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Base-Free 5S-endo-trig Cyclization of [,B-Difluoro-o-silylstyrenes: Synthesis of 2-
Fluoroindoles (Faculty of Pure and Applied Sciences, University of Tsukuba) O Masaya
Ishikawa,' Kota Ichikawa,' Takeshi Fujita,' Junji Ichikawa!

B,B-Difluoro-a-silylstyrenes 1 with an amido group on the ortho position, prepared from o-
bromoaniline, underwent 5-endo-trig cyclization, which is considered to be difficult according
to the Baldwin’s rules. Heating 1 in the presence of molecular sieves 4A afforded 2-fluoro-3-
silylindoles in high yields. We consider that the silicon- and fluorine-stabilized zwitterion
intermediates in the nucleophilic vinylic substitution (SxV) reaction via an addition—
elimination process promote the 5-endo-trig cyclization even under base-free conditions.
Keywords : C—F bond activation; 5-endo-trig cyclization; Fluoroindoles, Silicon, Anion-
stabilizing effect
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