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Copper-Catalyzed Alkyne–Azide Cycloaddition by 
Kinetic Resolution

Significance: Liu and Topczewski report a cop-
per-catalyzed alkyne–azide cycloaddition by dy-
namic kinetic resolution (DKR) leading to -chiral 
triazoles in high yields. Due to the broad scope and 
the extension to complex fragments, this method 
should be of great interest for organic synthesis.

Comment: Interestingly, the diastereoselectivity 
was reversed by changing the stereochemistry of 
the ligand, showing the utility of this method. As 
an extension, derivatives of vitamin E, gibberellic 
acid, esterone, glucose, mycophenolate mofetil and 
moexipril were successfully functionalized.
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(1.2 equiv)(1.0 equiv)

(CuOTf)2PhMe (1.25 mol%)
(S,S)-4-Cl-Ph-PYBOX (5 mol%)

DME, 24 h, 40 °C

(CuOTf)2PhMe (1.25 mol%)
(R,R)-4-Cl-Ph-PYBOX (5 mol%)

DME, 24 h, 40 °C

95% yield, dr = 95:5

92% yield, dr = 6:94
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