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Benzoisothiazolone (BIT) Organo-/Copper Cocatalyzed Redox Dehy-
drative Construction of Amides and Peptides from Carboxylic Acids 
using (EtO)3P as Reductant and O2 in Air as the Terminal Oxidant.   

Scheme 1.  Dehydrative Bond Construction 
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Scheme 2.  An Aerobic, Benzoisothiazolone-Catalyzed Amidation 

Scheme 3.  BIT Catalyzed Amidation Exploratory Study 

Scheme 4. Organocatalyst Aerobic Recycle vs Degradation 

Figure 1.  Benzoisothiazolone Screeninga 
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Table 1.  BIT Catalyzed Aerobic Amidationsa,b 

product 

L-Cbz-L-Trp-Phe-OMe 

L-Cbz-Phe-NHcyclopropyl 

 

68 (18) 

 

71 (36)d 

 

72 (18)c 

 

83 (18) 

 

78 (36)e 

 

82 (36) 

 

78 (24) 

 

77 (24)e 

 

79 (24) 

 

61 (36) 
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