimethylchlorosilane, 1,1,1,3,3,3-hexamethyldisilazane or a mixture of
trimethylchlorosilane with triethylamine under conditions of both boiling and microwave
irradiation of the reaction mixture was studied. As a result it was established that a
relatively high yield (56.5%) of the target product — 4-benzylidene-2-phenyl-1-(thiazol-
2-yl)-1H-imidazol-5(4H)-one was obtained in the case of using hexamethyldisilazane
when irradiating the reaction mixture (120 wt) for 2.5 min. This method was used in
synthesis of some 4-arylidene-2-aryl-1-(thiazol-2-yl)-1H-imidazol-5(4H)-ones and their
antibacterial properties were studied.
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