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Tolerability and pharmacokinetics of sitafloxacin fumarate
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[ Abstract] Objective: To evaluate the tolerability and pharmacokinetics of sitafloxacin fumarate injection
in healthy Chinese volunteers. Methods: A total of 40 volunteers, half male and half female, were enrolled for
single administration and multiple administrations of sitafloxacin fumarate injection. The single dose groups were
further divided into 400 mg group and 500 mg group, and the tolerance was investigated. Multiple dose groups were
divided into 300 mg (qd) group and 400 mg (gd) group to investigate the tolerability and pharmacokinetics.
Adverse reactions were observed during the trial, and changes in vital signs, laboratory tests and other data were
monitored to evaluate the safety and tolerability of the drug. The plasma concentrations of sitafloxacin were determined
using HPLC-MS/MS, and its pharmacokinetic parameters were calculated and statistically analyzed. Results: No

serious adverse events occurred during the trial. Main pharmacokinetic parameters of sitafloxacin after repeated
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s AUC, ., and AUC, _ are (2 913.00 +436.63) png-L™", (18 368.93 =
4141.28) h-pg-L " and (19662. 17 +4820.31) h-pg-L " in 300 mg (gd) group on day 1 of repeated adminis-
tration; while (3 080.00 +695. 11) wg-L™", (22625.89 +5729.43) h-pg-L™", and (22 990.68 =5 866.94 )
h-pg:L ™" on day 7. The corresponding values are (4590.00 +894.67) wg-L ™", (24113.91 £5030.12) h-pg-L""
and (25277.71 £5159.69) h+pug-L™" in 400 mg (gd) group on day 1 of repeated administration; while
(4570.00 +1230.04) pg-L~", (30280.20 £7007.20) h-pg-L " and (30586.30 +7055.85) h-pg-L " on

day 7. Conclusion:; Sitafloxacin fumarate injection is safe and well tolerated in Chinese healthy volunteers. The

administration are as follows: C

dynamic characteristics of multipledoses were nonlinear, without significant accumulation in patients of once-daily

administration. There was no statistical significance in gender difference of main pharmacokinetic parameters within

the same dose group.
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R A0 D B 205 2 ) Rk O R DR AR U AR [ 5
PR 2 AT X 2, o AT RE A5 00 e v L A R DB A TRE Y
ERENZA - ENXRR,

AL BT TR VU b v B T S VRO LR 2R A 2
7 dTE MR G BT R, X SOk IR 1 A — 5L
DRI 7 7 i < 400 mag B, qd 45 24 1 R 25 51 42 4 1
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RS , 18 22 R 45 24 i 245 0~ 38 B0 A 4 9 R el 1,
T R v 7R 1O A XU

WE AN, A 5T S B TR G A 0 A2 3 I
M EEA D SRR T ot HERIFARA
i B S, 305 Sk R A 1R AR R AR —
& 7R A i PR IS B Al LA 2% R 531 22 S 1) S 0
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