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THE IDENTIFICATION AND TOTAL SYNTHESIS

OF AICHASU, AN ANTITUSSIVE AGENT

Xie Jingxi, Wang Lin, Liu Chunxue and Zhang Deyong
(Institute of Materia Medica, Chinese Academy of Medical Sciences, Beijing)

ABSTRACT

Aichasu (I) was isolated from the Chinese herb Ardisia japonica. It shows anti-
tussive activity in mice (cough induced by ammonium hydroxide spray), and has been
used clinically for the treatment of chronic bronchitis with beneficial effect. Through
spectroscopic analyses (UV, IR, NMR, MS) and the determination of physico-chemical
c(:)nltant as well as periodate degradation, aichasu (I) was identified as bergenin formerly
isolated from the root of Bergenia crossefolia.

Aichasu (I) was synthesized by the reaction of methyl 4-O-methylgallate with
acetobromoglucose in the presence of sodium methoxide in methanol. A by-producs
was separated from the reaction mixture and determinted to be methyl 3-8-glucosyl-4—

methoxy-5-hydroxybenzoate (VI-1).





