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Table 1-1. Clinical results of loracarbef treatment
Case | Age . . . Daily dose | Duration | Total dose .

1o, @ Sex Diagnosis Organism (mg x times) | (days) ® Efficacy |Side effects
1| 33| M | meibomits | —-cudermidi 200 x 2 7 2.8 good (-)
2 | 21 | F | meibomitis p. (“_‘;’“ 200 x 2 9 3.6 good (=)
3|39 | F | meibomitis = 200x 2 7 2.8 good (-)
4 | 38 | M | meibomitis S. epidermidis 200 x 2 3 1.2 excellent (=)
5 | 50 | M | meibomitis (=) 200 2 7 2.8 good (-)

. . P. anaerobius
6 18 F meibomitis ) 200 x 2 4 1.6 good (=)
7 | 27| F | meibomitis S. epidermidis 200 x 2 7 2.8 good (-)
P. acnes
8 | 19 | F | meibomitis ) 200 2 4 1.6 good -)
Peptostreptococcus sp.
9 46 M meibomitis P. acnes 200 x 3 6 3.6 good (=)
(=)

10 | 29 | M | meibomitis P. acnes 200 x 3 3 1.8 excellent | (=)

1 |21 | F meibomitis (=) 200 x 3 3 1.6 good (-)

12 | 46 | F | meibomitis E:; 200 x 2 5 2.0 good (=)

13 34 F meibomitis =) 200 x 2 3 1.2 excellent (=)

14 | 41| F | meibomitis E:; 200 x 2 4 1.6 good (-)

15 | 42 | F | meibomitis p. ("_‘;'es 200 x 3 5 3.0 good (-)

16 | 17 | F | meibomitis = 200 x 2 3 1.2 good =)

17 | 68 | M | meibomitis = 200 x 2 3 1.0 good =)

18 | 55 | F | meibomitis P. acnes 200 x 2 5 2.0 good (=)

19 25 M meibomitis E:; 200 x 2 3 1.2 excellent (=)
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Table 1-2. Clinical results of loracarbef treatment
Case | Age . . . Daily dose | Duration | Total dose ide eff
t.
o, W Sex Diagnosis Organism (mg x times) | (days) @ Efficacy |Side effects
20 | 31 | M | hordeolum (=) 200 x 2 4 1.6 good (=)
21 | 61 | M | hordeolum S. ””’(df’)’"‘d‘s 200 x 2 5 2.0 good (-)
22 | 19 | M | hordeolum (=) 200 x 2 7 2.8 good (=)
23 | 24 | F | hordeolum (=) 200 x 2 3 12 | excellent | (=)
24 |19 | F | hordeolum = 200x 2 4 16 good (-
25 | 35 | F | hordeoum = 200 x 2 2 0.8 | excellent | (-)
26 19 F hordeolum 2:; 200 x 2 3 1.2 excellent (=)
S. aureus
27 21 F hordeolum S. epidermidis 200 x 3 7 4.2 good (=)
(=)
28 25 M hordeolum 2:; 200 x 2 3 1.2 excellent (=)
29 | 58 | F | hordeolum E:; 200 x 3 4 2.4 excellent | ()
30 18 F hordeolum E: ; 200 x 2 3 1.2 excellent (=)
31 36 F hordeolum E:; 200 x 2 8 3.2 good (=)
S. pneumoniae
Corynebacterium sp.
32 32 M | dacryocystitis Eubacterium sp. 200 x 3 7 4.2 excellent (=)
Propionibacterium sp.
NF-GNR*
33 32 F keratitis E:; 200x 3 4 2.4 excellent (-)
*: Non-glucose-fermentative gram-negative rod
Table 2. Clinical efficacy of loracarbef
; Efficacy
Diagnosis Daily dose No. of cases Efficacy rate
(g x times) excellent good fair poor (%)
U 0.2x2 15 3 12 100
Meibomitis 0.2x3 4 1 3
0.2x2 10 5 5 100
Hordeolum 0.2x3 9 1 1
Keratitis 0.2x3 1 1
Dacryocystitis 0.2x3 1 1
Total 33 12 21 100
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Pharmacokinetic parameters of loracarbef
Tmax  Cmax Ty AUC
(h) (ug/ml) (h)  (ugh/ml)
Plasma 0.5 8.80 1.34 10.5
Tear 0.5 0.76 0.501  0.900
Fig. 1. Tear and plasma levels of loracarbef

after a single oral administration at a dose
of 200 mg in healthy subjects.

Table 3. Tear and plasma levels of loracarbef after a single oral administration
at a dose of 200 mg in healthy subjects

Time after administration 0.5 ) ) 5 X -
(h)
n 3 3 4 4 3 3
Tearlevel” | y1on+SD | 0.76+0.25 | 0.47£0.31 | 0.13£0.12 | 0.03+0.03 - _
(ug/ml)
n 3 3 4 4 3 3
* %
Plaszzllrfﬂv)el Mean+SD | 8.80+3.05 | 3.33+1.86 | 1.60+0.55 | 0.70%0.24 | 0.73+£0.21 | 0.17+0.06
Tear level
/Plasma level 0.09 0.14 0.08 0.04 — _

*Assay limit 0.04 pg/ml
**Assay limit 0.01 pg/ml
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Clinical efficacy of loracarbef in external eye diseases and its penetration into
human tear

Kei Yoshino, Kazuo Ishikawa, Koji Yata and Takaaki Fujiwara
Department of Ophthalmology, School of Medicine, Kyorin University
6-20-2 Shinkawa, Mitaka, Japan

Yoshie Kawai

Kikuchi Eye Hospital

To evaluate its clinical efficacy, we gave loracarbef (LCBF ), a new carbacephem antibiotic, to a
total of 33 patients: 19 with meibomitis, 12 with hordeolum, 1 with keratitis and 1 with
dacryocystitis. The drug was given at 200 mg two or three times a day. The duration of

administration ranged from 2 to 9 days. Clinical efficacy was excellent in 12 patients and good in
21, the efficacy rate being 100%. There were no side effects.

After a single dose of 200 mg of LCBF in fasting healthy volunteers, LCBF levels in tear and
plasma were determined. The peak levels in tear were achieved at 30 minutes after dosing, and the
mean peak level was 0.76 pg/ml, which corresponded to about 9% of the mean plasma level at the

time.



