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Synthesis of Naphthofuran Derivatives through Regioselective Intramolecular
Carbometalation of Alkynes (Graduate School of Science, Tohoku University) OKohei Aita,
Azusa Kondoh, Masahiro Terada

Naphtho[1,2-b]furans are important oxygen-containing polycyclic aromatic compounds, which
are found in many biologically active compounds and are utilized as potential core structures
of functional materials. However, the methods for the synthesis of naphthofuran derivatives,
particularly multisubstituted ones, are still limited. In this context, we have designed and
developed the intramolecular carbometalation of alkynes for the synthesis of naphthofuran
derivatives having various substituents in a positional selective manner. Treatment of 3-
iodofurans having a 2-alkynylaryl group at the 2 position with the turbo Grignard reagent,
which generated 3-furyl magnesium species in sifu, and the subsequent addition of a
stoichiometric amount of copper chloride resulted in the intramolecular carbometalation of
alkynes in 6-endo-fashion. The resulting aryl copper species could participate in the
nucleophilic substitution with a variety of electrophiles as well as the palladium-catalyzed
cross-coupling reaction with aryl iodides to provide the corresponding multisubstituted
naphthofuran derivatives.
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