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Table 1. Items and schedule of laboratory tests

Item Before

Day 7 Day 14

erythrocytes
hemoglobin
hematocrit
Blood leukocytes
hemogram
platelets
reticulocyte

analysis

S-GOT

S-GPT

. Al-P

¢ Hepatic ) bilirubin (total, direct)
unction test | [ pry

7 -GTP

LAP

Renal BUN
function test S-creatinine

protein

sugar
Urinalysis urobilinogen
sedimentation
occult blood

electrolyte (Na, K, CI)
blood sugar

Others ESR (1 h value)

CRP

00O | Ce000 00 0000000 CO0O0000

00O |00 00 0000000 CO00O0000

o 0000 00 0000000

e
O

OO

® : indispensable; O should be performed as often as possible

Table 2. Criteria for clinical response®

Excellent : When main symptom(s) disappeared within 4 days (7 days for dacryocystitis and
corneal ulcer) or total score of symptoms became one-third of the initial total score
Good : When main symptom(s) disappeared within 7 days or the total score of symptoms

Fair

Poor

became one-fourth of the initial total score

When symptoms improved, but not enough to meet the criteria for good

When symptoms did not improve

*Prepared in accordance with the judgment criteria established
by the Japanese Association for Ocular Infection
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1) RIS AE D

EHERR I B GFLX B & UHHEEE R OPLE 71 % Table
3IZR L7z, fEHERRIZH T A GFLX OHLH A X7 M vid
SPFX B L UTFLX L A% T, OFLX L WERL TV,
%3, GFLXOMIC{HEIX P. aeruginosa® 1 ¥k bR &, 4
T200mg HAE R 5215 5 M b S MLiE iR E (1.71
pg/mL)" UTORETH -7,

2) HERFRIIETDIEN

WMEETIRIFEL T 5 S aureus 1 X U P. aeruginosa |2 X
54 1% Table 4 8 X U Table 51Z/R L7, S. aureus
128 LT GFLX 13=<0.05~0.20 ug/mL 22540 %
A~L, MIC, B L U"MIC. fEI33£120.10 xg/mL TH
272 MIC,fETIELT 5 & GFLX IZ TFLX 8 £ FSPFX
L% T, OFLXBLUCPFX LY 3BEEN TV, £
7z, P.aeruginosa \Zxf¥ 5 CPFX, TFLX, GFLX,
SPFX B L 0'OFLX O MIC., fEIZ £ N £ 0.78 ng/mL,
1.56 pg/mL, 3.13 xg/mL, 6.25 ug/mL 3 X 176.25
pg/mL Tdh o7,

2. ke MRABHRE

199311 AH 5 1994 % 6 A $ TIZ, FKEFR T FRHIE
BIUOEHEPRIFIREZZ L, BRSO LLHFICL
DREORONI-ANBETFMEE 186, FAIER LR
HoGlB L URKAUIBRMEZE6BIZ TR E L7,

1) HiBE K R

Table 3. Antimicrobial spectrum against standard strains (
Yz g/ mL)
Organisms No. of strains gatifloxacin  sparfloxacin  tosufloxacin ofloxacin ciprofloxacin

Staphylococcus aureus 4 <0.2 <0.2 <0.2 0.2~0.78 0.2~1.56
Staphylococcus aureus 209 P 1 <0.2 <0.2 <0.2 0.39 0.2
Staphvlococcus haemolyticus 2 <0.2, 0.39 0.2, 0.78 <0.2, 0.2 0.39, 1.56 0.2, 0.78
Streptococcus pneumoniae 8 <0.2~0.78 0.39~0.78 0.2~0.39 1.56~6.25 0.78~1.56
Streptococcus viridans 2 <0.2 0.2, 0.39 <0.2 0.78, 1.56 0.39, 1.56
Corynebacterium diphtheriae 4 =0.2 =0.2 <0.2~0.78 0.39 <0.2
Haemophilus aegvptius 4 0.39~0.78 0.39~0.78 0.78 0.78~1.56 1.56
Moraxella lacunata 7 <0.2 0.2 <0.2 0.2~0.39 <0.2
Neisseria gonorrhoeae 1 <0.2 <0.2 <0.2 0.2 <0.2
Pseudomonas aeruginosa 2 0.78, 3.13 0.39, 3.13 0.39, 0.78 1.56, 3.13 0.2, 0.39
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Table 4. Susceptibility distribution of Staphylococcus aureus (20 strains)

MIC( g/ mL) =0.05 0.10 0.20 0.39 0.78 1.56 MIC;, MIC.,
gatifloxacin (35.0) (o) 501 0.10 0.10
sparfloxacin ( 4080> ( 6%)20) 0.10 0.10

. 14 6
tosufloxacin (70.0) (30.0) =0.05 0.10
. 1 6 10 3 -
piloxacin (500 (30.0) (5000  (15.0) 0.39 0.78
. ‘ 7 10 1 2 .
ciprofloxacin (35.0)  (50.0) (5.0 (10.0) 0.39 0.78
10° CFU/mL. ( )%
Table 5. Susceptibility distribution of Pseudomonas aeruginosa (20 strains)
MIC( g/ mL) =0.20 0.39 0.78 1.56 3.13 6.25 12.5 MIC:, MIC...
. . 1 3 9 5 2
gatifloxacin (5.00 (1500 (4500 (2500 (10.0) 1.56 3.13
. : 4 3 5 4 3 1 ..
sparfloxacin (2000 (150)  (250) (2000 (1500  (5.0) 1.56 6.25
tosufloxacin (3570) (459()) <2040) 0.78 1.56
. 11 6 3 >
ofloxacin (55.0)  (30.0)  (15.0) 1.56 6.25
ciprofloxacin (4080) <4080> (2040) 0.39 0.78
100 CFU/mL. ( )%
Table 6. Concentrations in aqueous humor and serum of gatifloxacin
after oral administration
No. Age Sex Dose Time Concentration in  Concentration A/S
: <§) (mg) (h) aqueous humor in serum ratio
(lug/mL) (/zg/mL)
1 59 F 100 2.25 0.07 0.96 0.07
2 55 F 100 7.78 0.10 0.54 0.19
3 70 M 100 8.33 0.11 0.51 0.22
4 68 F 100 23.93 0.10 0.34 0.29
1 71 F 150 2.17 0.13 1.67 0.08
2 76 F 150 3 0.24 1.64 0.15
3 61 F 150 5.25 0.25 1.43 0.17
4 77 M 150 7.25 0.14 0.96 0.15
5 86 F 150 7.25 0.23 0.81 0.28
6 83 F 150 24 0.19 0.43 0.44
7 65 F 150 47.75 0.04 0.03 1.33
1 71 F 200 2.37 0.04 0.33 0.12
2 56 M 200 3.92 0.15 1.66 0.09
3 70 M 200 4.03 0.16 1.65 0.10
4 68 F 200 7.75 0.22 1.14 0.19
5 67 F 200 7.75 0.16 0.93 0.17
6 64 M 200 23.83 0.19 0.38 0.50
7 58 F 200 24.03 0.09 0.15 0.60

AiBE K3 & UMM iR BEHIE R R & Table 612/ L7,
100mg $%5-FF D FI K H iR 13 4% 5 2.25 ~ 23.93 Bl #&

T0.07~0.11 pg/mLTH Y,

#RE130.34~0.96,

[FIRE L2 E & AL 7C i

AER~I20.07~0.29 TH o 720 &
7z, KRS, 150mg &5 TI32.17~47. 75 K #% CTHif
KR 0.04~0.25 pg/mL, MiEHRE0.03~1.67

ng/mL THILEIZ0.08~1.33 Th - 72, 200mg 5
T U 2,37 ~ 24.03 581 % T A K Fhi FE 0.04 ~ 0.22
ug/mL, L& PE0.15~1.66 ng/mL, #HfLik
0.09~0.60 TH 7=,

2) BEARBRIN R

BRI 35 & VMG iR BE e 45 SR % Table 712 L7z,
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Table 7. Concentrations in tarsal gland and serum of gatifloxacin after

oral administration

No. Age  Sex Dose Time

Concentration
in tarsal gland

anceptratlon T/S
in serum

(y) (mg) (h) (ng/g) (ug/mL) ratio
1 17 F 100 1.80 1.08 0.76 1.42
2 23 M 100 2.12 2.22 0.66 3.36
3 25 M 100 2.33 1.99 0.78 2.55
1 54 F 200 1.87 4.36 1.61 2.71
2 51 F 200 2.17 6.02 1.90 3.17
3 17 F 200 2.50 5.42 1.96 2.77

Table 8. Concentrations in conjunctiva and serum of gatifloxacin after

oral administration

No. Age  Sex Dose Time

Concentration
in conjunctiva

Concentration
in serum C/S

<y) (mg> (h) (,ug/g) (/ug/mL> ratio
1 67 M 100 2.15 0.87 0.60 1.45
2 61 M 100 2.07 0.69 0.29 2.38
3 66 F 100 2.50 1.40 1.39 1.01
1 61 F 200 2.00 3.46 2.58 1.34
2 67 F 200 2.25 3.28 2.22 1.48
3 68 F 200 2.37 2.27 1.86 1.22

100mg 5% 5-0 O BRI N i 2 1345 - 1.8 ~2.33 Rl % T
1.08~2.22 ug/gTdH, [HIEIHIGE S A7 IME F iR g
120.66~0.78 ng/mL, FIMiEILIZ1.42~3.36 TH > 72,
200mg #5585 TUE 1.87 ~ 2.5 By i 4 CIEAIR NI L 4.36 ~
6.02 ng/g, MiFPREE1.61~1.96 xg/mL, xfiliikk
2.71~3.17THh -7,

3)  AEREINRE

i L VMg iR e RS B & Table 812 L7z,
100mg % 5- W5 O #E N % 13 4% 15 2.07 ~ 2.5 K & C
0.69~1.40 ng/gTH Y, [FEFIZHEIE S 7ML PR
120.29~1.39 ng/mL, AiiFElIZ1.01~2.38 TH > 72,
200mg % G0 T3 2 ~2.37 B 1% CHREIEINERE 2.27 ~ 3.46
ug/ g, IMiEMEE1.86~2.58 ng/mL, Xt
1.22~1.48 TH -~ 72,

3. RRIKER

1) JEFIER (Fig. 1)

AT RO OIEGIMER & Fig. 112, BRob - BiiE o
% Table 9IZ/RL 7z, HIAEBIHITI48BITH D, ERKED
RO FENL 44 GITAFERBNLABITH > 72 (BRA -
WE%R8.3%) FOWRIZWBDIEREET 26, %5
AR (BEEERICTHIR) 16, 7utaFf s a s it
FHHEPEN 1B TDH > 720

SIEH O M x50 46 B AR BN W75 LLRE R B
HTD2HTah -7,

B E O IEAT A 5013 18 B TARRIBNIL 3061 T -

7oo FOPNRITWZDRERIES 3 260, %5 %ERRE
AL 16, BMEEHEALELIG, MREREM266ITH -7,
RO BT 5013 44 BICAITRABNIABITH > 72,
A5 FR VR O FRAT K G450 13 B PR 50D SR SR AT 450 C A 2 R
DR RBIE L7z 7270, BRMEIATERATH -
THEBNC BT, BER 23R REEEE SR L
7REBNEE A ORI 6 & L7,

2) BEHER (Table 10)

PERNIZEM31.8% (14/44), #®M68.2% (30/44)
Thoto FEIZ16~78/IZoMm L, 10 RT40/%
BrXIZIEWEICHMH LTV, HEIZAME0.9% (40/
44), 1B8Y2.3% (1/44), BEHOBMEELE% (2/44),
FavE2.3% (1/44) T -7z, EIEREIIEE20.5% (9/
44), HhEERET5.0% (33/44), EE4.6% (2/44) T
Hotlo H5EIZ100mg, 150mg, 200mgD % 1H2
% 5-FI A F N EN61.4% (27/44), 11.4% (5/44),
22.7% (10/44) T Y, 200mg®1H 1EH%551534.6 %
(2/44) THo 1=, F5HENIE3 AMHES6.8% (3/44),
4~7 HRE¥%5-79.5% (35/44), 8~14 Q%5 13.6 %
(6/44) TH -1,

3) BRI

AN S B OBKRMFE A Table 11 IR L7, B
PRANH O ST R G450 44 Bl O BEIRGD R\ E XD 34 61, HED
7RI, ReRAER226, EHIGT, FEEEHEEDLE
HEME (UITAEDE) 1393.2% (41/44) THoT,
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Total no. of patients enrolled
48 patients
No. of patients evaluated for
I | ]
Clinical efficacy Side effects Laboratory findings Usefulness
44 patients 46 patients 18 patients 44 patients
Fig. 1. Number of patients evaluated
Table 9. Reasons for exclusion from evaluation
No. of Clinical Side Laboratory . .
Reasons cases efficacy effect findings Usefulness
Did not return after first consultation 2 X X X X
Invalid case of quinolone and insufficient
clinical laboratory test items 1 X O x X
Discontinuance caused by concomitant symptom,
insufficient dosing and insufficient clinical X O X X
laboratory test items
Insufficient clinical laboratory test items 26 O O X O
Total no. of cases excluded 4 2 30 4

O evaluated, X : excluded

AT RIS OfE R %2 BB

(1) FERH 5 &85 BRIz R

#5285 OFFFIZ100mg X 2E/H, 150mg X 2[6]/H,
200mg X 1[Al/H, 200mg X 2[@/HTEFNF92.6%
(25/27), 100% (5/5), 50% (1/2), 100% (10/10)
TdH o7z (Table 11), LIF, EEBNIIEKND,

ORRBE % 1HII L TAEH 100mg % 1 B 2 \H% 5L
ToRER, A HERS L D ERAIUE LESHORETH )
BRFEIZ100% (1/1) THotz,

Q@XM FEDIERIIL 15 BT,
negative staphylococci (CNS),
Propionibacterium acnes & S 1,
2, 34012 150mg % 1 H2M0, 26/12200mg%1H1
%5 L7z, 3~7THMIESIZ LY, EROBI, Huh5H,
R 1 BIOMAETH ) ARFEIL93.3% (14/15) THo
72 RN 1 BT P ERE O FRE AT L TAREH 200mg
Z1H1M, 4HEES L, EEROETWHAIHEEL %0
S IHEBITH - 72,

@RERDAERB X5 B T, S aureus, CNS,
Neisseria spp.3 &

S. aureus, coagulase-
Pseudomonas cepacia,

10%012100mg # 1 H

a -
Streptococcus, Corynebacterium spp.,
U¥ Haemophilus influenzae 75 4, 26012100mg % 1 H

2108, 3#112200mgl H 2[5 L7z, 6~11 H#E& 512

L0, FExAB, RRHHIBITHY, HrhEIE80% (4/5)
THotzo RRADO 1 BUIPEREORE I L TARE
#100mg = 1 H2Mm, 7HMES L, ZIEROEEKLE
R A Lo 7HERI T - 72,

@GR 2 D FEFI X 2 1T, S.
Streptococcus agalactiae 315 X U P. cepacia 73 &4, 14
($100mg = 1 H2[El, 1#0i3150mg % 1 H2m4%5 L7,
SHMIM U4 HIx G2 & W FExh 161, RH1HIOM
OO N, HRFEIIS0% (1/2) Tholz. RRHM
D1 BT EE ORI L CAER 100mg # 1 H 2
o, 8 HMS5 L, FIERORDWATHIL 2o %
BITH o7,

O D FERIIE 10 6T, CNS,
Streptococcus oralis 3 X U Corynebacterium spp. 73R H &
n, EfIIAER100mgx 1 H20%5 L7z, 3~7HRM
5L, FEXH8H, AR2HOMMETH ) FHEIZ
100 % (10/10) Td -7z,

© MR B B 45 o fE B 1x 2 B T, CNS, S. oralis, P.
aeruginosa 3 £ U° P. cepacia 75k &4, 16012 100mg %

CNS,

aureus,

S. aureus,

1H2MH, 1612200mg % 1H2[E4%5 L7, 4 HREES
WD FED OO, HRFEIZ100% (2/2)
THo7,
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Table 10. Background of patients
Blepharitis Hordeolum Lid abscess Dacryocystitis Conjunctivitis Meibomitis Keratitis Corneal ulcer| total
sex .
male 6 1 4 3 14
female 1 9 2 1 6 1 5 30
totai 1 15 2 2 10 1 8 44
age .
16-19 1 1 2
20-29 5 2 7
30-39 5 3 8
40-49 1 2 3
50-59 3 1 4 8
60-69 1 1 2 1 2 8
70-79 1 1 2 8
total 1 15 2 2 10 1 8 44
type .
acute 1 15 2 1 10 1 8 40
chronic 1
acute exacerbation 2
of chronic
subacute 1 1
total 1 15 2 2 10 1 8 44
severity .
mild 1 5 3 9
moderate 10 2 2 7 1 7 33
serious 1 2
total 1 15 2 2 10 1 8 44
dose .
100 X 2 1 10 1 1 10 2 27
150 X 2 3 1 1 5
200 X 1 2 2
200 X 2 1 6 10
total 1 15 2 2 10 1 8 44
administration
period (days) :
3 1 2 3
4-7 1 14 2 1 8 1 5 35
8-14 1 3 6
total 1 15 2 2 10 1 44

DOABEROIEBIL 1 BT, S aureus S S, AR
A 150mg & 1 H2 x5 L7z, 5 ARSI L hFERHD
BAETHDFEIZI00% (1/1) THo 7,

@ MHEEH DIER L8 BIT, CNS, Streprococcus mitis,

Streptococcus pneumoniae, Morganella morganii 3 & U P.
cepacia 75f S, 26012 100mg # 1 H 218, 661
200mg % 1 H2 Mm% 5 L7ze 4~13 HIEES 2L b &6
DEHOBAETHHFEIL100% (8/8) THho1z,

(2) 57 BETR 51 R IR0 4

SHERE B OBRIRSEE Table 12128 L 72, BHE K
25 TlL, S, aureus, CNS, S. pneumoniae, S. mitis D%
7 LIHTER GG 15 FlOF%313£86.7% (13/15), M.
morganii, P. cepacia D 7" T L FEVER EGB) 2 5] O FHE=R
13100% (2/2) TH-o72o $72, HWEEEGEG 8o
AxhFEIE100% (8/8) Th o7z, WKL X N7GEH

EROFRNHIL92.0% (23/25) TH-o7,

4) ME AR R

(1) 7THEREPMEENRR (FHRELE)

SRER B E F AR R % Table 131I/R L7z, HMHE
GBI T, S. aureus, CNS, S. pneumoniae, S. mitis 7
77 LBTERERG 1S BlOBRME(L L B GbE /2’
P =212 93.3% (14/15), M. morganii, P. cepacia ®
77 LETERERGS) 2 Bl O WL ERIZ 100 % (2/2) T
Hot, T, BEEBRGEG8FIOBEMILEIL87.5%
(7/8) Th o7z WA S NIEGI 2RO BHRREILE
1392.0% (23/25) TH o7,

(2) THMREOHE

SEERE O R % Table 141 2R L7, RS T L0

B TILS. aureus 5%, CNS 14 %k, S. pneumoniae 1%k,

a - Streptococcus 1 ¥k, S. agalactiae 1 ¥k, S. mitis 1 ¥,
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Table 11. Efficacy of gatifloxacin classified by clinical diagnosis

Daily Clinical effect
Diagnosis dosage  No. Efficacy rate*(%)
(mg) Excellent Good Fair Poor
Blepharitis 100 X 2 1 1 1/1
Hordeolum 100 X 2 10 6 4 10/10 (100)
150 X 2 3 2 1 3/3
200 X' 1 2 1 1 1/2
Subtotal 15 9 5 1 14/15 (93.3)
Dacryocystitis 100 X 2 2 1 1 1/2
200 X 2 3 3 3/3
Subtotal 5 4 1 4/5
Conjunctivitis 100 X 2 1 1 0/1
150 X 2 1 1 1/1
Subtotal 2 1 1 1/2
Meibomitis 100 X 2 10 8 2 10/10 (100)
Lid abscess 100 X 2 1 1 1/1
200 X 2 1 1 1/1
Subtotal 2 2 2/2
Keratitis 150 X 2 1 1 1/1
Corneal ulcer 100X 2 2 2 2/2
200 X 2 6 6 6/6
Subtotal 8 8 8/8
Total 100x2 27 19 6 2 25/27 (92.6)
150 X 2 5 4 1 5/5
200 X' 1 2 1 1 1/2
200X 2 10 10 10/10 (100)
44 34 7 2 1 41/44 (93.2)

*Excellent+Good

Table 12. Clinical efficacy classified by organisms isolated

Clinical efficacy
Organisms isolated No. Efficacy rate*(%)
Excellent Good Fair Poor

Monomicrobial Gram- positive  Staphylococcus aureus 3 3 3/3
infection bacteria Coagulase-negative staphylococci 10 5 3 2 8/10 (80.0)
Streptococcus pneumoniae 1 1 1/1
Streptococcus mitis 1 1 1/1
Subtotal 15 10 3 2 0 13/15 (86.7)
Gram-negative Morganella morganii 1 1 1/1
bacteria Pseudomonas aeruginosa 1 1 1/1
Subtotal 2 2 0 0 0 2/2
Total 17 12 3 2 0 15/17 (88.2)
Polymicrobial 2 species 6 6 6/6
infection =3 species 2 2 2/2
Subtotal 8 8 0 0 0 8/8
Total 25 20 3 2 0 23/25 (92.0)

* Excellent+Good



VOL. 47 S—2

HRRHEC 5519 5 GELX DIEREH - Bk mia 397

Table 13.

Bacteriological efficacy classified by organisms isolated

Bacteriological efficacy

Organisms isolated No. Decgerased Erat(iif(altg/i?n
Eradicated ; Replaced Unchanged ~ T&t€ '7°
partially
eradicated
Monomicrobial Gram- positive  Staphvlococcus aureus 3 3 3/3
infection bacteria Coagulase-negative staphylococci 10 9 1 9/10 (90.0)
Streptococcus pneumoniae 1 1 1/1
Streptococcus mitis 1 1 1/1
Subtotal 15 14 0 0 1 14/15 (93.3)
Gram-negative Morganella morganii 1 1 1/1
bacteria Pseudomonas aeruginosa 1 1 1/1
Subtotal 2 2 0 0 0 2/2
Total 17 16 16/17 (94.1)
Polymicrobial 2 species 6 5 1 5/6
infection =3 species 2 1 1 2/2
Subtotal 6 1 1 0 7/8
Total 25 22 1 1 1 23/25 (92.0)

*Eradicated+ Replaced

Table 14. Bacteriological response to gatifloxacin

Organisms No. of strains Eradicated(%) Persisted

Aerobic gram-positive bacteria

Staphylococcus aureus 5 5
Coagulase-negative staphylococci 14 12 (85.7) 2

« - Streptococcus 1 1

Streptococcus agalactiae 1 1

Streptococcus mitis 1 1

Streptococcus oralis 1 1

Streptococcus pneumoniae 1 1

Corynebacterium spp. 2 2

Subtotal 26 24 (92.3) 2
Aerobic gram-negative bacteria

Haemophilus influenzae 1 1

Pseudomonas aeruginosa 1 1

Pseudomonas cepacia 4 4

Morganella morganii 1 1

Neisseria spp. 1 1

Subtotal 8 8
Anaerobic gram- positive bacteria

Propionibacterium acnes 1 1

Total 35 33 (94.3) 2

S. oralis 1 ¥k, Corvnebacterium spp. 2¥HH Sz, =
NWHDHEHDH) L CNS D 2D ARDEREL, 5D D24 #
EEL, R 7 LRI 92.3% (24/26) OF
HERTH 720 77 LBRVER TIE Haemophilus influenzae
1 ¥k, P. aeruginosa 1 ¥k, P.cepacia 4 ¥k, M. morganii
L ¥k, Neisseria spp.l FEASMEH S L7205, B TOHEMHE
KLURHEEHRIZ100% (8/8) Thoto T/, HERME
77 LR T P.oacnes 1 BEARHE E 72252 L 100 %
(1/1) ODEHEEFETH > 72, M SNI-HEROREE

#1394.3% (33/35) THo':,

5 Rw&Ek

(1) EIfEH

BIVER O RBI46 B 1B (2.2 %) (ZEIVER A5RE
5N/ (Table 15)o 5 H 2B O IR
AR, G LD ER L,

(2) BRRMRAEMRE

FRARIRAE O T 60 18 6lrh, 141 (5.6 %) IZLAP
EADRRREMEE T H RO 57z (Table 16),
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Table 15. Side effect
Sex Severity Relation . Daily . Continuation -
No. Age Diagnosis ’rre};pcetio(f of to ()Tc‘l‘mre ?lf‘ dosage Duat)lon or L‘hi?gforgf
(y) reaction the drug currence (mg) discontinuation symp
. disappeared
1 2 Hordeolum g;)si;(;r;fr(l)crt mild  probable gg?nirolis(gatiot 200 X 1 4 continuation (3 days later,
no treatment)
Table 16. Abnormal laboratory findings
Sex Relation  Daily -
No. Age Diagnosis (beforIée'rPafter) to dosage Du(rgt)lan
(y) the drug (mg)
1 2F5 Hordeolum (971;}\11)50) probable 200 X1 4
Table 17. Usefulness
Usefulness
No. Usefulness rate*
Markedly Useful  Borderline Useless (%)
useful useful
44 11 30 1 41/44 (93.2)
*Markedly useful + Useful
6) HH% W45 GFLX oL /113 SPFX, TFLX, CPFX &
HREOWATS RB144 6, [BoOTHR 116, T4 12IFE%ST, OFLX X)L T, F70, HRERGES
H1 306, [=EH] 26, TEHTARV]1HT, F H L0 L7 S ERAED S, aureus 20 ¥RIZXT T AP

FA#1393.2% (41/44) To& -7z (Table 17),

m #% %=

GFLX 37 7 LPaMR B L U7 7 AR LA W
THART PVARTIENROOLNT WD, FFIZF/
Oy EROSMIZAMFUHEELEALLZZEIZLD, S
pneumoniae % (I U &5 7T LEHHEB L OHEERER 2
K9 B PUHE A S, & 512 Chlamydia spp., Legionella
spp., Mycoplasma pneumoniae 3 & U8 Mycobacterium spp.
WL ZFNEFNREZIEEELZ AL, ERO7VFOF
0 YREEICHL, TEAXZ P AbKLTw
50, REHIOIRFHEIBRGIE T B ERRICHD 720
12, IRMEEA~OBITHS L CIRBHESURGIEIZ T 5 F
M & IR ETEIZ O W TRE L 72,

BB RFERERARIRBEHEZ RSN TV B FER" &
HEOEERICET A EZRE L, BEERIIET 2
TR % e L7c4E R, GFLX O A7 FIVIESPFX,
TFLX, OFLX B L UCPFX L L TS, 77 4
PR A3 5 GFLX OHLE JIE SPFX B L O TFLX &
1312[E% ¢, OFLX BLUCPFX LW EN, 77 LEM%

TREDORERTIE, GFLXIE=0.05~0.20 g/ mL 2%
ZMWofi e~ L TFLX B L O'SPFX & RIS IZENIUE
HaRLTwiz (MIC, =0.10 g/ mL) o P. aeruginosa
20k LTI, 0.39~6.25 ng/mL OB &R
L, MIC.%3.13 g/ mL TTFLX & SPFX OH Iz
BELTWw,

SR BIME AR B L O BRI R EE AL L,
77 LEMRB LU 7 LBEMHR & D 90 %L EO KRN
fEEBLUOHEBEEELRL, GFLX OIRILVIIE AR Y
PV EBBWIIE N 2 RTHRTH o7,

RMEANBTHOKREL, MAKEANTH 2
balofloxacin (BLFX, Q-35)", pazufloxacin (PZFX,
T-3761)" ¥ & prulifloxacin (PUFX, NM-441)"
DOl 5% (200mg) THETZ L, KHlEHREDR
R LRI IR 12DV TUEPUFX (0.09656 1g/mL)
<BLFX (0.19 pg/mL) =GFLX (0.22 pg/mL) =
PZFX (0.225 ig/mL), BEABRAIRELIZ DWW TIZPUFX
(1.13 ng/g) <GFLX (6.02 ;ig/g) <PZFX (8.8 ug/g),
FERENIREE IS DWW TIEGFLX (3.46 1g/g) <PZEFX (10.81
ng/g) Thotzo MRS L OHIEN RS REILPZFX
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LN RRMVIRETH > 7245, GFLX OxF i 2 K
BRINIREE3.17, HEEMNERE1.34 TH Y, GFLX DER
ToHEARIR B & ORI AT AR S iz,

RBR S, ZRibE, BRMOR 25, ARBRERNS, FEMRZs, W
%, AR, MEEEOSEGNIINT 5 E5M e Rett
AT L7z, REHO100mg, 150mg F 7212 200mg %
TH IR E 7232 M% 2~13 A&S LR, 4460
EM34BI, HRTH, RREH2H, EHIFTHY,
HRHL93.2% (41/44) OB TH - 72, REK5H)
HABNIER), 1EHERCRARITH o720 RRENDER)
ZonTiE, FEROREERBTSRATHEEET, ki
KTo»AHCNSDOGFLX 1239 5 MIC%53.13 ug/mL &
VI EDPLEEEOARRE (100mg, 1H2M) 272
S, T, AEEEE - SHEORERELEEL TV
LEEZONT, BB, HBHAEEEROOFLX, TFLX
BLOCPFXDOARFIZH S 5 MICHHIZ25 ng/mL, >25
ng/mLBLT100 g/ mL TCGFLXOMICHEL b &
fETdH -7,

RN THRS E, TH2ERS L72426109 5 100mg
R GHERITIX92.6 % (25/27), 150mgi3100% (5/5)
BLU200mgi3100% (10/10) OFMETH - 72,

F7:, KIGERTIES aureus 5B (HEINFERG 3B,
BE G 205)), S. pneumoniae 1) (HIRFE KL 1F]) o
FHERERH SN, NS 6BIORERMEIIETENT
Y, ETOEPHEL TV, ZOREIE, KRR
TRHRHSNTWD T T LRI T 2 PH 705k S 25E
RGP L TS EEZLND,

BITERIZDWTId, &IVER O3 £50 46 FH4 161
(2.2 %) I(ZEEE OB L R 2 EF 2RO S
A, GRS X ) ER IR L Twvs, BRIRAE
BEIZOWTIE, BRI 2518 Bl 1 61
(5.6 %) IZLAP EHD D LN,

REIZT7VAOX 02 RRET 2 7= B A0S
WH DR H Y, FERIDPUE BAE, MIREEICERIN
HIENHRESINTEY, HESLY 12X 5 & FIRERD
NGB A 7 = (10 g/mL) V235§ 245 A%IECPFX >
pefloxacin = norfloxacin > OFLX > GFLX (36.9%) =
LFLX > fleroxacin ®if i s CTnb, /2, #F
@7 F & 7 ISR RO BRET Tldx 7 = 23k
EAHMMKIZ B VT GFLX IRE DR A % A 5380 51
TWh, A7 ERMBOWY - EFRABLUOBEES
F R - DRI R TR R A 5% 2R T 159 B L O
268 ng/g T, FEMFAISIRA L 8B MI%I2124.57 B L
6.12 ug/g b >THH, FREIIZI10.7THBLT12.1
HThoZ EFMmE SN TWwA, GFLX 3oy 7 L+
OF /0 RPURE L MR 2 7 = 0 SHFMMRICERE
THMTHH, FOMGETHENTHY, FEHIZH
10~12HTHB7:0, INLOFEREILSHERTLEL K

DR~DZEIIL RV ERDND,

BLE, GFLX 22w THERER % & UIZERIRIIARET 217
o TR B, AREFNE KR SRR GE L L
T, 1[100mgl H 2[5 TH HARAMEIRETE 5
HIOMEEEERONLD, FERBIUPEERIZL > T
HEZHEC LR OLENSH L EEZ LN,

X 8
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Fundamental and clinical studies of gatifloxacin
in ophthalmology

Masao Ooishi’, Yutaka Tazawa”, Atsushi Fukuda®, Akiko Suzuki’,
Akira Imai', Kazuyuki Sasaki®, Kazuko Kitagawa’, Koichi Asano?,
Takaaki Hujiwara™, Kei Yoshino”, Mari Suzuki®, Yoshitaka Miyanaga”,
Kazuo Tokuda”, Yoko Miyao”, Jiro Hara'
" Department of Ophthalmology, Niigata University, School of Medicine
757 Ichiban-cho, Asahimachi-dori, Niigata 951-8510, Japan

* Department of Ophthalmology, Iwate Medical University, School of Medicine

' Department of Ophthalmology, Akita Red Cross Hospital

" Department of Ophthalmology, Suibarago Hospital

" Department of Ophthalmology, Kanazawa Medical University

Department of Ophthalmology, Ushitsu General Hospital

" Department of Ophthalmology, Kyorin University, School of Medicine

Department of Ophthalmology, Inagi Municipal Hospital

Department of Ophthalmology, Daini Hospital, Tokyo Women’s Medical College

" Department of Ophthalmology, Kinki Central Hospital

Studies of the fundamental characteristics and clinical usefulness of gatifloxacin, a newly
developed fluoroquinolone antibacterial drug, were performed in the field of ophthalmology.

1) Antibacterial activity . The antibacterial activity of gatifloxacin (GFLX) was found to
be similar to tosufloxacin (TFLX) and sparfloxacin (SPFX), and superior to ofloxacin (OFLX).

MICs of GFLX against standard strains (35 strains) were below concentration (1.71 xg/mlL),
rising to 200 mg oral administration of GFLX except for a single strain of Pseudomonas aeruginosa.

Against Staphylococcus aureus stored in our laboratory, MIC, of GFLX was 0.10 xg/mL, a value
similar to that of TFLX and SPFX.

MIC., of GFLX was 3.13 xg/mL against Pseudomonas aeruginosa stored in our laboratory, a level
of antibacterial activity between SPFX and TFLX against these strains.

2) Ocular penetration . After 200 mg oral administration, concentrations of GFLX in human
aqueous humor, tarsus gland tissue, and conjunctiva were 0.04~0.22 xg/mL (at 2.37~24.03 h,
0.09~0.60 times the serum level), 4.36~6.02 pg/g (at 1.87~2.5 h, 2.71~3.17 times the serum
level), and 2.27~3.46 ng/g (at 2.00~2.37 h, 1.22~1.48 times the serum level), respectively.

3) Clinical study: In a clinical study, GFLX was administered orally once or twice a day
at daily doses of 200 mg, 300 mg, or 400 mg to forty-four cases evaluated for clinical efficacy.

Clinical response was excellent in 34 cases, good in 7 cases, fair in 2 cases, and poor in
1 case, with an efficacy rate of 93.2% (41/44).

As to bacteriological efficacy, the eradication rate was 92.0% (23/25) for the twenty-five
cases evaluated.

Side effects were evaluated in 46 cases, and one case of discomfort epigastric was found,
an appearance rate of 2.2% (1/46).

In the 18 cases evaluated for abnormal laboratory findings, there was one case of elevation
of LAP, making the appearance rate of abnormal laboratory findings 5.6 % (1/18).

Finally, the usefulness rate was 93.2% (41/44).



