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IIpepnoxen meron cuutesa l-apui(rerepwn)-2,4-mu3aMelleHHBIX MMUZA30-5-OHOB B3aMMOJeiicTBMeM aMuzoB N-3aMe-

meHHsIX (,(-peruapoamusoxucior ¢ 1,1,1,3,3,3-rexcaMeTH/IANCIIIA3aHOM.

Bub. ccpmox 11.

2,4-/lnzaMelieHHbIE 5-MMU/IA30JI0HBI IIPEJCTABISAIOT MHTEpeC KaK (PU3MOJIOTMYECKH aKTUBHBIE Be-
mectBa [1-4]. CuHTe3 5TUX COefUHEHUN OOBIYHO OCYIECTBILIOT Aeruaparanneii aMusoB N-3aMeleHHbIX
o, -IeruApoaMIHOKHUCIOT B IpucyTcTBuM anerara Hartpus [5], POCls [5], pumernaxiopcunana [6], ku-
IsAYeHWeM B KCHJIOJE [7] WIM CMeCH YKCYCHOM KuCIOTHI U 3TaHoia [8]. HemaBHo Hamu 6bLIO IOKasaHo,
4TO ruzpasuznsl N-3aMelleHHBIX O, -AeruApOaMUHOKUCIOT B mpucyrcrsuu 1,1,1,3,3,3-rekcamernngucu-
nasana (TM/IC) mozBeprarorcs AeruapaTanuy ¢ 06pasoBaHueM 1-aMUHO-5-MMUa30I0HOB [9].

Hacrosmas pa6ora mocssiuieHa cuHTe3dy 1-apui(rerepmn)-2,4-Au3aMelieHHBIX MMHUJA30I-5-0HOB IO
cxeme:
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1, 19 R1=C6H5, R2=C6H5, Ar:C6H4COOH‘4; 2, 20 R1:C6H5, RZ:C6H5, Ar:C6H4COOH‘3; 3,21 R]_:C6H5
R2:C6H30-CH20-3,4, AI’=C6H4COOH-4; 4,22 R1:4'CH30C6H4, R2=C6H30-CH20-3,4, AI’=C6H4COOH-4; 5,
23 Ry=4-tper-C4HoCeHy, R=CeH4,OCH3-4, Ar=CsH,COOH-4; 6, 24 R;=2-BrCsH,;, R,=CsH,OCH3-4,
AI’=C6H4COOH-4; 7,25 R]_:Z'CI C6H4, RZ:CGHS, Ar:C6H4COOH'4; 8, 26 R1:2‘CH30C6H4, R2=C6H4 N02'3 ,
AI’=C6H4COOH-4; 9, 27 R1=4'CH30C6H4, RZ:C6H4CI'4, Ar:C6H4COOC2H5‘4; 10, 28 R1:4'CH30C6H4,
R2=C6H30-CH20-3,4, Ar=CGH4COOC2H5-4; 11, 29 R1=4-CH30C6H4, R2=C6H4NOZ-3, Ar=C6H4COOC2H5-4;
12, 30 R1=2‘BrCGH4, R2=C6H4OCH3'4, AI’=C6H4COOC2H5-4; 13, 31 R1=2‘CH30CGH4, R2=C6H4N02‘3, Ar=
C6H4COOC2H5‘4; 14, 32 R1=2,4'C|2C6H3, RZ:C6H4CI‘4, Ar:C6H4COOC2H5‘4; 15, 33 R1=C6H5, R2=C6H5,
Ar=C¢H,CONHCH,COOH-4; 16, 34 R;=4-i-C4HyOCsH,, R,=CsH,Cl-4, Ar=tuazonun; 17, 35 R;=2-CIC¢H,,
RQ:CGH4OCH3'4, Ar=tnazomwr, 18, 36 R1=3‘BrCGH4, R2=C6H302CH2-3,4, Ar=THa3onui.

Peaxiius mpoBoguIack B yCIOBUAX KUILTYEHHUA CMECH apUJI- WU TeTepuaaMuoB N-3aMeleHHbIX o,
-merugpoamunokuciaor (1-18) ¢ TMC 8 IM®A B cootnomenuu 1:2 nau 1:3. Berxozsr 5-umizazomronos
kose6miorcs B pefenax 60-90%. M3 cpaBHeHUs MONTy4YeHHBIX ZAHHBIX C JIUTepaTypHbIMHU [5-8] crexyer,
YTO ITpe/IO’KeHHBIM HaMK MeTO/, IIUK/IN3al UK apUI- UIU TeTepriaMuioB N-3aMeleHHBIX o,B-Zerumpoa-
MUHOKHCJIOT OTJINYAeTCs MeHbIIeH [IUTeJTbHOCTHIO PeaKIUy U 6ojiee BBICOKMMHU BBIXOAMM KOHEYHBIX
IIPOZLYKTOB.

B cnexrpax AMP 'H cunresupoBanHbix coepuHeHn# cunrietHsil curan CH=C npossntercs npu
7.10-7.38 M.Z., 9TO CBUAETENBCTBYET 06 ux Z-KoHdurypamuu (cp. ¢ [8]).

OKCIlepUMeHTaIbHAA JaCTh

HK-cnexTps! cHaTHI Ha criekTpoMetpe “Specord M-80”, cnextpst AMP 'H — ma “Varian Mercury 300”.
YucToTy mMONyYeHHBIX COoeTUHEHNH KoHTponupoBanu MerogoMm 1CX Ha miacturkax “Silufol UV-250" B
cucreMe TOonyosn-TekcaH—oTaHON, 1:1:1; mpossrenwe — mpu Y® ob6ayuenum mapamu iHoza.
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Cunres N-zamemeHnHsbIx gunentusos 1-14 onucan B [10], a tpunentuga 15 -8 [11].

2-Tuazomamuzgsr N-samemennsix o,f-gerugpoamunokucior (16-18). Cmecs 0.28 r (0.0027 mo.zzq) 2-
amunotnasona u 0.0027 mozg HeHacsimenHoro a3nakrona B 5 mr IM®PA kunsarunu 1 7. K peakunonHoi
cmecu roGapisiiu 40 M7 BOIBI. BRIMABIIME 0CAZOK OTQIIIBTPOBBIBAIN, IIPOMBIBAIN BOZOM YU CYIIMIN Ha
Bo3zyxe. [lepexpucTaynn3aIiuio IPOBOSYIN U3 STAHOIA.

2-Tuasomamug N-4-uso6yrokcubensonn o,f -geruapo-4-xuopbenmnanranuna (16). Berxox 57.9, T.mm.
225-228C. R¢ 0.52 Haiigeno, %: N 9.35. C23H2:CIN3OsS. Beraucneno, %: N 9.21. K-cnekrp, v, crr': 1640,
1665, 3230.

2-Tuasomamug N-2-xnopbensonn- o,B -geruppo-O-mermrruposusa (17). Brxox 61.6%, T.aur. 293-
295°C. Rr 0.50 Haiigeno, %: N 10.29. C20H16CIN3OsS. Beraucieno, %: N 10.15. UK-cmextp, v, car': 1645,
1670, 3240. Criextp AMP 'H, §, m.x.: 3.82 ¢ (3H, OCHs); 7,04 ¢ (1H, C=CH); 6.96-7.74 m (8H apom.); 9.82 ¢
(1H CONH); 11,80 ¢ (1H CONH).

2-Tuazomamug, N-2-6pomGensomn- o,f -meruzpo-3,4-puokcumerivieHpenmnananunaa (18). Bsixon
79,4%, t.11. 215-218C. Rr 0.49. Hatineno, %: N 8.25. C20H14BrN3OsS. Beraucneno, %: N 8.00. UK-cnexTp,
v, em': 1645, 1665, 3245. Cuextp AMP 'H, §, m.x.: 6.04 ¢ (2H, OCH:0); 7,02 c (1H, C=CH); 6.86-7.64 m
(7H apom.); 9,86 ¢ (1H CONH); 11.82 ¢ (1H CONH).

2-Apwn-4-apuwiuges-5-umugaszononst (19-36). Cmecs 0.0020 amozg amuza u 0.004-0.006 mozs TMC
B 10 mr IM®A kunsarunu 10-180 mma. K peakuuontoit cmecu no6asmsiau 80 ar Bogsr. BermaBuimit xei-
THIN 0CaOK OT(IIBTPOBBIBAIHN, IIPOMBIBAIN BOZON U CYIININ Ha Bo3Ayxe. [lepexpucraninsanuio mpoBo-
IWIN U3 DTAHOJIA.

1-(4-T'uppoxcukap6onundeHmt)-2-peHmn-4-6eHsnnnaen-5-ummugasonox (19). CoorHomenue amuf-
cumaszaH 1:3, Bpems xunsgdyenus 60 mzH. Beixog 63.0%; T.mwr. 280-283°C. Rr 0.68. Haiizmeno, %: C 74.98; H
4.61; N 7.66. C23H16N203. Beraucieno, %: C 75.12; H 4.37; N 7.61. UK cuekrp, v, car': 1635, 1665, 1705,
3345. Criextp AMP 'H, §, m.1.: 7.14 ¢ (1H, C=CH); 7.20-8.44 m (14H apowm.); 12.60 ur.c (1H COOH).

1-(3-T'uppoxcuxapbonmnndenn)-2-penmn-4-6ensmwinaes-5-umugasonon (20). CooTHoleHre aMuf-
cuiasal, 1:3, Bpemsa kunauenus 15 mza. Beixop 83.7%, .. 266-268°C. Re 0.66. Hatineno,% C 75.40; H
4,13; N 7.52. CH1sN20s3. Beraucneno, %: C 75.12; H 4.37; N 7.61. UK-cnexrp, v, carl: 1640, 1665, 1700,
3340. Crrextp AMP 'H, §, m.z.: 7.20 ¢ (1H, C=CH); 7.28-8.38 m (14 H apom.); 12.90 m.c (1H 3-COOH).

1-(4-T'uppoxcukap6onunndenmn)-2-permn-4-(3,4-AnoKCUMeTHIIEHOeH3UTUAEH)-5-uMuasonoH (21).
CootHourenue amuz-cuiasas, 1:3, Bpemsa xungdenus 60 mzr. Brixon 88.9%, t.mmn. 320-323°C. Rr 0.62.
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Hatineno, %: C 70.21; H 4.03; N 7.03. C24H1sN20s. Beraucneno, %: C 69.9; H 4.20; N 6.80. IK-cmexTp, v,
e’ 1635, 1660, 1705, 3345. Cuextp AMP 'H, §, m.1.: 6,06 ¢ (2H, OCH20); 7.18¢ (1H, C=CH); 6.90-8.20 m
(12H apom.) 12.70 m.c (1H 4-COOH).

1-(4-T'nppoxcukap6orundenm)-2-(4-merokcudennn)-4-(3,4- sMOKCUMeTHIIEHOEH3UTNUAEH) - 5-UMU-
ZasonoH (22). CooTHomenwue amuz-criasad, 1:3, Bpems kumsuenus 60 amwza. Brexon 88,6%, T.ma. 328-
331°C. Rr 0.63. Hasimeno, %: C 67.49; H 4.22; N 6.61. C2sH1sN20s. Beruncieno, %: C 67.88; H 4.10; N 6.33.
UK-cnextp, v, e’ 1625, 1660, 1705, 3370. Cnextp AMP 'H, §, m.g.: 3.80 ¢ (3H, OCHzs); 6.08 ¢ (2H,
OCH20); 7.10 ¢ (1H, C=CH); 6.86-8.20 m (7H apowm.).

1-(4-T'uppoxcukap6orundenmn)-2-(4-rper6yrundenni)-4-(4-MeToKCHOEH3UTUAEH)-5-UMI1230I0H
(23). CooTHomrenne amup-cunasas, 1:3, Bpemsa kunsgdenus 180 mwa. Brixon 67.7%, t.aut. 307-310°C. Re
0.62. Haiimeno, %: C 74.05; H 5.57; N 6.34. C2sH2N204. Brruncieno, %: C 73.99; H 5.76; N 6.16.
HK-cnextp, v, cur': 1625, 1680, 1700, 3380. Crextp AMP 'H, §, m.g.: 1.26 ¢ (9H, CMes); 3.84 ¢ (3H,
OCHs); 7.18 ¢ (1H, C=CH); 7.00-8.30 m (12H apom.); 12.40 m.c (1H 4-COOH ).

1-(4-Tuppoxcuxapbonmnndenn)-2-(2-6pombpenn)-4-(4-MeTOKCUOEH3WIHAEH)-5-UMUA30/I0H  (24).
CooTtHomrenue amuz-cwiasaH, 1:3, Bpema xumadenus 60 mza. Berxop 94.7%, t.n. 315-318°C. Re 0,71.
Haitneno, %: C 57.30; H 3.08; N 6.03. C24H17BrN204. Bsruucneno, %: C 57.04; H 3.39; N 5.89. IK-cnextp,
v, emr': 1630, 1675, 1705, 3360.

1-(4-T'uppoxcukap6onundenmn)-2-(2-xmopdennn)-4-6ensmnngeH-5-umugasonon (25). Coorromre-
HHe aMuz-cuiasas, 1:3, Bpems xunsuenus 60 amza. Boixox 89,5%, T.mm. 307-310°C. R 0,65. Haiimeno, %:
C 68.12; H 3.50; N 7.11. C23H1sCIN20s. Beraucieno, %: C 68.57; H 3.75; N 6.95. UK-cnextp, v, car': 1620,
1680, 1705, 3370. Cuextp AMP 'H, §, m.z.: 7.18 ¢ (1H, C=CH); 7.10-8.24 m (12H apowm.); 12.60 ur.c (1H 4-
COOH).

1-(4-T'uppoxcukap6orundenm)-2-(2-meTrokcudenm)-4-(3-HuTpobeH3WIN e H)-5-uMuAazonoH (26).
CooTtHomenue amuz-cwiasaH, 1:3, Bpema xumadenus 60 mza. Berxop 62.1%, T 283-286°C. Re 0.59.
Hatineno, %: C 65.13; H 3.67; N 9,25. C24H17N3Oes. Brruucneno, %: C 65.0; H 3.86; N 9.47. IK-cmexTp, v,
em': 1630, 1685, 1700, 3370. Crextp AMP 'H, §, m.z.: 3.24 ¢ (3H, OCHs); 7.24 ¢ (1H, C=CH); 6.82-9.10 m
(12H apom.); 12.60 ur.c (1H 4-COOH).

1-(4-Dtoxcukap6ouundenni)-2-(4-meroxcudenni)-4-(4-x10pOeH3UMNAEH)-5-UMUJA30/I0H (27).
CooTtHomenue amuz-cuiasal, 1:3, Bpema xumadenus 60 mza. Berxop 93,1%, T 252-255°C. Re 0.68.
Haiineno, %: C 67.51; H 4.19; N 6,31. C2sH21CIN204. Berauciteno, %: C 67.74; H 4.59; N 6.08. VIK-cmexTp,
v, em': 1620, 1675, 1700, 3370. Cnextp AMP 'H, §, m.z.: 1.42 t (3H, CHs); 3.80 ¢ (3H OCHs); 4.38 x (2H,
OCH>); 7.16 c (1H, C=CH); 6.84-8.32 M (12H apom.).
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1-(4-3toxcuxap6ouundenni)-2-(4-merokcudennin)-4-(3.4-FuoKCHMeTHIIEHOSH3UNAEH)-5- UMK a-
30i10H (28). CooTHOmIEeHME amu-cuiaasaH, 1:3, Bpems kunsuenus 60 mza. Boixon 93.4%, t.1u1. 246-249°C.
R¢ 0.78. Hatimeno, %: C 69,14; H 4,49; N 5,16. C27H2»N20s. Beruucieno, %: C 68,92; H 4,71; N 5,95. K-
CIeKTp, v, cr': 1620, 1680, 1695, 3375.

1-(4-Dtoxcukap6ouundenun)-2-(4-meroxcudennn)-4-(3-HUTpoOGeH3 WU AEH)-5- UMK a30I0H  (29).
CoortHomenue amuz-cwiasaH, 1:3, Bpema xumadenus 60 mza. Berxop 95.5%, t.amm. 257-260°C. Re 0,82.
Hatineno, %: C 66.54; H 4.29; N 8.70. C26H21N30s. Berunucieno, %: C 66.23; H 4.49; N 8.92. UK-cnexrp, v,
et 1625, 1685, 1705, 3380. Cnextp AMP 'H, §, m.zx.: 1.40 T (3H, CHs); 3.82 ¢ (3H OCHs); 4.38 x (2H,
OCH>); 7.32 ¢ (1H, C=CH); 6.86-9.30 m (12H apowm.).

1-(4-Otokcukap6orundennn)-2-(2-6pompenni)-4-(4-MeToOKCHOEH3UTUAEH)-5- UM 1230I0H (30).
CooTHourenue amuz-cunaszas, 1:3, Bpemsa kunsuenus 60 amza. Brixon 83,3%, t.mwr. 217-220°C. Re 0.81.
Hatineno, %: C 61.50; H 4.49; N 6.78. C2sH21BrN204. Beraucieno, %: C 61.79; H 4.19; N 5.55. K-cnekTp,
v, em': 1620, 1680, 1705, 3385. Cuextp AMP 'H, §, m.zx.: 1,36 T (3H, CHs); 3.86 ¢ (3H OCHs); 4.30 x (2H,
OCH2); 7.20 ¢ (1H, C=CH); 6.84-8.22 m (12H apowm.).

1-(4-Otoxcukap6ouundennn)-2-(2-merokcudennn)-4-(3-HuTpobeH3uNMNAeH)-5-uMugasonon  (31).
CooTHourenue amug — cwiasas, 1:2, Bpemsa kunsguenus 60 mza. Beixox 85.1%, t.mmn. 170-173°C. Re 0,80.
Hatineno, %: C 66.51; H 4.12; N 9.13. C26H21N30s. Beruucieno, %: C 66.24; H 4.49; N 8,91. UK-cnextp, v,
em': 1620, 1675, 1705, 3380. Cuextp AMP 'H, §, m.z.: 1,40 T (3H, CHs); 3.24 ¢ (3H OCHzs); 4.32 x (2H,
OCH2); 7.38 ¢ (1H, C=CH); 6.84-9.18 m (12H apowm.).

1-(4-Otokcukap6ouundennn)-2-(2.4-puxnopdennn)-4-(4-xnopbeH3nnnaeH)-5-umugasonox  (32).
CooTtHomenue amuz-cuiasal, 1:2, spemsa xumadenus 60 mza. Berxop 72.9%, T 190-192°C. Re 0.82.
Haiizmerno,%: C 68.43; H 3.12; N 5.52. C2sH17CIsN3Os . Beranciero, %: C 68.08; H 3.43; N 5.60. IK-cnexTp,
v, em': 1625, 1685, 1710, 3380. Crextp AMP 'H, 8, m.zx.: 1.38 T (3H, CHs); 4,32 x (2H, OCHz); 7.36 c (1H,
C=CH); 7.18-8.24 m (12H apom.).

1-(4-Aueramunokapbonmwipennn)-2-pennn-4-6ensmwinges-5-umugasonos  (33).  CoorHomeHue
amup-cuinasal, 1:3, Bpemsa kumadenus 20 mza. Beixon 87.5%, t.wr. 221-224°C. Re 0.84. Hatigeno, %: C
70.33; H 4.12; N 9.61. C»sH19N3O4. Beraucieno, %: C 70.6; H 4.5; N 9.88. K-cnexktp, v, car': 1625, 1660,
1690, 1700, 3280, 3360.

1-(2-Tuazomnmn)-2-(4-u306yTrnokcudenmr)-4-(4-xopbensmwingeH)-5-umunasoinon (34). CoorHore-
HHe aMuj-cuaasal, 1:2, spemsa kunguenus 60 mzH. Boixox 42,1%, .11, 198-200°C. R 0.71. Hatizeno, %:
C 62.85; H 4.32; N 9.74. C23H20CIN3O:S. Beraucieno, %: C 63.07; H 4.60; N 9.59. IK-cuexrp, v, car': 1625,
1680, 1700, 3365. Cuextp AMP 'H, 8, m.z.: 1,02 ¢ (6H, 2(CHs); 2.10 m (1H CH); 3,80 x (2H, OCHz); 7.20 ¢
(1H, C=CH); 6.86-8.30 m (10H apowm.).
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1-(2-Tuazonmn)-2-(2-xmopdenn)-4-(4-merokcubensmwingeH)-5-umugazonon  (35). CoorHomenue
amup-cunasas, 1:3, Bpemsa kumsadenus 15 amza. Brixon 67,1%, t.mwn. 176-178°C. Re 0,69. Hatizerno, %: C
60,45; H 3,11; N 10,55. C20H14CIN3O:S. Bsrumcneno, %: C 60.68; H 3.56; N 10.61. K-cuextp, v, cm':
1620, 1685, 1700, 3370. Cuextp AMP 'H, §, m.z.: 3.82 ¢ (3H, OCHs); 7.18 ¢ (1H, C=CH); 6.80-8.20 m (10H
apom.).

1-(2-Tuazonmn)-2-(3-6pombennn)-4-(3,4-guokcuMeTnneHGeH3WINeH)-5-uMugasonon  (36). Coor-
HOIleHWe aMu7-cuiasaH, 1:3, Bpems kunauenus 10 myza. Berxon 66.7%, T.11. 218-221°C. Re 0.72. Hatige-
HO, %: C 52.46; H 2.32; N 9.59. C2sH17ClsN3Os. Beraucieno, %: C 52.87; H 2.66; N 9.25. UK-cnektp, v, car
1: 1625, 1680, 1700, 3370. Crextp AMP 'H, §, m.z.: 6.06 ¢ (2H, OCH20); 7.36 ¢ (1H, C=CH); 6.90-8.10 m
(9H apom.).

1-UCPL (Z6SEBPL)-2,4-6rUSENUYULYUO PUPYULNL-5-NLLELP
UbPULEEID LA BN ULUY

4. 0. #NeNh38UYL, U. U. \ULQULLRSUL u U. U. zN92ZULLhU3UL

Onthnjubny nphwljghuyh wuydwbbbpp  (dudwbwlp, pbwgbunbubph  hwpwpbpnipemiip)
nrunidtwuhpywsé E N-nbknuljujus o,f-nEkhhnpuwdhttwppeniutph wphi- jud hknkphjudhnubph
ghjjdwt  htwpwynpnipniup  1,1,1,3,3,3-hbpuwdbphinphuhjuquith - ogunipjudp:  Unnwugdus
wpnyniupubpp hhdp b wnwhu Eqpujugubing, np 1-wphythbnbph)hdhnuqn-5-nuttiph uhiptqh
hwdwp wpwowplynny bnwbwlp, huswhku Jwdwbwlh, wuwbu B Epkph wbkuwlbunhg,
ghipuquignid k gpujuinipjut dke tjupuqpyusubpp:

THE NEW METHOD OF SYNTHESIS OF 1-ARYL(HETERYL)
2,4-DISUBSTITUTED 5-IMIDAZOLONES

V. O. TOPUZYAN, M. M. GHAZANJYAN and A. A. HOVHANNISYAN

Scientific Technological Centre of Organic and Pharmaceutical Chemistry NAS RA
A.L.Mnjoyan Institute of Fine Organic Chemistry
Armenia, 0014, Yerevan, Azatutyan str., 26
Fax: (374 10) 288332 E-mail: vtop@web.am

The possibility of the synthesis of 1-aryl(heteryl)-2,4-disubstituted imidazol-5-ones by the
interaction of the corresponding amides of N-substituted o,f-dehydroaminoacids with HMDS has been
investigated. By varying the reaction conditions (time, reagents ratio) it was determined that in the DMF
medium the target products could be synthesized in good yields (60-90 %) with the use of 2 or 3
equivalents of HMDS excess.

Based on the latest data it is possible to conclude that the proposed procedure of imidazol-5-ones
synthesis exceeds the ones described in literature from the point of view of both the reaction procedure
and yields of the target products.
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