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Synthesis of 4-Ethoxycarbonyl-B-carbolin-1-ones via C-H/N-H Cyclization of 3-Amino-2-

pyridones as a Key Reaction (Graduate School of Engineering, Mie University) Honoka Mori,
(OMaho Morimura, Iwao Hachiya

B-Carbolin-1-ones are found in various alkaloids, and in particular, substrates with a carbonyl
group at the 4-position are known to possess biological activity. We have previously reported
the synthesis of 4-ethoxycarbonyl-f-carbolin-1-ones 4 by intramolecular Buchwald-Hartwig
amination of 3-amino-4-(2-bromophenyl)-2-pyridones 3, which was synthesized by conjugate
addition of diethyl 2-aminomalonate to alkynylimines having a bromo group.? However, this
method requires the prior introduction of a bromo group as a coupling clue, which is a
disadvantage in terms of the large number of steps and atom economy. In this work, we have
found that 4-ethoxycarbonyl B-carboline-1-ones 4 can be synthesized by intramolecular C-H
amination of 3-amino-2-pyridones 7 via iridium-catalyzed carbon-hydrogen bond activation. In
this presentation, we report on the scope of substrate and reaction conditions.
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