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Development of C-H alkylation of benzyl alcohols and benzylamine with a-ketoesters using
thiobenzoic acid. ('Graduate School of Pharmaceutical Sciences, University of Shizuoka) O
Kaichi Sato,! Fumihisa Kobayashi,' Masashi Fujita,! Hiromichi Egami,' Yoshitaka
Hamashima'

Direct C-H functionalization under visible light irradiation has been actively studied from
the viewpoint of environmental friendliness. We have previously achieved benzylic C-H
arylation of benzylamines and benzyl alcohols, and it was found that thiobenzoic acid can act
as an effective hydrogen atom transfer catalyst. ' Although the reaction proceeds in a highly
regio- and chemoselective manner, only cyano-arene derivatives were available as an electron
accepting coupling partner. In this study, we anticipated that the use of a-ketoester, which can
generate a persistent ketyl radical, enables the benzylic C-H alkylation. As a result of the
optimization using benzyl alcohol, the C-H alkylation proceeded smoothly to afford the desired
coupling products with up to 86% yield. In this presentation, we will discuss its details.
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