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n (54) Title: METHODS OF SYNTHESIS FOR 9-SUBSTITUTED HYPOXANTHINE DERIVATIVES
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(57) Abstract: An improved method of systhesis of a 9-substituted hypoxanthine derivative comprises the steps of: (1) reacting
@\ aminocyanacetamide with triethyl orthoformate to form an imidoester derivative of aminocyanacetamide; (2) forming a compound

W having a reactive amino group on a hydrocarbyl moiety, the hydrocarbyl moiety being linked through an amide group to a physio-

logically active moiety or an esterified derivative of a physiologically active moiety including therein an esterified benzoyl group;
(3) reacting the imidoester with the compound having the reactive amino group on the hydrocarbyl moiety to form a derivative of
5-aminoimidazole-4-carboxamide substituted at the 1-position with a hydrocarbyl moiety linked through an amide group to a physi-
ologically active moiety including therein an optionally esterified benzoyl group; (4) forming the six-membered heterocyclic ring of
the purine moiety of the hypoxanthine by reacting the derivative of 5-aminoimidazole-4-carboxamide formed in step (3) with triethyl
orthoformate to form a 9-substituted hypoxanthine compound substituted at the 9-position with a hydrocarbyl moiety linked through
an amide group to a physiologically active moiety including therein an optionally esterified benzoyl group; and (5) hydrolyzing the

ester of the optionally esterified group if present.
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