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A study of comprehensive total synthesis of optically active proaporphins for
the discovery of new pain-suppressing compounds.

Yoshida, Keisuke
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Friedel-Crafts 1,4

In this study, we investigated the conditions for efficient Friedel-Crafts
type 1,4 addition reactions of cyclic enones connected to resorcinol by an ethylene linker. As a
result, we found that trifluoromethanesulfonic acid acts effectively. This condition was found to
have broad substrate generality for substrates with various substituents. On the basis of this
reaction, we succeeded in the total synthesis of mislametine, which has a unique pentacyclic
skeleton among proaporphine alkaloids. Furthermore, in order to synthesize proaporphine-tryptamine
dimers comprehensively, we started the total synthesis of roehybrin and succeeded in synthesizing a
tetracyclic skeleton with well-defined stereochemistry.
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