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Abstract

Some 4-benzylidene-1-{4-[3-(substituted phenyl)pBepnoyl]phenyl}-2-phenyl-imidazol-5-one
were synthesized by the condensation of 1-(4-fuwtpnyl)-4-benzylidene-2- phenyl- imidazol-5-
one with various aldehydes. The intermediate le@hdphenyl)-4-benzylidene-2- phenyl- imidazol-
5-one was synthesized by the condensation of naytiedene-2- phenyl -1,3-oxazol-5-one with 1-(4-
aminophenyl) ethanone in presence of pyridine. praducts were characterized by spectral and
analytical data. Most of the tested compounds sdgwemising antibacterial and antifungal activity.
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I ntroduction

The chemistry of heterocycles lies at the heartirolg discovery[1].Oxoimidazoline also
known as imidazolines. Imidazolines have been fowoadbe associated with several
pharmacological activities[2-7]. During the pastcaée a large number of imidazoline
containing compounds have been in the market witerse pharmacological properties e.g.
clonidine, phentolamine for the treatment of hypesion, cimentidine as antiulcer,
dacardazine as anticancer ketoconazole, econazalstidungal agents. Encouraged by these
observations, we have synthesized various new moleaone moiety and tested them for
antimicrobial activity. The condensation of suhggtd aromatic aldehydes with acetyl
glycine in presence of sodium acetate and acehligdhite as reported in literature[8].

Experimental

Melting points were taken in open capillary tubel amere uncorrected. IR spectra (KBr)
were recorded on I.R. Spectrophotometer of Buckndgific Model No. 500 and instrument
used for NMR Spectroscopy was DUL 13C-1, 300 MHHA drtramethyl silane used as
internal standard. Solvent used were CH@hd DMSO. Purity of the compounds were

checked by TLC on silica- G plates. Anti microbadtivities were tested by Cup-Borer
method.
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Reaction Scheme
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Preparation of 4-benzylidene-2-phenyl-1,3-oxazol-5-one (1).

In a 500 ml conical flask equipped with a refluxndenser a mixture of benzaldehyde (279,
0.25M), hippuricacid (45g, 0.25 M), acetic anhgdr (77g, 0.75M) and anhydrous sodium
acetate (20.5g, 0.25 M) was placed and heatedh @heatric hot plate with constant shaking.
As soon as the mixture has liquefied completebmngfer the flask to a water bath and heat
for 2 hours. Then add 100 ml of ethanol slowlyhte tontents of the flask, allow the mixture
to stand overnight, filter the crystalline prodwdth solution, wash with 25 ml of ice-cold
alcohol and then finally wash with 25 ml of bogdimater, dry at 108C. The yield of almost
pure oxazolone was 64 % , m.p. 165 Found: C(77.08%) H(4.42%) N(5.60%) , Calcd. for
C,.H,,NO,: C(77.10%) H(4.45%) N(5.62%)

16" "11

118
www.scholarsresearchlibrary.com



R. A. Shahetal Der Pharma Chemica 2010, 2 (1): 117-120

Preparation of 1-(4-acetylphenyl)-4-benzylidene-2-phenyl-imidazol-5-one(2).

In a 250 ml conical flask equipped with a refluxndenser a mixture of 4-benzylidene-2-
phenyl-1,3-oxazol-5-one(24.92g, 0.1M), 1-(4-anphenyl) ethanone (13.51g, 0.1M), 25
ml pyridine and about one pellet of KOH was plaeed was heated on sand bath for 7-8
hours. Then the mixture was poured in ice. Theipitates were collected, washed with 10%
HCI and re-crystallized from ethanol. The yieldtbé product was 75 % and the product
melts at 138C.

Found: C(78.65%) H(4.92%) N(7.62%) , Calcd. forH-GN,O,: C(78.67%) H(4.95%)
N(7.65%); IR (KBr); (cr): 3080(= CH-), 3050(-CH Stretch),1720(>C=Oimidaz),1650
(>C=N-), 1605(>C = C<),1250(C-N).

Preparation of 4-benzylidene-1-{4-[3-(substituted phenyl)prop-2-enoyl]phenyl}-2-
phenyl-imidazol-5-one (3).

The solution of 1-(4-acetylphenyl)-4-benzylideng@tZnyl-imidazol-5-one(3.66g, 0.01M) in
absolute ethanol (50 ml),substituted benzaldehyd@1l) and 2% NaOH (10 ml) were
added and refluxed for 10 hours. After refluxing tteaction mixture was concen trated ,
cooled, filtered and neutralized with dil. HCI. Thsolid residue thus obtained was
recrystallized with suitable solvent.

IR (KBr); 3g: (cm?'): 3400(-OH), 3100(=CH-), 2950(-CH Stretch), 1720(€LC=
imidazolone) , 1650(>C=N-), 1600(>C = C<),1200 NE-NMR; 3f : 3.490, singlate (3H)(-
OCH,), 5.631, singlate (1H) (=CH-vinylic), 6.660-7.90&ultiplate (19H) (Ar-H, -CH=CH-
) 8.262, singlate(1H) (-OH)

Table : 1Physical constant of 4-benzylidene-1-{4-[3-(substituted phenyl)prop-
2-enoyl]phenyl}-2-phenyl-imidazol-5-one

No.| SUb- R Mokecular | Mol Wt. | Yield | M. p| Carbon (%) | Hydrogen (%)  Nirogen (%)

No. Formula (gm) ) | °C | eound requied | Found| requied Found requidd
1 3a -4-Cl CH,CNO, | 488.963| 58| 143 76.1p 7615 430 433 5j0 5f3
2| 3b 2:Cl CH,CNO, | 483963 | 65| 219 7611 7615 441 433 51 573
3| 3| -3-0CH-40CH CHNO, | 514570 62| 146 7700 7708 505 500 541 544
4| 3 2NQ CHNO, | 499516| 68| 15 7451 7450 440 44 8B7  8AL
5| 3 -2-OH GHNO, | 470517 | 71| 169 7941 7913 470 47 591 595
6 3f -3-0C|‘£-4-OH C,H,N,0, 500543 | 66| 199 76.7p 7678 441 483 55 560
7 39 -4-OH GH,N,0, 470517 | 58| 16§ 79.1p 79.18 448 471 593 5P5
8| 3n -4-N(CH), CHNO, | 497586 | 62| 18 7961 7966 544 547 841 844
9| s -4-0CH CHNO, | 484544 64| 164 793D 7932 493 49 56 58
10| 3 |-3-OCH-4-OCH-5-0CH| CHNO, | 54459 | 68| 174 749% 7498 514 518 512 5l
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Table: 2 Antimicrobial activities of 4-benzylidene-1-{4-[3-(substituted phenyl)prop-
2-enoyl]phenyl}-2-phenyl-imidazol-5-one

Sr. Comp. R Zone of inhibitionsin mm
No. No. E.coli S.aureus C.albicans
1 3a -4-Cl 17 15 17

2 3b - 2-Cl 14 12 14

3 3c - 3-OCH-4-OCH, 14 18 NA
4 3d -2-NO 16 16 15
5 3e - 2-OH NA 14 17

6 3f - 3-OCH -4-OH 12 17 13
7 3g -4-OH 13 16 15

8 3h - 4-N(Ch), 11 NA 14
9 3i -4-0cH 12 13 NA
10 3j - 3-OCH -4-OCH,, -5-OCH, 13 17 14
11 Penicillin - 18 20

12 Kanamycine - 19 24 -
13 Baycor 25w.p. - - - 24
14  Amphotericine - - - 21
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