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equivalents of TsOH·H2O in acetonitrile under microwave irradiation at 200 W, 50 psi and 100 °C for 3 h 

to provide oxazolidone 3a in 75% yield as a 10:1 mixture (trans:cis) (Table 4, entry 1).20 Unfortunately, 

oxazol-2(3H)-ones 4b and 4c, substituted with 3,4-dimethoxybenzene and 3,4-methylenedioxybenzene as 

the aryl ring C, resulted only in the decomposition of the starting material and oxazolidones 3b and 3c 

were not detected under this optimized reaction condition (Table 4, entries 2-3). The decomposition of 4b 

and 4c was probably due to the high electron density of the aryl ring C which rendered the 

oxazol-2(3H)-one ring unstable under this strongly acidic condition. Finally, oxazol-2(3H)-ones 4h and 

4o were also employed under this optimized reaction condition and trans-oxazolidones 3d and 3e were 

obtained as sole geometrical products in 58 and 50% yields, respectively (Table 4, entries 4-5).  

 

Table 4. An acid-mediated Pictet-Spengler cyclization under microwave irradiation 

 

 

 
 

Entrya 4 R Ar Yield (%)b trans:cisc 

1 4a R4 = R5 = MeO, R6 = H Ph 3a, 75 10:1 

2 4b R4 = R5 = MeO, R6 = H 3,4-(MeO)2-C6H3 3b, ndd – 

3 4c R4 = R5 = MeO, R6 = H 3,4-OCH2O-C6H3 3c, ndd – 

4 4h R4–R5 = OCH2O, R6 = H Ph 3d, 58 only trans 

5 4o R4 = R5 = R6 = MeO Ph 3e, 50 only trans 
a Reaction conditions: 4 (0.05 mmol), TsOH·H2O (2.5 equiv) in MeCN (1 mL); microwave condition: 

200 W, 50 psi, 100 °C. b Isolated yield after chromatography. c Diastereomeric ratio was determined by 
1H NMR analysis of the crude product. d nd = not detected 

 

In summary, we have developed an efficient silver-catalyzed cycloisomerization of a wide range of 

ynamides to provide the corresponding oxazol-2(3H)-one derivatives in good to excellent yields. The 

operational simplicity and practicability and the mild reaction conditions, as well as the low catalyst 

loading and low cost of silver tetrafluoroborate, as compared to gold, palladium and rhodium salts, render 

this transformation an attractive approach to various oxazol-2(3H)-one heterocycles. Additionally, we 

were able to demonstrate that the acid-mediated Pictet-Spengler cyclization of oxazol-2(3H)-ones could 

furnish to the corresponding trans-oxazolidones as major products in moderate yields. 
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