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Table 1. Items and schedule of laboratory tests

Item Before Day 7 Day 14
erythrocytes ] [ (
hemoglobin o ( J :

hematocrit o o
r}?l(l)Odis leukocytes ] [
analys hemogram O O O
platelets ( ( ]
reticulocyte O O O
S-GOT o o ([ ]
S-GPT : : :
. Al-P
Hepatic | i bin(total, direct) ® ° °
function test LDH ® ® ®
y -GTP [ ] [ ] [
LAP o [ ] [ )
Renal BUN o [ J [
function test | S-creatinine o o { ]
protein ([ ] [ ) ([ J
sugar [ ) o [ J
Urinalysis urobilinogen o { ] o
sedimentation o o ([
occult blood O O O
electrolyte(Na, K, Cl) 8 8 8
. blood sugar )

Others | ESR(1 h value) O O O
CRP O O O

@ . indispensable O

should be

performed as often as possible
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Table 2.

Criteria for clinical response*

Excellent : When main symptom(s) disappeared within 4 days** or total score of symptoms became

one-third of initial total score

(**7 days for dacryocystitis and corneal ulcer)

Good : When main symptom(s) disappeared within 7 days or total score of symptoms became

one-fourth of initial total score

Fair : When symptoms improved, but not sufficient for criteria for good

Poor . When symptoms did not improve

* . prepared in accordance with the judgment criteria established,
by the Japanese Association for Ocular Infection.
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Table 3. Schedule for obtaining tear and plasma samples from healthy volunteers
Body . [Sampling times (h)]
Volﬁgteer Sex /(Xg)e weight H(ilrg;rl})lt
: Y (kg) 05 1 2 4 6 8 10 12
1 male 26 62.6 174.3 o O O O
2 male 25 70.1 174.7 O O O O
3 male 29 ) 59.5 169.3 O O O O
4 male 22 64.1 172.4 O O O O
5 male 23 67.0 178.1 O O O O
6 male 21 72.5 w7 O ______ o O O ______________
7 male 27 71.2 170.5 @) O O O O
8 male 27 66.0 166.1 O o O O O
9 male 22 51.6 169.1 O O O O O
range 21-29 51.6-72.5 166.1-178.1 6 6 6 6 6 3 3 3
Mean 24.7 65.0 172.0 _
+S.D. 2.78 6.54 3.63 [No. of specimens]
Table 4. Clinical results of gatifloxacin treatment
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no. | Sex (magl ;2 tir(r)xsees) <udr§}tllso)n tota(g) OS€ 1 gpecies (g/mL) clinical | bacteriological effects
1 7F2 blepharitis 100 X 2 4 0.7 (-) excellent unknown —
58 CNS 0.10 § partially o
2 M hordeolum 100 X 2 5 1 P acnes 0.05 excellent eradicated
3 17\/} conjunctivitis 100 X 2 8 1.6 CNS 0.10 fair eradicated -
4 | 47| meibomitis | 1002 6 11 (-) good unknown -
5 ?\j[l meibomitis 100 X 2 3 0.6 (-) excellent unknown —
6 2}72 meibomitis 100 X 2 4 0.7 (-) excellent unknown -
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Table 5. Tear fluid and serum levels of gatifloxacin after a single oral administration
of 200 mg
time after administration(h) 0 0.5 1 2 4 6 8 10 12
n 6 6 6 6 3 3 3
. Mean 0.00 122 0.90 0.72 057 049 035 033 0.19
Tear fluid level(ng/mL)  “gp" 000 090 057 030 013 010 012 006 0.04
Mean 0.00 142 143 144 1.15 0.97 0.71 068 045
Serum level(yg/mL) SD. 000 095 080 046 029 021 020 010 002
. . Mean 0.85 0.62 050 050 051 049 048 0.41
Tear/serum ratio S.D. 0.34 0.3 013 004 003 0.03 003 0.09
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Fig. 1. Tear fluid and serum levels of gatifloxacin after a single oral administration
of 200 mg of gatifloxacin
BRI O % 812517 B GFLX OiRifiH 3 & OV i i i Table 6. Pharmacokinetic parameters of
OB & ORI/t (GRIME) % Table 512 ggtif_quacir} aftEfr Sogingle oral
— B b 40k e - S g "= administration o mg to
RL72o GFLX 34%5-1% 32 2 1 I h ~FE AT L, &5 fasting healthy volunteers
% 0.5 B TRORMEIZIEL, Z0FHMEid1.22 +0.90
. - ) Tmax Cmax T AUC,
ng/ mL, {5%.[1'111”[3!3: 0.85+0.34 TH 7z, (h  (ug/mL)  (h) (g -h/mL)
“E‘(Tiz‘o‘iU‘[ﬁli%tp@i?@%i%f*?ﬁgli one compartment Tear fluid 0.5 122 478 734
oAb A o YN
model 123 L, FEME e/ —Hei: 7 ?7 kY Serom 5 o ol 520
:1b~y3/rﬁoto%TwMﬁ%ﬁotﬁ%k%
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Clinical efficacy of gatifloxacin in external eye diseases
and its penetration into human tears

Kei Yoshino', Takaaki Fujiwara', Minoru Tsuboi?

" Department of Ophthalmology, School of Medicine, Kyorin University
6-20-2, Shinkawa, Mitaka, Tokyo 181-8611, Japan

* NS clinic

Gatifloxacin (GFLX) is a newly developed fluoroquinolone derivative for oral use. We examined

the clinical efficacy and safety of GFLX in 6 patients with eye infections. The following cases

were studied . 3 cases of meibomitis, and 1 each of blepharitis, hordeolum, and conjunctivitis.

GFLX was administrated b.i.d. at a dose of 200mg for 3 to 8 days. Its clinical efficacy was

excellent in 4, case good in 1, and fair in 1. No side effects and no clinical abnormal findings

were observed. The drug was judged useful in 5 cases and fairly useful in 1.

After a single oral administration of 200mg of GFLX in 9 fasting healthy volunteers, GFLX

levels in both tear fluid and serum were determined. The peak level of GFLX in tear fluid
reached 1.22 £0.90 xg/mL at 0.5 h after administration and the tear/serum ratio was 0.85+ 0.34

at the same time.



