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In recent years, transition-metal-catalyzed asymmetric C(sp®)-H activation has received
increasing attention.t In this regard, the groups of Kiindig,”? Kagan,™ and Cramer reported the
highly enantioselective construction of (fused) indolines using chiral N-heterocyclic carbene or
phosphine ligands. In parallel, our group has reported the diastereo- and enantioselective
synthesis of (fused) indanes containing up to three adjacent stereocenters by using chiral Binepine
ligands.™ Herein, we show that the enantioselective synthesis of chiral indolines containing 2°"
and 3% stereocenters (up to 98:2 e.r.) can be achieved via C(sp®)-H activation using a catalytic
chiral baic,et]e, which is formed in situ upon deprotonation of a chiral acid, as the sole source of
chirality.

R1
N
N
Ny Ny cat. chiral acid/base = R?

[1] a) R. Giri, B.-F. Shi, K. M. Engle, N. Maugel, J.-Q. Yu, Chem. Soc. Rev. 2009, 38, 3242-3272.
b) C. Zheng, S.-L. You, RSC Adv. 2014, 4, 6173-6214.

[2] a) M. Nakanishi, D. Katayev, C. Besnard, E. P. Kindig, Angew. Chem. Int. Ed. 2011, 50,
7438-7441; b) D. Katayev, M. Nakanishi, T. Btrgi, E. P. Ktndig, Chem. Sci. 2012, 3, 1422-1425;
c) E. Larionov, M. Nakanishi, D. Katayev, C. Besnard, E. P. Ktndig, Chem. Sci. 2013, 4, 1995-
2005; d) D. Katayev, E. Larionov, M. Nakanishi, C. Besnard, E. P. Kindig, Chem.—Eur. J. 2014,
20, 15021-15030.

[3] S. Anas, A. Cordi, H. B. Kagan, Chem. Commun. 2011, 47, 11483-11485.

[4] a) T. Saget, S. J. Lemouzy, N. Cramer, Angew. Chem. Int. Ed. 2012, 51, 2238-2242; b) P. A.
Donets, T. Saget, N. Cramer, Organometallics 2012, 31, 8040-8046.

[5] @) N. Martin, C. Pierre, M. Davi, R. Jazzar, O. Baudoin, Chem.—Eur. J. 2012, 18, 4480-4484;
b) P. M. Holstein, M. Vogler, P. Larini, G. Pilet, E. Clot, O. Baudoin, ACS Catal. 2015, 5, 4300-
4308.

[6] L. Yang, R. Melot, O. Baudoin, submitted work.


mailto:lei.yang@unibas.ch
mailto:romain.melot@unibas.ch

