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Ir-Catalyzed Monoalkylation of Amino Acids and Its Application (Faculty of Life and Medical
Sciences, Doshisha University) OYushi Nakamura, Yui Tanaka, Tetsuo Ohta, Yohei Oe

The direct N-alkylation of unprotected amino acids based on the "Borrowing Hydrogen"
methodology has attracted much attention in recent years due to permitting easily available
alcohols as alkylating reagents and generating water as the sole by-product. On the other hand,
N-monoalkylation with primary alcohols has tended to give the corresponding monoalkylated
products in lower yields because of the formation of the dialkylated products as by-products.

We report here an Ir-catalyzed N-monoalkylation of unprotected amino acids with primary
alcohols. Thus, the reaction of L-phenylalanine with 1-butanol in the presence of
[Cp*Ir(NH3)3][Cl], afforded the monoalkylated product in the excellent yield and enantiomeric
excess (90% isolated yield, 99% ee). In this presentation, we will discuss the details including
the substrate scope and application.
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