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Synthesis of Azetidinones from 2-Imino-Benzal-4,6-Diaryl
Pyrimidines and 2-Imino-Benzal-4,6-Diaryl-5,6-Dihydro
Pyimidines and Evaluation of Their Antimicrobial Activity
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N-(2-amino-4,6-diaryl pyrimidine)-4-phenyl-2-azetidinones were
prepared from 2-iminobenzal-4,6-diaryl pyrimidines by condensing
it with acetyl chloride and triethylamine in benzene.

INTRODUCTION

In continuation of our work' on the 2-amino-diaryl-pyrimidines and 2-amino-
diaryl-dihydro pyrimidines, the nuclei of prime importance, we now report the
synthesis and antimicrobial activity of N-(2-amino-4,6-diaryl pyrimido)-4-phenyl
azetidinones (3) and N-(2-amino-4,6-diaryl-5,6-dihydro pyrimido)-4-phenyl
azetidinones (4).

Literature survey reveals that the azetidinones and their corresponding deriva-
tives have been synthesized by a number of workers™* with different starting
material. The biological activity of the -lactam antibiotics is generally belived
to be associated with the chemical reactivity of their B-lactam ring5 . Azetidinones
have been known to exhibit interesting biological activities like anti-inflam-
matory, sedative, hypnotic and anti-convulsant®. This promoted us to synthesise
different azetidinones from above said important starting materials (1) and (2).

The synthesized compounds were tested for antimicrobial activities by using
DMF as solvent against E.coli, B.subtilis, K. pneumoniae, S. aureus. At
100 pg/mL compound (3e) was found to show comparable zone of inhibition with
penicillin and it was measured in mm.

EXPERIMENTAL

All the melting points are uncorrected and taken in open capillaries. The IR
spectra (KBr) were recorded on Magna IR 550 Series-II spectrometer. The 'H
NMR spectra were recorded on AC-Brucker 300 MHz spectrophotometer using
5 mm tubes.



988 Rahatgaonkar Asian J. Chem.

General Procedure

Preparation of N-[4-(2-hydroxy-5-methyl-phenyl)-6-phenyl pyrimido]-4-
phenyl 2-azetidinone (3a): (Scheme I; Table-1): A mixture of compound (1)
(0.01 mol), acetylchloride (0.01 mol), triethylamine (2 mL) and benzene (10 mL)
was taken in RB flask. The reaction mixture was refluxed for 6 h on water-bath.
Solvent was evaporated to dryness. The sticky mass was triturated with solvent
ether. The resulting powdery mass was recrystallized from ethanol (yield 70%).
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Scheme-I

Compound (3a): NMR (CDCl; + DMSO-dg): 8 (1.2-1.3, t, 1H, C3—H), &
(3.2, g, 1H, CHb), § (3.5, q, 1H, CHa), § (2.3, s, 3H, Ar—CHs), d (7.2-8.2, m,
13H, Ar—H), & (9.1, s, 1H, Ar—OH).

IR (KBr)vcm™: 3370 v(Ar—OH), 2677 (CH,), 1662 v(C=0) lactam, 1620
v(C=N).

Preparation of N-[4-(2-hydroxy-5-methyl, phenyl)-5,6-dihydro-6-phenyl
pyrimidoJ-4-phenyl-2-azetidinones (4a) (Scheme-II; Table-1): To the solution
of compound (2) (0.01 mol), acetyl chloride (0.01 mol), triethylamine (2 mL) and
benzene (20 mL) were added. The reaction mixture was refluxed for 6 h on
water-bath. Solvent was evaporated and the sticky mass was triturated with
solvent ether. Further it was recrystallized from ethanol to get white crystalline
compound (yield: 70%).

R
R !
OH R
L™ s
4
S N/KN ¢ CGHe, A 6- HouRs
l_

Ry
(2) “)

Scheme-II

Compound (4a): NMR (CDCl, + DMSO-dg): § (1.2-1.3, t, 1H, C;—H), §
(3.2, s, 1H, CHb), & (3.8, g, 1H, CHa), § (2.3, s, 3H, A—CH,), § (6.9-7.9, m,
15H, Ar—H), § (10.1, 1H, Ar—OH).

IR (KBr) vem™: 3370 (Ar—OH), 2677 (CH,), 1660 v(C=0), 1620
v(C=N).
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