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HCl — >/ >/ — P
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t-Bu H s0¢ t-Bu t-Bu b
1 2 B 4
92% yleld
>99% de
L X _pon,®
PPhs |
Y 3 CI
KOt-Bu : 7 2

——— d h’}‘A

2) Hp, cat. Pd-C NN e

) He v’ CO,Me MCH or ECH, >100°C Mcome
(_3 reflux under reduced pressure
ca. 70% yield from 2 or under nitrogen flow
to remove HCI continuously
Me I\
=, HO™ Y N
NH, Me O

CS-0777, ca. 75% yield from 6

1 Me NMe,
5-Cl DMACc

ooood

1) Nishi, T.; Miyazaki, S.; Takemoto, T.; Suzuki, K.; Tio, Y.; Nakajima, K.; Ohnuki, T.;
Kawase, Y.; Nara, F,; Inaba, S.; Izumi, T.; Yuita, H.; Ohshima, K.; Doi, H.; Inoue, R,
Tomisato, W.; Kagari, T.; Shimozato, T.; ACS Medicinal Chemistry Letters 2011, 2, 368-372.
2) (a) Seebach, D; Aebi, J. D. Tetrahedron Lett. 1984, 25, 2545. (b) Seebach, D.; Stucky,
G.; Renaud, P. Chimia 1988, 42, 176.
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‘ Decomposition
\f 1 ==
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(a) J. Am. Chem. Soc. 2007 129, 3046. (b) Angew. Chem., Int. Ed. 2008, 47, 7833. (c) J. Am. Chem. Soc.
2009, 131, 1654. (d) Angew. Chem., Int. Ed. 2009, 48, 8063. (e) Angew. Chem., Int. Ed. 2010, 49, 7543. (f)
J. Am. Chem. Soc. 2011, 133, 3744. (g) Nature Commun.2011, 2, 264. (h) Angew. Chem. Int. Ed. 2012, 51,
3245.
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