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Synthesis of Novel Fungicides Fluxapyroxad and Bixafen

LIU An-chang, YU Cai-hong, ZHANG Shu-kang, FENG Jia-li, HE Xiao-lu
(College of Chemistry and Environmental Engineering, Wuhan Institute of Technology, Wuhan 430074, China)
Abstract: 1-Methyl-3-difluoromethyl-1H-prazole-4-carboxylic acid chloride were prepared by using ethyl
difluoroacetate, trimethyl orthoformate and methylhydrazine as raw materials. Thus, 3,4,5-Trifluorophenyboronic acid was
prepared by the Grignard reaction of 3,4,5-trifluorobromobenzene with trimethyl borate,and then subjected to a Suzuki
coupling reaction with 2-bromoaniline to give the 3,4,5-trifluorobiphenyl-2'-ylamine. 3,4-Dichlorophenyboronic acid was
prepared by the Grignard reaction of bromo-3,4-dichlorobenzene with trimethyl borate, and then subjected to a Suzuki
coupling reaction with 2-bromo-4-fluoroaniline to give the 3,4-dichloro-5'-fluorobiphenyl-2'-ylamine. Finally, 1-methyl-3-
difluoromethyl-1H-prazole-4-carboxylic acid chloride reacted respectively with 3.4,5-trifluorobiphenyl-2'-ylamine and
3,4-dichloro-5"-fluorobiphenyl-2'-ylamine in the present of triethylamine to give fluxapyroxad and bixafen as the target
products. This process features was convenient and had good economic feasibility, and was suitable for industrial scale
development.
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