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Trialkylphosphine-Mediated Site-selective Acylation of Diketopiperazines
(Peptide Research Center, Chubu University) OKazumasa Kon, Hisashi Yamamoto

Previously, we reported AlI'Bus- and HSi(OMe);-mediated acylation of diketopiperazines
(DKPs). This reaction site-selectively proceeded at a more sterically hindered amido group
although DKPs had another sterically less hindered amido group. However, methods site-
selectively progressed at sterically less hindered amido groups have not been accomplished. In
this work, we developed P"Bus-mediated acylation of DKPs having complementary site-
selectivity to Al'Bus- and HSi(OMe)s-mediated acylation. This P"Bus-mediated acylation
proceeded at a sterically less hindered amido group to give acylated DKPs in good yield with
good site-selectivity. In this presentation, I will report the investigation of the reaction
conditions and substrate scope.
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