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a) for 3a, 8-+ 20°C, PhH, 1.5h, (87%); for 3b, i, ethyl chloroformate, diisopropyl ethyl 
amine, methylene chloride, O”C, 0.5h; ii, 2 (2 equiv), 20°C, 20h, (83%); b) 03, 
CH2C12/CH30H, -78“C, (70% for 4a), (87% for 4b); c) tryptamine, CHC13, 65”c, 17-26h, 
(65% for 5a), (66% for 5b); d) 98% HCOOH, 38oC, lh; e) NaBH3(CN), 2O”C, 3h, 45% (6a, 

two steps); f) for 7a, C2H50H, 78’C, 16h, 83%; for 7b, silica gel, CzHsOH, 78oC, 4811, 
37% (three steps); g) LiAIH4, THF, 67’C, 3h, (75% for Sa), (70% for 8b); hJ 48% HBr, 
sealed tube, 12OoC, 18h, (83% for 9a), (68% for 9b). 
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All new compounds have been fully characterized by combustion analyses and/or high 
resolution mass spectroscopy. Spectroscopic data are in full accord with the structural 
assignments. 

6. In the absence of nucleophiles such as ethanol, one might expect lactam formation on 
heating 5a. Instead, the rearrangement product 11 was isolated (74%). Cleavage of the 
b-keto ester grouping takes place most probably by intramolecular attack of the 
secondary amine. 
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The corresponding ketone was too unstable to be isolated. 
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