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During his presentation, Prof. Chung-Ming Sun mentioned his research interests 

which focus on the synthesis of biologically active compounds. He discussed the 

paper they published in 2014 that is entitled “One-Pot Synthesis of 

Triazoloquinazolinones via Copper- Catalyzed Tandem Click and Intramolecular C-H 

Amidation” [1]. In this paper, they explored a highly efficient and novel synthesis of 

triazoloquinazolinones via one-pot copper-catalyzed tandem procedure as can be 

depicted in the following scheme.  

Scheme 1. Synthetic strategy for the formation of triazoloquinazolinones via one-pot 

CuAAC C-H amidation. 
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Fusing organic azides and terminal alkynes via copper-catalyzed azide–alkyne 

cycloaddition is one of the effective synthetic tools for triazoles due to the broader 

substrate scope and simple reaction conditions. Triazoloquinazolinones are an 

important class of nitrogen-containing heterocycles which exhibit a wide range of 

biological applications such as anticancer and antihypertensive agents. These tricyclic 

heterocycles show moderate affinity towards benzodiazepine receptors, A1 and A2A 

adenosine receptors and they can act as ligands against GABAA receptors [2]. 

In this paper, an unprecedented one-pot protocol for the synthesis of 

triazoloquinazolinones by the reaction of azidoamides and terminal alkynes was 

successfully reported. The overall domino process comprising the formation of a C-N 

bond and two new rings involves an initial intramolecular trapping of the 

organocopper intermediate with amide and subsequent C-H amidation, as can be 

depicted in the mechanism scheme (scheme 2).  

Scheme 2. Plausible mechanism for the formation of triazoloquinazolinones. 
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This protocol features air as the oxidant, ligand-free reaction conditions, and 

impressive substrate scope for both coupling partners and excellent functional group 

tolerance. The accessibility and generality of this process make it highly valuable and 

it will open a new window to many other useful transformations in organic synthesis. 
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