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Synthesis of highly substituted chiral arylcyclopropanes via directing
group-mediated tertiary C(sp3)-H arylation

Hoshiya, Naoyuki
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In this research, functionalization of tertiary C(sp3)-H via catalytic C-H
activation was investigated and Pd-catalyzed arylation and alkylation of tertiary C(sp3)-H bond were
successfully developed. This is the first report of functionalization of tertiary C(sp3)-H via
Pd-catalyzed C-H activation. The novel Pd-catalyzed functionalization provided alternative routes to
chiral arylcyclopropanes and alkylcyclopropanes which are attractive candidates for new medicinal
compounds. Now transition metal-catalyzed amination and alkoxylation of tertiary C-H bond on chiral
cyclopropanes are under investigation.
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aThe reaction was run for 12 h. °Pd(OAc), (20 mol%) was used.
°The reaction was carried out at 100 °C for 12 h.
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