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Z1—% /0y ZRBEOPBEE pazufloxacin(PZFX) |2 DWW, IFEIRSSRRLIE X IE & L /-0y
e b IZERIRBIRFI R £ 1T o 720 MR 23R B4 ASBERE T & - 72 Staphylococcus aureus 53 £k, (me-
thicillin-sensitive S. aureus(MSSA) 26 ¥k, methicillin-resistant S. aureus(MRSA) 27 %k ), Streptoco-
ccus pnewmoniae 47 ¥k, Haemophilus influenzae 32 Bk, Moraxella catarrhalis 46 £k, Pseudomonas
aeruginosa 47 #RIZxF L T, {LFBREFRIFEEICL B MIC ZlIE L7z, RRIOSEEIZHTT S
MICso 1Z S. aureus 1.56ug/mI(MSSA 0.39ug/ml, MRSA 12.54g/ml), S. pneumoniae 3.13ug/ml, H.
influenzae 0.013ug/ml, M. catarrhalis 0.025ug/ml, P. aeruginosa 1.56ug/ml Td - 72, AH| 200
mg x5 EEDFIEES TOMF B L NIERFPIREO Y — 7 fEixZh 21 3.75ug/ml, 0.70ug/g
ThHY, SHREIREFTO 200mg IEBHFOERFIRENE — 7 EIX 2.2748/g ThH o 72,

OO0 25 R fE B % 12 JE I AHK] 100mg 7213 200mg % 1 H 2 /213 3@, 3~7 HME&
51T, #OBKRME MEFHFR ZEEIIOWTRET L7

FRRENEL, SHMETAETH o 72 11 FEFICxT L TRET R AT, E3h 2 B, A% 7 6, %”i’ﬁxﬁ
LB, #%h 1 Bl (BRI 81.8%) Th o 72, MEFHIZIR TIINRHETRTH 72 7HEFIIC
WTTHSK 260, B 1 B, A T 2 RERTTH R 2 6, $E2%T%otolﬂtﬁ5%8#

5 THIATER

B, WFERERIES AT 2 BIRRD LTz,
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Pazufloxacin(PZFX) (I~ V¥ /) U BAED THLIC 1
TI/JvrusuvkEEL, F7LBHEPLT T
LBRMEE CIREVITEAXRY MLV EFEOS /0y R
BHETH A, XFIIBEND 2 —F /0 E I ZHRTE
REHIER, HICChITHOZ2—F /0 ETOF
ERE L CHIBETH » - iR R T A ERD TV
EVIBERNHHY, S4HEF A I1ZPIFX OURHIBIT S
VPR R A B R DOREE T AME N EWE
L, MRSEBRIERE TOROKRSHOMPBES LU
WEHEPIRE R EIE L7, $70, K OIFIR 28 RgE |23
T HERKRIE O %17 5 72,

I. A& &

L IR EHRIEE AT B in vitro 3L 1

IPOR 33 B fE B DB > & B E B E 12T 107

Do, FE5FIEEEER LT, BREREEESE L L TGOT,GPT, »-GTP m EH A1

cfu/ml" LB (2508 & A7 0F0% 2595 T 1 O BAFE 2 Bk O
26, 191 F 1 AR5 1993 F4 A TIZRES

Staphylococcus aureus 53 ¥k (methicillin-sensitive S. aureus
(MSSA) 26 ¥k, methicillin-resistant S. aureus(MRSA) 27
¥k ). Streptococcus pneumoniae A7 ¥k, Haemophilus in-
fluenzae 32 k, Moraxella catarrhalis 46 ¥k, Pseudomonas
aeruginosa 47 (R Z IR & L7z, BARILEEESSEEE
(ZHE CCERPRAREIC L ) RN E - EE (MIC)
T HE LIDORIRIIEE L BT L 72,

WERHIARIL, S. pneumoniae & M. catarrhalis |3 5% ™ <
it 4% 4 3% I 2 N Mueller-Hinton broth(BBL)MHB(BBL)) %
Ry, H influenzae TiX 5% 77 < {H1 b hn MHB(BBL),
ZOMOEIETIZ MHBBBL) # T, 370C, 18R
BELZCHE T R —OFEREERITHRL 10°cfu/ml

*T852 RUSTHTIRANR 12-4



296 B A fL % % & ¥

=M EE SEPT. 1995

WCHEBELZ-D DR BERGR L L, SO OWEREKE
AL 7=y DRIZTMIC HIEREREGAE
KA HEERE L7z, BEb & LT, S. pneumoniae & M. ca-
tarrhalis |2 L CTix 5% = ~ B & HE 32 10 #& N Mueller-
Hinton agar(BBLYMHA(BBL)) % VY, H. wnfluenzae Tl
5% 7 < iHiLm @i MHABBL), #DfLDEETid MHA
(BBL) & B 27z,

2. RHEAIREERIE

PZFX OREMIBERIE L 21X Escherichia coli Kp %
MEFE L L, WMELHIZIZ Heart infusion agar(BBL) %
WC, B cup EIC & B bioassay ¥ 47 o 7, HIERIKIT
MiF KT, —20CIZHEERRF LD DO pfER, &
%€ 1% homogenize L 72 b D Ik & L 7z, BEHEIZIEN-
acetyl cystein {FHIIMR D> 720

3. BRIRHYA RO

1) *REEH

RIGREFBFELF AR B & UBLERR 2T 4
EIAPOFHROSET AT TOYHMIC AR F 721343k
ZZ LR BEERED ) b, FRBRSMOREAS
Bonh, BKRER MBRERR WBWERHKS 7 L5446
FREY, AL LHMEREENELN 12EF (2
MREX K2 Mgl BHEIKEXK 4 JREIIKRE 4.
i EHE + &g ) IZ oW THRFIOF AL KRS L7,

2) ZEEBIUKREEE

PZFX 3K D invitro JUEF), BIEPBATHZE2E
BLTEMISLIKSEBIVRGEYREL. 1
58 100mg 2>\ Tix1 H 3@, 1E#EkS5E 200mg
IZ2WTid, 1B 2E%wL 3EDES 21TV, #%5H
i 3~7BHE & L7

3) EhR¥IEFEE

BEMELR MERR BRREFR BRXEOHKRS
(ZFEDE, BEFR"IZH#E U TERD (excellent), %) (good), R
REF) (fair), R (poor) D 1 EXFETHE L 72,

o m& #

1L WREREE AT AEN

MIREHREE T T A PZFX L F0fhd—2—F /O
YERZEUARMBONEED in vitro TE N ORIE %
Table 1 |Z/x L7zs S. aureus, P. aeruginosa |Z2>\TIiIiE
SIRIEE L b B L 72,

1) Methicillin-sensitive S. aureus

Methicillin B S. aureus 26 BRiZ3t3 % PZFX
MIC {12 0.39ug/ml A& 25ug/ml 125345 L, MIC.. { &
MIC.ofl5, MIC,fiti 12 Z 1L #4.0.391g/ml, 0.78 g/ ml, 6.25
pg/ml TH o7z,

2) Methicillin-resistant S. aureus

Methicillin (Z xF 9 % MIC{E A$ 12.5ug/ml L) E o S.
aureus 27 ¥RIZXF$ 5 PZFX ) MIC {1 0.78ug/ml 716
100ug/ml | 5345 L, MIC, {# (% 12.54g/ml TdH Y, of-

loxacin(OFLX), sparfloxacin(SPFX) & (2IZE% TH 512,

3) S. pneumoniae

S. pneumoniae 47 ¥k |23+ % 5 PZFX @ MIC {E it 1.56
pg/ml 705 12.5pg/ml 245 L, MICs fE & MIC, {8,
MICs {1z # N #F1 3.13ug/ml, 6.25ug/ml, 12.5ug/ml ¢
o7, it ampicillin(ABPC), cefixime(CFIX) X 1) 4
), ciprofloxacin(CPFX) L F%TH - 72,

4) H. nfluenzae

H. influenzae 32 #2345 % PZFX @ MIC & 1% 0.006
pg/ml 725 0.20pg/ml (24534 L, MICy fEiE 0.013ug/ml
T& - 72, amoxicillin(AMPC), cefaclor(CCL), CFIX &k b |1
AT ChTWwz,

5) M. catarrhalis

M. catarrhalis 46 #RIZ449 % PZFX o MIC f&i3 0.013
pg/ml 225 0.05ug/ml 125345 L, MICso {13 0.05g/ml
ToHhole Zhid ABPC, CCL, CFIX X h»/e b k¢,
OFLX, CPFX L[R%Th o7z,

6) P. aeruginosa

P. aeruginosa 47 ¥R \Zxt 3 % PZFX o MIC {13 0.20
pg/ml 75 6.25ug/ml (254 L, MICs f & MIC,, {8,
MICs, fEIZ Z N 71 1.56ug/ml, 3.13ug/ml, 6.25ug/ml T
Holze AF|D MIC,, fli 1L cefsulodin(CFS), ceftazidime
(CAZ), imipenem(IPM) X 9 33 {1, OFLX L[E%T
Ho7,

2. BRIRFEBIIC BT 5 AR IE R R E &

SHREXZRIER (FEF No. 5) & bifi & E B (FEF
No. 11) |[ZAHA 200mg 4% 5 L /2B D MiE & 3 & UTEHK+
R iR % Table 2 127k L 72,

SHRELRIER (FEF No. 5) TixAH| 200mg % 1
B 3 E4%5 L 7ZIEBIDWEHE IR % Fig. 1 |IR L7 &
BHIFEHD O AK 2GR 3EARLTE Y, %
HI 2 E T TOREL %o 72h, BEDBEIES
2.2Tug/g ThH o7z,

fiti SUBESE B (FEB] No. 11) TO AR 200mg x50l
HE— 7 fEI3ARA 30 540 3.75ug/ml TH Y, HHk+
DY — 713 0.70u8/8 T - 72, BIRBITE (FEHEF
=7/ MmiFH ¥ — 2 fEX100) 12 18.7% ThH o7
AEBID 1 B 3 RSO HET#E % Fig. 2I1IRL
oo BRFIREIZ 3 HE I THELLY, ARLTAES
120U EAZB L2 IRRETH 2 REATIIRHRFAUT
WIETF LT,

3. FRIRIRET B

KE ARG L7 12 FEF DBRE % Table 312,
ERAEDEE% Table 4 (IR L7,

1) BERRZhE

AR DERRZNFL 12 BIRER 2 61, w76, £L
B LG, EE L6, HEAE 1LFIT, HERED 1
YBRVIAEDULOERDRIEZ L% TH ol RLEY

ERAAR
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D 1B P. aeruginosa |2 & 5 TEILRIE, EHO 1 5
i3S, pneumoniae |~ & HBUREI RO BMEEEST

&) 2 f:o
2) MHEFHIZHR

BAEAHBE L0 12 EBITH 8 FEBITH o 72, P.

Comparative in vitro activity of pazufloxacin and other antimicrobial agents

aeruginosa @ 2 Bkt MIC 0.78ug/ml B X 1 0.39ug/ml T
H o7z, VTN RETIRIEDES T, A& IIAE,
BEIEBBA L EE Y, 200mgl B 3 @5 TH
B TEL D o7, H influenzae 3 BRIZ{HS, M. catarrhalis
LRI S N7-75 S preumoniae (MIC 3.13pg/ml) IZH

Organism (ug/ml)
(no. of strains) Drugs range (ug/ml) MIC,, MIC,, MIC,,
pazufloxacin 0.39~25 0.39 0.78 6.25
amoxicillin 0.78 ~ >100 6.25 6.25 25
cefaclor 0.78~ >100 12.5 25 50
— " imipenem 0.025~12.5 0.05 0.05 0.78
g‘ef;feﬂ;“gg‘)‘s‘“"e ofloxacin 0.39~25 0.78 1.56 3.13
: ciprofloxacin 0.39~50 1.56 3.13 3.13
tosufloxacin =0.025~12.5 0.10 0.20 0.78
sparfloxacin 0.10~25 0.20 0.39 12.5
minocycline 0.78~3.13 1.56 1.56 1.56
pazufloxacin 0.78 ~100 12.5 25 25
amoxicillin 3.13~>100 50 100 >100
cefaclor 25~ >100 >100 >100 >100
. . imipenem 0.10~ >100 50 >100 >100
g’lef;fe“;g‘é%“mt ofloxacin 0.78 ~100 12.5 50 100
) ciprofloxacin 0.78~ >100 25 50 >100
tosufloxacin 0.10~25 3.13 12.5 25
sparfloxacin 0.39~100 12.5 25 50
minocycline 0.39~50 3.13 50 50
pazufloxacin 1.56~12.5 3.13 6.25 12.5
ampicillin 0.013~1.56 0.025 0.025 0.05
cefaclor 0.39~ >100 0.78 1.56 1.56
S. pneumoniae (47) cefixime 0.05~12.5 0.2 0.78 3.13
) ofloxacin 0.78~25 3.13 3.13 25
ciprofloxacin 0.78~25 3.13 6.25 12.5
tosufloxacin 0.05~1.56 0.2 0.39 0.78
sparfloxacin 0.1~3.13 0.39 0.39 1.56
pazufloxacin 0.006 ~0.20 0.013 0.013 0.013
amoxicillin 0.025~100 0.78 1.56 50
cefaclor 0.013~12.5 3.13 3.13 6.25
. cefixime =0.003~0.39 0.20 0.20 0.20
H. influenzae (32) ofloxacin 0.013~0.39 0.013 0.025 0.025
ciprofloxacin =0.003~0.025 =0.003 =0.003 =0.003
tosufloxacin =0.003~0.20 =0.003 =0.003 0.006
sparfloxacin =0.003~1.56 0.006 0.013 0.013
pazufloxacin 0.013~0.05 0.025 0.025 0.05
ampicillin 0.006 ~ >100 3.13 12.5 50
cefaclor 0.39~ >100 6.25 12.5 >100
. cefixime 0.013~0.78 0.20 0.20 0.39
M. catarrhalis (46) ofloxacin 0.013~0.10 0.05 0.05 0.05
ciprofloxacin 0.013~0.05 0.025 0.025 0.05
tosufloxacin 0.006 ~0.013 0.013 0.013 0.013
sparfloxacin =0.003~0.025 0.013 0.013 0.025
pazufloxacin 0.20~6.25 1.56 3.13 6.25
piperacillin 6.25~ >100 50 50 >100
cefsulodin 6.25~ >100 12.5 25 50
: ceftazidime 3.13~ >100 12.5 12.5 50
P. aeruginosa 47) imipenem 0.78 ~50 3.13 3.13 50
ofloxacin 0.39~25 3.13 3.13 6.25
ciprofloxacin 0.10~3.13 0.39 0.78 3.13
tosufloxacin 0.10~3.13 0.78 0.78 3.13
sparfloxacin 0.39~25 3.13 3.13 12.5
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3R L7z S. pneumoniae 2 #kiZ MIC 3.13ug/ml & 0.2ug/
ml THo2DBRETE LN os, Corynebacterium pseu-
dodiphteriticum 1 BRIZKSHIED7-ORHDIHR 2 HEER T
Eadrol, FHEEAOWEEERIT 4/8, F-HMEFH
BRHEDTRETH o 72 TEFIZDOWTHE 261, BR

Table 2. Serum and sputum concentrations after oral
administration of 200 mg of pazufloxacin

Peak serum | Peak sputum
concentration | concentration
Case No. 5
Acute bronchitis not done 2.27 pglg
Case No. 11
Pulmonary emphysema 3.75 pg/ml 0.70 uglg

Case No. 5, 77 yo male, acute bronchitis, BW unknown

5307, | |
-8
% 20 *
= J L4 °
g 1.0 . o . e
R
< 13 14 15 16 17 18 19 20 21 22 23
(Time)
{ : administration of 200 mg of pazufloxacin
Fig. 1. Sputum concentration after oral administration

of 200 mg of pazufloxacin (1st day).

Case No. 11, 67 yo male, pulmonary emphysema, BW 46 kg
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5 | b by
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& 0 7S .3 ? 3
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} : administration of 200 mg of pazufloxacin

Fig. 2. Sputum concentration after oral administration
of 200 mg of pazufloxacin.

1B, BAF-IIHFTEE2H, AE2HTHoT,

3) EMEF DOEAT

@ #EHI No. 2

40 5%, B, [EXIRE, APEKEIC Kartagener f5
BHEXETHED (Fig. 3) Thsbs, FHROSEIALI5R
POoRMEEHIL, FF Sml/day DBEHESHS 45ml/day |2
HMEL, SAITBAFDPOEREZLOLVERLT
{hifix 385CTHo7ze TN/ 3 A 18 H4H 123
L7zo REROBRIIBMETY T LARBICTEROEY
HILkE 77 2ABH/IMERB LUV FOERELEDT,
FD7:® H influenzae |2 X 5 AWBEE L E 2 KH 200
mg#% 1H3[E, 6 HEOBROKS 21T o7, FDHEY
B, IFEREORBL LER DL BAERERROEELZD
b7z, BRI OWEIREBRIEE IS T H influenzae 5X 10°
cfu/ml #& i E 7z, AF|D MIC i3 0.006g/ml THY,
FHEIRE 2 & o T H influenzae i3k L7, KEFOK
REIFIIER L HE L7

@ JEF No. 9

795%, B BUKEXROES (Fig 4) Thb, ¥
B 5E T ARAA & D B, REMERASHHE LA, TH 8H
INIRMEZEE R, BERARSLEFHBERD HHRLL,
ZOLHTABALHEZRZLT BIHAREZoT,
BTTCORBMDHY, BUED S 7 L 5B TIIERDS
MEMRE 75 2BEIMEE L 75 ABHNEES L
FOREBGREDDI2, TD720 H. influenzae & S. preu-
moniae ) 2 WIBRSRRYGE % By, AH| 200mg % 1 H
2[, 7HBEORE L, AEMOBEEEERET
& H influenzae 2X107cfu/ml & S. pneumoniae 2X10°
cfu/ml 2SR & N7z, H influenzae (2543 % &K D MIC
13 0.025ug/ml T@ O FERH K L7245, S. preumoni-
ae |23+ L TII MICO.2ug/ml Td by B EH B L THE
7 B OWBEHEIEE TIE 2X 10%fu/ml AR K iz, £5
FICERRERIIEEL, REFROXBIALNLDOT
FRIREC AR L HIE L7,

1) w&h

SEREFF L 12609 bEIER% 1 HI,
ERELE T 3HICRD,

EBINo. 1213 77 1%, BUHOMAESR T, FR4F4
A 30 BA» 5% 200mg, 1 B 3@#x5-L, 54 18256
FEREOTH, HEEI HBE L, 5A3EZZL, &
FOBRLHMICL Y HFEEFIEE L, ZOHDHMHELR
B 235 LT, $EE% amoxicillin 500mgl B 3 [
BEEBLL A5 H 4 ATH, HBEIHELUME
b5 A7 HICIRBIRLZZ, COBEIGT LGN SEEHF
NDZ2—% /0 EERAL TV, THLKREL
BRILAZ LB, o722 L2 2R, AHLTH M
WL DREMRIISDEED Y LE LT

EBI No. 2 TIXFRRIRME A H b, K57 O @R

BRIRIRE
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0% 40, AH)200me, 1 H3EHS LTS BHIZIZT%
(504/mm), $5- 7 B#.1213 10%(570/mm*) & LR L7z,
A# Ik L CH L 7 ABRICIZEFEEER 2% (142/mm’) & IE
H LTz, IFEEEKIE L I ARHIRS L S 0MEb Y &
L7z, fEBI No. 10 T AH| 200mg, 1 B 2 @#%5-L T,
BER OFBREK 3% (165/mm’) » L 4% 5 7 B #4121
10%(540/mm’) & ER L THB ) KFHRKEG &L OBRS 5 »
bLhzwEHEL,

6l No. 4 T3 GOT, GPT, »-GTP 0 L R4 i 7-, &
5%i0 GOT 391U, GPT 241U, y-GTP 45U/l T, ##| 200

mg, 1 H 3@#%5 L T7 H#%2i1d GOT 691U, GPT 491U,
v-GTP 77U/1 L LR L, AFKGHR THR2ZAEAMB TIZ
GOT 311U, GPT 251U, -GTP 56U/l TH o720 ZNEHD
BREREEEELHICTHNOIEETH 7205 KA
58 T% AR THEERAIROONTEY, KAKS
EDRRBMRIIZHERD D L L7
m = =

MR 2RI iE DAE R TE 1S H. influenzae, S. pneumoniae,
M. catarrhalis, P. aeruginosa, S. aureus 75 5 KEXE TH
5% Za—% /0 REEEIRBLVCIENLENT

Table 3. Clinical results of pazufloxacin in the treatment of respiratory infection

Case| Age Diagnosis Causative organism | MIC |02 d0S€) wpe | cRp | ESR | Clinical | Side
no. (Sex, BW Underlying disease (cfu/ml) (ug/ml) Total dose (/mm®) [(mg/d]) |(mm/h)| efficacy | effects
45 bronchiectasis P. aeruginosa 1x10%| 0.78 [200 mgx 3| 4800 | 0.69 31
1 F 52k l 7 days i) 1 l fair (=)
! g (=) P. aeruginosa 1x10%|0.78 | 4200 mg | 5100| 0.36 | 33
£ bronchiectasis |7 ;4 enzae 5 x 108] 0.006 [200 mgx 3| 9300|21.96 | 43
2 Kart ’ ! 6 days l i I |excellent| Eos. 1
M, 58 ke agener s ) 3400 mg | 5700| 0.88 | 26
syndrome
71 bronchiectasis P. aeruginosa 1x10%| 0.39 (200 mgx3|10300| 2.33 38
3 M. 52 k ! 6 days i) l il good )
104X =) P. aeruginosa 2x10° 3600 mg |16700| 1.57 | 31
44 bronchiectasis normal flora 200 mg x 3| 7900 10.67 | 65 GOT 1
4 M. 76 k i 7 days il ! l good | GPT 1
s (0K =) normal flora 4200 mg | 10700 | 0.96 | 42 v-GTP 1
77 acute bronchitis normal flora 200 mg x 3|14300 | 8.1 38
5 M l 7 days l ! ! good (=)
’ (=) no sputum 4200 mg |11200| 5.2 42
74 acute bronchitis H. influenzae 9x107| 0.025 {200 mg x 3| 5000 | 0.02
6 F 45k 1 7 days l l excellent| (—)
» W KE =) ) 4200 mg | 4500| 0.12| 6
n chronic bronchitis  |S. preumoniae 1x108(3.13 (100 mgx3| 7900 | 0.3
7 M. 50 k ! 3 days i ! poor (=)
» U KE ) S. preumoniae 8 x 108 900 mg | 5900| 0.5
79 chronic bronchitis |normal flora 100 mg x 3(12800 | 3.3 6
8 M. 57 k l 7 days l l 1! good =)
’ g (=) normal flora 2100 mg | 7300| 1.1 10
: " H. influenzae 2 x107| 0.025
7 chronic bronchitis . 6 200 mgx2| 7400| 9.59 | 60
9 M 5? ke S. pfieumomae 2x10°] 0.2 7 days | | ! good )
pulmonary emphysema| g pneumoniae 2x108(0.78 2800 mg | 7200\ 2.47 | 38
75 chronic bronchitis M. catarrhalis 2 x 108 200 mgx2| 5500 0.10 | 72
10 v 75 old pulmonary i 7 days ! ! ! good | Eos. 1
’ g tuberculosis S. pneumoniae 1x108| 3.13 | 2800 mg | 5400 | 0.23 54
bronchial asthma
pulmonary emphysema |normal flora 200 mgx 3| 6700| 1.11 | 42
11 M % K T emphy ! 7 days ! i i good (=)
PO KE () normal flora 4200 mg | 4300 0.24 | 25
. Corynebacterium
pneumonia X o 3 200 mgx 3| 8000| 4.68 | 50
12 " 77 pseudodiphteriticum 6 x 108] 0.78 3 days . . ' lunknown| diarrhea
! bronchiectasis not done 1600 mg 7300 0.15 39
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HHNBIREIZ X - T, Sk, AREZRMDOTROMEEDCE
HehoTE, LA, D=2 —F /)0 ED
BADFGEIL S preumoniae |23 T AIEHHAR=TY
YRR T2 ARDORERIIHEL TH->TnBI LT
Holeo TOHEYEL-HEE (TFLX, SPFX %) 137
TIZERE S h, BROBTLIERHSATWS, —
FTE BOZ2—-F 70V RAEERE LTITTICE
BHOEVWEHORBEDEATBY, 1B 3IEKESIL
I 1IEINE G REOD 2 WEH SPFX %) bEH
o8N TWwb, PZFX 3D X ) BN =2 —F )
OYENFHINTWAHRTHESN, ThFToa—
F /0 EOBKRIGHIZHzo TOMBTH > 7-hHEm
BT AEMERDPHVE VWIRREETHAEHTH

bo FDOERKNIIEHEL LTORBLIEDO TS
n, FRIZHEEOET, XEOBEOTOERCHENTS
FoXoF (WA

LUHERFOFRFFEEDOHELZERICH T2
PZFX O in vitro SE 71 2 5T L 724ER,  H. influenzag, S,
pneumoniae, M. catarrhalis, P. aeruginosa, S. aureus OFER
SmERARE I LT, AFNE OFLX IZIL#E$ 2 HiEH
#ZRL7Z

AF|OBEEAFREIHRED L FT, A 200mg, 1
H 3 E#&S5 TI3EEFREIL0.7018/e TH 572, BE
D YFH BT B 1B YEIEIR 25 RIE 235§ 5 OFLX™ %
CPFX® 2 bMid = 2 — % /) O Y EOEFEFIREIC AR
TR%ETHoT, T/, BUREIRESTIIERHA

Table 4. Laboratory findings before and after treatment with pazufloxacin

Case RBC Hb Eos. PLT GOT | GPT | AL-P | 4-GTP BUN S-Cr
no. (104/mm?) (g/d) (%) (10*/mm3) (19)) (1)) am m (mg/d) | (mg/d)
B 410 13.0 1 15.2 20 10 183 15 14 0.6
1 l l { 1 { i l { ! i
A 398 12.7 2 15.2 18 8 184 12 11 0.6
B 0 11 7 181 14 14 1.1
2 i i) i) i) 1) 1 i
A 436 13.8 10 24.9 12 9 169 18 13 1.1
B 479 14.9 1 26.1 19 13 176 41 12 0.8
3 1) i) i) 1) i) i) i) i) il 1)
A 492 15.1 0 23.1 28 16 177 49 12 0.9
B 438 14.9 1 28.1 39 24 200 45 10 0.8
4 1) i) i) i) i) i) i) i) il I
A 452 15.5 1 31.1 69 49 209 77 10 0.8
B 439 11.5 0 35.8 38 33 223 18 21.0 0.9
5 l l l l l il l ! 1 l
A 390 10.1 1 31.5 28 22 166 14 16.8 0.8
B 386 10.0 1 28.1 15 10 115 6 22.6 0.83
6 ) i l l ) i) i) i) i) i
A 346* 9.3* 3* 31.2* 15* 10* 103* 8t 31.8* 0.93*
B 494 15.7 0 27.5 23 13 228 8 17.7 1.0
7 ) ! l i) i) i) i) i) ) i
A 515 16.2 1 25.9 17 12 225 14 14.4 0.9
B 501 15.3 0 16.5 21 20 260 14 15.7 0.9
8 i) i) i) 1 i) i) i) il i) 1)
A 488 14.8 3 14.0 19 20 222 17 14.3 0.8
B 372 11.6 0 27.2 22 11 163 44 18.3 1.33
9 i 1) i) i ) i) il il 1) i
A 377 11.8 4 40.7 25 17 145 46 20.8 1.38
B 468 12.8 3 17.0 16 7 142 7 12.1 1.05
10 d 1) ! ! l { l ! )
A 486 134 10 16.6 18 8 157 12.0 0.77
B 538 16.1 1 30.9 18 12 196 18 15 0.9
11 ! i ! i i i i 1) i \
A 528 15.5 1 30.7 13 7 221 18 12 0.9
B 405 13.3 2 16.7 11 6 219 21 15 1.0
12 i) ! ! ! l l l l I l
A 437 14.2 1 25.7 14 6 232 21 15 0.9
B: before A: after * after 8 days 1 after 7 days
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1993
317 18 19 20 21 22 23 24 25

I pazufloxacin 200 mgx3 p.o.

Body 38
temperature 37
0 36

H. influenzae 5x108 cfu/ml
Quantitative MIC 0.006 pg/ml
sputum e e~
culture
(cfu/ml) “)
WBC (/mm°) 9300 7200 5700
St (%) 7 0 3
Seg (%) 67 35 32
CRP (mg/dl) 21.96 1.89 0.88
ESR (mm/h) 43 20 26

Fig. 3. 40 yo, male, bronchiectasis.

1993
7/8 9 10 11 12 13 14 15

Body 38
temperature 37 ;][ -
’ 36

2x108 cfu/ml
MIC 1.56 pg/ml

2x10% cfu/ml
H. influenzae 2x107 cfu/ml MIC 0.78 pg/ml

MIC 0.025 pg/ml

Quantitative 108

sputum 107} ______________________________________
culture

(cfo/mp)  10°

S. pneumoniae 2x106 cfu/ml )
MIC 0.2 yg/ml

WBC (/mm®) 7400 6300 7200
St () 2 4 3
Seg (%) 69 60 52
CRP (mg/dl) 9.59 493 247
ESR (mm/h) 60 38

Fig. 4. 79 yo, male, chronic bronchitis.

DEGIG Th o7 hF&xm 2.27ug/g 2R L, @VIEHE
FIREZ R L7,

KERIZAK 245 L-BRR AT BV TIE, H i
fluenzae 3 ¥k & M. catarrhalis 1 #k(Z7EL L TH Y, S. pne-
umomae 2 BRIZHERETL LAEENBEML, P aerugi-
nosa 2 BRISIHA EREE VIR TH o7, F72, WK
RIGL LTS, prneumoniae 51 GIHH L 7-0 KA DER
RIEBIC BT BREBE I 55813, EFERY 4 MIC
BIUVGHBIREOERE L C—HKLTVDE Vb, fE
B No.1 T P. aeruginosa & MIC 1 0.78ug/ml T - 7-
B, [REXIREHSH Y, 1 H 200mg, 1 B 3 @5 T
RRNOBITDVE, o712 L E 2 5N, P. aeruginosa |3 ANZE
ThH o7z, #ERI No. 3 Tl P. aeruginosa @ MIC (3 0.39

pg/ml THh o724, RV RELIRETHY, 11
200mg, 1 { 3 [E#%5 Tl P. aeruginosa (A I12& £ F
D, RETELN o7, 5 No. 7 DBMRE LI
BT B S. preumoniae ¢ MIC 13 3.134g/ml TdH 1) 1
100mg, 1 A 3 [A4%5 TIXRE T & LA o 72, fEHFI No. 9
DEMREZRDEBIZBITAH S. pneumoniae O MIC (X
02pug/ml TH o745, 1[0 200mg, 1 H 2 @5 TIdH
EHHEML 7z,

LLE X Y P aeruginosa BEFHEIZ DWW TIE, 4 E DK
FEBI T ORI AR EZ MR T H o 728, [EILR
FEE V) EBEEBEDN D ) BRIOREBITHEVZOIZR
B TELho/2Z ENEZ LN, 2D L) RERIC
L CIIEROBECEFTARG OBV EI Nz, S
prneumoniae FRGLFEIZ DV TIE, USRI DOERFEMRETDER N
5, BHSEREEIZBVTEIERFOEBEERS T3
BEOPHFELHENELZZI LN,

AEO 1 EHRSEB L1 BHSEIKIIOWTIE, 4
BOADEF TIIHFFICIEBTEDL L) LEXRD L1
7oA, REFROMIC B L UOMFRERLERFRELE
BT A& H influenzae 22 M. catarrhalis |ZD\W\WTCld 1 [@]
100mg, 1 H 3 [@E¥%k5 F7:13 1 [E 200mg, 1 H 2 E¥k5
THF+HTHY, P aeruginosa 33 X I S. pneumoniae % 75
BHIZWRZ25E1E, 13 200mg, 1 H 350139
WNEFTLWEEZ LN,

BIERIZOWTIZ 126l ) 5EEDOTHIA 1 1252
DONTZDHATHY, FHEMERDENERIZALNT,
RRBREBIZBVWTHBEENRIKNEES B L UBEED
GOT - GPT - v-GTP LR FEEDH LN 72D A TEEHITE
weEz bz,

INFEFTHRRTE/-LH1Z, PZFX i: OFLX & RE%LL
LD MIC % 7R LABBITHICEN, 2 OPRER~N
DEIWERPL 2 W ENBRFSNLERITH 5, KEH|
DEREWN S, SHEPEELEOEFII L T35 &
DFERCEFRIOREDOTREM O H D, S HIZHERAMN
EEAILNHEFEIND,

X Bk
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kawa H: T-3761, a novel pyridonecarboxylic acid,
its pharmacokinetics and safety in experimental ani-
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1990
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quinolone useful orally and parenterally, T-3761,
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Fundamental and clinical study of pazufloxacin
in the respiratory tract infection

Kenji Kawakami, Moritoshi Akiyama, Misao Tao, Yoshiaki Utsunomiya,
Kazunori Oishi, Naoto Rikitomi and Tsuyoshi Nagatake
Department of Internal Medicine, Institute of Tropical Medicine, Nagasaki University

12-4 Sakamoto-machi Nagasaki, 852, Japan

Hironori Masaki, Hiroyuki Yoshimine, Akiko Suga and Keizo Matsumoto

Department of Internal Medicine, Aino Memorial Hospital

Hiroshi Tanaka and Tasuku Sakamoto
Department of Internal Medicine, Iki Public Hospital

Toshihiro Morito and Mikio Fujishita
Department of Internal Medicine, Tagawa Public Hospital

We evaluated the usefulness of pazufloxacin (PZFX), a new quinolone derivative, in respiratory tract
infections. The MICs0f PZFX for methicillin-sensitive Staphylococcus aureus was 0.39 pg/ml. It was 12.5
pg/ml for methicillin-resistant S. awureus, 3.13 pg/ml for Streptococcus pnewmoniae, 0.013 pg/ml for
Haemophilus influenzae, 0.025 pug/ml for Moraxella catarrhalis and 1.56 ug/ml for Pseudomonas aeruginosa.
The activity was comparable with or superior to that of ofloxacin (OFLX).

The pharmacokinetics of PZFX were studied in two patients. The maximum sputum levels during a 200
mg oral administration three times per day were 0.72 pg/g and 2.27 ug/g.

Twelve patients with lower respiratory tract infections were studied for clinical evaluation of PZFX.
PZFX was given orally at 300~600 mg per day for 3~7 dayé. The causative organisms were S.
preumoniae (2 cases), H. influenzae (3 cases), M. catarrhalis (1 case) and P. aeruginosa (2 cases). The rate
of clinical response was 81.8%. Two strains of S. pneumoniae and 2 strains of P. aeruginosa were not
eliminated in sputum samples. Diarrhea was observed in one case.

We concluded that PZFX is a useful oral antimicrobial agent for the treatment of respiratory tract
infections.



