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=21 —% 0 REEX pazufloxacin (PZFX) DOMFFBRFEIIEICHTI2HBRERFTLENT,
BUHSERNE (BEAE XA L AEIWEE) 2HRIC, tosufloxacin (TFLX) xR L L CHEE
BEHFICED 3 BELBERABREIT o7, PZFX i3 1 H 300 mg (PZFX-300 #¥) %7:i% 600 mg
(PZFX-600 B) #%, TFLX iX 450 mg (TFLX #) %, 1 H3 ECA#ML, HEE LT 14 HRERAL
2o

1) B REAN RSB 104 1 (PZFX-300 # 36 #1, PZFX-600 # 34 #I, TFLX # 34
) T, BHNSRABIERL R 94 # (PZFX-300 B 33 #1, PZFX-600 & 32 #1, TFLX # 29 #1),
BIVEE A% 100 #1 (PZFX-300 B 34 #, PZFX-600 # 33 #l, TFLX # 33 #1), HBKRAMREI 89
# (PZFX-300 2 31 #1, PZFX-600 & 29 #i, TFLX & 29 #1), #2495 # (PZFX-300 & 33 #1,
PZFX-600 & 32 #, TFLX # 30 #1) Th o7

9) BEEHE%ER: A%Eix PZFX-300 B 76 % (25/33 #1), PZFX-600 & 91 % (29/32 #), TFLX #
83 % (24/29 Bl) Thotl:o KR - SHED ) OEMTOAREIE, PZFX-300 # 74 % (17/23
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#), PZFX-600 & 95 % (20/21 %), TFLX #t 79 % (15/19 Bl) TH-o7s
3) MMWERRR: WK% IXPZFX-300 M 59 % (13/22 %), PZFX-600 # 82 % (14/17 %),

TFLX # 83 % (19/23 %) TH-7.

4) KLt M ORFMIPZFX-300 B 6 % (2/34 M), PZFX-600 # 3 % (V33 W), TFLX ¥
6% (233 Bl) T, WIFNORICHEMRER, ARIZRD OhEdok. MAMEMUREORIIE
PZFX-300 # 6 % (2/31 #), PZFX-600 # 7% (2/29 #l), TFLX # 7% (229 f1) T, wFhoXk

BELBBETH -

5) A M A H¥IZPZFX-300 B 70 % (23/33 M), PZFX-600 # 88 % (28/32 #1), TFLX & 79

% (2329 B1) THo7,

BL LR & ¥ SGEBYE LSS A PZFX OMIE I RWIE 1 F 300 mg ~ 600 mg (53) t#¥

Y (B A

Key words: PZFX, TFLX, B#5GEmM4vE, THHERYAR, =2—%/ 0 %, pazufloxacin,

tosufloxacin

Pazufloxacin (BLF PZFX) 3B I{tL T EH#REMICE
WTRINEh, RRX&HI Pt FLERAMRENS, FL
woa—¥k/urREOHEETH S,

AHE, 9 LBEW B X U Pseudomonas aeruginosa
S 7 LABREEICH LLERASZHEANRS bF A LAY
HEERELRTY. 7, FHARHWIEORS LK, &Y
meRENROh, SEBABITIRELDTRIFT, £RNY
LHRIFEPLHRBEIEDEF NVICB VTR ARG R
ERLTVS, —}, RERABRICBOTHEBHEOK R
BONTHBY, RICHPEMAERIIHT 2 EHCHEE I
BEXHALTWS?, PZFX OBKS I HRARICBWVT,
100~400 mg #OMABO M RE A REKERERL,
BEMmpBEIX 0.94~4.51 ug/ml, MmhHEERMITH 2
~2.5 Bffll, 24 BT TORPYEIL 81.2~85.5 % T,
7 HEERBRAICL Y, BRBCBEORS 1 fiXZdoh
2PA, BRHRIREBEALED SR TRV,

Cho B IHAROBEMRESFEL LT, NRHERSL X UW
REBHFRICB W THIHEKRSE I HABRFEBS h, FPRE
ByEICH LCTEL LT 1 H 300mg B X U600 mg A
bh, £h¥h 86.5 % (32/37 1), 90.5 % (19/21 A1) @
BHEIBOITV S, BIfEAIX 137 B, HILBFER 3
# (22%) DAT, ERLZLDEIBDORTV RV,

UEOREZET X, 50, PZFX OFFRIESBEHEICH T
ZHEZRITHEMT, 1992 £ 8 AH S 1993 4 6 AiC
b7- ) LED 24 KRR T, PZFX 1 H 300mg (7 3) M
MEE7-i2 600 mg (4 3) IRAMENEEL LT tosu-
floxacin tosilate® (TFLX) 1 H 450 mg (% 3) MRAM® 3
BT, BEARANTICISZHALBERAREERLAOT, £
DEBERET 5.

8, FRARIEHERRBZAZIORBEH/LILLEDIT,
FR2E10H 1 BEDEHS T [REBOBRARDE
WicHT28%E| 28FLOOERL .

I. MREIUERSE

1. NRELELSTICEERNA

SH, BRARORFEVIRBROENEEL S
f, BREDHENHERBOE—-RELHI LIS,
MREBEECKBEROPTH, WERBREICHX
TRAFORHIAELBNES LBREARXLOBRN
ExnRELE, 34, KBOEERREONOEL
BERLZXZONABELZVLIEELL, »OERE
LAOREEAPLLTHIRKRT, EXMLEREL, &
BELESZVEBREREEHRELL,

EMIZEAIE LT 20 UL 80 kW T, BNIXF
MEL, AB-ARDOFIZMbEVWHIEELEARE
AU BEEL L.

222L, ROVTFhHIDOERFICHYTIREGIR, o
KROOBRAL

®© FHBKRMBEMNIC PZFX 7513 TFLX 4% 5 &
(WAd 3

@ RABEABZSAICHROFEEREICL ) ERS
HELDODOHHEH

® BEE PIFX b5\ it TFLX (CMELRTE
#

@ ERLERKE AHEZAL, HAEOED
¥ 58 %R & 7 51

® REOL, I, EMEEEI D LEN

® ¥/ o REHIHTEITILAX—BIUES
ZRVEROBED H 2 fEH

@ TADA, HDE2VISHERELZLYOBRELET
S iEH

® 80 BRMRTH->THEMELDERIBETHE
BB A EL X SN BIEN

® #B BRAPBIVEERLTVWA2TEREDDS
B

© 2o, RBRELKE (UTHEYER) 2488
YL KW LR

2. ABREH

EREFI, 18PICPZFX 100 mg 2 8F T 508
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74NVha—F 4 78 (PZFX #), PZFX & Ry
A BB placebo §2, 1 & tosufloxacin tosilate & L
T 150 mg ¥ FHFTHIAB 74 V2 I—FT 4 VIR
(TFLX 8%, ELftE TRHRASH) BIU TFLX fEL
RFUA BB % placebo &% HV: 7=

REREHIR T

® PZFX 300 mg (% 3) MRAI® (PZFX 300 #):
PZFX ND¥E¥E & placebo % % 1 62

@ PZFX 600 mg (4 3) FRA® (PZFX 600 #):
PZFX $¢% 2 &%

® TFLX450mg (4 3) MRAM (TFLX #): TFLX
DEFK L placebo ML % 1 &

DIWLL, TheEh 1R 2&K) % 18/LLTS
HE%2 1 BFELY (Fig. 1), 3 BORBREHNIT 14
A% 1 ERAFELT, £hen 1 MU L Tl
L, [TT-DR] ¢ RARLTEMBONMAISIE 3 #H
DRNEREE L7

PZFX ODHBRIUTO X HICTRE L. AUAERKS IO
HABTTREREESHICHLT, FLT1H
300 mg 7 3 B L ¥ 600 mg 77 3 A S h, HEHEHS
Zh¥h 86.5% (32/37 #1), 90.5 % (19/21 #l) TH
201U, REAREREBCORFEANZIFDL
137 fivh, BE T - 3P FEOMHLBFERS 3 floA
Thol l, BIUERMIH 2~2.5 R & HLEH
Fwz e%4mekL, 1 B 300 mg % 5 IS 600 mg &
SIAE L7,

HEE TFLX O AR I3 E BRSO3 5 K&

Evening

® O

Morning Noon

| _NON NGO,

PZFX-300"

PZFX-600?

| JEEE RERE N

TFLX®

: pazufloxacin (PZEX) 100mg tablet
: tosufloxacin (TFLX) 150mg tablet

: FZFX 100 mg placebo tablet
: TFLX 150 mg placebo tablet

oome

A daily dose of PZFX 300 mg administration group
2A daily dose of PZFX 600 mg administration group
9A daily dose of TFLX 450 mg administration group

Fig. 1. Dosage design and administration schedule.

ARTHESHRTOHS 1 H 450 mg 7 3 2BEL
A

3. MEBEHX OMHHT

6 EMPE 1 ML LT, 1#PIC PZFX-300 #,
PZFX-600 #1 X U'TFLX MO &M 2 Mo L2
2L lCaybo—-9—2EKERNMITEZITYL, —M
DMBEAT Lo #tF L7 Key code i BB T M
REITaPO—F5-—2%H - REL, 2FRERE
L7z

B, RIS —YVrvry—F—%ARLEBRRE
ERARE L 72

arybru—5—@3WfHiTe, EERCHBLL 14
DEHIIONT, BEFHRRAN (BB KP2EHZF
BB AIERHR) 1S, PZFX, TFLX NDEEL place-
bo HOMAAREOHEB L VEERAR (B -5
- SRAB) OERELEBEL:. TOKR, THhE
NOBRITREEBIUCHER 12 EMOAREICEET S
ARSI,

4. BEBIURAMM
HYEMIZBRENRREOR A TERARONRENY
CHET AL aHERE, BEOZMITRICABREN
DHMBEO/PNS VRIS L

AREFIY - B -FABCKICT1IE 28R T
2, RAlE LT 14 HREGESRA L7z 72720, RO
SUREYEMOUNICL IS 2hELTH IV
L7

O HBRBMIERSh- ¥ L BE

@ HBBREAOHREMMHETELVELANSIASE
A& (BEPHoHEIE3 B L5 %ICHNT )

@ BEHTIL-REKREMRESRIL, Hxx
EhrmEL NS h-BE

@ MNEIPOFERTHBHEV) EOAEIEERES
CHBLES

® HBREILZITCOREA»LHIEORLEYD
SIEE

® Zofs, HYEMAHHRZEAEY LML
BeE

5. PEEI%H
AR, ORBEX (27051 FRILEE
DLEEELEIL) RAFKEATOA FH LA
EHIELA, /2, ABEAOEHDFMHICHELZB L
BTLEZONLBOES (REH, MRFEFH,
iR, A, y-ru7r) yBH, BXiao=—¥§
BRFHHLL) LofRAERE T, £z, HOKER
ELoRHIEIEL, #EK - %A, HERBHREZEL
ZVIEEBRA, BIUABEXLEAMOFHIITEL,
FEZ74NVHEOBRRARTFA 7 1) Y OMPBREZ
LREEZTMREEXDHLOTEELTHATAZ LIS
L7
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6. JER - BIROBRS X UVBRKRE

1) BERRAER
BIRHEBIUHEXKIITROAY &L, KHIE
LTEBTI CLICLAN, P2ELREMMAA,
Bldt 3 Hik, TH®RIBIU 14 H# (E 133 5#8 1)
CREFEBTACEIC LA, 28, #5 14 BRMT
Bk LRE S HIERATLTRBEIT) S LISl
®© 4iR: %0 RE 2 B LR

@ B ++ (BREIREFESHLLIER),
D), - (L) 3B

® mEEk: ++++ (100ml BAE/H), +++ (50
ml Lk 100 ml &ki/H), ++ (10 ml BA L/ 60 ml %
#/H), + (10ml *iW/B), - (ZL) O b5 ER¥

@ g P (M), PM (IR¥itt), M (Rif%)
D 3 BB

® WHHREE: ++ (BELXRBRORE), + (&
D), - (L) D 3Bk

® W+ (bh), - (kL) D2BR

@D BMBTE. ++, +, —-DIBERH

® BIAER: + (D), - (L) 28R

® F7/—-¥:+ (bY), - (L) D 2B
2) ERKKR#E
MEBRZEOHBBIVUEHR PS50 LOREL
7z (Table 1), #x5-MMEHICEEREBOEELREE
BHEBOONEHER, RTHROITELRIEALE
BRETLHILICL:. W X RERIRAERICR Y
v 7, PHERHEEHRONENEEL LTIER
SR L7,

+ (&

3) MM¥KHRE

BeE5Mua, M3 B, 7THHBLU 14 Bk (¥
ikl - MTHE) IS, EERICBVTERLD
MEoOIM MEBLIUNRMZEST, BRNEX
REOHERIZBD, F0M, EXMTIZANE
REESnhIWERTHERERNTH 5 WHRAMKE
RELY 7 —HRMIcEMNL, NEORARL PZFX
BLUTFLX (28T 5 MIC MZDOEMEIT - 720 %8,
MIC #l52ix B &L M4 2 MKy (10° CFU/mI)
ISR THML =

4) BEMER

KM LAREERICOVT, F0ER,
RBH, BE, AREFNOBGEROTR, LR, £
A, ARNBRLZZICOVWTREL, BREXOBE, @
h%E, QRED 3B THEL

7. A %

1) HEYEMICL5ME

HYEMIZERROHEEEICH VB —KRAON
NEME:BRLTEEBIZOWTHELLE, EEAD
RYAEL LTOREKIZ, R5EMANOBMIKERSB X
UREFRICEY, OBE, OF%E, QKED 3 &
RrCHE L,

BRRERIHBEERBIUREFRZYOXBY
bz, OX%, OH#, OCPHYN, OXBHD 4 &
B, FROHEFRBICHZLY,
MEEN R ERRBEONHE, FH-H@OHH
DEEBLIUBHEOKBEZ L LI, Ok, O %
T —BHE, OHEXR, OFED 4 &R, T30

Table 1. Items and schedule of laboratory tests

Item

Before Day 3 Day 7 Day 14

Chest roentgenography

RBC, Hb, Ht

platelet

WBC, leukogram

ESR (1 h value), CRP
mycoplasmal antibody

Blood analysis

cold hemagglutination
glucose

000
(N N N J

S-GOT, S-GPT, ALP
bilirubin (total - direct)
LDH, y -GTP, LAP

Liver function test

BUN, S-creatinine
PSP, Cer
serum electrolytes

Renal function test

protein, glucose
urobilinogen
sedimentation
occult blood

NAG

A =-microglobulin

Urinalysis

Sputum culture

00000066 o0e0eec00C0GGSS
0000 00000000000 0CO0SOS

® 0 00 O0O0O0/00O0|0O0 0|0
0000 00e0e0eeo/o

@: indispensable, O: to be examined as often as possible, *to be examined when urinary protein is positive react
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HETRRICHZE L2,

BEMER I A BEREJMORBEDNBD LN
B, HAREERESLAE THMEICE 2 RBREH
CBTIHEH, BAREEREONEER Y 2 8¥
KLTHREL, RBRENEZOHRKEKRE, OB HIC
MEDHY, @Z2MEDD, OMEDIN S Lz,
ORFEZVS LY, OMEELD 5 BRICHZL 2
2B, O, @ QIHELLEMNL, NEADZ VI
BAREHEREEDORBEME L,

REWE, REAIAREERTHBREEDOMNE,
BE, BALZCEREL, ORL2TH2, Q3122
ThHhd, QPCHMBLHL, OMBHIHDD 4 BB,
FLROHERBICHEL .

FREGEERMRBIURLZBE L LI, DabD
THH, OFH, OCRHH, OFRBKLLD 4 BB,
FROHERRBICHEL .

2) MEHRKICL R

Ratickrbarito—5—i3, EHFOHYSEMN
PHERRZEBRLARERICOVT, RHBS, W
B5 BUEBEBIVEBRERREEME 2 Y0
BBTETIA VL2, 572 {LLTHEN
E52f5 L7

AHREEOR»LRIITNA 5 & (UPHES, BH
®, SAXHE, BEKE BREARK) L) L22/0%FH
KBFEAFSEMRELARERICO ETNT, &R
DRECKEOIH, BRE, HEMSR, MEFEND
R, BEH, BERREEZOVICARAERZY DR Y
ERE L. 2o, FHAGIEEDREDERST -
BAREERAEZEHEZHRL, —EOXHE (Table 2)
K- THEL, MEAICODVWTIXHENSER> 3R
¥Eh, WEABEOLLITHEZH— L7

B, FELEAORIRC T [HEKRER OB
WCBTAHNL PS54 vizonwT P ickm LT, OFE
¥, OFi, OB%E, OUEER, OUEREFICK
L7z

8. FRBIUT— 5B

A hu—-F—RAPABRRARLBEHEROBEYEME D
BRERICHEI LV L EHBRICEEADT—F
DEE%ZIT\, key code ZFR L7z, FAREDOBITIZ
v bu—-5—-DKFEDOH LIS, BILETEERRS
HiZBWTERL, FELLT/ YA M) v 8%

B, Mbr 5 8 #T Kruskal-Wallis ® H RE
FR P RERITTV, HAERENALNGAEIIINT
B % Scheffé DB EILRICE V1T o720 HHRAKITZR
ZIGH 5 %, BEWREZWM 10% L L1

IL E B & &

1. HRIEFMDOAR

BTN REFOHNRERLA (Fig. 2). 2EMAMKIZ
104 #1 (PZFX-300 # 36 #1, PZFX-600 &t 34 #,
TFLX # 34 #1) T, BRIHES 10 BID/-DEKLHED
MRAT X RAEBIIX, PZFX-300 # 33 #1, PZFX-600 ¥
32 #l, TFLX # 29 HlDRt 94 FITH - 7=0 BHOAH
BAERA 6 B (A kB, BigsH, BXU
RAATFATRBONRNEENE 1 A, Kl - B
RAEROBRWEMANRETEDHESTERN 2 M, B
UAPHEDELH 1 #1), B%EM3 M (MBLUHBEBRL
holHEf) BIUHiEd 16 BERD-D) C
& -7z (Table 3),

BIERIZSENB» O RBEEAD 3 BB L FABE
DBAICLVBIEAIHERRL o7 1 AEBRHL
T PZFX-300 # 34 #1, PZFX-600 & 33 #1, TFLX &
33 DR 100 #1, MEKREMRELERIS, BIERMN
HREFABPOREOBRKREDORERM T 72 13KRE
B hofEREL 15 #1% B4 L < PZFX-300 ¥ 31 #,
PZFX-600 # 29 #1, TFLX B 29 #Dat 89 #l% M
HH|E LA, REUMITH RENIBHIERAMTN R L
F—ERE o7,

A RO X RIEFIBUIERR S R R D 94 #
CERIEAIC X A9 IEAER 1 %8N L T PZFX-300 B
33 #1, PZFX-600 # 32 #1, TFLX # 30 MMt 95 1
Tholz

BB, BETNREARICBVT 3 BOBRILEIC
FREXAONL N o7

2. BEERAET

1) %, ##, #&

%, EMBIUCARIZOVTIE 3 BRIICAREZIIA
bhlhahol. EHOBLOEBREICBVTHBREOS
A% 5 -7 (Table 4),

2) RBRISEDN %

TNENORCBIT2BUAEXROZHMEMNL
REZ M- - RABXURERMOEFERICIZ 3 BRI
BERENAONLE N o7 (Table4), HBEL DHIZBHE

Table 2. Criteria for judgement of usefulness

Side effect and abnormal Clinical efficacy
laboratory parameter excellent good fair poor unevaluable
No +H + + — ?
mild + + + ?
Yes moderate + + - - -
severe - - - - —

+: very useful, +: useful, +: slightly useful, —: useless, ?: undecided
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No.of patients No.of patients
evaluated excluded
PZFX-300 33 | PZFX-300 3
. PZFX-600 32 | PZFX-600 2
—— Clinical efficacy —
" ¥ rrx 20 | TPLX 5
Total 94 Total 10
statistical test x°: p=0,700 (NS)
PZFX-300 34 | PZFX-300 2
Side effects ___| PZFX-600 83 | PZFX-600 1
TFLX 83 | TFLX 1
Total no. Total 100 Total 4
of patients
statistical test x % p=0.966 (NS)
PZFX-300 36
PZFX-600 34 | |
TFLX 34
Total 104
PZFX-300 81 | PZFX-300 5
PZFX-600 29 | PZFX-600 5
Laboratory test —
shoratory TFLX 20 | TFLX 5
Total 89 Total 15
statistical test x % p=0.952 (NS)
PZFX-300 33 | PZFX-300 3
Usefulness ___| PZFX-600 32 | PZFX-600 2
TFLX 30 | TFLX 4
Total 95 Total 9
statistical test x % p=0.887 (NS)
X 2*: x3-test (chi-square test)
NS: not significant
PZFX: pazuflaxacin, TFLX: tosufloxacin
Fig. 2. Case distribution.
Table 3. Reasons for exclusion from clinical efficacy
Category Reason PZFX-300 PZFX-600 TFLX
Pulmonary emphysema with infection 1
Pulmonary tuberculosis 1
Ineligibility Mycoplasma infection 1
Serious damage on alveoli and airway 1 1
Serious complication 1
Discontinuance Discontinuation due to side effect 1
Drop out No visit after initial consultation 2 1
Total 3 2

PZFX: pazufloxacin, TFLX: tosufloxacin

BHXROSBHWENKEZ LD, A XUEREDCER
IZPZFX-300 & 6 #l, PZFX-600 # 1 & OF TFLX #A%
FhnER3PITH -7

3) RRUSEREFERE, AP - SRR, EBRE - S0HE
DHE

RPFEDEERIIZEH L ICHENE L, AK -5
RN TRAKERNE L, EREER - EIHEOHES)
Tiidh ) DERAIE P72 wTFhd 3 HRICEERE
ixAShiH o (Tabled),

4) FMBEAOMBELFREOAE, HHAEDOAE

BREDI, BLAYNHMOWBELEMELZLD
EFTHholzo BRAEIEHLELICHY LR LOENA
PRIZFERTOTHo72. WTFhd 3 BEICARER
Abhkh o7z (Table 4),

5) HRAMAM

ERRRA H #ik, PZFX-300 3 11.1 H, PZFX-600
# 11.3 H, TFLX # 11.0 H, FE® 14 HERA T
b /-FERIH PZFX-300 B 19 #, PZFX-600 & 20 #1,
TFLX # 15 #IT, 3 BREICAREZR ALK RN o7
(Table 4)
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Table 4. Background of the patients for clinical efficacy
Statistical analysis
Characteristics PZFX-300 PZFX-600 TFLX
(x*-test)
No. of patients evaluated 33 32 29
male 19 21 18
Sex female 14 1 " p=0.908 (N8)
30~39 2 3 1
40~49 6 1
50~59 4 11 7
Age (year) 60~69 14 8 7 p=0.408 (NB)
70~179 7 9 12
80~ 1 1 1
Mean +SD 61.7+12.7 62.3+11.9 65.41+11.8
~39 3 3
40~49 10 8 10
Body weight (kg) zg::: 2 1: 122 p=0.970 (NS)
70~ 3 2
unknown 4 2 3
. . chronic bronchitis 27 29 26
Diagnosis bronchiectasis 6 3 3 p=0.756 (NS)
Severity mild 22 18 16 p=0.758 (NS)
moderate 11 14 13
out 23 24 21
In/out patients in 7 8 8 p=0.636 (NS)
other
Underlying disease and/or absent 10 11 10
c p=0.990 (NS)
complication present 23 21 19
Pretreatment with absent 29 29 26
antibiotics present 3 3 2 p=0.996 (NS)
unknown
3 absent 19 15 16
Concomitant drugs p=0.819 (NS)
present 14 17 13
3 1
4~17 12 10 10
Duration (days) 8~13 2 1 4 p=0.952 (NS)
14 19 20 15
Mean+SD 11.1+3.7 11.3+3.6 11.0+3.4

PZFX: pazufloxacin, TFLX: tosufloxacin

6) BRI OBRKER, BRKKREM

BMGRT DO hIR, WMWK, WEaRE, WEEAEIR, HREE,
M, MBS E, BAKER, F7/—+¥, BLKRE,
#it, CRP R ERYSED DM EH L L HERX - TRZ
YOERICHLT 3 BMICAERERAOR D o2
(Table 5),

7) BEEB I UEHBRZE

BRZ) R R D 94 P, WD HREREAD R
shi-fEpliz 57 # (PZFX-300 2 21 #1, PZFX-600
B 17 %, TFLX & 19 #l) T, W5 MEE 61 %TH
of. REEMNSMES NIERONFIZEHE BRI
50 # (PZFX-300 # 19 #I, PZFX-600 # 16 #1,
TFLX & 15 #) &, I FLALELD, BEBERRIE 7
WTH -7 (Table 6)0 CHODEFAILLTRES NI
66 ¥ (PZFX-300 B 24 #%, PZFX-600 # 18 #&,
TFLX B 24 ¥%) OWRIZ, 75 2BEEN 51 &

(PZFX-300 # 18 #, PZFX-600 # 16 #, TFLX ¥
17 B) L2460 77 %% o7 (Table 6), FHL
Haemophilus influenzae »% 17 ¥k (PZFX-300 & 6 #k,
PZFX-600 # 7 #%, TFLX # 4 &%) L b1 %L,
RWT P. aeruginosa 7% 12 # (PZFX-300 & 7 #,
PZFX-600 # 0 #k, TFLX # 5 #k) Tdh o7, 3 BN
VA FN 1.3 RO A PN 3T (oL 3:: A -5
FAaohldho7z,

Zh 6o 66 Bk PZFX B X U TFLX @ MIC #ll €A%
frbh7z 31 ¥k (PZFX-300 # 12 #k, PZFX-600 # 8
¥, TFLX # 11 #%) OBRZ¥54Tid, PZFX ® MIC
X< 0.025~6.25 ug/ml I25# LT MICw iX 6.25
ug/ml, TFLX @ MIC {¥=< 0.025~0.78 ug/ml \Z3%
LT MICe X 0.39 ug/ml TH-7: (Table 7)o 7,
HBBKE N TS PZFX B XU TFLX ORBREZES
CEBRRYIALN D 572,
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Table 5. Background of the patients: initial symptoms, signs and laboratory parameters

Item PZFX-300 PZFX-600 TFLX sutlzt::l‘:::l ye
No. of patients evaluated 33 32 29
<37 12 8 18
Body temperature 37s~<38 15 17 14 p=0.887 (NS)
() 38s~<39 5 2
39 2
- 1 1
Cough + 12 15 14 p=0.962 (NS)
+ 20 17 14
+ (<10ml) 4 4 1
+ (10~50ml) 24 22 20
Volume of sputum + (50~100ml) 4 5 4 p=0.974 (NS)
+##+ (>100ml) 2
unknown 1 1 2
M 1 2
Property of sputum PM 15 13 9 p=0.840 (N8)
P 18 18 18
- 18 21 17
Dyspnea ;: 1; g 1: p=0.986 (NS)
unknown
- 29 30 27
Chest pain + 4 1 2 p=0.895 (NS)
unknown 1
- 9 14 11
Rales + 19 12 14 p=0.763 (NS)
+H 5 6 4
Dehydration ; 3; 32 2? p=0.714 (NS)
Cyanosis + 3; 31 2; p=0.968 (NS)
<8 15 15 12
WBC (10Ymm?) 1822 \<<1220 lg 1; 1: p=0.711 (NS)
unknown 2
<20 9 8 8
20=~<40 9 9 7
ESR (mm/h) 40=~<60 5 6 6 p=1.000 (NS)
60= 7 5 6
unknown 3 4 2
<2.0 17 13 13
2.0=~<170 6 10 9
:ﬁé:gj:) 705 ~<12.0 2 2
12.0= 5 4 2
unknown 1 3 p=0.974 (NS)
CRP i 2 1 2
(qualitative) " 1 1

PZFX: pazufloxacin, TFLX: tosufloxacin

3. EEERZR
1) EERFHR

PZFX-300 % 33 vk, E% 181, A% 24 #1, %
A% 3 M, ®R5 PIT, ERNLAEDEEDELARHE
X 76 % (25/33 1), PZFX-600 & 32 #irh, ¥%h 4 #,
Xy 25 B, A% 28, B 1ATEHEIIN %

(29/32 #1), TFLX % 29 #ivh, %% 18, A% 23 W,
ROH% 3 B, X 2 MTHTEIZ 83 % (24/29 H)
T, SMMICARZRAONLZS 57 (Table 8).
REJBERDHRICBVT, BAEAEXLHTIA
%® X PZFX-300 # 81 % (22/27 i), PZFX-600 ¥
97 % (28/29 #1), TFLX % 81% (21/26 #]) T, 3 &
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Table 6. Background of the patients: causative organisms

. No. of patients evaluated Statistical analysis
Organism
PZFX-300 PZFX-600 TFLX (x*-test)
Monomicrobial infection 19 16 15
Polymicrobial infection 2 1 4 P=0.652 (NS)
Total 21 17 19
S. aureus
S. pneumoniae 3 1 4
K. pneumoniae 3 1
K. oxytoca 1
Monomicrobial i ::::ﬁ:::a 5 1 5
infection )
(G) NF-GNR
Pasteurella spp. 1
H.influenzae 7 1
H. parainfluenzae 1 1 1
M. (B.) catarrhalis 2 1
S. pneumoniae 1
+K. pneumoniae
S. pneumoniae 2
+H. influenzae
K. pneumoniae 1
+P. aeruginosa
Polymicrobial
infection H.influenzae 1
+M. (B.) catarrhalis
S. aureus
+8. canis 1
+P. aeruginosa
Peptostreptococcus
+M. (B.) catarrhalis 1
+P. melaninogenica
GPC 6 2 7
GNR 18 16 17 P=0.588 (NS)
Total 24 18 24
S. aureus 2
GPC S. canis . 1
S. pneumoniae 3 2
Peptostreptococcus spp. 1
K. pneumoniae 2 4 1
K. oxytoca 1
E. aerogenes 1 1
P. aeruginosa 7 5
GNR (G) NF—GNR 2
Pasteurella spp. 1
H. influenzae 6 7 4
H. parainfluenzae 1 1
M. (B.) catarrhalis 2 3
P. melaninogenica 1

(G) NF-GNR: Glucose non-fermenting gram-negative rods
GPC: Gram-positive cocci, GNR: Gram-negative rod
PZFX: pazufloxacin, TFLX: tosufloxacin

MicEBENA LN (H-BRE, p=0.049)c LAL% PZFX-300 2 Tix 6 it 3 #, PZFX-600 B Tix 3 4

255, Scheffé NEEWLBTIX, EHMOAREIIAL f 1), TFIXHTIZ 3R 3IFATH -7,
hgdholk, ABXLRECH L THHYH N EREENEBRHRICBVT, EBEATOERIZ
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Table 7. Sensitivity distribution of causative organisms
Drug From treatment | No. of MIC (ug/ml) 10*CFU/ml Btatistical
group strains | £0.026 0.05 0.1 0.2 0.39 0.78 1.66 3.13 8.25 analysis (H-test®)
PZFX-300 12 4 38 2 1 2
PZFX | PZFX-600 8 1 1 4 1 1 p=0.256 (NB)
TFLX 11 1 3 2 1 1 3
PZFX-300 12 3 1 7 1
TFLX PZFX-600 8 3 2 1 1 1 p=0.174 (N8)
TFLX 11 1 1 3 3 2 1
*Kruskal-wallis test
PZFX: pazufloxacin, TFLX: tosufloxacin
Table 8. Clinical efficacy
Item Treatment No. of Clinical efficacy Efficacy Statistical analysis
group patients | excellent good fair poor rate* (%) (H—test)
PZFX-300 33 1 24 3 5 26/33 (76)
Total PZFX-600 32 4 26 2 1 29/32 (81) |p=0.101 (N8)
TFLX 29 1 23 3 2 24/29 (83)
chronic PZFX-300 27 1 21 2 3 22/27 (81) p=0040
bronchitis PZFX-600 29 4 24 1 28/29 (97) §- -
. . TFLX 26 1 20 3 2 21/26 (81)
Diagnosis
PZFX-300 6 3 1 2 3/6
bronchiectasis | PZFX-600 1 13 -
TFLX 3 313
PZFX-300 22 17 3 2 17722 (77)
mild PZFX-600 18 1 16 1 17/18 (94) p=0.178 (NS)
. TFLX 16 13 2 1 13/16 (81)
Severity
PZFX-300 11 1 7 3 8/11 (73)
moderate | PZFX-600 14 3 9 1 1 12/14 (86) |p=0.481 (NS)
TFLX 13 1 10 1 1 11/13 (85)
PZFX-300 10 1 7 2 8/10 (80)
absent PZFX-600 11 9 2 9/11 (82) |[p=0.916 (NS)
Underlying disease TFLX 10 9 1 9/10 (90)
and/or complication PZFX-300 23 17 3 3 1723 (74)
present | PZFX-600 21 4 16 1 20/21 (95) p=0.029
TFLX 19 1 14 2 2 1519 (79) | comparison®
PZFX-300 19 1 12 1 5 13/19 (68)
absent | PZFX-600 15 3 12 15015 (100) | P00
Concomitant drugs TFLX 16 14 2 14/16 (88) S-comparison”
PZFX-300 14 12 2 12/14 (86)
present | PZFX-600 17 1 13 2 14/17 (82) |p=0.945 (NS)
TFLX 13 1 9 1 2 10/13 (77)
* (excellent +good)/no. of patients, **Scheffé comparison
Item Chronic bronchitis Underlying disease present Concomitant drugs absent
S-comparison” S-comparison® S-comparison®
PZFX-300: PZFX-600 p=0.106 (NS) p=0.035 p=0.019
PZFX-300: TFLX p=1.000 (NS) p=0.810 (NS) p=0.581 (NS)
PZFX-600: TFLX p=0.110 (NS) p=0.185 (NS) p=0.226 (NS)

PZFX: pazufloxacin, TFLX: tosufloxacin

PZFX-300 B 77 % (17/22 #1), PZFX-600 # 94 %
(17718 #1), TFLX B 81 % (13/16 #) T, HHFAEH
< DA% % IZPZFX-300 B 73 % (8/11 #1),
PZFX-600 % 86 % (12/14 #1), TFLX ¥ 85 %
(11713 #) T, wThd 3 BHEICAEREEZAONER

Of:o

ERRE - AHEOHBINERBHRIIBVT, 2L

DIEBFTOAEKEIX PZFX-300 B 80 % (8/10 #),
PZFX-600 # 82 % (9/11 #1), TFLX & 90 % (9/10
#l) ¢, 3BMMICAREZRAOh RS2, —F, B
DIERTOEEE I PZFX-300 B 74 % (17/23 #),
PZFX-600 & 95 % (20/21 #1), TFLX B 79 %
(15/19 #1) T, 3 BMICAHEEZN AN (H-BRE,
p=0.029), PZFX-600 Bz PZFX-300 B X Y L &h
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TW7= (Scheffé ¥, p=0.035). PZFX-600 # X PZFX-300 # X h @ T\ /= (Scheffé

BFHEDOHEINBEMRICBVT, ZLOERATO 18, p=0.019), —%, HHVDENTORLEIX
AL PZFX-300 & 68 % (13/19 #1), PZFX-600 PZFX-300 # 86 % (12/14 #l), PZFX-600 # 82 %
B 100 % (15/15 #1), TFLX # 88 % (14/16 fl) T, (14/17 #1), TFLX ® 77 % (10/13 #) T, 3 HMIc
SHMICHERZIEALN (H-BE, p=0.018), HEEBZEAONEN o7,

Table 8. Clinical efficacy classifivd by causative organisms

Organism Treatment No. of Clinical efficacy Efficacy Btatistical analysis
group patients | excellent good fair poor rate* (%) (H-test)
PZFX-300 1 1 v1
S. aureus PZFX-600
TFLX
PZFX-300 3 2 1 2/3
S. pneumoniae PZFX-600 1 1 71
TFLX 4 3 1 3/4
PZFX-300 1 1 11
K. pneumoniae | PZFX-600 3 2 1 2/3
TFLX 1 1 11
PZFX-300
K. axytoca PZFX-600 1 1 01
TFLX
PZFX-300
E. aerogenes PZFX-600 1 1 n
TFLX 1 1 11
PZFX-300 5 3 2 3/5
P. aeruginosa PZFX-600
Monomicrobial TFLX 5 4 1 4/5
infection PZFX-300 2 1 1 1/2
(G) NF-GNR PZFX-600
TFLX
PZFX-300
Pasteurella spp. | PZFX-600
TFLX 1 1 11
PZFX-300 6 1 3 1 1 4/6
H. influenzae PZFX-600 7 7 n
TFLX 1 1 V1
PZFX-300 1 1 11
H. parainfluenzae| PZFX-600 1 1 11
TFLX 1 1 vl
PZFX-300
M. (B.) . PZFX-600 2 1 1 2/2
catarrhalis TFLX 1 1 m
PZFX-300 19 1 12 2 4 13/19 (68)
Sub total PZFX-600 16 2 12 2 14/16 (88) |p=0.230 (NS)
TFLX 15 13 1 1 13/15 (87)
PZFX-300 1 1 11
2 bacteria PZFX-600 1 1 1/1
TFLX 3 1 2 3/3
L PZFX-300 1 1 V1
P"Lyl'f':;;’:‘“l 3 bacteria PZFX-600
TFLX 1 1 V1
PZFX-300 2 2 2/2
Sub total PZFX-600 1 1 11
TFLX 4 1 3 4/4
PZFX-300 21 1 14 2 4 15/21 (71)
Total PZFX-600 17 2 13 2 15/17 (88) |p=0.221 (NS)
TFLX 19 1 16 1 1 17/19 (89)

PZFX: pazufloxacin, TFLX: tosufloxacin
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2) REHREIRRKL) R

BRRZ RN N RO 94 Hlh, BEEIHOLIER-
o BB B & U O B BIR 57 BIOBKERER
# L% (Table 9). PZFX-300 ¥ 71 % (15/21 ),
PZFX-600 B 88 % (15/17 #1), TFLX # 89 %
(1719 Hl) OEHET, 3 HMICHBERZALR LD
ofe SO L HBMEMHS 50 WICBITDAYED
PZFX-300 # 68 % (13/19 #1), PZFX-600 # 88 %
(14/16 #1), TFLX # 87 % (13/15 #I) T, 3 MM
HFREZRZAONR o, MPRBEBLEGEORRME K
M T& 2 Streptococcus pneumoniae = & 5 BEHTD
A3 PZFX-300 B 3 #ish 2 #1, PZFX-600 7 1
1MLV TFLX 8 4 Hih 3 T, P. aeruginosa
Tt PZFX-300 ¥ 5 #ivh 3 §, PZFX-600 HRiat#l%
{, TFIX®5Mh4MTHo. T/, H. influen-
zae Tl PZFX-300 # 6 fish 4 INAEBIU L,
PZFX-600 T2 THEMB LU TFIX H 1A 15
BEYTHo. BUBEBEAO 7 AIZTXTHBU
EeHo7ee

3) HIEZMRHR

BEBENEOI L o2 57 ERICOWTOMEEN
X8 (Table 10), 57 FINELKH 66 BN E (Table
11) 2FhEFhHBLLE, HRLEXREZADE-H
BE#{*Eix, PZFX-300 ® 53 % (10/19 #1).
PZFX-600 # At 81 % (13/16 #), TFLX ¥ 78 %
(14/18 #1) T, WK =X PZFX-300 # 59 % (13/22
¥), PZFX-600 # 82 % (14/17 #), TFLX # 83 %
(19/23 ) Tholo WThd 3 BEICHEZIAL
Wiz Hh o7, S. pneumoniae Tid PZFX-300 BT 3 &%
th 2 #, PZFX-600 # 2 #keh 2 #k, TFLX # 6 & 4
AW L, P.aeruginosa Tt PZFX-300 # 7 %+ 3
B, PZFX-600 Btk {, TFLX # 4 # 2 Bt
M2 L7 %72, H. influenzae Tid PZFX-300 # 4 #
th 4 ¥, PZFX-600 ¥ 7 #kh 6 #k, TFLX & 4 &b 4
BASHE L 72

B, ZREIBDSNIEMIT PZFX-300 ¥ 2 41
2, PZFX-600 # 2 #1, TFLX # 1 #licZHHh, T
XTH S. pneumoniae THho7zo CNHLDENH B
MIC H$BE X /- PZFX Offiix, 3XTH3.13 ug/ml

U.J:’t‘#)of:o

4, Rtk

1) WA

RERMITHRD 100 MICBITIMIEAORAKL
EOHNRER L7 (Table 12), RHA%Ki: PZFX-300 &
6 % (2/34 #i), PZFX-600 ¥ 3 % (1/33 #1), TFLX
6% (2/38M) T, 3 RMICAHEZRALMEZD
7o EROAWRIZ, PZFX-300 BTizH T\ - BRE
B BIUBRIZAE H5H62080% 1M, PZFX-600
BT EMBARS - XD 1 A, TFLX B TR
i RRET, BrU75778  ELOE 1 AT
ol CNODERRTRTHSKET, RALHL
L7 EAHEMELRLB-EARTXTRAPLE 1~4
HETHELACLEYHBL.

2) HEREMREER

B REMIT RO 89 MBI IMEREMAREE
HRBEXL EFOARARER LA (Table 13), BBXIL
PZFX-300 % 6 % (2/31 #1), PZFX-600 B 7 %
(2/29 H), TFLX B 7% (229 ) T, 3 BMICHK
ZrAaohkdrok. REEHOARIX, PZFX-300
BT GOT GPT DLR, BXUGOT DLEHMNE 1
M, PZFX-600 #TCit K DLtHA, BXU7oburt
YOETH& 1M, TFIXH# TR GOT DL, BV
GPT DLAMNE 1 AT, TOBERTRTEETH-
oo CThODREERHEMERLLEMDS L, EWA
ENTETH-o 3 ATIIAT 2 ARNBICRERED
HVIIRAREICEL T,

3) ek

MEAEIERREEREED L REL THEL
RREVEMFTHNRD 100 MoV TORBMERLY
(Table 14), 2 Td» 3, LtHESN-HEZ,
PZFX-300 # 88 % (30/34 #1), PZFX-600 ¥ 91 %
(30/33 #1), TFLX ¥ 88 % (28/32 #1) T, 3 HMI
FREZERAOGN D7, B, TFLX HBOFEANE
FEFIRUL 33 ITH - A%, 1 XA EOBIKRE
PEBSNTHEREE Shiz/20 32 ATHE L.

5. AHE%

BRHREREHLRRLTHELAFHEORKE
/7" L7 (Table 15). EbDTHHALARZAbEL

Table 10. Bacteriological efficacy classified by causative organisms

Decreased
Organism Treatment N‘_)' of Eliminated . Replaced |Unchanged|Unevaluabie| Elimination - Statistical analysis
group patients partially rate (%) (H-test)
eliminated
PZFX-300 21 8 2 8 10/19 (53)
Total PZFX-600 17 11 2 3 13/16 (81)| p=0.108 (NS)
TFLX 19 13 3 1 14/18 (78)

(eliminated + replaced)/(no. of patients—undecided)
PZFX: pazufloxacin, TFLX: tosufloxacin
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Table 11. Bacteriological response classified by causative organisms
Organism Treatment No. of Bacteriological efficacy Eradication® | Btatistical analysis
group strains eradocated presisted unknown rate (%) (y'~test)
PZFX-300 2 1 1 172
S. aureus PZFX-600
TFLX
PZFX-300 1 1 71
S. canis PZFX-600
TFLX
PZFX-300 3 2 1 2/3
GPC S. pneumoniae PZFX-600 2 2 2/2
TFLX ] 4 2 4/6
Peptostreptococcus PZFX-300
PZFX-600
spp.
TFLX 1 1 171
PZFX-300 8 4 2 4/6
Sub total PZFX-600 2 2 2/2 p=0.947 (N8)
TFLX 7 5 2 5/7
PZFX-300 2 1 1 172
K. pneumoniae | PZFX-600 4 2 2 2/4
TFLX 1 1 11
PZFX-300
K. oxytoca PZFX-600 1 1
TFLX
PZFX-300
E. aerogenes PZFX-600 1 1 11
TFLX 1 1 171
PZFX-300 7 3 4 311
P. aeruginosa PZFX-600
TFLX 5 2 2 1 2/4
PZFX-300 2 2 0/2
(G) NF-GNR | PZFX-600
TFLX
GNR
PZFX-300
Pasteurella spp. | PZFX-600
TFLX 1 1 171
PZFX-300 6 4 1 2 4/4
H. influenzae PZFX-600 7 6 671
TFLX 4 4 4/4
PZFX-300 1 1 1/1
H. parainfluenzae| PZFX-600 1 1 11
TFLX 1 1 11
PZFX-300
M. (B.) PZFX-600 2 2 22
catarrhalis TFLX 3 3 3/3
PZFX-300
P. melaninogenica | PZFX-600
TFLX 1 1 1/1
PZFX-300 18 9 7 2 9/16 (56)
Sub total PZFX-600 16 12 3 1 12/15 (80) |p=0.249 (NS)
TFLX 17 14 2 1 14/16 (88)
PZFX-300 24 13 9 2 13/22 (59)
Total PZFX-600 18 14 3 1 14/17 (82) |[p=0.272 (NS)
TFLX 24 19 4 1 19/23 (83)

*no. of eradicated/(no. of strains-unknown)
PZFX . pazufloxacin, TFLX: tosufloxacin
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Table 12. 8ide effects
Side effect PZFX-300 | PZFX-600 | TFLX | Statistical analysis
(x-test)
No. of patients evaluated 34 33 33 p=0.974 (NB)
No. of patients with side effect (%) 2 (8) 1(8) 2 (8)
Dizziness + Dyspnea 1
Upper abdominal discomfort + Nausea 1
Anorexia + Decline of taste 1
Wooziness + Nausea 1
Feeling of facial swelling + Light-head
PZFX: pazufloxacin, TFLX: tosufloxacin
Table 13. Abnormal laboratory parameters
Laboratory test PZFX-300 | PZFX-600 | TFLX B““?:ﬁf:""t) mis
No. of patients evaluated 31 29 29
No. of patients with abnormal laboratory parameter (%) 2 2 2 p=0.855 (NS)
(8 (¢} n
GOTt +GPT t 1
GOT ¢ 1 1
GPT t 1
Kt 1
Prothrombin { 1
t :increase, | :decrease
PZFX: pazufloxacin, TFLX: tosufloxacin
Table 14. Safety
Treat: t No. of Virtuall . Statistical analysi
atmen ‘,, © Safe nety Less safe Not safe | Unevaluable Safety rate veis
group patients safe (%) (H-teet)
PZFX-300 34 30 1 1 30/34 (88)
PZFX-600 33 30 2 30/33 (91) p=0.876 (NS)
TFLX 33 28 2 1 1 1 28/32 (88)
*no. of safe/ (no. of patients-undecided)
PZFX: pazufloxacin, TFLX: tosufloxacin
Table 15. Usefulness
Treat t No. of : Slightl, o isti i
Diagnosis eatmen 0 Very useful | Useful | S8 | Ueoless | Undecidea| USefuinessrater | Statistical analysis
group patients useful (%) (H-test)
PZFX-300 33 1 22 5 5 23/33 (70)
Total PZFX-600 32 3 25 3 1 28/32 (88) p=0.125 (NS)
TFLX 30 1 22 3 1 23/29 (79)

PZFX: pazufloxacin, TFLX: tosufloxacin

AHH#*EiX, PZFX-300 # 70 % (23/33 #1), PZFX-600
B 88% (28/3241), TFLX B 79% (23/29 ) T, 3
BRCABRZERAON G570
1. *# %

FH=-2—-F/u REE PZIFX &, 77 A%
Bror5 2 BEREE CLBALAEANRS FVvER
TH0EEHI, RAES 1 BHTREROFX ) 0y Rt
ERECHLTRVWEBMPRENEONDEY, $-PK
FHRERICHTHEAPLKABERTV L W) BMRIRR
EhTwnb2,

4, PZFX OWRERISEICHT 2 AR LR T2
HWT, TFLX ZxEE L LT 3 HEELBARE £
L7z TFLX ZxiHIEL L 3 L L-HHE,

BURSEBRRED L) CHFRCBRNLEREALL
REICIZERE, WRNOEABITHIIEL, 1R
BIhBUERICHD, —F, ARAREIZRDRE
EEELMRICHHEI LY LD, IFBRENEVEAO
FHMBANFEZE LR T wEEIONTWS,

PZFX 200 mg & % \»ix TFLX 150 mg % £#RA L
ZEEORBIPRERRENEN 2.02 ug/ml®, 0.58 ug/
mlY &, RELZBAEXDHAHICHH»2b6T, BHELAE
BASEIN 5 TFLX 1 H 450 mg 4 3 TOHEHEIX
79.1 % (106/134 B1)* DRBEEB TV 5,

ZCTHREZEBOMACBERELENAICT, BB
DRLZZ 2 EHZHBETHZ LX), PZFX 0Kt
PIOVHARICRLLEZ, TFLX #MA 7 3 BHER
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B, FRBRICTHREE M- ASAEHBREICH L
T PZFX $ %\ i TFLX A SR 12 #l
(PZFX-300 # 6 #1, PZFX-600 # 3 #l, TFLX # 3
Bl) oo, ThoHizEE, BUEAEXREOBN
EE2BLVCE, TAEE, FARZERNIRAHART
Ao TnwaI eNnsn e r s, RERICH
KR LTHAAN,

L4 LT14 20BENBREN, FDIHL U EH
(PZFX-300 # 33 4, PZFX-600 # 32 %, TFLX #
29 ) BRI ROMITNRENTH- L. 94 AICB
JOERRRICBWT 3 BMICHIINARZIRALN
ZHhotb DD, PZFX-300 B L PZFX-600 B & HM
CHERRBENTRBRENIEMRTH o o B HRK
TH2% TFLX OERE 83 %id TFLX DHBRRE
BT BERERSAE (BEAE IR 39 #, [EX
WIRLE 19 M) ST 2 RMAER (83 %) THHC
Lo, BRBOHLMELEA 5D, 20 TFLX OF
HMELERL LTEXTASLL, PZFX 1 H 300 mg »
502 600 mg BADWTFRIZBEWTH, BRENEEE
BREBELhBLERIN),

EHIEARDE VBEAEXRICBR-TAHAS L, H-
BREICT 3 B0 BT E SN, PZFX-300 #L
PZFX-600 B & DAES, ThEh 81 % (22/27 ),
97 % (28/29 W) THharo e dbbesr i, 2 Bl
HEREREHEI 2 VAR THILEL ORI, 1B,
Scheffé MOKBICTHEELEZRALN LD 57235, &
NESERZZRLA-FELZAVI L, HMICRE
ABRBETITAENREELBbhi,

CORBREHEZAEABBOEILELTAHRDL,
PZFX-300 B & ¥ PZFX-600 B0 1 E4 b ol &
T 5 100 mg & 5\ id 200 mg AR I BF O B 5 M ik BE
(ZHBF) 12, REALCBVWTREAER 0.94 ug/ml,
2.98 ug/ml THHI LA 5H?, ZOmMPBRENEN, M
BEBTRICEEBLT 2 BlRORBHICRNI-bDOLH
BEhi-, Shid, E#KE -  GHELZLOEMTIE
BOON Ll o ARRBED, LVEELERZR
ODICEANBITLEVEELONDS, EREKRA -
BBEDVDERATIAMTH oI EPLIIRFE
hadntBbhi,

RAENTE SN 57 FUCBITHERKFR, MEZE
MEE, BHEEOVWTRICBWTH PZFX ® 2 H#T
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A dose-finding study on pazufloxacin in chronic respiratory tract infections
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A comparative clinical study on pazufloxacin (PZFX), a new quinolone antibacterial agent, was
conducted to determine the optimal dose of PZFX using tosufloxacin (TFLX) as the active control
for treatment of chronic respiratory tract infections. Patients with chronic bronchitis or bronchiec-
tasis received orally either a dose of 300mg of PZFX (PZFX-300 group), 600mg of PZFX
(PZFX-600 group) or 450mg of TFLX (TFLX group) for 14 days as a rule. All dosages were divid-
ed into three administrations per day.

1) Of a total number of 104 patients (36 in PZFX-300 group, 34 in PZFX-600 group and 34
in TFLX group), 94 patients (33, 32 and 29, respectively) were evaluated for clinical efficacy, 100
patients (34, 33 and 33, respectively) for side effects, 89 patients (31, 29 and 29, respectively) for
abnormal changes in laboratory parameters, and 95 patients (83, 32 and 30, respectively) for utili-
ty. There were no significant differences between the three groups with respect to the numbers of
patients for those evaluation and in the distribution of background factors.

2) The clinical efficacy rates were 76% in PZFX-300 group, 91% in PZFX-600 group and 83%
in TFLX group with no significant difference among the three groups. In the presence of underly-
ing diseases and/or complications, the efficacy rates were determined to be 95% (20/21) in the
PZFX-600 group, 79% (15/19) in the TFLX group, 74% (17/23) in the PZFX-300 group,
with a significant difference between the two groups of PZFX (p=0.035).

3) As for the bacteriological effects, the elimination rates were 53% (10/19) in the PZFX-300
group, 81% (13/16) in the PZFX-600 group and 78% (14/18) in the TFLX group, with no signifi-
cant difference between the three groups.

4) The incidence of side effects was 6% in the PZFX-300 group, 3% for the PZFX-600 group
and 6% in the TFLX group. There was no serious adverse reaction. The incidence of abnormal
changes in laboratory parameters was 6% in the PZFX-300 group, 7% in the PZFX-600 group
and 7% in the TFLX group. All changes were mild in degree. The safety rates were 88%
(30/34)in the PZFX-300 group, 91% (30/33) in the PZFX-600 group, 88% (28/32) in the TFLX
group with no significant difference between the three groups.

5) The usefulness rates were 70% (23/33) in the PZFX-300 group, 88% (28/32) in the
PZFX-600 group and 79% (23/29) in the TFLX group, with no significant difference between the
three groups.

The results suggest that a daily dose of 600mg (t. i. d.) is the optimal dose of PZFX of the
treatment for the patients with chronic respiratory tract infections.



