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CERE19 45 11 A 2 HseAd - SER 19 45 12 A 28 HZ8E)

Za—F 0 RELEETDH 5 sitafloxacin (STFX) OB Tk EMEIRE RIS § 5 AL L O
LAk W A1 STFX 200 mg HEMFR I 5402 & 0 BRET L7z BRIRAI ST UTT SERDREAM 6% (55 4

WU ER) BRI THE L2,

BA R R DOERZIL 75.0% (9/12) Th o720 AHERTIHES 17z Neisseria gonorrhoeae 12 BRIZ 5%}

$ % STFX @ MIC (% 0.001 pg/mL ML T4 5 025 ug/mL

(25045 L, MIC %% 0.25 ug/mL DAY 3 #R2

¥ 5 7zs N. gonorrhoeae DI RERIL 75.0% (9/12) TH - 72, MIC BIDOF KL, STFX @ MIC 75 0.06
pg/mL LT ORT 100% (8/8) T - 7275, MIC 28012 ug/mL Ll ED ¥ /7 0 Viigttk T 250% (1/4)

TdHh o7z 12 FkH 78Tl ciprofloxacin ® MIC 281 ug/mL UL ETH D,
W27 32 BRERAS

ParC @ quinolone-resistance-determining regions
HEAFED SN2 7 R 4 RRIZIH R L 720

RIVEFEBLIERIX 25.0% (3/12) TH > 720 WARIE T,

FTRTCOEROEEIIBRETH - 72,

O THRTRTIZ GyrA &
FDHONTe ZOF 0 UL

S, M) LV A 1 BITH o 72,

VL XD, STFX 200 mg H.AF5-TlE, ¥/ 0 VPEREIC X 2 RERITT 5 BIREIRIAT5T

&5 &YW L7z,

%3, STFX ® 200 mg Hl#x 502 &I MBI W EH 2 bhiz,
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Sitafloxacin (STFX) &, #—®3Ekkat (B
MRS B L2z —F ) 0 RHEKETH B, STFX
i, F/UUBRoTHIICAY ORI v Yy, 1
fLic7znvtuasyrzara iz A Lk MO GF R
HKO—>TH 5 (Fig.1)o STFX i, iFEMES L R 7
S LG, 75 AN ENS<Y AT TIAYR, FTIVT
BICETRABEVIIEARZ MVEFL, ZOPH LT
D= 2—F /0 RBHEL D W STFX OHTH IO
X, MK O DNA HEIZWHDOEER TH S DNA ¥ v 4
L—ZABIWMEA Y A5 —EIV OREEEIH LT
EEERT I L ICHEDL LD LR EN TV S, STFX I3,
R RN ORATHEAME C, 2 DS O ML T I3 LT i
L% LoOREIET LI L, KRNTR#EEZITIZL
KEROF TFE LTRPICHRIEES NS Z &R S
720 F 72, SEWMEARN, SGRMGBEGE, MBE~OKE T
HBUEB LU QT/QTc MRERE % EDRBL) A 7 13/hE L, T
SHRBRMERT I ENHRINTVS

PRI ST & TR IR S B s, kM TIEF
20 TR O 5B EEASIRE S <, IR MR B St
ThHoa—F )0 RPHEOMHSHER I TWS,

Sitafloxacin structure.

Fig. 1.
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MR RO E D HHE (GCP) ] %85 L CTHEME L 72,
L XWRBLUHE

L W%

200545 H2*5 2006 45 1 12, AREBRICZBML 722
Mk % 25 L7 RBREE T, BRSIMCHAE SN
TeBALRBNRE Lz, BEDPSORBEIURICHz-
T, BEICEBROHNB I OHE FHEINLEES
X OfEBEZR IOV THAE L FE L T a3 L
729 2T, BEBRAOBIMCOWTHHERICX 2HEZ
LE TR 72 EFOMAANDS L A RMEDHEIZ[UTI
SERNFHEAERE (55 4 IUEESR) B 12HE - 72,

g EEE, MEORIEZAL, MEFIIHETES
BETH Y, FEIUFRE S OERA 20 %L L TH 2 B
He Lo £72, RBERSGHELIZOHTHIZRDE
POEHEZ G725 BE & Lze OEIR @ WIRIYICIRIE 55
WaEHENT %, @EIMERE : =5 2/1,000 5 (REA I
T ) oA © IR ERIER G- IR & 53 W) DREFEMATIZ T
Neisseria gonorrhoeae D FAEDFER SN T WD A, T 72
&, RESWWREEARD 75 L3I X ) KR 25
LREPERGERE2SHIMERMICAHFE L TW b 2 E DR S
%o BT, BB G- 5 P54 3~8 H OFHIilg
TOM, MREBEE2ITHLEVWI EICRAETIHREL L,

T/, ALY L CROSMEBE L7z, HIRICH
HOREWIHTAEEE LT, O=a2—F /1R
WHITERT 2 L E 2 SNDILHADREE (&HMEofl
B, SR, KIE) T F T4 T F Y —RHEREB OB
B AT HERE, QTANALEDOFRSBRE T 2132
DA A G T L EALRIN L7, oot
FTHEEE LT, OFSEED EoBEERE;ZD b
LEHE(EZ VT F = lid 2mg/dL DL LR HZ L §
%), QEEOLHEREREE (OAERBIIMEORER )
MRD LN D EE, QOEYIEHRLET 50, 5 \VITIE
K2 L) AR EARD SN B BEE BRI L 72 4
PERH & 723 A SR IS T 2 BB L LT, OF /1
VRPUH I 2 A S R WIREIRIC X B &YyE (B
C ANV ARGYE, M) SRS L5 EBH, QEE
T GET ORISR - AEE AT AEE (T
O — VARROMRIGEE, EFMoRERREE AT LR
U, EHER RO LETREE 2 L), OFEAWIE
Bhid b FEkEERYE (7 o— VB, mEEAE%
B, HeWBALRL), OB G 28 H IR
BROEHE 2T BH, OREREUNOERD 72D
azithromycin 25T B G-11 4 H LLNIZHR G- S 72
ZRBA L7z RFEMERE E LT, OSTFX OEBRO%
B A3 5 8% @BEC, WHRDOEHOERKICS
ML TW2EE QORBEROEREREEOMRYE, B
BAEEDH BB L Z2OREZRI Lz, 2ofie L
T, BYREDREELCIE RN RN B L LT TS 2 0%
WEAT L% EOHMHEED, RRETEMASER O

Gl UCTAE:Y LHIB L7z BEZ AL 7,

B, MBI 1B L ICHEDMELHERL, JEBSRHRD
MEBEDO U5 % HIWE L R A3 5D 72,

2. HEGRBIUHRS N

STFX 50 mg $¢ 4 §& (200 mg) # HEFITHRS L, Ik
O T & MR L7,

3. #5 - BIEOPIL T 23F 0T H ) Y L

BEEEEMZ BEILRBFOREOREOFEE
DZ25% (BEHERE) oo f LHDDH - 728
&, HAHVIIBIRELEMAGBEE OS2 4824 & f)
Wi L723581d, UHEENOBRBEORS 2l L#EY
BAERITH) T L L Lz,

4. PEAZEIESEH

FNRTEA OB IE S L7 BEOMEEEEL
TLEEBD G IEREORG 2T E L
72o DMBOWGEHHE, OMOPIRIE, PHEDL L ORIE
KEATUA N, 727201, IiREBIURIEREAT 0
A FORFFESIEHTEE Lz, @7V E7r 7«
v, 7Wnvesu 7 T3 FABL S O T
voEgh, @T VI =T AR EET AR, <7
AT NBH AT AEA, HHFH. ®y-ruaTy v
#H, granulocyte colony stimulating factor (G-CSF) #!
#], macrophage colony stimulating factor (M-CSF) #!
#lo

5. Big% - MATHH B X OV FE R

BlgZ - AT H B L OEiEE % Table 1 1SR L7,

1) BHEER

(1) #5ENS, AFHH, B& #E GHEOHFE
BrUOZoREREZHEL 72,

(2) $5# 3~8 HIZ, iREEEH G40 HIE S X O
Mtk 2 AL 7.

2)  MREEIRD

MRS 2L 2 A2 ERMEEL.

3) WKL

RBERE, IRErF OO A HE I X DR L 72,

4) JEIRB X UBRE W

BGRB8 X OB 58 3~8 HIZ, HERRFE, PER AP,
RGBT, IRES W OEE X UOMIRE B8 T /213
BICE DR L 72

5 JREA I T IMEREL

PeG-ai, #2554 3~8 HIZ, JREA I 7 IEREL % 8
Mz X DEH L, wZEE/RT BT O R % #E2 L
720 MBAITIZAY YE Y ZEICE VRN 720 HHR
BOL Y BRI 2 WHEICIREEZ LT E, 5
EIEHELTRAY Y752, H5VIIRENITHEE IF
AL THbM 2RI 72,

6) AMF A

FEBEEIC X B M AR 3 4 16 B i I e p B T 52
Tt L 720
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Table 1. Observation and test schedule

Observation day 3—8 days after end

Observation/Tests Before treatment of treatment
Informed consent/Patient background o O
Compliance with drug administration o
Sexual intercourse ([
Symptoms [ J [
Adverse event anytime
Urethral discharge [ J o
WBC in smear [ J ([

Microscopic examination® O
Microbiological tests N. gonorrhoeae culture o ([

PCR assay o
Laboratory tests o ([

@ required O as needed
4 N. gonorrhoeae
b C. trachomatis

FABBRFENGE AR 2 D IRE A X 7 &bkt =281k
FU—Y—2)b (B ZZE AT 4 TV ARSI
ERL, BB CHE 258 E L, STFX BL Y
HHIEAN T 2 EZMEOMHE, B-lactamase FEA DA
e, &0 VPP E AL (QRDR) f#NT & FEh L 720 3
HIE&Z M, STFX, ciprofloxacin (CPFX) % xtHsk &
L, Clinical and Laboratory Standards Institute (CLSI)
Bl X D E L 72 QRDR AT X, TREREEHE 51012
CPFX ® MIC %51 ug/mL DL E ok % 5t 52 50 L 72,
—J7, MR TERILE NIz HIRIZOWT, Chlamydia
trachomatis % Polymerase Chain Reaction (PCR) % (1
¥ 2. /PCR ) THME L 72 PCR #:12 & 2 AW ROMeAs
X, RS ZEEY - - VTERL 72,

7)) MRAER L TR

BGRTE L OS54 3~8 A, T/4FIS LT, il
B, ~NEruvervE, A< bz )y M, BIMEE,
FIMLER M (BFRAEER, WFERER, IFvhEk, ) o8Bk H
EK), /Mg, AST, ALT, LDH, y-GTP, ALP, V¥
VY, EEYIYLE Y, Il A7ua—), BUN,
7 V7=, K&\ GEM), WHE CGetk), g
B (Na, K, CD), CK (CPK), IiHE#% AL 7z,

3) HEHEHZL

BRI 5D H IR 5% 3~8 HE TIZ@AD H
N7z, BECAELZTRTOUE L viEik - Bk
7R, BRI ORRMREN Db TAEEELE L
THUY o 720 EBEEEGHT & D BBL TV AIEIR - #
BERHRIEGIREL L, HEHRL Lado720%, BB
PG HPIEAL LA A ERLE L LTIy, &
EPHER I NI H 2 ZOEERZOREIHA L L. T 72,
JREEBIAZAE D SEIR - BEOEALIFEFE R L Lk do
7oo IR L OREBERIE THS2ICEED D 1[4 53
B0 MESL2 LN INEEA 2 LITH

WL O EBB IO THEARAH] THEL, [1ZEA
CRER LIBER L] DAAoFHL2EIEHE LT
o726

ERMA R L)L, HA bR TP
X BWRBIEGNC B B EIVER, BRRMA SR o H) 2 5
R EBHEIHE L.

6. ARMB L O REMOFMIEE

1) ARMoHuEe

BE2EH KA, TRt FLMEIHE > THIMMEZ HIE L 72,

1) RBEHRRE

AR R OFEMIEHE 2 Table 2 128 L7z,

Microbiological outcome & JRiE A I 7 H H M EREL D
HROMEEIZLY, REBRMEZIER], [HE,
[Exh ] O 3ERETHE L7,

(2) Microbiological outcome

N. gonorrhoeae DXEFRA DIRFHERIZHD Z, micro-
biological outcome % [Eradication] ¥ 7= & [Persis-
tence | THI%E L7z [Eradication i, ¥EMAICLD,
B BEEPG-ET M S L7z N. gonorrhoeae A3 G BRIEE: -
it s oA L Ls [PersistenceliZ,
R LY, BRGNS S Lz N. gonor-
rhoeae DSREFE G-L DM Sh=6H & L7z,

(3) Clinical outcome

HEERB X ORES WY REOWER % 312, clinical
outcome % [Cure] ¥ 7z1&[Failure | TH % L7z, [Cure]
1, RBEEE ST O OMRE R ESICHR T S AER S
X ORE WD T RCTHER L7256 & L7z, [Failure]
1, OWRBRER 50175 & OWE IR E 21 k5 5 iER
BIOREGWIH RO SNIWE, T8 72 AEIR
MR NI HE, ORBRERG-% OEHiH £ TS,
OB FEI G SNGE L L,
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Table 2. Criteria for evaluation of overall clini-

cal efficacy in gonococcal urethritis

Microbiological WBC in smear
outcome Cleared Unchanged

Eradication Excellent Moderate

Persistence Poor Poor

(4) JREA I 7 HEMERENI R 5 %5

BSREESHBORE A I 7hAMERROHRE [1E
WAL 723 TA%] CTHE L7z,

(B) WH DMK, MIC FliHEE

2)  RAEMOFFEH

HEFRFEHERL L ORWEHSIREZ 50 L 72,

7. FEBIOEL Y P

ERE TR E L2 ZE&EIconT, [EEEME
(EFRIE) DR L, SEIIS U CHIBRELEMCM W
Gz,

JEBIO Y P 2o Wi, FEHRE PRGBS
ik Lo L7z, 1RBREERR G- OMAE T C. trachomatis
A S NFEBNITIR A BRGBI & LTk 720

8. WA

BRIV R LI, RO ET L 72BEDNS,
FHAR 7 GCP & (F AP, EETh LoEx, 228
W Mz S) oBEFEZENL, HETREXTH S L1
ESNTAERE Uz OIRFEHEZ B, PRy AL IR
ik LZeve QML - HEERD V. OFFHZIEEOR
A b T v, @ORBREESG-%5 55k £ T,
PR (& 5H%5) 2MEH S h T\, B Microbiologi-
cal outcome O FHAMiATHLE S B (#EPR) (AT b7z
B, REMBRERZ, BERENES SN EH
DERE L7272, HAR % GCP & O BE IR L,
ERIEHt 2179 2 & & L7z,

Ao LEFMEB X, BABKRSREOAFTRL L
720 BIEEMIE H 1Z, microbiological outcome @ eradi-
cation F & L7z, ZOMOARIVEICE$ % FHliHE H 1,
clinical outcome @ cure 2, JREA I 7HHIMIKEOIE
AL, WEHOBEELEEL X O MIC JIREERE L. A
FPEFEMI H OffTId, KFEGEE SO WA E M %
Ko, EOMEO F A2 < Wil 95% X (CD)
R L7z, ZEWFFEEH OIS, AERLREIER
LRIVERZRBIRO it eftis L 2 omll 95%CI % 5k
D72,

I & R

1. JEBIRERK

AR AAN S NIERNL 13 BITH - 72,

REMB X OHREFN N RERZ, FEISRGB
G A BRI L T 2 EAVHIB L 727
W, EEREOKGIRIES N 1BZBRE 1261 Lz,

Table 3. Patient profiles

Parameter Patients 12
Age (yr) 30.3*8.0
Weight (kg) 75.7*15.2
No 9 (75.0%)
Complication
Yes 3 (25.0%)
Mean = SD

2. BEER

BN R O BB 5t % Table 3 128 L7z,

GHHEIX [H Y] B3BITH 7225, WITNOEPHE
DEEZEDBEEF 2 IIHHEETH o 72, C trachomatis
EDREGEGNL 2B TH o 720

5% 3~8 H £ CITBEEEE - SRR 2 M L 7258
BlizAHNT, WRBEAT - TR D Loz,

3. ERZIR B L OSHIH 2E9%h 1

1) FEFHHHEHE TH 2 AWK AR % Table 4 128
L7z0 A1 75.0% (9/12, 95%CI=42.8%, 945%) T
Ho72,

2) Bk &M H T & % Microbiological outcome @
Eradication 313 75.0% (9/12, 95%CI=42.8%, 94.5%)
Tho 72,

3) EOMOAREICE T % FEMi S H

(1) Clinical outcome ® Cure % i 83.3% (10/12,
95%CI=51.6%, 97.9%) TH -7z,

(2) JREA I 7 MIRE O IEF LT 833% (10/
12, 95%CI=51.6%, 97.9%) TH -7,

(3) WD RHFILT750% (9/12, 95%CI=42.8%,
945%) TH o720

(4) W o MIC BlliH % % Table 5 1Z/R L7z MIC
WO ZeHIL, MIC 7% 0.06 pg/mL BLF O# T 100%
(8/8) Td - 720 MIC #°0.12 ug/mL UL EO¥TIE, MIC
0.25 pg/mL @ 1 BRHATHE L72OHRT, ZOMo 3 HRITHF
WL, HEHEIZ250% (1/4) THolz.

(5) EFTLOFERET - BLUQRDRO T I/
Wi 1B AR HT G B+ % Table 6 12, microbiological outcome
A [Persistence] & 7 o 72IEFI O AFFIR IS % MIC
& QRDR O 7 I/ BEEHENTR S % Table 7 12" L7,

ARG BT 5 M S 172 N. gonorrhoeae 12 FR 2 X 3 5
STFX ® MIC i 0.001 ug/mL L F 2 & 0.25 ug/mL (2
A L, MIC 28 0.25 pg/mL OFADS 3 #EAD Sz,

STFX 200 mg HIFEIIHG1Z & o T 12 #kH 9 #RANH
U 7hs, 3RIIA e L 720 At L 72 3 #RICx9 % STFX
® MIC 1% 025 pg/mL 25 2 ¥k, 012 ug/mL 251 % T
Ho72,

12 ¥kHh 7 BT i CPFX @ MIC %% 1 pg/mL Bl T
D, QRDR DIFIERHYI % N L7245, T XTOHkD
GyrA & ParC ® QRDR 27 3/ BREIRHAFED b7z,
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Table 4. Overall clinical efficacy

Overall efficacy (%)

Moderate Poor Total
(95% CI)»

Excellent

Gonococcal

9 (75.0%) 0 3 (25.0%) 12 75.0 (42.8, 94.5)

urethritis

 (Excellent + Moderate)/No. of subjects X 100
) 95% confidence interval by F distribution

Table 5. Bacteriologic eradication by MICs

MIC (ug/mL)

= 0.001 0.002 0.004 0.008

0.015 0.03 0.06 0.12 0.25 Total

N. gonorrhoeae 5/5 - - -

1/1 1/1 1/1 0/1 1/3 9/12

Eradication (%) 100 - - -

100 100 100 0 33.3 75.0

) Eradicated/No. of strains

0 Vi ERFED SNz 7R 4 RRIZIEEL, 3
RS L7z e B, B L7z 3% CPFX @ MIC 1%
NZN4ug/mL, 8ug/mLB X 16ug/mLTH -
72

4. ZEVEOFHI

AEHFZOBHFIL417% (5/12, 95%CI=152%,
723%) TH o 7zo WFULTFHR L M5 V) 7 AH8INA% 2
B, BEJE, MY YoveE o, iRl OK KRR
MBF1BITH o720, BEEIICTNORETHY, 5
CBIVEELAERZIIRBL 2 o7

EIE S BARIL % Table 8 {Z/R L 720

Bl Ve o 3 8 % 12 250% (3/12, 95%CI=55%,
57.2%) THh o 7zo WFRIZTFH, G, MmHPLyYve o8
MBF1BITH o720 BEEIINCTHIRETH 72,

m. % 3

AIBTIEMEEAHE ORHICIE = 2 —F /1 v RPW
FAH ST W28, 4, F 70 ViEkE o 2-#E
BHEE DS S & 22 5 T 26 2004 SEDH — XA T U A
THHES N7z N. gonorrhoeae (25§ 2BEff =2 —F /1
v R P 3 O MICy i & 1L 2 1 levofloxacin 16 pg/
mL, CPFX 32 ug/mL, tosufloxacin 16 pug/mL T & -
720 2D X9 RIRWOH, STFX @ MICyid 0.25 ug/mL
THY, BFO=2—% 0 VRPUHE L R LRt
W RFEL Tz ARREBRIE STFX O EGE 1
X9 B AR R W AR T A L HIWE LTS
Wi L7z BRI, WRERASE O RHIE A G- 3E &
NTWa O NFEORE E L, $72H#IE STFX
DENTEN L 720G TR S 5 &iE A& 200
mg & L7e ARERTF 2 O CiFERE 23 5 STFX
200 mg B[O ¥x 5- O F # % % A3 5 729, STFX D
MIC %% 0.25 ug/mL Lh | % 7”3 N. gonorrhoeae 735 &
NAHREG 5 HITOFMEiZ BEE L7z, Lo L, STFX @
MIC %% 0.25 ug/mL @ N. gonorrhoeae T 3 ¥k H 2 ¥k A3

Fed§, EHITMIC 27012 ug/mL @ 1 4T D LA
SNdoiz7z0, STFX 1Z 200 mg HRIH% 5 TldF
O Vit ERE OBRE AT ThH L LWL, REx
1L 72,

KEICDC [ Sexually transmitted diseases treatment
guidelines 2006] Tk BEAE DIRFICHESE T 2 3 A D
HK#DO—2L LT, HRIED 5% 15X B T BRAHE A
95% U ETHDLZEEBFTTWEY, 72, therapeutic
time (=t/In2XIn (Cua/4 X MICs) : MICe ® 4 504 1
DI BE O FFREREIED) A5 10 WRE ] DL 1 0> 351 2 bk 1 ke
FEDHEHITHEIE L TV 5"y RRBITHEB AR L V)
PLEAHT 2 5 D BB T O TIEH o 7288, BRI
ROHERHIL 75% (95%C1=428%, 945%)TH D, 95%
EHEX ) EIRAED 95% % THlo TWA Z &5, [
HAE+oaft ez Wil ss I L3 TE LD o7z, B
BB STFX & 200 mg BRSO 5 L7z & &
ConBLDPtipld, ZNEN186ug/mL B LV52h T
H Y, MICw % 0.25 ng/mL & L7234, therapeutic time
1$ 4.66 BEfE] & S S5, STFX 200 mg B[ 5T o
FRB R RAAT 55T dh - 72— & therapeutic time DA
RIZHo7e#Ez 5N b, STFX @ MIC #%0.25 ug/mL
Td > 72 N. gonorrhoeae 1% 3 HRH 1 BRASHE L TH D,
RRFGOFGRTHONL MEPIRES EF 2+ 7%
EriERcE nidy o VitEhEic L b o h2E
kxR RTREED D B LR SN S,

2006 4F- 0 H AR EYIEFEZDOHF A ¥ 54 20T, #k
B RGAE DRI SN TV AR EHEDO AT
HHZEND, EBEOREIHIZE T, HEOERE
ERIOMAEEINT A Z L IXEETH S, 5%, STFX
DOMWEEGIEIIR T2 T GREEZHRT 572012
(&, MICow @ 4 £ LL_E o Mt BE 2 + 70 (S HMESF T B 72 55
FRENE G2, W) 55-EREICE S 2 b5 0%RE
7 EI2 X U therapeutic time DEE % # B+ 5 LEFDH
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Table 7. MICs and amino acid substitution in QRDR of persistent strains
Amino acid substitutions in QRDR®
Age (yr) Observation MIC
U GyrA ParC
Complication day (ug/mL) GyrB ParE
Ser91 Asp95 Asp86 Ser87 Glu9l
35 0 0.25 Phe Gly - - Arg - -
None 3 0.12 Phe Gly - - Arg B B
28 0 0.25 Phe Gly = - Arg - -
External urethra cyst 7 0.12 Phe Gly - - Arg — -
30 0 0.12 Phe Gly - - Arg = -
Acute pharyngitis 7 0.12 Phe Gly - - Arg - -
— not mutated
Table 8. Adverse reactions in cases evaluable for safety
Patients evaluated for safety 12
Subjects with adverse reactions (%) 3 (25.0)
System Organ Class®
95% CI¥ (5.5, 57.2)
Preferred Term" Subjects (%) Events
Nervous system disorders Headache 1(8.3) 1
Gastrointestinal disorders Diarrhoea 2 (16.7) 2
Investigations Blood bilirubin increased 1(8.3) 1
4 95% confidence interval by F distribution
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Clinical study of sitafloxacin in the treatment of male gonococcal urethritis
Shoichi Onodera” and Seiji Hori”

Y Department of Infection Control, Jikei University Affiliated Hospital,
3—19-18 Nishishinbashi, Minato-ku, Tokyo, Japan
? Department of Pharmacology, Jikei University School of Medicine

The clinical efficacy and safety of sitafloxacin(STFX), a new quinolone compound, were evaluated in male
patients with gonococcal urethritis by preliminary study. STFX was orally administered at a single dose of
200 mg. Clinical efficacy was evaluated based on the criteria for evaluation of clinical efficacy of antimicro-
bial agents on urinary tract infection (draft, fourth edition).

Overall clinical efficacy was 75.0% (9/12) in gonococcal urethritis. The range of MICs of STFX against 12
Neisseria gonorrhoeae isolates from this study was <0.001 to 0.25 ug/mL, and MICs of 3 isolates were 0.25 ug/
mL. Overall eradication was 75.0% (9/12) for N. gonorrhoeae. Eradication by MICs was 100% (8/8) with MIC
of <0.06 ug/mL, and 25.0% (1/4) with MIC of =0.12 ug/mL.

MICs of ciprofloxacin against 7 of 12 isolates were =1 ug/mL. These 7 isolates had amino acid substitu-
tions in quinolone-resistance-determining regions of GyrA and ParC. Four of 7 strains with quinolone resis-
tance were eradicated. Adverse reactions occurred in 25.0% (3/12) of cases evaluable for safety. Adverse re-
actions involved diarrhea, headache, and blood bilirubin increase in one case each. All symptoms were mild.

Results suggest that STFX at a single dose of 200 mg is inadequate in dosage for eradicating quinolone-
resistant N. gonorrhoeae, but safe in the treatment of male gonococcal urethritis.



