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Research status on antibacterial activity, pharmacokinetics and clinical applications
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Abstract ; fourth -

antibacterial agent, exerts potent antibacterial activity against gram -

Sitafloxacin, a generation  fluoroquinolone
negative and gram — positive bacteria, atypical pathogens and anaerobic
bacteria. It also remains effective against fluoroquinolone - resistant
strains, methicillin — resistant Staphylococcus aureus, penicillin —
insensitive Streptococcus pneumoniae and Enterococcus. It is widely used
clinically for treating infectious diseases such as upper and lower
respiratory tract infections, genitourinary infections, oral infections and
otitis media. Sitafloxacin shows linear pharmacokinetic characteristics
within the dose range of 50 —200 mg. It is rapidly absorbed after oral
administration, widely distributed in various tissues and organs
throughout the body, and mainly excreted in the urine as unchanged
form. Commonly reported adverse events include diarrhea, nausea and
abnormal liver function. In recent years, studies have found that
sitafloxacin is also effective against multidrug — resistant pathogens
causing ventilator — associated pneumonia, hospital - acquired
pneumonia, tuberculosis, Mycoplasma genitalium infections in men,
Mycobacterium abscessus infection periodontal infection, Helicobacter

pylori infections and refractory Mycobacterium skin infections. However,
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further clinical studies are still needed to evaluate its efficacy and safety, and pharmacokinetic studies should be

conducted in special populations such as the elderly and those with hepatic impairment. This article systematically

reviews the pharmacological mechanism, antibacterial activity, pharmacokinetic/pharmacodynamic characteristics and

recent advances in clinical research of sitafloxacin, aiming to provide a reference basis for the safe and effective clinical

use of sitafloxacin.
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N B 22 SR YD B SV v R 5 R A I 2
U259 A E 4 60 4E40 F 17 DR, 78 B e i
W o SR, BEE T 24 TR AR A 4 B N Y )
AL 2 25 Wy 1 W R I T I M 0R R
VAt B2 A DA 5 O AU T I 2R 7 2, 2019 4R 3 [ 41t
YR RV [ A BT, YR b R T R I U
e WA PR A TH FR G0 R L IR R G R0 B 48 A R
67 G AN A SRR %R ( deoxyribonucleic
acid, DNA) Jigh% g S ¥4 5 R i IV B9 396 M 4 A8 T A
FH , ELXT 73 At F0e v 1) 288 245 Wy i 24 ke AT 2 30
BFRIPORTE TR ARk, DU Al VD B R T TR T
VIR IR A% o BT T B IR IR L 9 P A 5
SRS, . W RLEE 2557 5 50 mg, bid B 100 mg,
qd , FRJG WSO 1R 4 By LR B iz o0 A,
FELAJE R A PRIGCHE H o 10 28 W e J32 /o R A0 T
J# (minimal inhibit concentration, C,, /MIC) £l 24 h [fil
2L — I I il 2T T AR S AR T ¥ I (area under
concentration — time curve/minimal inhibit concentra-
tion, AUC,,/MIC) & P4 fth 0 52 = B i) 25408 I 52/ 24
2% ( pharmacokinetics/pharmacodynamics , PK/PD ) %
Bo AR SO I R 3R AT AT R R SCROHE e v T R TR R
SCEUE I PubMed AHICSCHR, R GELER T PE ALY 1Y
25 PVE FIPLHI B0 TR T 1  PK/PD Rk DL S 7R A [k
YIBI7 P I R B BEAR , B T80 i R 22 4 A 5ol
VG Y> R AR BES T W
1 A E2ZEERNBMREERGE
L1 {FEEH

Pt ib AL E T C -6 (R TR GIA 1
I T H A DNA e e it ) 0 o £ T, 32 17 x4
20 B )98 B A, R TS SR BT T . C -7 LA
FRAEEHY FIN, BE IG5 g K, S 1
s E R RN, C - 8 {3 G5 T s i, i —
A T E Ve, N - 1 AL BR N ki 7S
DNA Jigst i 52 G as G ae s, WK 1,

1.2 {ERHLEH

Vafth 7D B A IR N4 4% F = #5HR (adenosine triphos-

phate , ATP) £ 75 , i1 55 40 1 DNA Jié %% i S 40 41

HN

1 P Ry

Figure 1  The chemical structural formula of sitafloxacin

S BRIV IO 455 T8 U 2 R - DNA - 25%) =5c
KA, WA ATt 30 i F 3R 2 Fhig A 59 DNA
TR E AL IR 5 45 A PR S e R S BT AR T
BEAN, PE At VD BLXh 48 55 3K 7 DNA Jié 5% il 5 #i Fh 5=
Fa T IV 4 21 20400 11 ¢ & (inhibition concentration 50,
1Cyo) OB A 1. 40, FHTHXE 2 R EA I R AE R0
HIVER™ o AT AR 2 IR U B R B v A
SE[RZE 250, VU A U BT bR St % 00 o 4 FH B
1.3 HEFEE

Pt B 0 4G B 8 (BERK TR R B E
FEER B MR T 3 R R AT R | i SV LA 7R i 2t
B ARG P I A A B AR TR T VD IR A SR i
RAFR K 5 S VARG A HURNG M, H Rk
WRAE AT HES o BT I R 5 S0 3 b I 5 BT
(Clinical and Laboratory Standards Institute, CLSI) 24 £
IARUE P ICPE > BT A, H BTHER USRS R
AT LS B A SR s R 2 T

Shh N DNA eket (gyr A Kl gyr B) Flh 4=
IV (par C 1 par E') PR TR 245tk DX & 2R 58
A5, oA 5 96U A IR S 25 10 %) 2 R0 7, DTG A=
M2, Par CFl Par E EAE5350)45 Gyr A 1 Gyr B AH
], 73 2 Al A AR AL A TR 25 98 A48 . Zhn L) 4 A7 FEE A1
HEAE R DR 573 o 2 1 0GR 14 T 2 25 ) £ S0, 5 3
PG AR o P b 70 B2 TR B £ T DNA i
S TR D e A il IV R ) 240 1 A A, DRt BRI A
PRI DNAJE % i 0 4 I S 1 Tl IV 34 % AR 5878, 45 )
AN PG Al v 7 A R K 25 A g
P2 27 AR EL It 98 B R T8 6T 75 Al 0 AN gy 7 A it 2
P, BIME R Gyr A Fl Par C 2878 36, w2 X Hofth
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RN T TR A 245 ) ik 245 1) il A B BR R, P A D AT g
B RGP S PG A v R T R A P ARG
B0 A BR R BURCR K 82. 8% , i FHY 48 P Ak A e ]
it BF P A A BR TR R R Ny 97. 5% , o T 75 55 2 il 46
BRI USRIk 98.2% . KONG %53 b 14U b
B AERU R SV R TOvd &2 CAEIB Y 2 A
Vb BTG5 BT R AR ST R TG Pk, & BV At v
FERE 45 A% 41 BRI B0 NG R R (MIC,, =
0.25 pg - mL™"), H 53095 7 5 52 it 25 % AL Ky
40.6% , FUIIWARA %" 365 He 7 P fb v B2 5 5 75 70
BT AR 25 8 4 BOATE T Y SO, 25 R R B 51 Bk
(59.3% ) E 45 #% 43 B KT T X6 74 i vb &L g MIC IR T
1 pg - mL™' o BEAN, PGB Y B X 22 F M 25 25 4% 43 B AT
PRATE PEOC T 20 D B S S P 0 AL X T s 45 )
REERI AT E AR
2 A EMNARE N ERE
2.1 BRZRE

PUfthb EL7E 50 ~200 mg 7] i [ P 2 R AR 245 1K
NIIFRHIE, (@RS 0 BRI IR P At ) B 50 mg 5
100mg J5,29 1.2 h i5%] C,,. 0.51 ~1.4 pg - mL™",
AUC, . J92.62~8.19 pg - h - mL™" MW EHLE
R A46% ~55% 45 25 Ja , AEH HE R IR L b A0S
FHRA LA oA, R ATV, 2.5 ~
2.8 L- kg™, PEMVDEAERPIFEAR AT, 72 h 4
2y 80% 1 25 2 it DL SR 245 ) 22 ' R, 29 20% 9 25
2y NFEME P BRI (1,,) 9 5.7 ~6.2 h,
B BR (CL,) 2920 165.83 mL - min ™", B3 B %
(CL) }327 ~313 mL « min '™, 5 HA@EZAE
AL, v [ R 52 a3 IR PG 70 AL ) A 1) 2 R o i
TG, T R R RS 1S (IR RS 2R T
it FiE Lo RAMIFTER BT, N RORL A Hh i) 7 45 1
P8 P FE 54 #4 f# (udp — glucuronosyltransferases, UGTs )
1AL 1 UGT1A9 B2 5 1 P4 fth ¥ B2 1% 5 2655 Wk 1 1R b
AR, POy B X 20 il (2,25 P450 fif§ ( cytochrome
p450 proteins, CYP) 4 %6 PEME £ 55, {U X CYP1A1 FiI
CYP1A2 A7 %55 M il 7 I, M X CYP2C9 . CYP2D6
Je CYP3A4 % SR LW @ 9 ) #E F1°' . UGT1AL,
UGT149 FI ATP 4548 % 1% B J& 5t (ATP - binding
cassette sub — family B member,ABCB) 1 {J3EH £ 751k
SN A vD BRI B S R R, P
b B ANIHAG G 5 T 25 7% AR 25 W0 AR AR B XU 458
o REATE WA PG Ay B R S 7 25 AN I ik 24
HPK 206 B A8 o meah, v fhvb R Py PK
AW RN 2E 5, B S rEn C,, A

7 92.7% (90% CI.9.6% ~105.8% ,P =0.152)!"%"
HEEE 10 d ZIRG MR MEL R P E T
2.2 HHRAEE

VOt v FLAA PN 25 0) 5 B i Bl ) R IR 17T 3
Il R SE 26 W1, Bk 1 IR PG At 0 B 50 mg J5, B2 B
(WUBREFE R CLy = 60 H < 90 mL « min~") HJEE
(CLy = 30 H < 60 mL - min ") fITE #F (CLy,, =10 H.
< 30 mL - min ") B IHEAN B M AUC, 5351k
4.18.6.29 F16.33 wg - h - mL™', Kk, FIfEAR 4
S8 MR VGl v B B A AR LR I 355 ok o3 1 A )
JE%E  CLo 7E 30 ~49 mL - min~' #F 4 H 2525 50 mg,
CL.f%F 30 mL - min ' 3%%5 48 h 24525 50 mg'"”' , &
2R (67 ~80 2) i@ He sz & AL, B IR ]
PYfb YD & 100 mg J5, AUC,, 3 /i1 30. 7% , ik W i} [i]
(L) FEF 313.0% , 1,,, EK 83.3%, C,,, W F% A%
33. 0% , SRTET X & 47 B 2 R vR 28 5 1 55 2 8
i A I, SIS RO TR {6l P VG At B Ao 2 1 A
HAHZYER . AHN, vitbib RAE R AL L
BRI L i 2 2 AV RO , AR T s AR
2.3 PK/PD #f35t

Ce/ MIC F1 AUC,,/MIC J2 T 55 s 345 1 25 245 40)
LW T 2K B PK/PD 2 40 YW 22 [ B P T
AUC,/MIC [ i K T 25 ~ 30, #E =2 [K B &
AUC,,/MIC B KT 100 ~ 125 B, PaAth b 2 w] LA 2L
WEBRANE L X T ORI B R, IR P AR T 2
(50 mg,bid 5 100 mg, qd) W7 55 PK/PD Z %Al
%, ¢ /MIC <5 H AUC,,/MIC <100 B} ,50 mg 41
1100 mg 20 B E I AHTE B 5351 33. 3% Fi1 40. 0% ;
M4 C_/MIC >5 H AUC,/MIC >100 B,2 41851
MR E R EIRIFE 96.3%"7; 24 AUC,,/MIC
>30 ~40 i}, g EER A L TRl e ke
3 A EMIGREA

VPGl 2 B i DR I i B 47 i 4% | P e 48 s Bk
R B SCRER BB R R R VB R CE
JERYL RS , AR R IR BT TR YT 2 F it 2 i il e
ERAT R IRy (AT IR B R e 5 g LAt g 74
FKZGYIARLE , VAV B A AR SR 47 i i PRI T A%
3.1 MRARZGREE

ZIFENL AUE 2 AR S s a5 R R,
TEIR IT A X 3R 15 % il R ( community - acquired
pneumonia , CAP ) 5l 1% [1: I 18 5 g Sk I L s, 141 IR
POt vb 2 Y7 RORSE F OIRA AR 2 B T A s
ZEPUD R, MIYAZAKI %620 1 120 ] 4F il 6 (i
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HEAT ) BE AL BRAESE R, P Vb A 4L (100 mg,
qd) FINE Y B 2H (400 mg, gd) (1l RAT 035300 K
88.5% (95% CI1.76.6 ~95.6) F1 88.9% (95% CI:
77.4 ~95.8) , AW A R F M R4 RG24
FERITHEIT¥E X 75 — T K5+,
LI gy AT 345 il f [ N CAP S LUK EL TR
PO B 5 S G v BRI A, A5 R BOR, P v A2
100 mgZH 1200 mg 4 {1l R A R0 53 51 Fy 94. 8% F
96. 8% ,5LPG Vb &L 400 mg 2 (1) I RIG AL %K 95.0% ,
3 YA B T BRF 43 510 97.0% 97. 1% F1 94.9%
X2 E M 24 2 AN ST TR | S PR AT LR DGR i 8/
BRBERAFIERN 58 SR U Vb LR 2R A R D B
FEIATT I 28, TTSCL 47, 5% 19 7 FAsies ™

PO v Bt 3% T il 45 4% ( pulmonary tuberculosis,
TB) MIRYT o —IYAA 30 BiIRITE LR A B A fili 45 4%
S BE LA B EAL T H H IR Y B
(200 mg) A D B (500 mg) 555 40 ik (300 mg)
VEI7 7 d 053 8 5 15 1 (early bactericidal activity,
EBA), 45 R B 7/R, 697 0 ~2 d 54 EBA
(0.39 £0.22) log,,CFU - mL™"' - d "B TFLEFRL 2
2H(0.26 +0.27) log,,CFU - mL~" - d " fIpG{thy> R4
(0.22 £0.25) log,,CFU « mL™" - d~' {H4H A 7 G2 1
¥ EESIGIFE L (P =0.08) ;7647 2 ~7 d Phfth
Y E4H EBA(0.26 +0.31) log,,CFU - mL™" - d "' T
SEUEMEAL (0. 17 £0.16) log,,CFU » mL™" - d ™' I 4
SRTDE41(0.14 £0.10) log,CFU « mL™" - d™' 74
e ERERTGIERE L (P =0.59) , A B & 5%
BUAYT HAR KA EARF, R R S5/ A
DR R OR RIE AR Y, HARR SR G AR %
AR, 3 o I 45 A% I DR 36 9T B A TR e
T L)z 2 Bl A% A e AR R R
FEFEZ VUMY B R s il | DL R s bk | B 22 SR LA I
AEFFUIERAIRIT 2 DA R i R SR iR
37 3 UG M CT g 7R XU 22 & BCTE 45715 BE R 5
HIR 45/ oSG 69T 24 N H R, TE3R
ST MEVR PRI B 43 AR TR I e B 2R 496 P A A A O ] JoT
PR £ B 4k Kt/ B R PRSI B P v B
PURYAITIE .3 J8 P Al e BURE IR 2% 7 . IR, 4o
T B S BT R 5 RS P v e ot M b Je g, T A
WEA 6 FHPE MY 3R 7
3.2 MREBERGRGE

PO vD 2 7R JR 9T & 4% 1 IR 5 S8 4 (urinary tract
infection, UTT) B} A 97 (AN T H IR ZEH B B . A
Il PRAFFZERT B T P4 fth v B 5 A0 SR s 10 B A v [

bR g Aokl 8 Ze v UTIL f0y7 3%, 45 9 iR, ek
S AME UTLYRYT o, Va7 AL 2H (100 mg, qd) 5 /2%
P AL (500 mg,qd) Bl ARA ZCE 53501 R 89. 2% il
97. 1% AN TEE BRS04 97. 1% F1 97. 6% ; % T4
2k UTL, PYftb b B 2H (100 mg, bid ) 5 7c S 310 B 41
(500 mg,qd) Wyl R A L5350 81. 8% F176.9%
TR R 9 93.3% 1 63.6% ), 1855 —Tikt
XF 289 4] UTI K 2 E B 3 B 4% (acute pyelonephritis,
APN) i 19 HE 45 &P i R BIF 5 o, 10 R PG A v 2
(100 mg,bid) iY77 ~ 14 d JEIRIRA RIS 97. 2% , 4
TR 61. 1% , B TR f w2 X Hag ™

A SRR T S B A 7 R i A, L |
R ARG 1R 5 1 vh 2 SR BN PRIE 48, A Lot rp
WAL 5B SR AR R o TR, 577 1R 245 AH O R 728
LD A A= B S A TR R TE S 9 R I B P 22
H A S B Z0AT , 557 B A IR 2 it 24 10 5C 98 28 BE A
TRV T 288 T 245 A DG 2 725 e PR 1) A B S D A T ok
TR E ik 66.4% ~89.6% 1 19.0% ~77.7% .
Par C( 411 83 .D87 fif 4.) Hl Gyr A( 1 M95 ,G93 . D99
PLED) BIZEAE , 43l 5 5 P4 0 R AN PG Al T R IR Y7 R I
ARG, AELPG At P B2 X 4857 0 24 R G 98 78 L DR 118 A4 5 5
JFAR IS TR B v b Y . — I Rl
IEPEBAIIBFFE AL T Va4l B2 (200 mg,qd)7 d JFREXS
BB VAT R BN BRA: FE T RIS B 7%, R PP At
VB AR RSB ] A 21 d, ST Prer b Rk
87.8% , 1t Par C Z&7Z AT Gyr A S ARURAT 1) 4
X, A A Ay A B S D MR DR g 1 — 3BT 7 R
SAMRA 215" [l B PERIF 55 4347 T 229 (51l KA P il 2 it
2L BE SRR ], S5 R BoR R I Z TR R
(100 mg,bid ) BEA VG0 B (100 mg, bid ) 1697 T 1Y
YR BR 37T 35 80. 6% , [R5 7 226 ] LA T
ISV BRSO B . 21 d FREELE TP YD
FEFNZVEERZR ] LIVE IS T g ik 24 P A 5 B S ST oA
ARG, BNARRIK 77.8% 7 o BLAh, Pafh b R AE
TP IRAR JFUAET 304 Jy it S s s B PR
3.3 IR

HEAEk , WA T THEFT B ( helicobacter pylori, Hp) Xt 73
TLEE 2R S o 1 7 S TR0 S5 0 T 24 ) T 245 308 o
SH Hp ARBRR TR Py B iR 25 A% T 1
Tl G T R R BT 259, ELX AR Gyr A 9872 1) Hp
PR AL DR AF R A0 B0 e, PR I 28 W i ) 1 Hp Je e
A ENRIATT T

POt B2 1 TR AT T 26 B0 A0 AR 8T e SR D
B AR T . —TA 17 G
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Zad L Hp MR & B PRATF ST s , R AR
FAE (20 mg, bid ) B e (250 mg, bid ) J P flb b 2L
(100 mg,bid) 897 7 d J5, Hp M5 % ik 88.2% (95%
C1:63.6% ~98.5% ) , FLTit 52 Mk R AF™, %t F45—
2 Hp JGT7 I BRI, R0 & Pt v B m R EaA
SP A IR B SR AN BT bR X 4R
JT IR 2, WASAKT 25 8 T AR H4E (10 mg,
bid) - BELPEAR (125 mg,gid) - Pifhid AL (50 mg, bid)
M=2RIG 97 r 2,067 7 d J5 Hp B9 S AR R R ik
94. 4% oF THEHF Gyr A THZhAHGC S8 SR | 1 BT
FZ T B % AR, th T7 d =1 Hp 3677
T (P — BTBEPEAR — 22250 ) B K 1 2c 4601
VPR — BB bR — 22 2R = T v B A R (70. 0%
vs. 43.1% ) , HASC A FHl A Z2 S b s T Hp' ™
3.4 FERES

1R A 2 B 5 A A0 k38 o JRA U7 399 I 1 F
JEAEREIRBL , X T I 4252 BRI 554770 L4500 KU
MBAE R, TR BRI I . — T A 44 %
AR JR R DR TSR T P Al v R (100 mg, ¥T
T 5 d) RIS %) RAL CJRRR T B2 61T %034 AR
AR ) R S FE A AT B4 R H R AR
PRITRC, G5 W], 2 41675 1A A, SF b ok e
T R L P L 3 MR A A o R 0
5, FELRZE 1 40 1 K46 1 (3285020 314 3. 08% Al
2.54% " HEBESF R S B TUIRVE M) 2 (200 mg,
FPRES d)JG 1 ANH T BOR AL 2 4 B 5 He (2
535 NN B | P R S M R S [ )
WEAIG, L% BEOR AT Hr 12 A A X i — 2 E S T 0
TAREAHEZRANERIT B 56 8%, O IR P fl v
AT LA Sy S H 4 67 0 el g R4 =L e
A A PG 70 B AT 4 B B A A YT FIPLBRG £ Bk
AP LT TFAREZ R 0K BB
MORIKAWA 2510 Y sk 2 R -8 2 I, 1o
R R BoR K FE s R T 2SS 1
HRPGAIYD I (100 mg,qd IGYT 7 d) AREE AT 6, 45
SR RIS R A2 I R R 46 1) 7 R 2 T AR
A ke 200052 A B R /D, e By 6T
TRACT A FAAI T B e R T %
3.5 RBkEA

PGt 0 F2 10 2 X 3 1 A AT T A R SR T B3 7
Wivese. 1 BT B 7 R T R Pk SR ) 4
B AR M T e R AR
BATT TR ST P by B (200 mg) 64 i 2
(800 mg) ¥&¥T 6 MG kteas HIEs &,

4 AMPENRESERAYAR R

P> B 25 WA RO AL TS IS W S L B
5 K AT A, Herh DL W 38 SR R L
THEER T At 4 B e B VR - KGR - Rk
Z24 fiE (stevens — johnson syndrome, SJS) | & 1 ' i
3 /BRI B AT MM 55 7™ B 25 W) AN R Sy
VAR B o 0 T T 288 245 ) d5 )™ E 1) 25 ) AN B
IR Lo BE P A BRI, (H PG 7 B 5 | SO A R
FCREVE R KU /N

SCHRARIE , PO A7 R AE TR T M I SR 5 PR (%
JUIBYT R RS R R B & T A H R &
(435304 29. 8% vs. 25.9% J%24.6% vs. 11.6% )",
SR, 7E CAP JAE B & p, Pl ) 22 (100 mg, gd) 5
ZEPGU A (400 mg,qd) B R R A RTESe 17
2 TCGEIT 2 38 L (29. 8% vs. 28.2% ) 25K
S B RON kA L TS S X R, P
VDB 1) AP 5 A S 5 T 2 25 W AR, (B TR A
TEIVIE SRR E AN AT APPSR 5 R 25 A
RS F UGS
5 #iE

P Al 0 B A S 5% DU AR IR M T 2R 0 R 25 W, Bt
PRI ), R JHL A 960 s 37 T T 247 1 TR ket A AR5 P Bt
WAEM o P YD B AE 50 ~200 mg 7 & Fl N 2 30
LRSI R AL, D IR S5 25 5 WROSGR B, R
U R LU M, RS B PG At T B W A
HZWRGEAWARIWAENER, ZHEHLWE .
Zrl AEE RO I R IR 5 R B, R T AL R
A it 2 B A A I VR 5 SRR e o L T IR P A 7
BT A T 10 R AR B E P YD R TEIR
ISP A VE DR BE IR AR 25 T 0 I A2 S|P B
AR, VAt VD B W ] T 2 E A 24 A T 1A Y PR AL
AR Ml 58 | B2 Bt AR AT VT 58 (il 45 4% | 55 14 A 5 S
Ji A e | e S o3 AR TR e A YR S A ] AR
FF B RGE ETA P 0 BT T B R R IR 9T . IR
5 B0 JF e w2 W WAMA RN, 2R
M, PU A > R AERR IR AHE P B9 L, R, 75 At
WEAHSE A FILE AR 0 Ko 2L a7,
W/ TE B AR I REAN 2 H i 258 )18
i, e DR 24 30 s 9 % e = D TR AR B o AUt R ok
155 I e K AR S5, PR PE A VD B 7 A S %
A, il R AT A ER S 3
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