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Abstract

The Ugi four-component condensation (4CC) reaction with the carbonate-type isonitrile 9 proceeded smoothly, and subsequent base treatment of the Ugi products 10 provided the N-acyloxazolidinones 11 in high yield. The N-acyloxazolidinones derivatives can be reacted with several hetero-nucleophiles, namely, reaction of 11 with thiolates gave thiol ester derivatives 16 efficiently.
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[bookmark: RU21003ST-16]16  In the absence of MS 4 Å, the reaction resulted in low yields, accompanied by the N-acylamino alcohols 12 and/or carboxylic acid 13 (Figure 
   [2]
 ).
[bookmark: RU21003ST-23]23  
            
General Procedure for the Synthesis of Thiolesters, Synthesis of 16a: To a solution of n-dodecanethiol (0.26 mL, 1.08 mmol) in anhyd THF (2.5 mL) at 0 °C was added dropwise n-BuLi (1.0 M solution in hexane, 0.40 mL, 0.40 mmol) for 2 min. After stirring for 5 min, the resulting white suspension was added to a solution of N-acyloxazolidinone 11a (93 mg, 0.23 mmol) in THF (1.5 mL) at 0 °C. After stirring for 10 min, 10% aq citric acid was added and the mixture was extracted with EtOAc. The combined organic layer was washed with brine, dried over MgSO4 and filtered. The solvent was removed under reduced pressure, the resultant crude mixture was purified by silica gel chromatography (EtOAc-hexane = 1:9-1:2) to afford 16a (94 mg, 83%) as a white solid. IR(film): 2915, 2854, 1684, 1653, 1457, 1300, 1129, 731 cm-1. 1H NMR (400 MHz, CDCl3): δ = 7.58-6.98 (m, 10 H), 4.88 (d, J = 14 Hz, 1 H), 4.65 (d, J = 15 Hz, 1 H), 4.10 (d, J = 7.3 Hz, 1 H), 2.77 (t, 

            
J = 15 Hz, 2 H), 2.43 (m, 1 H), 1.30-1.00 (m, 20 H), 0.88 (t, J = 14 Hz, 3 H). 13C NMR (100 MHz, CDCl3): δ = 196.8, 173.5, 138.1, 136.2, 129.7, 128.5, 128.3, 128.1, 127.8, 127.5, 126.8, 73.5, 62.7, 50.3, 45.8, 31.9, 29.6, 29.5, 29.4, 29.1, 29.0, 22.7, 19.5, 19.1, 14.1. HRMS (FAB): m/z calcd for C24H28N2O4: 495.3171; found: 495.3169.
[bookmark: RU21003ST-24]24  In order to avoid the thiolate addition to the carbonyl group on the oxazolidinone ring, the reaction should be carried out at a temperature lower than 0 °C. Reactions at higher temperature often provided the undesired N-acylamino alcohols 12. This tendency was notably observed in compounds possessing a bulky substituent at the Z-position.
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