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1) ®BIEKBAT

HECAKBREMOREX B -ANEFH FEEE
15 iz, A#K| 200mg % BEEFOHKS L, x5 40~180
Stk MiRIcB o NEIE KO PZFX % BIE L
726

R HRIL % TV FBE S COMEFIREZ KD Z DL
RIZOWTHIES L7

FEGFIDOMERIE, Ewb41~86 KT, HiE 56, it 10
B 15 FITH A,

EEAEIELELERRIHFEEGMREIIB
T, HPLC{EIZL W7o 72,

2) BRARARFEAT

1) LEEICEEDE S M- BAER AT FELE 15
Bz AK) 200mg 2 BEHFOKSG L Tk 5 40~150 4
%, S NARRAER S L ORI L THRON
7-lMiE > PZFX g% HPLCEIC K N flE L7z, 2 6l
WOWTIRERERIZL DT, ORI L, 136 %4
B,

FEGIIE, E# 16~59% T, B I, ik 4 BIDE
13BITH 5,

B # &

3) HEREEAT

HIEC L A, WETICEEOR O NICRKAUIBRHTFE
B S FICAHK 200mg #BROERBKRS L, &5 50~80
SR AN RS X O EEICIRM L TR LN
B PZFX BELRIE L7z, FERNL 5779, B4
460, H1HT, BEAEIERL CHPLCEIZLY
To72,

2. ERAREER

xtgE, 19924 8 A X v 19934 6 A ¥ TILRkHEAK
+EREOREINREZZ L, AEOFEHICERENES
N7IRRERERE LLFITH D,

FEwIE31~66 Iz, BHSH, LWHEGHT,
EEOMNFUIFHIE 2 B, BRIREK 6 B, RER 16,
AREE 2B TH 5,

5Kk, 10612B8\WT 16 100mg %, 1628
WT 18 200mg % 1 H 3EEOHRS L LIz, k5HME
12 3~8 BRI THEAES 212 900~4200mg TH > 72
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1. ERMEEARAT

1) BiEKBAT

A% 200mg HEFEOKS L, #H5 40~180 H%IHR
ML CHONLHIEKPRE - mMiEFiRE 15EH00
Bif& % Table 1 (27 L7z

RIEKIRRE ¥ 5 1% 1 ~2 BT Ic s EZ R L,
P 5.1% 2 BE BRI 41213 0.13~0.19ug/ml DBITIRED
BOONIz, T OROMIE TR, 2.56~3.65ug/ml
¥R, BIEKPIEEOMEHEEICTT DO
Btz 4.2~5.4%TdH -7,
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2) RBURBAT

A% 200mg BEE O 51%, 40~150 57MICHIE &
n7-gi% Table 2 (TR L7z,

BARAIRE KSR | BRFRIR TREELRL, &
DEEDMEIL 0.117~88ug/g Th o7z, T72, FEFIZEDS
ni-miET iR L 0.044~4.570ug/ml T, BRAKARALEEA
BEOME TR T 513 66.5~266%THh -7z,

3) BT

&) 200mg B ERFEOHK G 50~80 7% ICllE S iz
i % Table 3 |Z/R L7z,

SO, #EEIZIE 2.18~10.81ug/8 DBATIRE NSO
SN, FRETOMmMFEREEL007~2.39g/ml Th
D, HEAGAEEOMEFREICHT 5HIX3.07~
3691 TH o7,
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FEB)D—E % % Table 4 (TR T,

ZHRIED 26) (JEF 1-2)1d4%] 16 100mg 1 5 3
Bo#s5TwEnd 4 BURICHMBENERDOHEEL %
ATBYVEREZEZ STz, BRIRBRED 6 F (FEF 3~
8) Tix, $XTAH|1H 100mgl A 3 BOFET 3~7

Table 1. Aqueous and serum levels of pazufloxacin in humans after oral administration

Age Dose . Aqueous Serum Aqueous/serum
No. (yo) Sex (mg) Time (ug/ml) (ug/ml) rate (%)
1 78 F 200 39m 0.06 1.55 3.9
2 59 M 200 52 m <0.01 0.063 —
3 65 M 200 53 m 0.12 0.363 33.1
4 64 F 200 57 m <0.01 0.083 —
5 63 M 200 58 m 0.052 1.41 3.7
6 69 F 200 59 m 0.017 0.254 6.7
7 73 F 200 1h03m 0.106 0.512 20.7
8 84 F 200 1h09m 0.012 0.339 3.5
9 73 M 200 1hi2m 0.225 4.19 5.4
10 86 F 200 1h1l5m <0.01 0.012 —
11 68 F 200 1h59m 0.13 3.09 4.2
12 57 F 200 2h00m 0.15 2.79 5.4
13 67 F 200 2h 08 m 0.13 2.56 5.1
14 77 F 200 2h1llm 0.19 3.65 5.2
15 41 M 200 2h57m 0.10 1.47 6.8
Table 2. Tarsus and serum levels of pazufloxacin in humans after oral administration
Age Dose . Tarsus Serum Tarsus/serum
No. ) Sex (mg) Time ) (ug/ml) rate (%)
1 16 M 200 39m 0.800 0.328 244
2 48 F 200 40 m 0.149 <0.01 —
3 19 M 200 55 m 0.266 0.299 89.0
4 29 F 200 55 m 0.408 0.307 133
5 48 M 200 57 m 0.141 0.184 76.6
6 33 M 200 1h05m 0.117 0.044 266
7 20 F 200 1h12m 8.800 4.570 193
8 20 M 200 1h13m 1.100 1.680 65.5
9 21 M 200 1h55m 2.50 2.50 100
10 59 F 200 2h00m 3.08 3.22 95.7
1 22 M 200 2h03 m 1.62 1.46 111
12 23 M 200 2h20m 3.00 2.21 136
13 24 M 200 2h25m 2.80 2.84 98.6
Table 3. Conjunctival and serum levels of pazufloxacin in humans after oral administration
Age Dose . Conjunctiva Serum Conjunctiva/
No. 9] Sex (mg) Time (ng/9) (ng/ml) serum
1 60 M 200 55 m 10.81 2.39 4.52
2 66 F 200 1h02m 5.89 1.19 4.95
3 79 M 200 1h03m 2.18 0.71 3.07
4 57 M 200 1h1l6m 5.23 0.18 29.1
5 57 M 200 1h19m 2.58 0.07 36.9
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BRI EMENEROSGES*ATEY, 16 TER, 5
BITHER TH o7z RELRD LF (FEF 9 T, 1[
200mg 1 H 3@%#&5 LT, 3 BARIIZERERIILE
L7HRICIZEMEMEROEE L. $72, WZRR
H & 17> Haemophilus influenzae bEE SN TERhE L
720 FEEEED 28] (EF 10~11) i2BWTid, FH| 1
[ 100mg 1 B 3EFESLT, #53H% -5HZIZIE

SEROBRMESEE T L OL L Table 5D L5127
5, SEFEDHENULEDOEETHEINE 100% L BiF 1
HERTHo T,

T/, WDRICEREIRE SNTEFIX ST AR
B3tk V7 LBRUE 1K BAERE 1RO SHFHY,
FOTRTTHDHEELREFED T,
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Table 4. Clinical results of pazufloxacin treatment
Age Treatment Organi MIC . [Bacterio- | .
. . . ganism 10°CFU/ml Clinical logical Side
No. (SS;Z Diagnosis Eye| Severity daily dose |duration (days) (before/after) O(#g/ ml) effect ngfle Cct effects
=)
1 EI;\}I) hordeolum OD |moderate(100 mg x 3 4 O good |unknown| —
36 . =)
2 F hordeolum OD| mid [100 mgx3 3 = good |unknown| —
57 S. epidermidis 0.20 .
3 F meibomitis OD jmoderate|100 mg x 3 6 = good |eradicated| —
41 0 =)
4 M meibomitis OD [moderate({100 mg x 3 3 O good |unknown| —
43 o Corynebacterium sp. |  0.20 .
5 F meibomitis OD |moderate|100 mg x 3 5 5 good [eradicated] —
53 o S. epidermidis 0.20 .
6 F meibomitis OD |moderate|100 mg x 3 7 = excellent|eradicated| —
36 o . (=)
7 M meibomitis OS| mid [100 mgx3 5 = good |[unknown| —
31 R =)
8 meibomitis OD [moderate(100 mg x 3 4 good |unknown| —
M P. acnes 1.56
54 N H. influenzae =0.025
9 F acute dacryocystitis | OS |moderate|200 mg x 3 7 O excellent|eradicated] —
49 P. acnes 0.39 )
10 M corneal ulcer OS |moderate(100 mg x 3 8 = excellent|eradicated| —
66 =)
g corneal ulcer | OS |moderate(100 mg x 3 5 =) good |[unknown| —
OD: oculus dexter OS: oculus sinister
Table 5. Clinical effects of pazufloxacin
) ) Effect
Diagnosis No. of cases - Efficacy rate (%)
excellent good fair poor
Hordeolum 2 2 2/2
Meibomitis 6 1 5 6/6
Acute dacryocystitis 1 1 11
Corneal ulcer 2 1 1 1/1
Total 11 3 8 11/11 (100)
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PZFX L, 77 LBEME B & U Pseudomonas aeruginosa
¥t/ 7 LAEMEIH L TIRLEVWIIE AR Ve E
LY 7, BEROF O YRARETHRESIN T AH
BEEL O PIIABEOL R VWEERDOFVREE T
5o

ZOWELEVHEANRY bvid, SHREREEED S D%
COSBEEH L TERICERT 5,

BIOBERBRETICB VT, THE - BIRRA - A
gl 1H 100mg 1 H 3 A% 3~8 HE¥H%S5 LT, ¥
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3, BR8HTEMEINNBTH 722k, EHIT,
BERICHBEATRE Sz 5B TIRRAFIHRS 2L T
RTEHOBRMLERD TWVE I L LY, Thix#
THGBRBEMEON- LB A,

Zh¥F T, cefuroxime axetil(CXM-AX)" cefdinir(CFD
N)®, SY5555°%, lomefloxacin(LFLX)", fleroxacin(FLRX)® &
DROFERE BV TERBRBITICBIT 2EAF L3
TW3Y, ThOoDEBEERRL LB T2 % LRMHE
# ¢ CXM-AX,CFDN, SY5555 |2 L, LFLX, FLRX o &%
JUVRRHECBW TR RBEEFEON TS, K
WeBTARBISRITIRE L, REEFRTEEIOLN
BHEH% 1 BEMEI%T0117~88ug/g T, TOREDIM
ERRE AT 0.044~4.570ug/ml & 1), BRARARARRPIREE
OMEFEEIIITT B HAT65.5~266% &, ¥/ O
VRIMEE & FIRR BT 2 BRURBIT 2 RE T 5 #ET
Hotz,

7, ITNETHROMEEOL MIBITIHIEKRFH
DWW THRES L 7213, SY5555° 1245 b DDA
ThHaY, T8, FEKFRERVTIDSEIERAME
DTTHs, RAIERBBITRELRTLEXONLE
5% 2B T013~0.19ug/ml DFIEKTIEBED
BoN, COROHEKTREDMEFIREIINT S
k, $hbbEMIIE 42~54%THY), ThFITe b
TORB KRBTV RIT SN TV EHFHEREE,
cefpirome”, meropenem'® DFTEKFBITEHBELTH S
DEMLIENIZFRTH %,

FRATEICB VT MEEICH T 2 BT % A7
HINFETHLN TR WHERKIZHE 50~80 HET
FE R COMmEH@ED 3.07~36.9 1 & BV BITIRE
LEETO¥ (WAR

PEoRi#EE, FROBNIRABARITERT O
ThHY, RIF2BERPEINERBTEIDEEBDbA

bo
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Basic and clinical studies of pazufloxacin in ophthalmologic infections

Akiko Suzuki
Department of Ophthalmology, Akita Red Cross Hospital
1-4-36, Nakadori Akita 010, Japan

A newly developed quinolone antimicrobial, pazufloxacin (PZFX), was administered to a total of 11
patients, 2 with hordeolum, 6 with meibominanitis, 1 with dacryocystitis, and 2 with corneal ulcer.

The efficacy was excellent in 3 patients and good in 8, and no side effects were observed.

In addition, a single dose of PZFX, 200 mg, was administered to 15 patients treated with cataract
extraction, 15 patients with chalazion excision, and 5 patients with pterygium excision, to investigate the
penetration of the drug into oculartissue. The level in the aqueous was 0.13~0.19 pg/ml about two hours
after medication. The level in the tarsus was 0.117~8.8 ug/g about one hour after medication. The level
in the conjunctiva was 2.18 ~10.81 ug/g about one hour after medication.



