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Development of rapid nucleophilic substitution reactions at the a-carbon of indole analogues
in a micro-flow reactor (!Graduate School of Pharmaceutical Sciences, Nagoya University)
(OSena Kanda,* Hisashi Masui,* Shinichiro Fuse!

The functionalization at the a-position of aromatic rings is commonly used in organic
synthesis. Generally, the functionalization includes the halogenation of alcohol, followed by
nucleophilic substitution. However, the alkyl halides with the electron-rich aromatic rings are
unstable and the side reactions such as E1/E2 elimination and/or the polymerization easily
occur. Here, we wish to report the nucleophilic substitution at the a-position of electron-rich
aromatic rings such as indoles by using a micro-flow technology. The various nucleophiles
such as azide and amine were successfully introduced at the a-position of indoles.
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