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This investigation was to study the synthesis method of
5-substituted-3-(substituted)amino-6-hydroxy [or (substituted) amino ]
isothiazolo [},u—d] pyrimidine-4-one which were expected to possess

antiinflammatory activity.

The target products were synthesized via 4 steps, ie: 1) synthesis
of isothiazole ring by the reaction of ethylcyanoacetate, sodium ethoxide
and methyl or phenylisothiocyanate, then cyclisation with cold chloramine
solution. 2) Synthesis of 1soth1azolo @ L— d] pyrimidine derivatives by

the reaction of isothiazole withym or phenylisothiocyanate under reflux
condition. 3) Methylation ofdso d7 3 H—d] pyrimidine derivatives
with dimethyl sulphate underts / ) n to afford four S5-substituted-
6-methylthio-3-(substituted)saminois *’7 [} 4-d] pyrimidine-4i-ones and

inoisothiazolo [3,4- d]
methylsulphide intermediates

three 7-methyl-5-substi
pyrimidine-4-one-6-thio
with 6N hydrochloric acl to obtain four
5-substituted-3-(substi hiazolo [3,4-d]
pyrimidine-4-ones. Whe ‘ } E”R\R 5-methylthio-3-methylamino-
isothiazolo [p,u-d] P i : B8 e, the expected
S-methyl-3-methylamino-8 ASH \\:lo [},u—d] pyrimidine-4-one
was obtained.
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