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NFHE - EAET - KEFEEM - F A% - A0S - HHEEE - T K- K’ #F
R RFEFEE AR

WHE— - FIK - BREE
R RZEZRHRREREHRMEE

WEF—# - RREMNRE - AW - MILFE - BIBEX - El M
RIS KR HS — PR BIE iR

=2 —F 0 RFEOPFEZEpazufloxacin (PZFX) I2DWT, EEER L S I EEREIRET
2TV, ROFEREHB,

1. MED : BRRDEMI6 S 158k IC OV TR/INEE HILIEE (MIC) 2l L, ofloxacin
(OFLX), norfloxacin (NFLX), ciprofloxacin (CPFX) & He&&#ET L 72 FDRKE, KAIZF T A
RSB LU T AR L, BHLHEEEI RO LN,

2. REPNEREE . ABIICBVTAF200me%:, 1FICHBVT100mg% B ICIERORS L7
ROMFBLUEEFRELEHEREAEI O N7 5 74— HPLC) IZTHIZE L7z, 200mgik5-
DA BT, RESM PR II2~4RRM%121.80~3.20ug/ml %2R L, BEEEPREIL2
~SHFR#2120.57~1.09ug/giZE L, 100mg#k 5 D 1FIC B> Tid 2B 412 il A 13 2.23
pg/ml, WEIEFIBEEIZ0.24ug/gx R L, BIFREEPBITEHEIRE SN,

3. ERARBOMRET | R ESRIERE 1408 L CRBBREEREZ IS L TR 251,
BRMR B L UBIER IOV TIRES L 7z, IPIRESSE 14BI, E%h26l, BHXh1081, Eih2
BIT, AHFEII857% Th o7z, REBBREEDIFIIES Tho7, BRIKREBEE L LTI,
GOT, GPTDO EH &, BXUBUN, s-CrO LHIE 1HIICRD LN, WTFNRLBETH Y,
FEBGRTHELPIZHEL, AROREUIHEE SN, £/, BHEBIRLGITEDSH
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EIMEF T EHAAHE L UBRXEH I P +5iE,
nalidixic acid (NA) 2% 7 A N ZE A% 5 TREFRIE %
IREBWT L, BLXUGABASEFHEEAZRE 20
TLHEOMEICEB LT, MIICHEERICENL-T
I/ a7V EERETAHFLVWROB=2—% 7
O v RE R E % TdH 5 pazufloxacin (PZFX) # BI& L
7o AENE, VI LBUEBLVRBEYSC S S LR
BRI LT, LEAZMEANRZ NI LEAETAHEE
bIZ, D=2 —F /0 VEITHRT, EEHISENIC
S2rhOoTEVIFRENSEONDLEENE, 758
REMIEN, PRMERL O CICRRSERICHT A1E
BT E W) FHEFT LY,

A A AR T 5 EBMRET L LT, REME
WA B AREDin vioDME N 2 E L 720 T 72, BEEE
BIRRET & L CIPIR B E BE 1460 B & U IR BRIR S IE
BEIONCAF 2 ZE L, ZOBKRYRZ S T ICEIE

RIZOWTIRET L, #F8 THAIR S % OMT B & OW%H#
PRELREIE L7,
I. MRBLUHE

L HiES) | RIGKERELH R R ERERAES
BWIEHERKRME L ) 0B &N, F9 ABBESE
T& 189 #k [Streptococcus pyogemes 30 B,  Streptococcus
prneumoniae 31 ¥R, Staphylococcus epidermidis 32 #E,
methicillin-sensitive Staphylococcus aureus (MSSA) 32#K,
methicillin-resistant S. aureus (MRSA) 32 #k, Enteroco-
ccus faecalis 328K], BL Y F ARt E 11 HAE326%
(Haemophilus influenzae 3 1%k, Moraxella catarrhalis 32%,
Escherichia coli 32%k, Klebsiella pneumoniae 32%k, En
terobacter cloacae 32¥k, Morganella morganii 32#k, Pro-
teus mirabilis 18 ¥k, Proteus vulgaris 22 %%, Citrobacter
freundii 31 ¥R, Pseudomonas aeruginosa 32 ¥k, Acineto-
bacter anitratus 32%k] DET515%% FV:T, PZFXBLY

*T852 RBFHRALITHT-1
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133 %] [ofloxacin (OFLX), norfloxacin (NFLX), ciproflo-
xacin (CPFX) ] O &/NEFHILEE MIC) # #lE L, H
#RE L7z MICORITEIZMIC2000(5 1 +7 v 74t) %
Fwizizo 743 vaREc AL, BEEEQ
10°CFU/mlE 72 % £ ) \ZFRE L7z 2 BARE LAL¥#E
2P FDOERFIRARE L OB 3B T BIF 240
BATDHLNTVWBY,

2. Mmd L OEEPIRE

BB KRFZEEFME_AMB L2 OBERRICB
T, FRAFETA D HFH5E6A OMIZ AR L 7-1F0% 25
REFEERE CTREDHE O N5 (K206, 2HREY
%161, UEAMAMKEIRLIG, 7AXLFL AR
K1) 2B\ T, 44112200mg, 165112100mg % B EO
5L, HEHB LURGHRL~ 120/ %120 TEes
BRI A PRI L 72, E 72, BRI SRGER, $XTo
Bk IR L0, SRR I THRELZZ, Thb

DOMEFE L PEEEOES OEE % HPLC % Hwv Tl
E L7,

3. ERREYMRET

RIBRFEFRE_ARB L O ZOMEERBZIZBV
T, FHRAEIADHFHMSECA DEIZARDB L U4k
EXFLICRESES L URBELEERE T, AEOHBS
N7z 16560 (BB, kel ¥ gL Lz, EFOA
U, FR8HI, BUREILLLIG, RELIIRELG,
PEAEREE I o 7o TRIBG 16, BEIBMRERZ I
TRRBERGBI, Bz ) 7k 3y Ao 72 TR
Be1Bl, BERfICfES 7z R, BEBRIBITH
720 ¥25 /131 H300mg~600mg#% 433 TR &+,
KGHMIZ6~16H, Bi%x58133.2~9.28TdH > 72,
ERRANRDHE I, FAZGRHZRICBITE, BHPLREHR
SOBMEEIR, BMmEE, CRP, Mit, MIBXHEEDOBKRE
FrRESEL LT, BEMINIZER (excellent), B4l (good),

Table 1-1. Antibacterial activities of pazufloxacin and other antibiotics against clinical isolates

Test organism Antibiotic MIC (ug/mb
(No. of strains) range 50% 90%
S. pyogenes pazufloxacin 0.06~4 1 2
(30) ofloxacin 0.5~4 1 1
norfloxacin 0.5~16 2 2
ciprofloxacin 0.25~2 0.5 1
S. pneumoniae pazufloxacin 1~16 2 2
(31 ofloxacin 1~16 1 2
norfloxacin 2~16 4 8
ciprofloxacin 0.5~4 1 2
S. epidermidis pazufloxacin 0.12~8 0.25 4
(32) ofloxacin =0.03~32 0.5 8
norfloxacin 0.5~>64 1 >64
ciprofloxacin 0.12~>64 0.25 16
S. aureus pazufloxacin 0.12~16 0.25 0.25
[MSSA] ofloxacin 0.25~32 0.5 1
32) norfloxacin 0.5~ >64 1 16
ciprofloxacin 0.12~64 0.25 2
S. aureus pazufloxacin 0.12~64 4 64
[MRSA] ofloxacin 0.25~ >64 8 64
32) norfloxacin 1~>64 32 > 64
ciprofloxacin 0.25~ >64 8 >64
E. faecalis pazufloxacin 1~64 2 4
32) ofloxacin 1~>64 2 4
norfloxacin 2~>64 8 16
ciprofloxacin 0.5~>64 1 2
H. influenzae pazufloxacin =0.03~0.25 =0.03 =0.03
@1) ofloxacin =0.03 =0.03 =0.03
norfloxacin =0.03~0.12 =0.03 0.06
ciprofloxacin =0.03~0.06 =0.03 =0.03
M. catarrhalis pazufloxacin =0.03~0.12 0.06 0.06
(32) ofloxacin 0.06~0.5 0.12 0.12
norfloxacin 0.12~1 0.25 0.5
ciprofloxacin =0.03~0.25 0.06 0.06

MSSA: methicillin-sensitive Staphylococcus aureus.

MRSA: methicillin-resistant Staphylococcus aureus.
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RERN (fair), #%h (poor) DABLREIZ THIE L 72,
I. & 5

1. WD

ZREMBE 3T B ARH B L CH3ER O EEED K
B2 MICH, MIC508 & U'MICyofE TTable 1IZ/R L 72,
75 LGHRETIE, S pyogenestZxt L TIZMICIH130.06
~4pug/mlT, MICoof# 32ug/ml COFLX®CPFX & 0 %5
5L DDNFLXER%E TH o 72, S. preumoniaelZ3xt LT
[ EMICHIF 1 ~164g/mI T, MICoofEiE2xg/mITH Y,
OFLX % CPFX & [G1% TNFLX & ) b EN T W72, S
epidermidisiZ 3§ L TIEMICIF 3 0.12 ~8ug/ml, MICqofE
i$d4pug/mlT, MOIEH LY b2~ 16EEN TV,
MSSA (243§ A MICIH1320.12 ~ 16g/ml T, MICoof (&
0.25ug/mlTH 1, fLDIEH L ) ba~64EFENR T/,

MRSAIZ3F§ 5 AH| OMICIHH120.12~64ug/ml, MICyyfl
1364ug/mITdH h, MOEH L FKICTHEEH?S A
N 72, E. faecalisiZ*t L TIEMICH X1~ 644g/mlIT,
MICoofE iZ4ug/mITH V), CPFXIZI3%55 b DD, OFLX
L FE% T, NFLX & b b4fEER TV,

75 LBERME TIX, H influenzaelZxF L TIIMICH A
<0.03~0.254g/ml'C, MICoofEiZ=<0.03ug/mITéh ¥,
OFLX® CPFX L F% T, NFLX X W EL Twi, M
catarrhalis i ZxF L CTIIMICHE A <0.03~0.124g/m! T,
MICyofE30.06.g/ml T Y, CPFX & A% TN 28H|
I b 2~8EEN TV, E colilZh L TIEMICHH
<0.06 ~164g/ml T, MICaof# i£0.25,g/ml T b,
CPFX t [@% T, OFLX®NFLX & hidENR T/, K
pmeumoniaelZ ¥+ L TIIMICIE A¥=0.06 ~0.25ug/ml T,

Table 1-2. Antibacterial activities of pazufloxacin and other antibiotics against clinical isolates

Test organism Antibiotic MIC Gug/mb
(No. of strains) range 50% 90%
E. coli pazufloxacin =0.06 ~16 =0.06 0.25
32) ofloxacin =0.06~64 =0.06 0.5
norfloxacin =0.06 ~ >128 =0.06 0.5
ciprofloxacin =0.06 ~32 =0.06 0.25
K. pneumoniae pazufloxacin =0.06~0.25 =0.06 =0.06
(32) ofloxacin 0.12~1 0.12 0.25
norfloxacin 0.12~1 0.12 0.25
ciprofloxacin =0.06~0.25 =0.06 =0.06
E. cloacae pazufloxacin =0.06~1 =0.06 0.25
(32) ofloxacin =0.06~2 0.12 1
norfloxacin =0.06~4 0.12 0.5
ciprofloxacin =0.06~1 =0.06 0.12
M. morganii pazufloxacin =0.06~16 =0.06 2
32) ofloxacin =0.06~128 0.12 16
norfloxacin =0.06~128 =0.06 16
ciprofloxacin =0.06 ~64 =0.06 8
P. mirabilis pazufloxacin =0.06~0.12 =0.06 =0.06
(18) ofloxacin =0.06~1 =0.06 =0.06
norfloxacin =0.06~0.5 =0.06 0.25
ciprofloxacin =0.06~0.25 =0.06 0.12
P. vulgaris pazufloxacin =0.06 ~16 =0.06 16
(22) ofloxacin =0.06~>128 0.12 >128
norfloxacin =0.06~>128 =0.06 >128
ciprofloxacin =0.06~ >128 =0.06 128
C. freundii pazufloxacin =0.06 ~64 0.25 1
(31) ofloxacin =0.06~ >128 0.5 4
norfloxacin =0.06~ >128 0.25 2
ciprofloxacin =0.06 ~ 64 0.12 1
P. aeruginosa pazufloxacin =0.06~8 0.5 2
32) ofloxacin 0.12~32 2 16
norfloxacin 0.12~64 1 8
ciprofloxacin =0.06~8 0.25 4
A. anitratus pazufloxacin 0.12~8 0.25 0.5
(32) ofloxacin 0.12~4 0.25 0.5
norfloxacin 1~32 2 4
ciprofloxacin 0.12~4 0.12 0.25
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MICoofE 13 <0.06.g/ml T, CPFX & A%, fho23H| &
D yAELLEEN T W72, E cloacaelZxF L TIEMICHAS
<£0.06~1pg/ml'T, MICoofEi$0.254g/mI T h, CPFX
INEE -T2, O2EF L ) b 2~4EFEL T
126 M. morganiilZxF L TIIMICH A <0.06 ~ 164g/ml T,
MICoofE i3 2ug/mITH V), MDIFEAIL ) L4 ~31E5EN
TV 72 P mirabilislZHF L TIEMICHEAY<0.06 ~0.12
ug/mlT, MICoof13 <0.064g/mlTdh Y, OFLX & [F%
TNFLXRCPFX & D 2~4f5 L EENR TV 72, P vuiga-
ristcxt L TIEMICH AS<0.06 ~ 16,48/ ml T, MICqofi (3
16pg/mlTH Y, MWMOIFR LD bFEENLTH, C
freunditlZxF L TIIMICHA<0.06 ~64ug/ml, MICqyofH
i1pg/ml T, CPFXLFEI% T, MhD2%EHK L) b2~4f%
ERTWVI,

P. aeruginosalZxF L T 1E MICH %5 <0.06 ~ 8 g/ ml,
MICoof# ¥ 2ug/ml T, HDIFEH L Y H2~3EENI T W
720 £72, A. anitratus\TXF L TIZMICHEA0.12~ 8ug/ml,
MICqof#130.54g/mI T 1), CPFX& )45 555, OFLX &
F% T, NFLX& D b 8fEEN T 7,

2. ML VOBHEDERE

Wl 2e R fiE BES B O M B & OEHEFIEEDRIE
fE% Table 21Z/R L, & 512, 200mg¥ HEHxS5 S h7/-4
BUIDOWVWTIFig LI ZFDOFERZ /R L7, 100mgiks
DIBNZ B TIZ2EF £ M A 1L2.23ug/ml, WEHE
HIRREIX0.24ug/g% R L, 200meik 5046112 BT,
RSP IRE L2~ 4B %121.80~3.20ug/mITH 1,

IR IR 132~ SRR %120.57~1.09./gl 2 L
AR

3. BRIRB9RRET

15B) DERIR A % Table 318 L, BAEMLBRHE
% Table 41278 L7z, MPUR B3 SIE BE 146] P E w26,
HM10BY, ESH26ITH Y, BRFEHETEZ 145+

AU X126 THERIFRIZSS. 7% TH o 72, REJE
MEEZRCTHDBE, MixZ8GIG7HL1ERLULT, &
MREXIR, [EINRE, PEEREIES 2 TR
e, BRIBMERGAERL I - 72 k&S, BE U2 ) 7 b
AV A AENE ST ZRBEGEDO K 1B S TRTHLUE
ToH ol EHFIN 264 S NT-55, FEFI2IZERMBITS.
preumoniae~HEIA L, JFEFI13 132K ABH O il K FEF
T, LOUEREFRRRPBRERDEESALN N7z
TDIZEME LIz, £/, BEEROIGIIZEHTH -
726

M FBIZ) R % Table 5127k L7z, REABHLSRETE

(ng/ml or g)
4_
Serum Sputum
Casel. —O— —@—
2. O —m—
5 . D ——
—3'&— Not tested
=1
.S
g
g 2
2
o
@]
1_
0 T T 1
0 5 10 15 (h)

Time after administration

Fig. 1. Serum and sputum concentrations of pazufloxacin

after a single oral administration of 200 mg.

Table 2. Serum and sputum concentrations of pazufloxacin
Dose Case Age BW Time after administration (hr)
g Sex Sample
(mg) No. (yr) kg) 0 1 2 3 4 5 6 8 12
1 69 M 43 serum 0.28 2.05 2.48 141
sputum 043 0.19 046 096 1.09 0.79
2 52 M 42 serum <0.02 1.80 1.71 0.69
200 sputum  <0.03 0.57 0.44 0.20
3 74 M 60 serum 1.53
sputum 0.78
4 70 M 37.5 serum <0.02 2.86 3.20 2.24 1.39
sputum
100 5 81 F 35 serum 0.10 2.23
sputum 0.24

serum: (pg/ml)
sputum: (ug/g)
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Table 3. Clinical and bacteriological effect of pazufloxacin
Case| € U9 Clnical Doses 00| Bacteriology | BT | WBC | CRP | ESR Response Side effects,
no. |y ke) diagnosis Totajl’ ) gy (°C) [(fmm®) |(mg/dl)|(mm/1 h) bacteriological| clinical | Tremarks
37/f " 100x 3 NF 37.2 | 3,700| 1.16 76
1| broschits 14) ! ! ! i ! unknown | good -
ronchitis 4.2 NF 36.8 | 4,700| 0.08 62
74/m |pneumoconiosis 200x 3 S. aureus | 39.0 | 9,600[5~5.9* 36
2 | a0 P intetion ®6) ! i l ! ! replaced | poor -
3.2 S. pneumoniae| 38.1 {14,600 =6 85
. 200 %3 NF | 358 7,500 0.75 | 67 (gii%?;‘)
3 57 bronchiectasis (13) l l ! 1 l unknown good S-GPT
7.8 NF 36.8 | 6,700 0.30 25 16-109)
. 200 x3 | P. aeruginosa | 38.6 |10,300( 39.45 146
4 7‘1/5[“ crip;?fc oiicc:lsw (16) l ! 1 l ! decreased good -
ectio 9.2 | P. aeruginosa| 36.6 | 8,900(18.29 | 137
old .
100x3 | H. influenzae | 37.2 (11,000/5~5.9* 94
5 85/m tﬁﬁlgg?lzgs 14) l l l l l eradicated |excellent —
"+ infection 4.2 — 36.3 | 8,600] 0 18
63/t middle 100x 3 NF 36.2 | 7,100/ 13.20 | 107
6 50 drome (14) l l l 1 1 unknown good _
syndrom 4.2 NF 36.2 | 4,300 0.09| 68
+infection
929/t 200x 3 NF 37.0 (10,300 4.22
7 48 pneumonia (14) ! l { l ND unknown good -
8.4 NF 36.0 | 6,300 0.68
75/m 200x3 | H. influenzae | 36.8 | 9,100| 1.4 146
8 64 pneumonia (14) l l l 1! l eradicated |excellent —
8.4 NF 36.0 | 6,200| <0.3 115
74/m 100x 3 NF 38.8 [11,040| 1.37 30
9 36 pneumonia 14) l l ! } { unknown good -
4.2 NF 36.5 | 6,600] 0.27 68
35/ 100x 3 | H. influenzae | 37.6 |10,200| 7.57 24
10 49 pneumonia (14) l l 1 l ! eradicated good —
4.2 — 36.3 | 5,500| 0.10 15
74/m 100x 3 |S. marcescens | 37.6 [12,600| 5.41 106
11 48 pneumonia 14) l l 1) 1 l eradicated good —
4.2 — 35.3 | 6,900 0.77 ND
62/m 100x 3 [S. pneumoniae| 36.3 | 6,600| 15.2 62
12 45 pneumonia (14) i ! ! l l persisted good -
4.2 S. pneumoniae| 36.0 | 7,400| 0.20 38
100x 1
81/t 1) NF 37.4 |11,300{3~3.9%[ 115
13 35 pneumonia 200x 3 ! i 1 l ! unknown poor -
®) NF 36.7 {13,500|5~5.9| 141
4.9
0/ s NF | 39.5 12,200] 0.13 | 40 a6 B9
14 375 pneumonia 200 x 1 4 i ! 1) ! unknown good S-(freatinihe
43 NF 36.2 | 7,100| 0.16 43 (1.02-1.51)
67/ B 200x 3 E. coli 38.9 |11,900| =6* 93
15 49 pyelonephritis (14) i ) i) ! i) eradicated |excellent —
8.2 — ND | 6,500 0 ND
NF: normal flora ND: not done *CRP (mm): No. 2, 5, 13, 15



VOL. 43 S-2

Pazufloxacin® ZEBER 72 & ONIZI0R 23R GeiE (25t 5 BRIRAYRRES

293

7 DIX8IERIT, 6V D BES N7z, H influenzaeld 3%k
sEsh, TRTREINT, S aureusiI 1B 58 S 1,
S. pneumoniae™~DE R HFLD Tz, S preumoniaeld
1R8SNS, e L7z, AN ZHBEZENSREIT
SEEOBRANE KR L, HEFEIZT5% ThH - 72,

4. EIVER

Table 3DBEWRDH T 112, FEFOEERSB LU
FREEEELRLz, BWERIRECIERD O h o
7o BARMAMBERE L L CTIEGOT, GPTO LR, B LU
BUN, s-Cr® LR 2%, &£1FIIEO LN, LAL, v
ThORFEESEE»O—BUTHY), EELEREE
L-ERIIERO b N o7z,

I % %=

PZFXIIF ¥/ 0V RERPMEET, BLVITEH AN
Iy IVEET A, LI, HRED T T LABHEC S T
LRI L CREEFOH F /0 REANIIHN, X
NRWIEN O L PR TH 5, KEIDOTEEY
BT A4 DRI TO RIFRBEPBON, I LM%
MW D MSSA, S. epidermidis T id b @ 3 ZFE %) (OFLX,
NFLX, CPFX) & W EN/-BETH o 72, 2B HOK

WG GLE D EEA KRB TH A S. pneumoniael 23T L T
OFLX, CPFX & A% TNFLX X D iZEN T 7z, O H
BRIZH L CTIXCPFX L A& DR R L BB TH > 72,

75 LIEHME Tl & {\IM morganii, P. vulgaris, P.
aeruginosa TIZAEHIP RO BENTME N EZRL, HOH
i3t L CHCPFX & ZIZEIEDRIF LA TH > 72,

T 72, BHEBRADHITIZ200mgi% 5 SN 4BI D=
WEIE IR 3057 ~1.09g/gTH 1), RAFRBITHAFE
BT,

MO 23 A E B & PR BE R G IE BE 1656012 AF = #%
51, 2OF%HEEBRTLIER, 86.7% LI HBVE
MEREDT-, T-MEFXIRTIE, S preumoniae®
T, BLUORBENOBRXKAPRD LN 16%
K&, BFZBREMESZOON, GIBOMEIB LT
BIRBATOBE e R L72bDEEZ HNT,

BIERELTIEECIZRDONT, BBRBREERS &
L CHFREERE, BRREREENZLIAIIIALON, LA
L, EELEEBTELHIE%, REOREWIRE
Y (A

Db R72Z8 <, PZFXEEZEMIEL, 7740

Table 4. Clinical effect of pazufloxacin classified by diagnosis

. ) Clinical effect
Diagnosis No. of cases - Efficacy rate (%)
excellent good fair poor
Acute bronchitis 1 1 1/1
Bronchiectasis 1 1 1/1
Middle lobe syndrome + infection 1 1 11
Cryptococcosis + infection 1 1 1/1
Old pulmonary tuberculosis + infection 1 1 1/1
Pneumoconiosis + infection 1 1 0/1
Pneumonia 8 1 6 1 7/8
Subtotal 14 2 10 2 12/14 (85.7)
Pyelonephritis 1 1 1/1
Total 15 3 10 2 13/15 (86.7)
Table 5. Bacteriological effect of pazufloxacin classified by clinical isolates
L Bacteriological effect
Clinical isolates No. of cases - - Eradication rate™
eradicated decreased replaced persisted unknown

S. pneumoniae 1 1 0/1
S. aureus 1 1 171
E. coli 1 1 1/1
P. qemginosa 1 1 0/1
H. influenzae 3 3 3/3
S. marcescens 1 1 11
Normal flora or not done 7 0 0 0 0 7
Total 15** 5 1 1 1 7 6/8

* (Eradicated + Replaced)/(No. of cases—Unknown)

** Including U.T.I. (1)
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MEZTT% L, P aeruginosa®e 58 75 LIEEMWE 3T derivative. Antimicrob Agents Chemother 37: 384
L, CPFXLRI%DIMENEFTA L2 H b, TRk ~392, 1993
BEEDREIZBVT, EbOTHFAMOBVENI 4) Fukuoka Y, Ikeda Y, Noumi T, Minami S ang
BAETHLZLDREEINT, Hayakawa H: T-3761, a novel pyridonecarboxylic
X 1y acid, its pharmacokinetics and safety in ex-
1) ReEid—, /IMREST  S120 B ARILEREFES perimental animals. 30th ICAAC, Atlanta, Geor-
Ve, BEIUVERY YL, T-3761, 18], 1994 gia, Oct. 21~24, 1990
2) Goto S, Takahashi H, Miyazaki S, Kaneko Y and 5) Nakashima M, Uematsu T, Kosuge K, Tai M,
Yamaguchi K: In vitro and in vivo antibacterial Nakagawa S and Tsuda H: Pharmacokinetics and
activities of T-3761, a new fluoroquinolone. 33rd safety of T-3761 in healthy volunteers. 32nd
ICAAC, New Orleans, Louisiana, Oct. 17 ~ 20, ICAAC, Anaheim, California, Oct. 11~14, 1992
1993 6) WOX=: 370743 &R MIC 2000)i:
3) Fukuoka Y, Ikeda Y, Yamashiro Y. Takahata M, £ % M RZHABR, Chemotherapy 30: 1515~
Todo Y and Narita H: In vitro and in vivo anti- 1516, 1989

bacterial activities of T-3761, a new quinolone

Basic and clinical studies of pazufloxacin in respiratory infections

Sumio Kawamura, Junko Miyamoto, Takakazu Ohtsubo, Kazushige Taira, Kazunori Tomono,
Hironobu Koga, Shigeru Kohno and Kohei Hara
The Second Department of Internal Medicine, Nagasaki University School of Medicine
1-7-1 Sakamoto, Nagasaki-shi 852, Japan

Junichi Matsuda, Fumiaki Iori and Mitsuo Kaku
Department of Clinical Laboratory, Nagasaki University Hospital

Kazuhiro Okuno, Kiyoyasu Fukushima, Rokushi Oka, Hidenori Sugiyama, Yoshifumi Soejima
and Takashi Watanabe
Affiliated Hospital of the Second Department of Internal Medicine, Nagasaki University School of Medicine

Basic and clinical studies were performed on a new quinolone antimicrobial agent for oral use,
pazufloxacin (PZFX). The results were as follows.

1. Antimicrobial activity: The minimal inhibitory concentrations of PZFX against 515 clinical
isolates including 16 different species were measured and compared with those of ofloxacin, norfloxacin
and ciprofloxacin. PZFX showed good antimicrobial activity against gram-positive and-negative bacteria.

2. Blood and sputum concentrations: A single dose of 200 mg and 100 mg of PZFX was orally
administered after a meal to 4 patients and 1 patient, respectively. The blood and sputum concentrations
of PZFX were measured by high pressure liquid chromatography. In 4 patients given 200 mg, the peak
concentrations in blood and sputum were 1.80~3.20 xg/ml at 2~ 1 hours after administration and 0.57
~1.09 pxg/g at 2~5 hours, respectively, suggesting that PZFX had good penetration into sputum.

3. Clinical efficacy: PZFX was administered to 14 patients with respiratory infections and 1 patient
with urinary tract infections, and its clinical efficacy and side effects were investigated. The efficacy rate
was 85.7% in the respiratory infection group (excellent in 2, good in 10, and poor in 2). Abnormal
findings in clinical testing were mild elevation in GOT and GPT, and in BUN and s-Cr in 1 patient each.
These abnormal changes improved after completion of treatment, and the safety of PZFX was confirmed.
No side effects were observed.



