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 !""#$"#%&'(%)* !"+,-./"!0123!4'!567*89:;5 *7<% Fluoroquinolone =9>.&'!%!;8';5 

?"0.=@A=3B*0%9;8';54<!-?"0.=@ .:C>(;8';5 !":,D5! "0$#5 !"+,-./"!012EF3(!@,3 SAR 

.?G5B5#=!-;5 !":,D5! :$#<! !"B=5=9>4H!B15<-=9> 5 &(- carbon F'#31%)<(%IE5.1%!0+%=9> 
+7FB*0:$#<! !"B=5=9> carbon 4H!B15<-=9> 5 F'#31%)< methyl B*0 nitrogen 4H!B15<-=9> 1 J) 
B=5=9>F'#31%)< cyclopropyl ;5+!"?"0 ($ *7<% 5-alkyl-1,7,8,-trisubstituted-6-fluoro-1,4- 

dihydro-4-oxo-3-quinolone carboxylic acid 60%9K*=,L-;5 in vitro B*0 in vivo MN>-.?G5B5#=!-
;5 !"+,-./"!012 Grepafloxacin +<#5=9> carbon 4H!B15<-=9> 7 =9>J) B=5=9>F'#31%)< 3,5-dimethyl 

piperazinyl ;5+!"?"0 ($ *7<% 5,7-disubstituted-1-cyclopropyl-6,8-difluoro-4(1H)-

oxoquinoline-3-carboxylic acid ;8'.?G5B5#=!-;5 !"+,-./"!012 Sparfloxacin F,-5,L5E/"- !"
:I.@O59L6N-AF'+"7?#IP9+,-./"!012 Sparfloxacin,Grepafloxacin B*0 Fleroxacin 
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                                             Abstract 

 

          This project is to review the synthesis methods of new antibacterial 

fluoroquinolones which are used in Thailand and in other countries.In the development 

of synthesis process of new antibacterial fluoroquinolones,it was founded that the 

substitution of the C-5 position was mostly antibacterial active. For the synthesis of the 

Grepafloxacin,the substitution at C-5 position and N-1position of 5-alkyl-1,7,8-

trisubstituted-6-fluoro-1,4-dihydro-4-oxo-3-quinolone carboxylic acid with methyl group 

and cyclopropyl group respectively showed the antibacterial activity both in vitro and  

in vivo. The substitution at C-7 position of the 5,7-disubstituted-1-cyclopropyl-6,8-

difluoro-4(1H)-oxoquinolone-3-carboxylic acid was used as a guide to synthesis 

Sparfloxacin.This project also summarized the synthesis methods of Sparfloxacin, 

Grepafloxacin and Fleroxacin. 
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