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Synthesis of Axial N-arylpyrroles by Electrophilic Aromatic Substitution Reaction

with Chiral Phosphoric Acid (Fuculty of Science, Gakushuin University)
(OSora Osaku, Tatsuhiro Uchikura, Takahiko Akiyama

Axially chiral N-arylpyrroles are often found in biologically active substances, chiral
catalysts, and chiral ligands. Therefore, their synthesis has become one of the most
important research fields in synthetic organic chemistry and has been actively
investigated in recent years. In this study, we developed an enantioselective synthesis
of axially chiral N-arylpyrroles via an aromatic electrophilic substitution reaction for
achiral N-arylpyrroles using chiral phosphoric acid. Upon, achiral N-arylpyrroles were
treated with diester azodicarboxylate as an electrophile in the presence of chiral
phosphoric acid, the desired axially chiral N-arylpyrroles were obtained in up to 97%
yield with 95% ee.
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Up to 95% ee
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