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Iridium-Catalyzed Enantioselective o-C—H Alkylation of Saturated Cyclic Amines
(Graduate School of Science, Osaka Metropolitan University) ORyutaro Kobayashi, Kentaro
Yamakawa, Takahiro Nishimura

Functionalized saturated cyclic amines are key structural motifs in natural products and
bioactive compounds, and their enantioselective synthesis has been much studied. Transition-
metal-catalyzed enantioselective direct C—H functionalization has been recognized as an
efficient way to access chiral cyclic amines in step and atom-economical manners. We have
recently developed the iridium-catalyzed enantioselective a-C—H alkylation of saturated five-
membered cyclic amines, where N-methylbenzimidazolyl group was used as a directing group
for the highly enantioselective alkylation. However, there remained the problem that
changing the ring size of saturated cyclic amines reduced the yield and enantioselectivity.
Here we report iridium-catalyzed enantioselective alkylation of several saturated cyclic amines
including piperidines and azepan having a benzothiazolyl group as an effective directing group
for the high enantioselective alkylation reaction.
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