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FHEFASR - FUR & & - BEFB
RALRFEFEE AR

AR INAROBYEY) F VA VE L BRRYIE Epazufloxacin (PZFX) (2D THERER -
FRIRBIRRET 24T o 72,

15 DR SFERAEEE (BUREI LS, [EIILREIS, BUREZIRIG, A
MR E SR R, MAERBLEL % 160) 12, AH|1[E100mgdh 5\ 2id200mgx 1H2
~3[l, 6~15HM#IRG L7z, €DOKFR, Exh2pl, A%h8HI, LLB/%3B, EX2HIT, AX
F(366.7% TH o7,

MEFEBX R E B % D BERE (X, Streptococcus pneumoniae, Movaxella catarrhalis& 4 3%,
Pasteurella multocida 1% T, €D ) BiHKL L7z b DILS. pneumoniae 2Bk, M. catarrhalis 3¥%,
P. multocida 1#2T, {HEZEII6/TTH o7,

BIEA B L UBRRREERELEILFICBNTED LN o 72,

EH 1L, EFELRHIBWTIFRBFRIEREDER L ) 58 S N7S. preumoniae, M. cata-
rrhalis, Haemophilus influenzaedd & U Pseudomonas aeruginosalxd < A AR DO E D %, tosuflo-
xacin (TFLX), ciprofloxacin (CPFX), ofloxacin (OFLX) (OFLX (% S. preumoniae% W < 3 #E) & 1t
B U720 FRENIS. preumoniae® B M. catarrhalis, H. influenzae, P. aeruginosalZ 3t L TxfFRE &

SEPT. 1995

F%dH 5 VIZENLUEDHENEZRL 7,
Key words : PZFX, MR 28R GLAE, LS

Pazufloxacin (PZFX) 13 E LML T % (%) & (B) I FV
TFEFTHERBARIN-ROBYE) FUr A VR U BRILE
ETHHH, 77 LEHEB L N Pseudomonas aerugino-
sak B0 T LREE I L TULRBERZIEARY ML
ZAELTVASY, $-BO0FRINZBF TEHEVILFEREE
PO, MPRELBEHITEVEVIEHEFL T,
57,

4ol A IIAERE) % 156) O PR 2K A BE Ik S
L, 2OHFMME L REHIIOVTHRET L. T2, BE
THERE T T AAREFIOMICEBIE LD THETHRE T
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I. #E & FH &

1. #&5x%

FRAELLA D 5 FRSES A ORARM I LR k@R
T, BRI THEBOHRON/19K D 5 6957% (Fy
51%) $ TO15% (K114, Bitde) nEET, B4
[ES K 66, REZIIREAF, BHREZL36,
UFAMAMRE IR KRS, MAE R 41
Blerg e Lz, $7:, WREBREE) I VERE
LTI0°CFU/mIML EOHE A RS REM R 2 RAE & L
720

2. ®’5hHE

AH1[E 100mg (361) & 52 i3200mg (1261) % 1 A 2

(260) & 5\ IF3[E (1361), REICEROKS L1z, &5
Hid6~ 150 M (F3913H M), k5 2133.6g~9.0g
(‘F#6.68) Th o 72,

3. BRRBIRD¥E

MRHE DI, FER (KR, B, Bk, [REE,
M7 &% L), BRRRER R (WEXEE, BMmRE,
ARik, CRP2 &) B L HIEFRIME L D ikE L 72 Bl b,
AL LT 3HDMICER - REFMRISGEL, AEF
BICERBEAIEE LA %ED], LEARULEELE
BEE[AR], ER - REFRO%E T 23R LH K
TEHROVTNDHRD SN BE [ RLER], &
SIBIRDS o B ERTEHIE LT,

1. HED

X REHRIL, Streptococcus pneumoniae 834k, Moraxella
catarrhalis 52#%k, Haemophilus influenzae 52¥ 5 & U'P.
aeruginosa 528K T, W IN b FER2~4FEICh T THFE
DR BFEPFEREOEE L ) EBERICTHERL L
THBESNIZO DT H D, WERIEANIAK DOAth |22 BE
& L Ttosufloxacin (TFLX), ciprofloxacin (CPFX) & U
ofloxacin (OFLX) & Fi\» 7z, BZ Ml 13 B RIL¥HiE
FRFEFZIZ L DERFRAREICE - 729, RIEHED
X Mueller-Hinton agar # I\ 7245, BEXHEO DS
pneumoniaelZ135% FEM, M. catarrhalisiZi2 % Fildes
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enrichment, H. influenzaelZ 13 5% Fildes enrichment % flI
170 TRTOBEBITICFU/mUZFTHE L THEE L,
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PZFX %2 ¥ 5 & N 72 158 D AERE 4K % Table 112, &K
HIE SR OBRRRAE T — ¥ % Table 21Z7R L 72,
EFLIZ60RTENEBEREIRENT, REY E-

I. &

BRIR BYRRES
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Table 1.

DAL HE L7,
EFI21I364RBIEDBMEREIREST, & - HKHHE

WAL - A L7278, K#|100mg%k 1 H3[E14
HE%RS Lz 2 A, B - EBHFRLD LRIEFSEL

L, WEIEEEETM. catarrhalis(10°CFU/ml) & P. aerugi-

nosa(10°CFU/ml) 2S/H E N /-7-8, A#]200mg%k 1H3

Clinical summary of pazufloxacin treatment

BI12HMKESG Lz 25, &% - FHEIRE L U AH

Case

Age

Underlying diseases

Dosage

Isolated organisms

Bacteriological

Clinical

Side

Diagnosis - (mg x times x days)
no. | Sex or complication total dose (mg) (before/after) effect effect | effect
NF
60 . . 100 x 3 x 14
1 F chronic bronchitis - 4,200 NT unknown good (=)
. . M. catarrhalis (108)
cerebral infarction . 8
2 61\;} chronic bronchitis | WPW syndrome 2007)(0%3 12 P. aeruginosa (10 unknown good (=)
ischemic heart disease ’ NT
‘59 200x3x 14 NT
3 chronic bronchitis | ischemic heart disease unknown excellent | (=)
F 8,400 =)
S. pneumoniae (10%)
s .
4 “ chronic bronchitis leukocytosis 200x3x14 M. catarrhalis 109 parpally poor (=)
M 8,400 ; 3 eliminated
S. pneumoniae (10°)
5 43 chronic bronchiti chronic rheumatoid 200x 3 x 14 NT unknown fair )
F 0 onctutis arthritis 8,400 S. pneumoniae (8 x 107) -
S. pneumoniae (106)
69 old pulmonary 200x3x 15 M. catarrhalis (5 x 106)
6 F chronic bronchitis tuberculosis 9.000 P. multocida (8 x 107) eradicated fair (=)
hypertension ’ NF
NF
7 ZFS acute bronchitis obesity 1004)'(2%3 14 NF unknown fair (=)
8 59 te bronchiti cardiomegaly 100 x 3 x 14 NF unknown o)
F acute bronchilis liver dysfunction 4,200 NF poor —
NF
9 i}? acute bronchitis — 2004),(8%())( 12 NF unknown good (—)
%9 S. pneumoniae (7 x 107)
10 4}‘.2 bronchiectasis ischemic heart disease 20g );300)( M. catarrhalis (10°) unknown good =)
' NT
. . S. pneumoniae (107)
39 Co primary immuno 200 x 3 x 14 .
11 F bronchiectasis deficiency 8,400 ) eradicated excellent | (—)
12 54 bronchiectasi climacteric 200 x 3x 14 NT nkn d
F ronchiectasis syndrome 8,400 NF unknown g00 (=)
NF
13 51;9 bronchiectasis - 2008),(4%())( 1 NF unknown good (=)
. P. aeruginosa (3 x 107)
5 . i chronic sinusitis 200x3x6
14 F diffuse panbronchiolitis eczema 3.600 NT unknown good (=)
M. catarrhalis (10%)
15 (I’;Z pulmonary emphysema |  bronchial asthma 200;&3 1 NF eradicated good =)

NF: normal flora

NT: not tested

WPW: Wolff-Parkinson-White syndrome
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ELOMER]EHE L,

FEBI3II59R LM DBURE IREST, B - KA
N U Staphylococcus aureus=e H. influenzae® G % 42 1) 38
LTwd', RERBKSMEEL, FC/TACTMT—
FREERTSE L7225, WEIREEE TH. influenzaedS T L 72
7%, BABEFTHo7, LI L, ERVBRLAL:
HAF200mg % 1HIEI4BMKEG Lz 25, B &
BLUOWHREEHIFFRICIIHEL-DO[ER L HE
L7,

FEBI413 44K BHDBMUTEZRERT, B - KL
N U WE 5 & TS, preumoniae (10° CFU/ml) B X U'M.
catarrhalis (10°CFU/ml) 258 E /=728, AHF|200mg
*1H3E14BEHE L2 T A, M catarrhalis\ZBRHE
ENT2D5S. preumoniae(L0°CFU/ml) I3 S L, & - 5B%
EOERB L UBMRBATED-O[ER] L HE L
72

FEB 51X43BMEEDBHERE X RES T, B - &N

N UMHSERE ASHIR L7272, A#|200mg% 1 B 3[H 14
BRES5 L7-& 25, CRPAEALER LA, B, HE
BB LUREFRCRPUE LD RRERLHEL
AR

FEB6IX69R UL D BUREIRERN T, RERER
AL L, WEIREEICX Y S pneumoniae (10°CFU/
ml), M. catarrhalis (5 X 10°CFU/ ml) B & U Pasteurells
multocida (8 X 10" CFU/ml) P S N 72728, KA
200mg#% 1 H3MEISAMKESG L2 25, BEFIRLT
Bk L7225, BB & AMERESS RS EIC L Y
Folo[RRAREHEL Tz,

FEBI7 1228 R LMD BMRE X REST, ™ - KW
MUEE L7278, A#)100mg% 1H3EI14H Eixs5 L
722 A, EREIAETH-7/245, HMmMERE, mitsk
UCRPHSR R Y E L7270 R F%xh ] L HIE L7,

FEBISIXSIMUME D EMRE X RIEST, RERER
WOk - AR L7272, AF|100mg% 1H3E 148/

Table 2. Laboratory findings before and after administration of pazufloxacin

Case | B RBC Hb Ht | WBC | Eos. | GOT | GPT | AL-P | LDH | BUN s-Cre CRP | ESR
no. | A | 10¥mmd®) | (g/d) | %) |(mm®) | (%) | AU/M) | AU | UM | AU/MD) | (mg/d) | (mg/dl) | (mg/dD) | (1 hr)
1 B 380 12.2 | 36.1 | 4500 | O 19 10 122 400 10 0.5 0.1 40

A ND ND | ND [ ND ND | ND ND ND ND ND ND ND ND

2 B 473 15.0 | 45.0 | 6100 0 16 17 126 387 16 0.7 0.4 10
A 506 16.1 | 48.1 [ 6200 | 3 20 15 139 407 15 0.8 0.7 21

3 B 443 13.5 | 40.0 | 6700 [ O 16 9 109 321 16 0.6 0.3 17
A ND ND | ND ND ND 18 15 119 337 14 0.6 0.2 4

4 B 503 15.3 | 45.2 | 12700 1 19 17 103 343 12 0.6 0.1 2
A 514 15.5 | 46.8 | 10500 | 4 28 28 104 379 13 0.8 0.4 2

5 B 491 13.4 | 40.5 | 6800 3 17 18 125 374 13 0.5 0.7 31
A 494 13.5 | 40.5 | 4500 3 16 16 118 407 14 0.5 1.2 21

6 B 414 13.1 | 39.1 | 9000 1 21 10 112 387 23 0.5 0.3 20
A 427 13.5 | 40.9 | 7900 0 13 3 105 443 16 0.5 2.2 30

7 B 502 14.5 | 44.4 | 9800 2 18 20 92 401 10 0.5 1.5 27
A 484 14.1 | 42.7 | 9000 3 21 17 69 406 7 0.6 0.4 22

8 B 432 12.9 | 38.9 | 5500 5 30 42 163 353 15 0.7 0.3 32
A 407 12.4 | 37.2 | 4800 6 31 27 130 388 12 0.6 0.3 ND
9 B 517 16.8 | 50.6 | 10800 | 2 21 16 133 356 24 0.8 0.1 ND
A 497 16.2 | 48.1 | 6900 | 3 18 16 110 350 18 0.8 0.1 1

10 B 438 13.8 | 41.1 | 6400 3 13 9 115 327 16 0.5 0.2 4
A 447 14.2 | 42.6 | 5000 0 12 5 105 335 15 0.5 0.2 3

1 B 510 13.1 | 39.9 | 7600 0 16 11 103 348 13 0.5 13.8 47
A 470 12.2 | 37.8 | 4500 1 13 5 99 354 12 0.6 0.4 10

12 B 407 12.9 | 37.7 | 4700 0 71 97 139 511 19 0.5 0.3 21
A 426 13.2 | 39.5 | 4400 0 34 45 121 435 16 0.6 0.2 16

13 B 390 12.2 | 36.7 | 7400 0 22 21 149 455 10 0.5 1.7 49
A 408 12,5 | 38.5 | 5400 5 30 27 118 448 15 0.6 0.2 26

14 B 457 13.5 | 41.3 | 7000 3 36 49 129 470 11 0.3 4.6 27
A 470 14.2 | 43.0 | 5200 5 26 25 124 557 7 0.4 0.5 6

15 B 448 14.5 | 44.7 | 6400 4 35 16 123 350 14 0.7 5.2 38
A 442 14.5 | 44.2 | 5300 8 39 17 140 385 14 0.8 3.5 34

B: before treatment  A: after treatment ND: not done
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BELIEZA, WMBPFEHRLL7ZIELE, EROSE
RN o 72O ER | EHIE LT,

EFIIIRBHNBUREXREST, ERERER
Bk, B LOWEASEE LML vz co, FE
200mg%x 1 H2@ 128 %S5 L7z 2A, B - JEDOTHEK,
meB L MBS EELL 2720 BR] L HE L
o

FEF1013428 LMD RE TILRIE DAESI T, IREESE,
EEE & U - FRASHIR L, WEIREEE TS, preumoniae(7
X 10°'CFU/ml), M. catarrhalis(10°CFU/ml) St S 7z
720, RF200mg 1B2E9A MG LA, K-
EBLUBANIEELO[AR]EHE L2

FEBILIZ39M A B DORE XIRIEDIER T, EER
BIERH, - IROMM, Bk, WEREB L ORTN
WIE L, BIREEIZL DS, preumoniae(10'CFU/ml) H34&
WEhi-728, AH|200mg 1H3EI4BFKESG LzEZ
A, RAEIIHEEL, 3BRICHR, KRERTEITIC
3 - TS B X OFRiE, CRPASIE®EIL L7:7-oO&E%))
LHIE LT

FEBI1213 54 L EDORE XILRIEDIES T, EKER
BREERZZZ LHET S, BRI ML, Lol
OOFENSHBRL, ERIUEL 22D, LREX
Z L7z, A# 200mg LH3E1I4BEIRG Lz 25,
Bk, R B L OREGE L/27-DI[FR] L%
L7z

FEFI1313 59 LM DO RE ZILIRE D FEFI T, ”ﬁﬂjfﬁ
BEETIHEE L —BRELLY, BOEELE) LI
Botl2H12, KHJ200mg 1H3E14B MG L7zEZ

FEF4I54 D N F AR E LR KRR
DFEFIT, FREREZIEER, BYINHIEE, & - EHE
L, WRIEEEZEIZ X Y P aeruginosa (3 X 10°’CFU/ml) 248
HENz72, KHF 200mg 1A3E6HMES LzEZ
%, WIREEE, FRikB L OCRPYHELZO[FEH]L
HE L7z,

FEBI1513 69 B MO MTIE KK DER T, &EE
FEEAER, STHIL, BREEIZL Y M catarrhalis
(10°CFU/ml) " H s /72, FH| 200mg 1 H3ME
I4BRE%xZE LA, BEEIZHEEL, BRI B L
U, CRPARRUEL7DI[FRIEHEL,

KEPESHIZEEIERB L VBRREERELHIIE
BBV TRDLN LD o7,

2. EBEHIRRET

Table 3(ZPZFX D S. pneumoniae, M. catarrhalis, H. in-
fluenzaeds & U°P. aeruginosalZx$ 3 % MICO 5375 #iFH (MIC
range), 50% [ 1L (MICso) 38 & U790 % [ 1L fiE (MICq0)
rxfBBEOER L HKITIRL,

S. pneumoniae 83 ¥R \Z T § A PZFX D MICs0 B & U
MICgo i3 CPFX D 2 1%, TFLXD 1654 o> T\ 72, M.
catarrhalis 52#k 2%t L TPZFXIITFLX & RIEEIZEN
THY, MICeoldCPFXD21E, OFLXD4AFEEN T\ 72,
H. influenzae 52 ¥k |2 3F L T PZFX I3 MICso T & TFLX,
CPFX, OFLX & [F1% T, MICeoldOFLX &  2fEEN T
770 P. aeruginosa 52%kIZ3T L TPZFXDMIC50lE TFLX K
USCPFX & A% T, MICyold M 3F| & D EN TV 72,

o = %=
AE, PIRERRRYYEBE 1SPICPZFXOKEORK S 2 K

A, - e U E, W T EiHEB L ORI, A, FOBRMKHEREEZRIFT AL LI, BRRDBENK
CRPAEEIL L2 [Hxh] L HE L7z, 2 AU b AR L 72
Table 3. Comparative antibacterial activity of antibiotics against four species isolated from patients
with respiratory tract infections
N o MIC range MIC;, MIC,,
Organisms Antibiotics (ug/ml) (ug/ml) (ug/ml)
. pazufloxacin 1.56 ~ >25 3.13 6.25
S P"igg’)"’”’“e tosufloxacin 0.1~1.56 0.2 0.39
ciprofloxacin 0.78~25 1.56 3.13
pazufloxacin =0.05~3.13 =0.05 =0.05
M. catarrhalis tosufloxacin =0.05~1.56 =0.05 =0.05
(52) ciprofloxacin =0.05~3.13 =0.05 0.1
ofloxacin 0.1~6.25 0.1 0.2
pazufloxacin =0.05~3.13 =0.05 =0.05
H. influenzae tosufloxacin =0.05~0.78 =0.05 =0.05
(52) ciprofloxacin =0.05~0.39 =0.05 =0.05
ofloxacin =0.05~1.56 =0.05 0.1
pazufloxacin =0.1~>100 0.78 50
P. aeruginosa tosufloxacin =0.1~>100 0.78 >100
(52) ciprofloxacin =0.1~>100 0.78 >100
ofloxacin 0.2~ >100 3.13 >100

*: number in parenthesis show the number of strains.
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15BIC BT HERRBUEE A5 &, XL EA106)T, 221~227, 1979
EMEII66.7%TH), hids5FTHa—F/0> 5) BAbFEHEEZES | RAREFHEILRE MIC) g
EOBRKRIEBRBEAE IELILDLELLRVEETH - EBEMUETIC DWW T, Chemotherapy 29: 76 ~79,
2o MBEFHIRNRHETRE 2T BEBE S. preumoniae, M. 1981
catarrhalis% % 3%k, P. multocida 18D 9  S. pneumoniae 6) fEHEER, T8, EE X, KEET B
Ik ZRWVWTETHEEL, HEFIZ6/TTHo72, S Bk, MEEST, HHTH B F:@
prneumoniaeSTERT L 7 EFNIERDEE S NY, EHE R 23R GLE |2 X A DL-8280 D ERFRBYEEMM, Che.
HE L7z, BINERB L UBRRREEREELHIILHIS motherapy 32(S-1): 173~177, 1984
WTEHLNT, ZeiIgvwboLBbhs, 7) FHHELH, BESZESET, BE 1FITFRSFRE
S. prneumoniae, M. catarrhalis, H. influenzae 3 & U P. FE WA A AT-2266 O [ K & BR B #&o Che-
aeruginosalZ3t 3 HPZFXDINHE I % TFLX, CPFXB L U motherapy 32 (S-3): 381~384, 1984
OFLX: B L7-& 2 A, M catarrhalis3 & O H. influen- 8) K¥ By, HHEHLH ERZL EE £
2aelZ DV TIIMICooAS<0.05ug/ml E BN T W72, T 72, Wk B2 YLIE 12 3B 1T ABAY0-9867 (ciprofloxacin) @
S. pneumoniae 3t 9 HMIC50133.13ug/ml Tdh o 725 — e R 18 BR B #&. Chemotherapy 33 (S-7): 220~
H, AHIZENTAABHEEZ T T I EPHEI AT 225, 1985
5% INHLDZENLAEROBKRARIIBNT, M 9) HHELTH EEEET BE F . FHRBFRE
catarrhalisDHEEEMNI/3TH Y, S. preumoniae?) FNH* FEIZBITANY- 198D Fa R IEER K #&o. Chemothe-
2/3ThH o122 LERLLERTH S, rapy 36(S-2): 480~ 185, 1988
DEDKER LD, KENIFRBFEGEEEICBVTEH 10) EFEA0F, KE B, HHLHH &8 f£:
REERET 200 LBbN L, IO 33 B e 12 B 1T B T-3262 O B R B9 5718
X ik Chemotherapy 36(S-9): 368~373, 1988
1) Muratani T, Inoue M and Mitsuhashi S: In vitro 11) FEHRE, Z#ETF, B8 £, BUER I
activity of T-3761, a new fluoroquinolone. Anti- BEX, AHFZE, BF & TRIFEREEC
microb Agents Chemother 36: 2293 ~ 2303, X395 ciprofloxacin® BRIRBIM ST, {LFBEEDH
1992 17: 103~107, 1991
2) Fukuoka Y, Ikeda Y, Yamashiro Y, Takahata M, 12) K% ®, WEAX X, FEHRE, KELTF, &
Todo Y and Narita H: In vitro and in vivo anti- E 1F: [PREFREE 2 BT B sparfloxacin D
bacterial activities of T-3761, a new quinolone BERY - ERIRBY#RET. Chemotherapy 39 (S-4): 213
derivative. Antimicrob Agents Chemother 37: 384 ~218, 1991
~392, 1993 13) FHEFASK, WM E X, L0 F, KERT

3) HEEF—, AMEST 420 AR LFRIEFES
BE, BEY UERY YL, T-3761, 18, 1994
1) BEELX I BRO—BHAERE, BRE LKW 7

BT, BE £ PRBEREEIIFTS
temafloxacin D FRFRAI#EFo Chemotherapy 41 (S-
5): 301~307, 1993
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Fundamental and clinical studies of pazufloxacin
in respiratory tract infections

Yasuo Tanno, Kiyo Nishioka and Kunio Shirato
The First Department of Internal Medicine, School of Medicine, Tohoku University
1-1 Seiryo-cho, Aoba-ku, Sendai 980, Japan

Pazufloxacin (PZFX), a newly synthesized pyridoncarboxylic acid antibacterial agent, was admini-
stered to 6 patients with chronic bronchitis, 4 with bronchiectasis, 3 with acute bronchitis, 1 with a
secondary infection of diffuse panbronchiolitis and 1 with a secondary infection of pulmonary
emphysema, at a single dose of 100 mg or 200 mg twice or three times daily for 6~15 days. The results
were excellent in 2, good in 8, fair in 3 and poor in 2, with a total efficacy rate of 66.7%.

Among the causative organisms isolated, i.e., 3 strains of Streptococcus pneumoniae, 3 strains of Moraxella
catarrhalis and 1 strain of Pasteurella multocida, 2 strains of S. pneumoniae, 3 strains of M. catarrhalis and
1 strain of P. multocida were eradicated, with an eradication rate of 6/7.

Neither side effects nor abnormal laboratory findings were observed in any subjects.

The antimicrobial activity of PZFX against S. pneumoniae, M. catarrhalis, Haemophilus influenzae and
Pseudomonas aeruginosa, isolated from respiratory tract infections in our department recent years, was
compared with that of tosufloxacin (TFLX), ciprofloxacin (CPFX) and ofloxacin (OFLX) [excluding S.
pmewmoniae in OFLX]. PZFX showed equal or superior antimicrobial activity against M. catarrhalis, H.
influenzae and P. aeruginosa, compared with control drugs.



