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fee e A 2 6f 4 & LT, sitafloxacin (STFX, ZL—ZE vy b 50mg & 5\ i3 100 mg % 22§
REHLALE I 5 L, BRI OBATIE 2 et Lze B L ORIV IR P o STRX i+, %51,
2RERIRICIHIE L, ZOMREEHERS 22 & N2 STFX ML il BE 120 5 B 2B v il B2 e %2 5k 726

5k L2k 1E STFX o5 50 mg, 100 mg ZNFN% 6 6] (&5H126)) THo72.

BRI EE O30, STFX 50 mg $645- 1 R #% T 0.147 £ 0.190 ug/mL (mean = SD, LLFIFER),
21 [ % T 0147+0126 ug/mL T&H 0, 100 mg % 5- 1 B [ # < 0.163+0.188 pg/mL, 2 K; [ % T
0.347 £ 0.187 ug/mL TH - 720 F 72, BB/ MG P EE O P31, STFX 50 mg 45 1 K% T
0.287+0.223, 2 KEfH#% T 0408 +0.262 TH V), 100 mg 5 1 K¢fll#: T 0.394 £0.212, 2 I¢fH# T 0.506 =
0181 TH o 72,

FAVEICE LTI, 100 mg #4501 ZISHEEBEE OREBEBSGETE R OWTRARB L2, N4 %
VA v, BRBRAEIC O W CTIE R RBERDS G E TE R WREELEHIIRD Sk -7,

VL E, STFX O IR/ MLiE i EE ki 0.287~0506 TH 0, fio¥ /oy RELFEMBETH D, K
Ak, F /70 ViERBEICH L TORMREMGFCTEL2EATHLZ A0, FRICK 2 EZRE AR
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Sitafloxacin (STFX, 7L —ZXE v +®) ik, H—=3
BRASHE DB L 228 F v U RIETH D, 2008 4 6
RAEOBEeshTwbd, STFX &, &AM BRkEo 7
T LEMRB LU 7 ARBER 2 OIEERIFICE TS
WAVWHHAXRY PVvEARL, MROENEZETDH S
DNAVXYAV—ABLIUP MRS Y XFT—EIVIIHL
TEWHERMEZRLY, ¥ 70 ViERBE IS LT
BRI 2R T,

R BRHEOMA L U TR IREHERADIA {AThILTH
D, BEWETA T, BEEWNEZIIRSBENIC6~14
AT OLER % jiT LT 5 ARIFTIIRER A8 H A
HOTBY, FERITPEERG PR ASET 2B A Lk
ks 2 DB, BRSO FF4 1280w,
BT SR A D WEHETIE, RIS 2 5Pl
HL, FVBRANOBITEFENL TS X 0 v RIEH
IR I N TWDEY, HARUWIR GRS O &G b
HA KT A4 2 (2007 4F) TH, [ MRS OF i
WHEEZWHE LTEY, FPHREEOHILFD—D L
LT, MEBER»SDOF/ 0y REOFHRERKGZH)
i, BARR L6 & LT levofloxacin (LVFX) 200

mgx3/HARENTWAEY,

AR, F 0 VRN R A B R R LR A BT &
¥ < —EREAGENMEA (ESBL) 7 &8 F &F 2mthHE
HEIMEICH D, ZANLIRERIRD SN TS, Bt
HEOW T IRANDOBITIEIZ—ICARE Sh, BEED
BPRPESZ Lo SR O EITIE, —2THEL
DAL LRPIRIE LRI THB L LEDID 5,

COX)BHRRESEZ, SN, F 0 VR
LiBWWHiH 1 % 77 STFX ORI IR ~ o B471: %
Bad L7ze b, ARRBRIE TR OBKRABROERIC
B3 % 2k | CRRICH: 10 A 2 H3R5E55 874 ) B L U~
VY v FESEETLUTEBLZ. 512, KRz
OFERIIH, KEKERERIZER (B OCROM 7 )
—v ) OBBEERARIIBT A HEHEL T RKELE
7oo 72, [EERRBOBRRBEOFEMIZE T 5 38 | CEE
TCAEL0H 2 HERE A7) BLUANVY VX EHE LM
FLUTEML, BREIIIRBROHWNS L OHE, T
HMEINIHEBIEHREREEZXETHH LD 2
T, BEARANORBSIN~OHHERIC X 2 FHEEZ L
FHTR
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Table 1. Sitafloxacin concentration in prostatic fluid (PF) and serum, and PF/serum ratio
Prostatic fluid Serum concentration ok
) PF/Serum ratio
concentration (#g/mL) (ug/mL)
Subject D

uvjece Age ose 1hr 2 hr pre 1hr 2 hr 1hr 2 hr

No. (mg)
1 25 50 0.076 0.144 <0.010 0.531 0.347 0.143 0.415
2 24 50 0.132 0.133 <0.010 0.658 0.421 0.201 0.316
3 21 50 0.053 0.072 <0.010 0.269 0.378 0.197 0.190
4 22 50 0.525 0.388 <0.010 0.769 0.421 0.683 0.922
5 21 50 <0.010 0.029 <0.010 <0.010 0.095 ke 0.305
6 23 50 0.096 0.114 <0.010 0.458 0.380 0.210 0.300
Mean 22.7 0.147 0.147 <0.010 0.448 0.340 0.287 0.408
S.D. 1.6 0.190 0.126 0.278 0.123 0.223 0.262
7 20 100 0.193 0.178 <0.010 0.314 0.285 0.615 0.625
8 22 100 0.091 0.385 <0.010 0.539 0.908 0.169 0.424
9 20 100 0.100 0.088 <0.010 0.383 0.341 0.261 0.258
10 23 100 0.009 0.494 <0.010 0.044 1.265 0.205 0.391
11 21 100 0.526 0.354 <0.010 0.804 0.611 0.654 0.579
12 23 100 0.061 0.584 <0.010 0.133 0.772 0.459 0.756
Mean 21.5 0.163 0.347 <0.010 0.370 0.697 0.394 0.506
S.D. 1.4 0.188 0.187 0.277 0.368 0.212 0.181

*: Prostatic fluid concentration / Serum concentration
**: Excluded sample No. 5

RiGEEE, HARAND 20~40 i OEHERA B 12 4%
WHE Lice A2 Y ==V ZBEIZBWT, [H—HICK
MOELZ 2K, 2 NT, 150 7%E O[S ASERIT
BETdh o 7 WBRE &R E LTz RAeTEOBLED S, Rl
PR BEB L OF ) a v REIIHT 57 LV F—S0ME
JE% AT HHERE, ARGERBLGEHET 4 & H DA o iR
KBRS INEE D B 2 PR E % % BiRAh L 7o

22 DOWERE 12 4412 STFX 50 mg $t% 18¢ (64) %
722 %€ (644), 50 mL OAKEIKE & IZHEREIHRSG L
72o

Bl RAEB & LT, N YA v 2GR, %
5.2, 24 Wi TR, B X O EMMBIS, R %500,
Pe b 24 BEIER, B X O 1 HMBRICFERM L 720 FbE
FrROA R, 51, 2, 24 W%, B X OS5 1 EM
BICEMIC L 28852 %L, RELZ. &b, BRR
A, MEFEMHRAE (WBC, HIMERS3H, RBC, ~
OV VEE A< by Yy ME, VM), M
L ik, B L x5a—, d¥IE, BUN,
R, Cr, B U LY v, HEYY VY ¥, GOT(AST),
GPT(ALT), y-GTP, #LMEBiKF#EEE#K, ALP, LAP, 7
L7F U7+ A7 4FF—F, 73I5—F, a3)rxx
79—+, Na, K, Cl, 3F70v¥y), Rk e
EEENE, RiLE, IFruvy) kL7, BRRER
KR R SR 72 (B OCROM 27 V) = v 7 ) AL T
FERL 7o 72720, AMERSGHE, M s L ORP I 4
7u ¥ Ik H AR R A R R AT FE T I T M L
72o

Y EREZ WS 5 720, B, 51, 2 BRI

RIML, 7285 1, 2 RMZICH R EZ <~ v 3 — 2 Ll
SR BRI L 720 MU SRR - Y6 © 1 IE R 72,
4C, 3,000 rpm T 10 75RO 8E L, I 2= 500 L 72
M B & OB — 20C LLF CHURSIRAE L 720 3
WEE, MRAH =B e — Y — TV (Bl =3 bR
T4 T AR ESH) I2BWT HPLC #:CHllE L, STFX
DOFIBE B & CMiEh OS2 et L. 72,
RO BT O FREE & LC, STFX DI H
R FE 69 % B BRI PR EE LG (S R/ IR Ok
W) 2RHM L7z, &b, AIVRES X OCMEOFEED
BT, BHBRA (0010 ug/mL) DLFIE 0 & LTHY
o720 F72, STFX 50 mg 50 1 I GEBIES 5) 1,
e 514 1 WE R O SRR X OV v i BE A3k R AR
(0010 pg/mL) LLF T o 72728, Hi SR/ M55 v ig i
HOHERH» LB 72,

Pe G HRBERE F TICHiE SN B ET R B L O
NA T NHA Y, BRI O REZBIOWT, B
HMPRAGE, FRERE 2B, S, HEEO 3KT,
BB E ORRERE THOSCHED Y |, [£5
DY) THEDL2S Lhhwn], THEZWS L], T3
WL o5 BERECREM L 7220 BIFERIE, THE S 2 B
HY), [Z5MESHY ], [HMEDL2E L] &H
ESNTZARHE ORREBEBEIEETERHHG L L,

BRI N7z 12 ZTRBRERETHE 2 S O®BE % <,
12%0%7—% 2 $YEEL L LMo 5 &
L 720 STFX 50 mg &, 100 mg FEDFHERITFNZEFNR
227 5%, 2155, FWAEKREIZZFNEFN 623kg, 61.7 kg,
B FE (7 0 — A SR 0T & B BRI B E4)
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Fig. 1. Sitafloxacin concentration in prostatic fluid and serum

after a single-dose oral administration.

ZZFNZN960%, 933% THY, HHZIADOME
ol

B 37 B P BE 1Y, STEX 50mg#% 5-1 HE [ #2 C©
<0.010~0525 pg/mL (mean=SD : 0147 =0.190 ug/
mL), #4552 K5 T 0.029~0.388 pg/mL (0.147 +0.126
pg/mL) TH Y, 100 mg 5 1 K i £ T 0.009~0.526
pg/mL (01630188 ug/mL), #5- 2 B:f# T 0.088~
0584 ug/mL (0347 +0.187 ug/mL) TdH - 72, IMiLi ik
BEix, STFX 50 mg #% 5- 1 I [ #% ©<0.010~0.769 ug/
mL (mean+SD : 0448 +0278 ug/mL), 5 2 Bf# T
0.095~0.421 pg/mL (0.340+0.123 pg/mL) T» Y, 100
mg #% 5 1 5 [ #% T 0.044~0.804 pg/mL (0.370 =0.277
pg/mL), #5- 2 B # T 0.285~1.265 1 g/mL (0678 =
0.368 pg/mL) Ta» -7 (Tablel, Fig. 1),

ST/ I TR EE &, STFX 50 mg #5- 1 HFfH
T 0.143~0.683 (0.287+0.223), %5 2 Kifi# T 0190~
0922 (0408+0.262) T&» V), 100 mg % 5- 1 K [l £ T
0.169~0.654 (0.394 = 0.212), 4% 5- 2 K¢ #% T 0.258~0.756
(0506+0.181) TdH -7z (Table 1)

BIER & LT, 100 mg #ET 6 &4 1 ZIZBRED THIAS
RO, RERHEYEN L Y EBRIE L O R RS [HY
W ohbLhkwn] EHESNZZ, N4 FVHA 2,
FERRAE OB DOV T, BERIE L ORI E
TELRVEFEIHIBEDO LN LD o7,

YLk, 4., STFX Z @@l AB Iz L 50 mg 72
X 100 mg PRS- L, eh2hizb5#% 1, 2RO
BRI S X MG O EOHBEHE T L LD
W2, B/ R R e 2 S L, ASH O a3
BT A MG L 72,

R BRHHIREE, 203520 X13d 5 b ooimiGh
R L ATITFEATICHERE L, 100 mg # G- ICEH & 72 -
720 b5 1 BEMNC AT G4 2 BREBNC R & 72 % 0
BIA% <, 100 mg $25-7% 2 BEfE O FI5fE1 0.347 +0.187
ug/mL (mean+SD, LUTFRER) THorzo RiERD 100
mg ¥ 5-4% 2 g O Mg IR, KK o B 5.

We (ZefEiE) of s iig i (1.00+£0.14 ug/mL) &b
RPREETH - 7%

STFX @ 100 mg $%5- 1, 2 I [ 1% o> B 37 B4t 3 /1 3 v
RELROFYHEIX, FhE 039420212, 0.506+0.181
T & > 720 AF O SRR/ M R EE e (3P - 1 e 2
WZHARTERS 2 M EIE TEMEEZ R LI, €0o—H
& L CHi IR R IR B & I IR ORI L A ORI
EZRHDHIENEZ NS, Thbb, &5 2KHEZED
I3 R R I e S M R I E L 2D EE LoD D
0, — SRR A IR B A S R R R A 12
HBEIENEZOND, T2, SHOMEFHELD,
STFX 1 Hi VIR A ML H IR E D 04 RERERITT5
DEWEIND, SRS IL, [FRBEHH O /1 W/ Mg
i g % M EF L, norfloxacin T 0.26, ciprofloxacin
(CPFX) T 0.31, fleroxacin T 044 3 X U° LVFX T 047
EWELTBY?, STFX I bnF ) v v R LT
AR B 22 1 B R AT YD IERR S 7z

HAWRGFZXDORMMBERTE A K54 2T
&, RBEBWE RS AR O PR iR 3E & L TLVFX
B & U tazobactam/piperacillin 25 ) FiF S, FE4ES
Mo DA OV THRBET AT b TV 5.1 5 13,
R P A SRS AR UE R (621 #1) (2% L C P Bifim 3
(LVFX 600 mg/73 3) Z#5- L, BAE&IC 761 (1.1%) A°
B ELL L OFREEROAEMEL 2D, TDHH 4460k
sepsis 1272 0, 265 5 LVFEX ik KRG HE A2 S
TeEIELTWEY, T/, IES I, AiSLIREH A MiE
B (210 B1) 12%F LT Ractal swab #: T / 1 Vit ok
Wi (LVEX @ MIC, 8 ug/mL LhE) OB PRA RN
ZhET L, 15 81(71%) 230 L Tz e i LTw 57

WAL, /v ViptEgE i 3 ATl o7 3
JEEREH L-KBRICBIT S LVEX &4 (MIC
<2ug/mL) A°21% (4/193 %), STEX EM b (MIC
<10ug/mL) #658% (127/193 #) TH -7z Lk L
THE?, AHNZF 7 0 VIERER IS LT dH AR
HfFcEx2EHO—D2L VR b,

— MRSV IR O DR ARRHE L, ORER, @ILM
JEB, @OKRBi2 6T, HIE, &Y CoNER, RIS
BT Do L7205 T, FOHRMEERIE, AR~ LI
ARURRBATIE I 2, AR S RAT 5 E R EE R
(KWsWH, Klebsiella pneumoniae, Proteus mirabilis 7% &) 12
HLTHEWIENZRT I ENRD LN S, 2008 4ED
=4 T A TYEE S N7z 2tk HA R IS B ok
D KWW, K. pneumoniae 3 & O P. mirabilis 12 xF 3 %
STFX ® MICwid, €121 0.25 ug/mL, <0.06 ug/mL
BEXV05ug/mLTdH 07, A& H 1L A K 53 A
(LVFX, CPFX, tosufloxacin, cefcapene, cefdinir)®
TR BRI 2R L7,

VXD, STFX IZREEEZHFBRGHEDERIEL LTO
PEEAHTITI A, — 80 2SS R R B L O
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Study on the penetration of sitafloxacin into the prostatic fluid

Sadao Kamidono”, Takashi Matsui”, Kazushi Tanaka”,
Soichi Arakawa” and Masato Fujisawa”

U Department of Urology, Kobe Red Cross Hospital, 1-3-1 Wakinohamakaigandori, Chuo-ku, Kobe, Hyogo, Japan
? Division of Urology, Department of Surgery Related, Kobe University Graduate School of Medicine

To investigate the accumulation of sitafloxacin(STFX, Gracevit®) in the prostatic fluid, a single dose of
STFX was orally administered to healthy adult males while fasting. We determined the STFX concentration
in the serum and prostatic fluid at 1 and 2 hours after administration, and also calculated the ratio of the
prostatic fluid STFX concentration to the serum STFX concentration at 1 and 2 hours. A dose of 50 mg was
administered to 6 subjects and a dose of 100 mg was given to 6 subjects (total: 12 subjects).

The mean prostatic fluid STFX concentration (mean = SD) at 1 and 2 hours after administration was re-
spectively 0.147 £0.190 ug/mL and 0.147 £0.126 ug/mL at a dose of 50 mg versus 0.163 = 0.188 u g/mL and
0.347 £0.187 ug/mL at a dose of 100 mg. The mean prostatic fluid/serum STFX concentration ratio at 1 and
2 hours after administration was respectively 0.287 £ 0.223 and 0.408 = 0.262 at a dose of 50 mg versus 0.394 +
0.212 and 0.506 = 0.181 at a dose of 100 mg.

Diarrhea occurred in one subject receiving a dose of 100 mg and a causal relationship between the diar-
rhea and STFX could not be ruled out. There were no abnormalities of vital signs or laboratory test results
for which a causal relationship with STFX could not be ruled out.

The mean prostatic fluid/serum STFX concentration ratio ranged from 0.287 to 0.506. These results sug-
gest that STFX is equivalent to other quinolone antibiotics.



