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Synthesis and Stereochemical Study of Naphthylisoquinoline N-Oxide Derivatives with Axial
Chirality ('GSST, Kumamoto University, *FAST, Kumamoto University, *IMCE, Kyushu
University) Damjan Trpkovski,! OShota Kawakami,' Kazunobu Igawa,’

Katsuhiko Tomooka,® Ryo Irie?

Heterobiaryl derivatives with axial chirality are expected to find applications as chiral ligands
and organocatalysts, and therefore, the design and synthesis of novel heterobiaryl skeletons is
an important issue. We have previously developed the catalytic intramolecular cyclization of
alkyne—benzoheteroles and succeeded in producing various chiral heterocyclic compounds.' In
this study, we newly designed the alkyne—oxime 1 and examined its cyclization under various
conditions. Consequently, the intramolecular hydroamination or haloamination of alkynes
smoothly proceeded with tertiary amine or N-halosuccinimide to provide the novel axially
chiral naphthylisoquinoline N-oxides 2x (X = H, Br, I) all in high yields. In this presentation,
details of the cyclization of 1 and the stereochemical study on 2x will be reported.
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