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The number of aromatic diazo compounds investigated in 

anionarylation reactions, was recently significantly expanded due to 

the introduction of aniline derivatives with electron-donating and 

electron-withdrawing substituents and bisdiazonium salts based on 

diamines of benzidine and phenylene series [1].  

As a continuation of our research, we investigated 4-

acetylphenyldiazonium salts in Meerwein and anionarylation 

reactions. In particular, we obtained bromo- 1 and 

thiocyanatoarylation 2 products of acrylic and methacrylic acids 

amides, which contain an acetophenone fragment, and carried out their 

bromination and cyclization. Based on bromamides 1, azido-, N,N-

diethyldithiocarbamato-, and O-alkyldithiocarbonatoamides 3-5 were 

synthesized, which are practically impossible to obtain in conditions 
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of direct anionarylation. -Bromoacetyl derivatives 6 were 

transformed into quaternary pyridinium 7 and triphenylphosphonium 

8 salts. 

 
It is known that 2-thiocyanatoamides are convenient reagents 

for the preparation of 2-aminothiazol-4(5H)-one derivatives [3]. We 

used this approach for the synthesis of 2-amino-5-(4-acetylbenzyl)-(5-

methyl)thiazol-4(5H)-ones 9, which are formed in quantitative yields 

as a result of cyclization of thiocyanatoamides 2 upon boiling in 

dimethylformamide-triethylamine (10: 1) mixture. Compounds 9 

under the action of acetic anhydride or acetyl chloride were 

transformed into acetyl derivatives 10, 11. 

According to the data of experimental studies, the synthesized 
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compounds proved to be quite effective in terms of antibacterial and 

antifungal action. 

Thus, it is shown that 4-acetylphenyldiazonium salts can be 

used as effective arylating reagents in dediazonization reactions in the 

presence of unsaturated compounds and nucleophiles. The 

introduction of acetyl group into the structure of anionarylation 

products expands the possibilities of their usage in pure organic 

synthesis, in particular for the preparation of biologically active 

compounds and sulfur- and nitrogen-containing heterocycles. 
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Today, one of the urgent tasks of organic chemistry is the 

synthesis of new analogues of natural biologically active compounds. 

mailto:baranovsky@tnpu.edu.ua

