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Chiral m—Cu(Il) Complex-catalyzed Enantioselective [2m + 28] Cycloaddition of
Bicyclobutane-1-carboxamides with Quinoxalin-2(1H)-ones (Graduate School of Engineering,
Nagoya University) ODingbilige Nan, Jianghao Huang, Kazuaki Ishihara

Bicyclobutanes (BCBs) are synthetic equivalents of cyclobutane-1,3-zwitterions.
Enantioselective cycloaddition of BCBs could be a powerful strategy for constructing
bicyclo[n.1.1]alkanes, which has received considerable attention in drug discovery.' In our
group, we have studied to develop enantioselective reactions catalyzed by n—Cu(Il) complexes,
which are prepared from CuX; and L-amino acid-derived amides (monopeptides) in situ.” Here
we report a chiral n—copper(Il) complex-catalyzed enantioselective [2r + 23] cycloaddition of
bicyclobutane-1-carboxamides with quinoxalin-2(1H)-ones. As a result of examining various
ligands and reaction conditions, the reaction proceeded to give desired quinoxaline-fused
azabicyclo[2.1.1]hexanes in good yield with high enantioselectivity.
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