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Isoindoline derivatives are widely used as synthetic intermediates in pharmaceuticals and
natural products. An example of a synthetic method is C-H bond activation using Pd(0)
catalyst.' In this reaction, alkyl groups are introduced on the nitrogen to give cyclic compounds
in high yields. However, it is difficult to use for the next reaction after synthesis because alkyl
groups are present on the nitrogen. In this study, we introduced an electron-withdrawing
protective group on the nitrogen instead of an alkyl group. Deprotection allows for use in the
next synthesis. In addition, the electron-withdrawing protective group prevents the nitrogen
lone pair from coordinating to Pd(Il) intermediates.

First, we chose the Ts group as an electron-withdrawing protective group because our
laboratory has extensive experience in the synthesis of Tosylation. However, we were not able
to give the target cyclic compound. Therefore, we changed to Teoc protective group, which is
a carbamate protective group with weaker electron-withdrawing property than sulfonyl
protective group. We were able to activate the C(sp’)-H bond, and obtained a small amount of
cyclic compound 2.
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