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Development of anti-XDR-TB leads based on catalytic asymmetric synthesis and
chemical biology
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Initially, caprazamycin derivatives which is not accessible by
semi-synthetic strategy starting from naturally-occurring captazamycin were prepared based on the
catalytic asymmetric synthetic route to caprazol and caprazamycin; caprazol derivatives with longer
aliphatic side chain installed on one of the nitrogen atoms embedded iIn the seven-membered lactam
core were successfully synthesized.

Then, catalytic asymmetric synthesis of CPZEN-45 was accomplised. In the synthetic route, a complex
comprising Zn and chiral linked-BINOL ligand was found to be effective for the aldol reaction to
construct the beta-hydroxyamino acid substructure to show excellent diastereoselectivity.
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