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Abstract


A simple and economical synthesis of 3-substituted 3-azido-1,3-dihydro-2H-indol-2-ones has been realized under mild conditions through copper-catalyzed C(sp3)–H azidation of the corresponding 1,3-dihydro-2H-indol-2-ones with trimethylsilyl azide. The reaction proceeds by an efficient pathway involving the addition of a N3 radical to the enol tautomer and consecutive C(sp3)−N bond formations. The method is valuable because of its mild reaction conditions, short reaction times, and broad substrate scope, and because of the rich biological activity of the resulting 3-substituted 3-azido-1,3-dihydro-2H-indol-2-one products.
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A Schlenk tube was charged with the appropriate 1,3-dihydro-2H-indol-2-one 1 (0.3 mmol), TMSN3 (2a; 0.6 mmol), Cu(OAc)2 (0.06 mmol), and MeCN (2 mL). The mixture was then stirred at 40 °C under open air until the starting material was completely consumed (TLC). The solution was then concentrated under reduced pressure, and the mixture was puriﬁed by ﬂash column chromatography (silica gel, hexane–EtOAc).
3-Azido-3-phenyl-1,3-dihydro-2H-indol-2-one (3aa)
Yellow solid; yield: 66.0 mg (88%); mp 328–330 °C. 1H NMR (400 MHz, DMSO-d
          6): δ = 11.04 (s, 1 H), 7.45–7.33 (m, 6 H), 7.27 (d, J = 7.6 Hz, 1 H), 7.08–7.00 (m, 2 H). 13C NMR (100 MHz, DMSO-d
          6): δ = 175.0, 142.1, 137.0, 131.0, 129.5, 129.2, 129.0, 126.6, 125.6, 123.2, 111.2, 70.2. 
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