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The Synthesis of Some S-Substituted-2-mercapto-3-aryl-4-quinazolones 
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Several 4-quinazolone derivatives and 2- or 
4-sulphanilamido-quinazolines have been re-
ported to be therapeutically active.1,2) Several 
potential antimalarials belonging to substituted 
quinazolones and quinazolines have been 
screened against blood-induced P. gallinaceum 
infection in 7-day-old chicks. Gujral et al. 
observed the hypnotic activity of 2-alkyl-3-
aryl-4 (3H)-quinazolones in rats.3) 

The above findings have led the authors to 
prepare S-substituted-2-mercapto-3-aryl-4-quin-
azolones4,5) as possible antimalarials. In the 
present investigation, the synthesis of S-sub-
stituted-2-mercapto-3-aryl-4-quinazolones from 
anthranilic acid, arylisothiocyanates and alkyl 
halides has been studied. 

Experimental 

2-Mercapto-3-m-chlorophenyl-4-quinazolone. -A 
mixture of m-chlorophenylisothiocyanate (15 g.), o-

aminobenzoic acid (15 g.) and absolute ethanol (150 
ml.) was refluxed on a water bath for about 2 hr.
The product was washed with ethanol, dissolved 
in 10% sodium hydroxide, precipitated with dilute, 
hydrochloric acid, filtered, and after washing with 
water, dried. 

Similarly, various 2-mercapto-3-aryl-4-quinazol-
ones were prepared from the corresponding aryliso-
thiocyanates and o-aminobenzoic acid. Their yields, 
melting points, and analytical data are listed in
Table I. 

2-Ethylthio-3-m-chlorophenyl-4-quinazolone. -To 
a solution of sodium hydroxide (5 g.) in (85 ml.)
of 50% aqueous ethanol, 2-mercapto-3-m-chloro-
phenyl-4-quinazolone (7.5 g.) was added. The solu-
tion was then stirred, filtered and treated with 
ethyl iodide (4 ml.) ; after being, stirred again for 
an hour, the solution gave a crystalline product 
which was washed first with water and then with 
ethanol. Long needles were obtained on crystalliza-
tion form ethanol. 

Similarly, various S-substituted-2-mercapto-3-aryl-
4-quinazolones have been prepared. Their yields,

TABLE I. 2-THIO-3-ARYL-4-QUINAZOLONES

TABLE II. S-SUBSTITUTED-2-MERCAPTO-3-m-CHLOROPHENYL-4-QUINAZOLONES.
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TABLE III. S-SUBSTITUTED-2-MERCAPTO-3-p-CHLOROPHENYL-4-QUINAZOLONES

TABLE IV. S-SUBSTITUTED-2-MERCAPTO-3-p-BROMOPHENYL-4-QUINAZOLONES

TABLE V. S-SUBSTITUTED-2-MERCAPTO-3-O-METHOXYPHENYL- AND S-SUBSTITUTED-2-

MERCAPTO-3-BE NZYL-4-QUIN AZOLON ES

TABLE VI. S-SUBSTITUTED-2-MERCAPTO-3-p-METHOXYPHENYL-4-QUINAZOLONES
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TABLE VII. S-SUBSTITUTED-2-MERCAPTO-3-p-ETHOXYPHENYL-4-QUINAZOLONES

melting points, and analytical data are recorded in 
Tables II to VII. 

2-Carboxymethylthio-3-m-chlorophenyl - 4- quina-

zolone.-An equimolecular quantity of sodium mono-
chloroacetate was added to an alkaline solution of 
2-mercapto-3-m-chlorophenyl-4-quinazolone, and the 
mixture was shaken for 6 hr. It was then acidified 

with dilute hydrochloric acid, and the precipitate 
obtained was dissolved in sodium bicarbonate solu-

tion and reprecipitated with diluted hydrochloric
acid. The product was crystallized from ethanol. 

Similarly, other 2-carboxymethylthio derivatives 
of -3-p-chlorophenyl-, -3-p-bromophenyl-, -3-p-meth-

oxyphenyl- and -3-p-ethoxyphenyl-4-quinazolones

were prepared. Their yields, melting points, and 
analytical data are also recorded in Tables II, III, 
IV, VI, and VII. 
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