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SYNTHESIS OF SCHISTOSOMICIDAL COMPOUNDS: DIALKYLAMINOALKYLAMINO DERIVATIVES OF B-(5-NITRO-2-FURYL)-ACRYLAMIDE

LU Mei-Zhen; TANG Zuo-Jun; ZHENG Ke-Qin; ZHANG Li-Zhu; XU Mao-Li; YAN Min; ZHANG Yuan-Lang; XIE Mei-Hua and LEI Xing-Han

Abstract:

In order to prove the possibility of increasing the schistosomicidal activity, a basic side chain was introduced to nitrofurylacrylamide. The key intermediates of various dialkylaminoalkylamines were
prepared by known methods and condensed with B-(5-nitro-2-furyl)-acryloyl chloride to form the corresponding basic amides.In screening with mice infected with Schistosoma japonicum, fifty four out of
seventy compounds were found to possess pronounced antischistosomal action. Among these, N-(2-piperidinoethylamino)-B-(5-nitro-2-furyl)acrylamide hydrochloride i3 (F-30385) and its base 'O (F-

30642) were shown to be the most effective and tested clinically. The latter compound was shown to have lower adverse reaction with higher therapeutic efficacy than Furapromidium.
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