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The Synthesis of Garenoxacin
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ABSTRACT :OBJECTIVE To prove synthetic procedure of Garenoxacin. METHODS  Garenoxacin was synthesized from 1(R)-

methyl -5-Bromo-1H-isoindole via N-alkylation, boronation, condensation and deprotection. RESULTS Garenoxacin was prepared in

an overall yield of 51. 0% . The structure of the target compound was confirmed by IR spectra, MS, H-NMR and elemental analysis.

CONCLUSION The procedure avoids the use of expensive reagents and the target compound was synthesized in a few steps, so it

benefits to the production of industry.
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88.3% ),

IR(KBr)em ™' ;vC =0 1687,1640

NMR( CDCl, ) & values:0.70 ~1.70 (7H, m),
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Fig 1 Synthesis route of Garenoxacin
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IR(KBr)em ™' ;w1595 ,1447 ,749,710

NMR ( CDCI; ) & values: 1.37 (3H,d, J =6.5
Hz),3.80 ~4.70(3H,m) ,6.45 ~7.70(18H,m) .
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NMR (CDCI; ) & values:1.40(3H,d,J =6.3Hz) ,
4.10 ~4.80(3H,m) ,6.60 ~7.80(18H,m) ,
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'"H-NMR ( CDCL, ) & values:0.93 ~1.47(10H,m,
J=6.4Hz) ,4.06 ~4.64(6H,m,J=16.8 Hz),5.51
(1H,dd,J =75 Hz),6.83(1H,s),6.88(1H,d,J =
7.8 Hz)7.07(3H,t,J =7.3 Hz),7.14 ~7.19(7H,
m),7.24(1H,d,J=8.5 Hz),7.57(6H,d,J=7.3
Hz),8.36(1H,d,J=8.5 Hz),8.66(1H,s) ; MS m/z
697(M+H) ",

Anal. Caled. for C, HyF,N,0,:C,75.84; H,
5.50;N,4.02. Found: C,75.76;H,5.56,N,4.02,
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1.16(2H,m) ,1.20 ~1.26(2H,m) ,1.36(3H,d,J =
6.8 Hz),4.07 ~4.19 (3H, m),4.36 ~4.42 (1H,
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m),6.65(1H,t,J=73.1Hz),7.38(1H,d, ] =7.6
Hz),7.46 ~7.50(2H,m) ,7.73(1H,d,J =8.4 Hz)
8.34(1H,d,J=8.4 Hz) ,8.89(1H,s),

“C-HNMR ( DMSO-d, ) & values: 9.41, 21. 18,
40. 88, 50.65, 58.01, 107. 86, 116.79 (t, J = 260
Hz), 121.60, 123.05, 123.73, 126.45, 128.01,
128.28, 134.02, 136.27, 136.55, 141.70, 142. 31,
146.40,151. 88, 164.73 ,176. 56; MS m/z 427 (M +
H) ",

Anal. Caled. for C,, Hy F, N, 0,. 174H, 0. C,
64.11;H,4.80,N,6.50. Found; C,63.92;H,4.84;
N,6.47,
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