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Asymmetric Aza-Friedel-Crafts Reaction of 2-Naphthols and Imines Using Chiral Phosphoric
Acid Catalysts (Chiba University) O Tomoki Marui', Akira Yanagisawa?

The benzylamine motif is a useful substructure found not only in natural products but also
in pharmaceuticals. Since aromatic C-H bonds can be converted to chiral benzylamines, the
enantioselective aza-Fridel-Crafts reaction has attracted notice. An efficient skeleton-forming
reaction of 2-naphthols with N-Boc imines is, however, still undeveloped today". We have
previously developed enantioselective chiral amine synthesis reactions using chiral silver
catalysts or chiral tin catalysts>®. Here, we attempted an asymmetric aza-Friedel-Crafts
reaction between 2-naphthols and imines using chiral phosphoric acid catalysts, and report the
results. As a result of various studies, a chiral binaphthol phosphoric acid having bulky
substituents at the 3,3’-positions showed excellent catalytic activity and yielded the target
chiral amines with good enantioselectivity.
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