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Table 1. Sensitivity distribution of clinical isolates of Staphylococcus aureus
Inoculum size 10° CFU/ml
MIC (ug/ml)
Antibiotic
=0.05 0.1 0.2 039 078 15 3.13 6.25 12.5 25 50 100 100<
loracarbef 1 2 10 69 32 12 6 6 12 7 8
cefaclor 2 8 1 26 21 51 21 5 3 7 10 10

Table 2. Plasma and skin levels of loracarbef in rats after oral administration of 20 mg/kg of loracarbef

Time (min)
No. of cases
30 60 120 240 360
1 2.135 1.510 0.955 <0.25 <0.25
Skin level 2 <0.25 1.990 0.915 0.435 <0.25
(ug/g) 3 0.365 1.595 1.68 <0.25 <0.25
4 1.250 2.765 0.91 <0.25 <0.25
1.25 1.97 1.12 <0.25 <0.25
mean
(n=3)
1 11.30 9.08 5.93 0.65 1.11
Plasma level 2 1.86 10.66 4.96 2.58 0.60
(ug/ml) 3 4.84 9.29 9.52 1.37 0.46
4 8.64 15.03 4.60 1.07 0.40
8.26 11.02 6.25 1.41 0.64
mean
(n=3)
Ratio of skin level/plasma level 0.151 0.179 0.179

Table 3. Plasma and skin levels of loracarbef after oral administration of loracarbef (200 mg)

in patients undergoing skin surgery

Case Age Time after Plasma level Skin level Ratio
Sex administration .
no. (yr) (mi (ug/ml) (ug/g) (skin/plasma)
min)
1 76 F 60 9.56 2.05 0.21
2 59 F 60 0.12 <0.25 —
3 64 M 120 4.03 0.92 0.23
4 81 F 135 6.15 1.99 0.32
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Table 4. Clinical summary of patients treated with loracarbef
Case Age Sex Diagnosis Daily (.10se Duration Organisms isolated MIC  Clinical Bacteriological Side effects
no. (mg x times)  (days) before treatment (pg/ml) effect effect
1 3 M folliculitis 200x3 7 S. epidermidis excellent  eliminated -
2 38 F folliculitis 200x 3 5 S. aureus 6.25 excellent eliminated -
3 2 F  acnepustiosa  200x3 3 S. epidermidis good  eliminated d“‘i:‘{f;gn“;he
4 U M furuncle 200x 3 5 S. epidermidis excellent  eliminated -
5 32 M furuncle 400x 3 7 - good unknown -
6 18 F furuncle 2003 7 S. aureus 3.13 excellent eliminated -
7 5 F furuncle 200x3 1 S. epidermidis 1.56 fair unchanged —
8 19 F phlegmon 200x 3 14 Y-haemo;).rh;()sgt;:gococcus excellent  eliminated -
9 5 F phlegmon 200x3 7 - good unknown —
10 5 M felon 200x3 7 - excellent  unknown -
11 69 F felon 200x3 6 S. aureus 3.13 excellent eliminated -
12 57 M felon 200x3 8 S. aureus excellent  eliminated -
13 57 M suppurative paronychia 200 x 3 8 S. aureus excellent  eliminated -
14 68 F suppurative paronychia 2003 5 Sé.kav Z{Zf gi 3 fair unchanged -
15 34 M suppurative paronychia 200x3 5 S. aureus excellent  unchanged -
16 76 F suppurative paronychia 200x3 7 S. auriculanis 1.56 excellent eliminated -
17 67 M suppurative paronychia 200 x 3 9 S. aureus good unknown —
18 41 F subcutaneous abscess 200x 3 7 S. millen good eliminated -
19 19 F infectious atheroma 200x 3 3 S. epidermidis excellent  eliminated -
20 31 M infectious atheroma 200x 3 7 K. pneumoniae 0.78 excellent eliminated -
21 19 M infectious atheroma 2003 9 P. magnus 1.56 excellent eliminated -
22 33 M infectious atheroma  200x3 5 S. aureus 12.5  excellent eliminated -
23 47 M infectious atheroma 200x3 10 - excellent  unknown -
24 68 F  secondary infection 200x3 8 S. aureus good unchanged -
25 51 F  secondary infection 200x 3 6 — excellent  unknown -
26 81 M secondary infection 200x3 5 - excellent  unknown -
27 8 M secondary infection 200x3 3 E. cloacae good unknown -
28 72 M secondary infection 200x3 2 X. maltophilia unknown  unknown rash
29 60 F secondary infection 200x3 5 - good unknown -
30 58 F  secondary infection 200x3 7 S. epidermidis 0.78  good eliminated  loose stool
31 57 F  secondary infection 200x3 7 - good unknown -
32 46 M secondary infection 200x3 7 S. aureus 3.13 excellent  eliminated -
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Table 5. Summary of clinical effect of loracarbef
Clinical effect
Group Diagnosis No. of cases xcellont 2o0d P soor Efficacy rate (%)
folliculitis 2 2 2/2
! acne pustulosa 1 1 1/1
Il furuncle 4 2 1 1 3/4
phlegmon 2 1 1 2/2
v felon 3 3 3/3
suppurative paronychia 5 3 1 1 4/5
subentaneous abscess 1 1 1/1
v infectious atheroma 5 5 5/5
VI secondary infection 8 3 5 8/8
Total 31 19 10 2 29/31 (93.5%)
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Basic and clinical studies on loracarbef in the field of dermatology

Rikako Torigoe, Taku Yamada, Yoshiko Abe, Keisei Shimoe,
Hiroko Kanzaki, Hisanori Akiyama and Jir6 Arata
Department of Dermatology, Okayama University Medical School
Shikata-cho 2-5-1, Okayama 700, Japan

Loracarbef (LCBF), a new oral carbacephem, was evaluated in the field of dermatology.

1) Minimum inhibitory concentrations (MICs) of LCBF and cefaclor (CCL) were determined
against 165 isolates of Staphylococcus aureus from skin and skin structure infections. LCBF
showed a peak MIC distribution at 1.56 pg/ml (69 strains), CCL at 3.13 pg/ml (51 strains).

2) Plasma and skin concentrations of LCBF after a single oral administration (20 mg/kg)
were determined in rats. The peak of skin concentration was seen at 60 min, and the skin/plasma
concentration ratio was 0.151 (n=4) at the peak time.

3) Plasma and skin concentrations of LCBF after a single oral administration (200 mg) were
determined in 4 skin surgery patients. The skin/plasma concentration ratios in 3 cases were 0.21,
0.23 and 0.32, respectively. In one case the skin concentration was below the level of sensitivity of
the HPLC assay.

4) LCBF was administered to 32 patients with skin and skin structure infections at a dose of
200 mg or 400 mg t.i.d. The results were excellent in 19 cases, good in 10, fair in 2, and poor in 0.
Dull headache and vomiting were observed in one case, rash in one, and slightly loose stool in one.



