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Reductive Borylation of Fluoroarenes by Means of Lithium Metal (Graduate School of Science,
Kyoto University) OShinya Sato, Mizuki Fukazawa, Hayate Saito, Hideki Yorimitsu

Fluorine-containing arenes are often found in functional molecules such as pharmaceuticals,
and fluoroarylboronic esters are considered to be useful building blocks for such fluorinated
molecules. Although transition-metal-catalyzed defluoroborylation of polyfluoroarenes has
been reported,! there remain some problems such as low regioselectivity and multiple
borylation as a side reaction.

Recently we have been interested in the development of reductive borylation using alkali
metals and alkoxyboranes.” Based on Yus’s pioneering report about reductive transformations
of fluoroarenes,’ we finally found that monoborylation of C—F bonds in polyfluoroarenes took
place by treatment of lithium metal in the presence of a trialkoxyboranes and N, N-dimethyl-1-
naphthylamine as an electron transfer catalysts. In addition, defluorinative borylation of
electronically biased substrates proceeded with good regioselectivity.
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