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Development of novel nuclear receptor modulators based on the chemical
posttranslational modifications
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Nuclear receptors, ligand-dependent transcription factors, are promising
targets of drug discovery. Recent studies have revealed various physiological functions of nuclear
receptors which are not able to be modulated by the conventional ligands. In this study, development

of new type of nuclear receptor modulators bearing novel mechanism of action have been
investigated.

Focusing on the diphenylmethane derivative which was reported to bind the N-terminal domain of
nuclear androgen receptor covalently, structural development studies were investigated. As a result,
compounds exerting transcription inducing or repressing activity were obtained.
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