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#FOF 7 O > RPUHE FE pazufloxacin (PZFX) O Streptococcus pneumoniaelZ3t$ % H/INFEE L
B (MIC) &I L7z $ 72, PIRMEBURSE 20610V CTERIREIRET 21T o 72,

1. PZFXOMi#s L HEH - MHIE - BIREHRDS. preumoniael 3t 5 MIC % R FARAR
EICE D EIE L, ME & B L,

PZFX (% Penicillin-sensitive S. pneuwmoniae (PSSP) (2% L T MICso, MICgo %% 4 3.13 ug/ ml,
6.25ug/mlT& ), Penicillin-insensitive S. pneumoniae (PISP) 123+ L T H FEHETH o 72, tosuflo-
xacin (TFLX) ®MICsq, MICgo i3 PSSPT0.24g/ml, 0.39.g/ml, PISPTO0.2ug/ml, 0.2ug/ml &,
TFLXAPZFXIZHA~R4E 3 EEN TV /2, Benzylpenicillin (PCG) D& B4R 12313 2 PZFXD
MICI33.13~6.25.g/ml T 1), PCGRHHEERIZ $V > TPZFX & PCG & DRI LA 13380 &
nhhorz,

2. PR ARREGAELSH, FREGRYIE2HIDEI206]1ZPZFX% 1 H300~600mg#k 5 L, #0&
D, BEMIZOWTIRE L7z BRIRADE O SHME T 88 AE 5112 196 T % Ok B3I Bk 502 13 f
#%®2/2, BHEREXRIO/N]L, KEXZWME +ERLE4/4, HEHE+EREL/1, BEBER/IVED
LLET, A%hEI1394.7%(18/19) TH o7z, REBEHREE & N7z D336 T Erwinia agglomerans
L#&, Pseudomonas aeruginosa 2 ¥k, B & UF Morganella morganii, Enterococcus faecalis, Proteus
mirabilis, Klebsiella preumoniaeh’ & 2 1R SN2y CDI L, RERBREXITI LM o7P,
aeruginosa 1¥k L T #t L 72 E. agglomerans 1%k % B 2 & Tk L 72o BIVERIZ 20614 BIA R STTT
BETHD, 1B BV THSRABIHZRIIEEN RO LN, KHOHES %251 L7, FERIC
THRRBREERE L L TR0 LANRD 5,
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Pazufloxacin (PZFX) (3 E LML # T ¥ /KR S TR X
NIEOBX /0 REETH S, RENT S T L 5MH
BH57 7 LBRMEE TRIAVIEANRY ML E BT
MENEEL, MDY T LBEEDE K OEMEILM
L TiZciprofloxacin (CPFX) & F% L FDOME H 2R,
FTWPUIRC, MHFFEEAPENS DD, By mig
ERRONDE I EARENT VS,

A, FAIIME K OWERE - IH9E - RS L 0 i X
L7z Streptococcus prewmoniaelZ X3 A HUHE 1 & PR E I
REFE AT LKA RS L ZEEIZOVTHRET S
BEY/BI-OT, TORBETHRET S,

I. i & A

1. AHE

HEDS. pneumoniaeld 19884F 108 55 1993E7A D
BUIOBE S N7z M sk 8Bk & 19924611 8 519934
L10ADEIZHRE S - 5E WY, BiR, HEEKES
HR3MKDET1THRTH B, DS LEF D3P 11HK
(dPCG(Z3F 3 5 MICA%0.1 g/ mlLL £ O Penicillin-insensi-
tive S. pneumoniae (PISP) T - 720 F N LA DOMIC 0.1
p#g/ mlK il D 36 Bk (L, Penicillin-sensitive S. pneunoniae
(PSSP) TdH 5 725 MICIE H AR LEBEF RIE ik | H#
CTERFRAEFIEIZLDBIE L2, 1BERELT

*T108 WHEEAER=MH1-4-3
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tosufloxacin (TFLX), sparfloxacin (SPFX), benzylpeni-
cillin (PCG), amoxicillin (AMPC), piperacillin (PIPC),
cefazolin (CEZ), minocycline (MINO),
(CAM), imipenem (IPM) % B\ 72,

BEREEI310%ells/mlTIT 5 72,

2. B

4B X 72 PSSP 364k & PISP 11#k 2 xF 4 5 PZFX,
TFLX, SPFX, PCG, AMPC, PIPC, CEZ, MINO, CAM B X
UIPMOILE S % fI5E L 7246 R % Tablel-1~1-212/R L
720 PZFEXOMICIZPSSPT1.56~ >25,g/mliZ5 4 L,
MICso, MICgo td & 4 3.13 g/ ml, 6.25ug/mlT&dH o 72,
PISPTIi33.13~6.25ug/ml 244 L, MICso, MICgyq i
&% 3.13ug/ml, 6.25ug/mlTdH > 72, & K| DMICso,
MICg0 (3 PSSP TTFLX: 0.2ug/ml, 0.39ug/ml, SPFX: 0.2
ug/ ml, 0.39 xg/ ml, PCG: =0.025 g/ ml, 0.05 g/ ml,
AMPC: =0.0254g/ml, =0.025,g/ml, PIPC: =0.025ug/
ml, 0.05ug/ml, CEZ: 0.05ug/ml, 0.1xg/ml, MINO: 6.25
pg/ml, 25ug/ml, CAM: =0.025ug/ml, 12.54g/ ml, IPM:

clarithromycin

=0.025pg/ml, 0.0254g/ml T&d V), PISP TIiZTFLX:
0.21g/ml, 0.2g/ml, SPFX: 0.2g/ml, 0.2xg/ml, PCG: 0.1
pg/ml, 1.56 ug/ ml, AMPC: 0.1 g/ ml, 0.78 g/ ml, PIPC:
0.39 ug/ ml, 3.13 ug/ ml, CEZ: 0.39 g/ ml, 3.13 pg/ ml,
MINO: 3.13ug/ml, 25ug/ml, CAM: 0.39ug/ml, 25 <ug/
ml, IPM: =0.025,g/ml, 0.2ug/ml T - 72, PZFX & A
L&/ 0 rYFENDTFLX, SPFXIZPZFXIZHE~R4E (3 L MIC
PENT /2, PCCOMICHS1.56ug/mlLh £ EEMM
D3RRIZIFT T APZFXDOMICIZ3.13~6.25ug/mlTH V),
PCGi 144k 12 3\ > TPZFX & PCG & DRIZ I3 3¢ it P&
BOLNL o T,
I. BR Bk RY #% &

1. WREHE

1992410 A 7 51993428 F TIC AR 7134k %
ZZL, AENHBON/21~86% (F1954.45%), BHS
Bl, 126 OANBEBRIIEEF 208 23R & L7z,

REOMNRIIMR26I, BHREXLILL, KE X
B+ EGeaBl, MiZhE+Rg16l, ERER2PITH 572,

Table 1-1. Antibacterial activities of pazufloxacin and other antibiotics against penicillin-sensitive Streptococcus pneumoniae (36)

MIC (ug/ml), 108 cells/ml
Antibiotics
=0.025( 0.05 | 0.1 0.2 | 039 | 0.78 | 1.56 | 3.13 | 6.25 | 12.5 25 | 25< | 50% | 90%
Pazufloxacin 3 24 6 1 1 1 3.13 | 6.25
Tosufloxacin 1 8 17 8 1 1 0.2 0.39
Sparfloxacin 5 22 1 1 0.2 | 0.39
Benzylpenicillin| 28 8 =0.025| 0.05
Amoxicillin 34 =0.025|=0.025
Piperacillin 32 2 2 =0.025 0.05
Cefazolin 25 10 1 0.05 | 0.1
Minocycline 5 11 1 9 2 6.25 25
Clarithromycin | 23 1 4 1 3 2 =0.025| 12.5
Imipenem 36 =0.025/=0.025

Table 1-2. Antibacterial activities of pazufloxacin and other antibiotics against penicillin-insensitive Streptococcus pneumoniae (11)

MIC (ug/ml), 106 cells/ml
Antibiotics

=0.025| 0.05 0.1 0.2 039 | 0.78 | 1.56 | 3.13 | 6.25 | 12.5 25 25< | 50% | 90%

Pazufloxacin 9 2 3.13 | 6.25
Tosufloxacin 4 7 0.2 0.2
Sparfloxacin 1 10 0.2 0.2
Benzylpenicillin 6 2 2 1 0.1 | 1.56
Amoxicillin 1 4 1 2 0.1 0.78
Piperacillin 1 1 1 2 1 3 0.39 | 3.13
Cefazolin 3 1 3 1 2 1 0.39 | 3.13
Minocycline 4 1 1 3 2 3.13 25
Clarithromycin 4 2 1 2 2 0.39 | 25«
Imipenem 8 1 2 =0.025| 0.2
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BUHREIRIG, FLER2P0O3G L ) rEEs
THRPEZEEHEESN, BUKEIROESN» S IE
Erwinia agglomeransHh S H SN 72, BHRBRXDER T
Pseudomonas aeruginosa® BEIRE 4« B X U'P. aeruginosa,
Morganella morganii, Enterococcus faecalis, Proteus mirabi-
lis, Klebsiella preumoniaeDEHHEKITH o 72,

B’EHiEEAAO100mgsEE AV, 1H1007% L
200mg& L, 1H3EAR XIZERZEOKRS L7, BS
B33~ 118H T, #£%E5E13900~6000mgTH -
72

FRIRZIROHIE X, FE, B, BEOES L UHK
R EOBRKRERICIMZ, MEXHATR, #/it, CRP, B
MEKB2 EORERBDHERIZL ), ERBREIFREHIC
T U7z, HlsgH#Es LC, BRRMBIEEAFEHZ 38
DANIZEEm AR, THICGIZIZERICETSALE L
bIZERRERbHEEL, REFROEELLZbDEE

%) (Excellent), Z N 5 DEEHL B HENTZS DOHKER
TEIZIZEFEIZELZ DD EAF% (Good), BRIRER LR
ERROISILEIF SN, ERIITE S 2ho5
72b DERLHR) (Fair), AEFHBON LD o720 0%
%) (Poor) & L 72, MIEFRIRNRITERE L HEE SN
BOWEE LY, 4% (Eradicated), A F 713 — 8044
(Decreased), 7% (Persisted), B3t (Replaced), B & 1*
Z"BH (Unknown) & L7z, % B, ZEUDORET L LT,
AFEOFHICEL, BRIBMEERIC X SEWERAZR
Y AL EDIMERRIARICTTREZ R ) KRG, M1t
FHE, RBRES ERL, BRREEOEELHVE
HERET L7

2. FAE

JEBID —E % Table2|27R T, FIRD2BITIIER1H),
BB TH o7z, BEHEREZXRKDILIBITIIHERL04,
EHFITHY, [REXME +BEFEDOLFITIIEBE,

Table 2-1. Clinical results of pazufloxacin treatment
Diagnosis Treatment Effect }
Case [Age Sex — - - Isolated CRP* | ESR* Side
no. | (yr) Underlying disease and daiy dose | duration | total dose | - orpapism* | (mg/dl) | (mm/h) | clinical bacteriological | effect
complication (mg x times) | (days) (mg)
. NF 15.18| 61
1|50 |F pretimona 200x3 | 10 | 600 J L] 4 |excelent| uwnknown | -
- ) 025 | 35
: NF 1.55 | 57
2 (% |F premom 003 | 7 | 4200 ! Lol 4| good | unknown | -
- =) 0.25 | 28
bronchial asthma with infecti NE-2m] 3
3 |26 | M |—onche M W IECON | 100x3 | 10 | 3,000 ! V|t | good | unknown -
bronchial asthma (-) <0.25| ND
bronchial asthma with infecti NF 29415
g o | p | TR WRITETON | j00x3 | 7 | 2,00 I Lol 4| good | uikiown | —
bronchial asthma (=) ND ND
bronchial asthma with infecti 041 ] 10
5 |25 | B |0 WA W IWECHON | 1003 7| 2100 ND V| 0| good | unknown -
bronchial asthma 0.34 8
bronchial asthma with infection NF 0.60 10
6|4 M - 100x 3 14 4,200 ! | | good unknown -
bronchial asthma (=) <025 5
chronic bronchiti NF 119 | 30
7169 |F e TR 100x3 | 7 | 2,100 I bl V| god | wknown | -
bronchial asthma (=) 027 | ND
chronic bronchitis E. agglomerans| 2.62 | 6 )
8 |66 |F 100x3 14 4,200 ! ! ! good persisted -
- E. agglomerans | 0.34 16
chronic bronchitis ND 0.9 10
915 |F _ 100x3 3 900 | | | good unknown -
bronchial asthma NF 0.27 5
chronic bronchitis NF 2.79 | 24
10 {78 |F - 200x 3 7 4,200 ! | ! good unknown -
bronchial asthma NF 051 | 22
. before therapy NF: normal flora, ND: not done

after therapy
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RE+BRELIBIIAETH 72, T2, BEBFLD2
B2 W T IBIAES), Mo 16 FEFI20) I2D W T
HEBBARBICEER O O% S 2k LAtk
BORMERITR o720, HIERGEE L, it
£0 OB L7, WREEEIELISEFMIZOVTE LD
B LEMLBI, AR16H), BB THIE FEM+HX
JIEBIE)1394.4% TH Y, REBEFELXEO/-219E
FITIE94.7% DAEETH - 72 (Table 3), MEF 9%
RUIBRHEETH]RD ) bEBEREIRI DV S#INT, E
agglomeransH3 FEfie L 724%, &5 HBREXITR 2 h > 72P.
aeruginosa® B X, MoOSERIZIHEE L7,
BERIERI2012 BV TS FtA4 B R IZEB DD
sz, KElOES +H1EL, PIPC(2g/R)IZE®H

L7z BB, ARG FI2AH%IZELE TIHELZ,
I/, COBAETHMKOSEYEIELZE A (B
% & L CPIPCH5-) iFE&Ek @ £ A (0—+8% (608/mm’))
HERO 517z (Table 4)
o = =

Za—% /0L RREETH APIFXII S T LGS,
77 AEME I LIBEVIE AR bV & BAf 2560
MENEAEL, ZOEREIRENTH L, 511, &k
B, ERRIERBEOPAE L W NILIKIEE, REFEIEA
BoZnlly, XmuwhRiRy'Y, £72, PZFX
MENZ N, FEEIE D ODHFGHERHIIE
MAFEEAEBONSZ &L ) ENEEEISEE S
N5, 4EHLOKRET L7-PSSP & L THrBkE S 1172364k

Table 2-2. Clinical results of pazufloxacin treatment

Diagnosis Treatment Effect .
Case | Age Sex — - - [solated CRP* | ESR* Side
n0. | (1) Underlymg.dlsg'ease and daily QOSe duration | total dose organism* | (mg/d) | (mm/h) | clinical | bacteriological effect
complication (mg x times) | (days) (mg)
hronic bronchit NP |48 | 23
11|69 | M CHone Pronchme 200¢3 | 7 | 4200 | Lol b | good | unknown -
bronchial asthma NF 0.87 12
hroni hiti 6.15 45
12| |F chronic bronchi 100x3 | 7 | 2,100 ND L 4| good | unknown -
bronchial asthma, diabetes mellitus 0.33 30
: . NF 0.96 9
hronic bronchit;
132 |F CRrome bronchits 200x3 | 10 | 6,000 ! ol | good | unknown -
bronchial asthma ND 0.27 8
: o 1.03 40
4 |3%|F chronic bronchiti 100x3 | 12| 3600 ND Lo v | poor | unknown -
- 3.18 56
: " 2.59
hronic bronchit
15 |68 | F CITOMC Dronchms 100x3 | 7 | 2100 ND L | ND | good | unknown -
bronchial asthma 0.34
. » 2.70 18
16|72 | M chronic bronchiti 100x3 7 | 2100 ND bolov | good | unknown -
chronic hepatitis ND ND
. . NF 10.50 | 96
hri hi
17 |58 | M chronic bronchiti 200x3 7| 4200 ! VoLt | good | unknown -
hypertension, diabetes mellitus ND 0.68 | 51
RIS 3.82 18
ul h
18 | 69 |y |Puimonary emphysema with infection | 00 4 |7 | 2100 ND b | good | unknown -
pulmonary emphysema 0.52 16
M. morganii
P. aeruginosa
” E. faecalis 8.1
|
19 |8 | F pyelonepbris 100x3 | 7 | 2100 | Pomiabilis | 1 | ND [excelent| eradicated | —
neurogenic bladder, dementia K. pneumoniae | 4.8
!
NF
pyelonephritis P. aeruginosa | 23.9 rash
20 || M prostatic hypertrophy 100x 3 3 900 | ! ND |unknown| unknown |eosinophilia
sequelae of cerebral infarction ND ND 0-8%

« before therapy  NF: normal flora, ND: not done

after therapy
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Bk
>

Table 3. Clinical efficacy of pazufloxacin treatment

Clinical efficacy
Diagnosis No. of cases excellont good i poor Efficacy rate (%)

Pneumonia 2 1 1 2/2
Chronic bronchitis 11 10 1 10/11 (90.9)
Bronchial asthma with infection 4 4 4/4
Pulmonary emphysema with infection 1 1 1/1
Pyelonephritis 1 1 11

Total 19 2 16 1 18/19 (94.7)

Table 4. Laboratory findings before and after administration of treatment

Case | Before RBC Hb WBC Eosino. Plate. GOT | GPT | ALP BUN S-Cr r
no. After | (10¥mm® | (gd) | (mmd) (%) 10Ymm® | U/ | AUND) | AUM | (mg/d) | (mg/d)
B 390 12T 13100 1 05 ek OO OOV IOPRC OO OO O DO AP
O . 3507 T e 8,800 ....... o e o o 5 5 o8 o
2 | B A | 228 L2000 L B2 2B 202 o IhL0R
A 487 12.4 9,500 1.5 53.6 11 118 7.7 0.7
3 B B2 | S LS00 38 LY S OO SO .
A 510 15.8 7,700 8.0 33.1 16 13 95 10.5 0.7
4 B Ol e AR LAT000 190 B AL L
A — — — — — _ — _ - —
R T AT IS L300 RS OO U AN IO, g L O8O
A 430 10.5 | 10,600 0 55.6 17 10 120 10.2 0.6
B 458 14.3 4,500 0.6 20.7 21 19 119 8.3 0.8
6 |- A. ........... li .7.:; ......... 14 .é ....... 4,166 ....... 0.7 .......... 233. ......... 2.7 ........ .2.:;.... ..127 ....... .1.6.(.). ......... 6..9. .....
B 385 11.0 | 10,000 1.0 29.9 13 9 180 21.1 0.9
7 |oeeeer A ........... 3 51 ......... 103 ....... 5'800 ....... 29 .......... 328 ......... 13 9 157 ....... 138 .......... 05 .....
B 520 16.2 5,500 1.7 24.4 25 40 - 9.8 0.6
8 |--ee- X ........... ; .5.5 ......... i.4 é ....... ’.7.,.3.(.).6 ....... (.).'.5. .......... .2.1...5 ......... .2.(5 ........ .2.]:.... ......_. ........ 1.:‘;.6 .......... 6..’} .....
B 505 16.3 7,700 7.8 22.5 12 17 162 7.3 0.7
[* I PP A ........... .5 .l.i ......... 16"é ....... 8,6(.).6 ....... 70 .......... 2.3.6. ......... :_..... ....:.... -...:.... .....: ............ : ......
B 435 13.5 8,400 1.0 18.8 9 11 137 13.1 0.9
10 |eeer O T e 4'000 ....... P e R S R v K P o
B 476 15.4 | 12,000 0.5 30.2 15 1 158 19.1 0.9
11 |-eeeee A ........... 4 6.6 ......... i.s.:é... .1.3.Y8.0(i ....... .1.(i .......... 3.6.6 ......... :.l.3. ........ i.i.... ....l.é.4: ....... 1.9.4 .......... i. (.) .....
B 480 13.4 3,700 1.0 23.7 25 36 99 18.9 0.8
12 [ereer A ........... i -7.'-7 ......... 13 .i ....... é.’ 9.(.).6 ....... é..‘a. .......... 369 ......... 1.5. ........ .1.9. ......... é.3. ....... l.li 0. ......... b. .8. .....
13 B A BT B0 e B2 B AU O 0 SRS O WOV
A 436 12.9 8,200 1.0 28.5 13 6 101 9.5 0.6
1 Bl 2 e 120 L IT000 05 eiosslOOP OV OO O cOUOB O OO 0 0 SO OO
A 502 13.6 | 12,000 1.0 34.4 15 34 151 14.5 0.6
B 417 13.5 9,500 2.5 29.0 24 18 122 — —
15 |feeeee A ........... 44:1 ......... 1 .4.(.) ....... é.,é(.).(). ....... 05. .......... .3.1...;7. ......... .1.8. ........ i.z..... ....1.é.2.... .....: ............ ; ......
16 |obni] o L] 2] B0 LS 23 TR B s e L2
A — — - —_ — — — - —
17 e A B2 LT L 279 s T L
A 464 14.6 4,300 3.4 30.1 23 39 158 15.6 0.9
18 | 200 | L9300 L0 ecoadOUN IOOEACOOO OO0 OO O OO0 O B O
A 459 14.6 8,000 1.5 37.3 33 47 309 13.8 0.8
19 Bl 293 ] 202 ) 8800 O otV OO SO - O SO 13
A 282 9.8 5,700 3.0 68.6 5 4 104 28 0.9
20 | Bl SO 0 O B OO OV OO OO OO0 OO U0 OO/ OO SO0 8.
A 392 11.8 | 11,900 8.0* 16.8 13 5 85 — -

B: before  A: after
* Data performed in the course treatment (PIPC).
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OPZFX D MICIE1.56 ~ >25ug/mliZ 457 L, MICso,
MICootd & 4 3.13ug/ml, 6.25ug/mlTdH -7z, PISPE L
THBEENZ1IBRTIIMICIZ3.13~6.25ug/mliZ 534
L, MICso, MICgqld & 4 3.13ug/ml, 6.25ug/mlTH o 72,
AN BIF U LIRIL VIR A XY PV EFDODL D
0, 75 LBEMEE D Streptococcusi® 12T L TDORIE N
PEFHVI EIEFITTIIREINTVEY, SEIOF A D
BFICBVWTCHRIBROBERE R L, 72, BES, S
pmeumoniae "X L, PenicillinfifEDSRE & 2> T 5
7%, PCGOMICH 1.56g/mlLL LD BEEMMMKIZITT 2
PZFXDMICI33.13~6.25ug/mI CPZFX D A2 M I3 ZEAL
AED HNT, PCCIMERRIZ BV TPZFX & PCG & D
IR XM HEIEERO SN d o720 In vitroDILE I 72
3% & A EPZFXIZTFLX, SPFXIZH > TWA EEDL K
AEBLRVAH, PZFX % 200mgH A5 L 72O K&
FIREIRERRSE IHABROBRI Y, FHETHIug/
mTHHY, BUMPRBEVPFEONL I L, BIUHEK
BITOBIF 2 EFHMONTE LY, EEibkB L O
BRI DD T, FETELOLEFEINL, RIZ
BRPR AR 5T T IR RIS e fE 2050 12 AR 2 1 H 12
300mg X i3600mg % 3ANIZH T THE L7, BREIL
HKEETEIROONT, FFMTAEZLI9BIZHB\THE
HOIFEBREETEMULTH 722 Lid, H5EH
PREEUT THo72 I L2 ER L THMETRERK
MmELEZ LN,

MEFHHRIIDHEBERTSRS. KEBRRREDLIK
FRESHDTEE L, DHRIZETY 7 L4BEETD
o7z, A, EBEBIMET % 1T o 7= Streptococcus® 131
INT, EBOBRLEBIITE o720, SHSHh
7277 ARMREICE L TRRIFZERPHELONR, i
KRND 7T AEUE T HIMEN LR L 7ZHERTDH

BEEZOLNI,

HEMIZOVWTIHIBIZ BV TEREDVRO LN, KA
FIEH2AKIZEE L7z, HRBFICHBRIKDOES 720
LN, REIFIEEPIPCAHG H ORI T3 H 5 HEIR
LB TRAIE DRBRERIIS DY EEZ LN, £
DMDOBEERIIZD SN h oz, T, BRIREMESR
FIFBRIROBE 1EFIZB L 12128V TRRH LN
A, EREREBEOKELMBIZL S DTHA L DERE
Rigz LEZE 272,

DEDHER L ) PZFXIEARMEBUEREE X L, AR
HOBVERTHLLEEZOLNS,

X 79
1) Fukuoka Y, lkeda Y, Yamashiro Y, Takahata M,
Todo Y and Narita H: In vitro and in vivo anti-
bacterial activities of T-3761, a new quinolone
derivative. Antimicrob Agents Chemother 37: 384
~392,1993
2) Nakashima M, Uematsu T, Kosuge K, Tai M,
Nakagawa S and Tsuda H: Pharmacokinetics and
safety of T-3761 in healthy volunteers. 32nd
ICAAC. Anaheim, California, Oct. 11~14, 1992
3) REEF—, /IMREIT D E42E B RICFEREFESR
wE, HEYVRYT L, T-3761, &, 1994

4) HFRFEEREFS  RAEFHILEE MIC) #lE
EBHXETIZ DWW T, Chemotherapy 29: 76 ~ 79,
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5) HWEEMRK, (=) UIEMARERES)
DARFRIIBIT AR D) TR ERE ORI
Ki. F42M BALFREFE BEEERE,
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Basic and clinical studies on pazufloxacin in internal medicine

Kaoru Shimada*® and Shinichi Oka
Department of Infectious Diseases, Institute of Medical Science, University of Tokyo
4-6-1 Shiroganedai, Minato-ku, Tokyo 108, Japan
(* Present address: Department of Internal Medicine, Tokyo Senbai Hospital)

Yasuyuki Sano, Yasufumi Miyamoto** and Yasuo Arai
Department of Allergy and Respiratory Disease, Doai Memorial Hospital
(** Present address: Department of Allergy and Internal Medicine, Asaka Hospital)

Takashi Inamatsu, Makiko Fukayama and Yoshishige Masuda

Infectious Disease Section, Tokyo Metropolitan Geriatric Hospital

Tsutomu Hatakeyama and Yumiko Ishihama
Department of Bacteriology, Tokyo Metropolitan Geriatric Hospital

The minimum inhibitory concentration (MIC) of pazufloxacin (PZFX) for Streptococcus pneumoniae was
determined. The therapeutic efficacy on respiratory and urinary tract infections were also evaluated. The
results were as follows:

1. The MIC of PZFX for S. pneumoniae isolated from blood, sputum, pharyngeal secretion and otorrhea
was determined by agar plate dilution method and compared with those of other drugs. The MICsq and
MICgo of PZFX against both penicillin-sensitive S. pnewmoniae (PSSP) and penicillin-insensitive S.
pmeumoniae (PISP) were 3.13 pg/ml and 6.25 pg/ml, respectively. The MICs0 and MICgg of tosufloxacin
(TFLX) against PSSP were 0.2 pg/ml and 0.39 xg/ml, respectively, and those against PISP were 0.2 ug/
ml and 0.2 xg/ml, respectively. Thus, it was found that the antimicrobial activity of TFLX against both
PSSP and PISP was four times stronger than that of PZFX. The MIC of PZFX against strains which were
highly resistant to PCG ranged from 3.13 to 6.25 xg/ml. There was no cross resistance between PZFX
and PCG in PISP.

2. PZFX was administered to 18 patients with respiratory tract infections and 2 patients with
urinary tract infections. The clinical effects could be evaluated in 19 patients except one with
pyelonephritis. Excellent or good clinical response was obtained in 2 of 2 patients with pneumonia, 10 of
11 patients with chronic bronchitis, 4 of 4 patients with bronchial asthma with infection, one patient with
pulmonary emphysema with infection and one patient with pyelonephritis, with an overall efficacy rate of
94.7% (18/19). Causative bacteria were identified in 3 patients. At the end of the therapy, Erwinia
agglomerans persisted in a patient with chronic bronchitis. In another patient with pyelonephritis, all the
strains of Pseudomonas aeruginosa, Morganella morganii, Enterococcus faecalis, Proteus wmirabilis and
Klebsiella pnewmoniae were eradicated. Bacteriological effect remained unknown in a patient with
pseudomonas urinary tract infection who was excluded from clinical evaluation. With regard to side
effect, an eruption accompanied with eosinophilia was observed in a patient on the fourth day of the
treatment, and the drug was withdrawn.



