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Development of Novel Nuclear Receptor Ligands with Nonsteroid Skeleton
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Novel specific modulators of progesterone, androgen, and vitamin D receptors

have been developed. First, as progesterone antagonists, coumarin derivatives with 7-sulfonamide
moiety and quinolone derivatives with pyrrole ring at the 6 position were systematically
synthesized, and their structure-activity relationships were elucidated. Second, as androgen
antagonists, coumarin and quinolone derivatives with 6-aryl group were systematically synthesized,
and their structure-activity relationships were elucidated. Further, we synthesized novel
secosteroidal vitamin D derivatives by using lithocolic acid as a lead compound, and succeeded in
the development of highly active lithocolic acid derivatives as vitamin D receptor agonist.
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