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1. BRREEREREL D SBED S. aureus 51#RI123F$ % TE-031, Oleandomycin(OL), Erythromycin
(EM), Clindamycin(CLDM), Lincomycin(LCM)® MIC % i#fll%E L 7zo MIC %% Tix CLDM< TE-031
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B LUEMABREILZNZN305%5.1 pg/ml, 4.3 ug/g, 1BEMEIT%8.6 ug/ml, 10.6 pg/g, 2B
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Fig. 1 12 MIC D RFEMME R BEHKD MIC D
¥ — 7 1% TE-031%%0.39 ng/ml, OL #%1.56 ug/ml, EM
#%0.39 g/ml, CLDM #%0.1 pg/ml, LCM £30.78 yg/ml
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T o7 100 pg/mILl L DEREM PRI TE-031A533%%, 2. 7 v MEBFRE
64.7%, OL #%30%k, 58.8%, EM #%31#k, 60.8%, Table 13 & U Fig. 2 127" §, TE-031D Mkl
CLDM B £ IFLCM 73254k, 49.0% Td -7, 3050, 1BFRIf%, 2 BERIR, 4 BFMIRB L OB BRRIfA

Fig. 1 MIC against S.aureus (10° cells/ml)
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MIC,, <0.05 0.2 0.78 3.13 12.5 50 >100 | Total
Drug 0.1 0.39 1.56 6.25 25 100
TE-031 5 12 1 33 51
OL 2 14 4 1 30 51
EM 15 3 1 1 31 | 51
CLDM 20 6 25 | 51
LCM 4 17 4 1 25 | 51

Table 1 Serum and skin levels of TE-031 after oral administration of 100mg/kg to rats (n=4)

Time (h)
Item No.
1/2 1 | 2 4 8
1 4.6 6.2 10.4 6.0 4.1
2 4.9 9.1 10.4 7.0 10.4
Serum concentration
(sg/ml 3 4.7 10.2 10.4 6.9 5.8
#g/mb 4 6.1 9.0 10.7 8.6 4.5
Mean £S.D. 5.1%0.69 8.6+1.71 10.5+0. 15 i 7.1x1.01 6.2+2.89
1 3.4 7.8 17.6 10.6 11.0
. 2 4.4 12.2 10.8 16.0 12.0
Skin concentration
(ng/ 3 4.2 11.8 16.6 14.2 21.0
#8/8) 4 5.0 10.6 19.0 15.0 7.8
Mean£S.D. 4.3%0.66 10.6+1.99 16.0+3.60 14.0+2.35 13.0+5.66

Test organism : M. luteus ATCC9341
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160, RRE26), EHIFTHDEIL66.7%Th >
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58.8%, CLDM B X IFLCM D49.0%IZH~<TEH 572,
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2 TWh, —#&iIZv2u054 FRERILY Y a<43y
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tWnz b,
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BRA64.7% £, T-4EHER LEBIA S 58 LT
7D S. aureus 12333 B TE-0310D MIC % AT $100
pg/ml L EOBEEHEKRI 4 HRRBEER TS, L
L, BEMYS. aureus DR SN EB DD bELE
REBFEDE 1 HITRBERHRIEDIEON, 4E0
BRRRET I BV Tid, MEHREUIESHEHZ BT AEH0)
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Fig. 2 Serum and skin levels of TE-031 after oral
administration of 100mg/kg to rats (n=4)
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Table 2 Clinical results of TE-031

. . Dose ) MIC : 10°/ml Clinical Side-
No. Age | Sex Diagnosis (mg X days) Organism (1£g/ml) result effects
1 78 M | Folliculitis 300X 6 S. aureus 0.2 Excellent (=)
2 56 F | Furuncle 300x12 S. aureus >100 Excellent (=)
3 28 M | Furuncle 300X 14 S. aureus 0.1 Good (=)
4 30 M | Furunculosis 300% 8 S. aureus >100 Fair (=)
5 54 M | Carbuncle 300X 6 S. aureus >100 Poor (=)
6 28 M | Cellulitis 300% 3 Unknown — Excellent (=)
7 86 M | Cellulitis 300%x12 Unknown — Poor (=)
8 32 M | Cellulitis Drop out
9 68 M | Infected atheroma 30011 Unknown — Poor (—)
10 51 M | Infected atheroma 200X 8 Staphylococcus sp. 0.1 Excellent (=)
11 23 M | Infected atheroma 300x 14 Staphylococcus sp. 0.1 Excellent (=)
12 31 F | Infected atheroma 300X 7 S. aureus 0.2 Excellent (=)
13 35 M | Perifolliculitis capitis 300X 4 Unknown — Excellent (=)
! 35 M | Perifolliculitis capitis Drop out
15 68 F | Secondary infection 300X 4 S. aureus >100 Excellent (=)
16 51 M | Secondary infection 300x 9 Sireptococcus 0.1 Excellent (=)
group G
17 31 F | Secondary infection 300X 9 Unknown — Fair (=)
18 47 M | Secondary infection Drop out
E coli 9442 & B IR g2 2 L Tid, FHEHAHIA MIC LU X [y
TOMFFBREDHES B TEHRIZART L7 ANED 1) SeHREB, WWAR4E, MBEH, FE £.5H
b, BMAHERINTWAY, w7054 FREH FH$EI%K BT 5 Clindamycin-2-phosphate, Jap. J.
TREZEN T2 TE-031T b sub MIC D MiFH Antibiotics 30 : 114~116, 1977
BRET in vivo BT BHEDND Y, ZD20HI2 in vitro 2) /MIIESE : Sub MIC(R/NREFHILIBELLT ) Dt
KB MENULICBERDESRRL-OTIR 20 BED in vivo 51 R, Chemotherapy 34 : 1~7,

EHEMT B, 1986
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TE-031(A-56268)IN DERMATOLOGY

Masamr IKEDA, Yasuo YamamoTo, Hiroyuki TAMAKI and JIRO ARATA
Department of Dermatology (Director : Prof. J. Arata), Kochi Medical School, Kochi

We carried out dermatological studies on TE-031(A-56268), a newly-developed macrolide antibiotic for oral adminis-
tration.

1. The MICs were determined for TE-031, oleandomycin(OL), erythromycin(EM), clindamycin(CLDM )and lincomy-
cin(LCM)against each of 51 strains of S. aureus isolated from lesions of patients with skin infections. Comparison of the
MIC distribution of these drugs showed CLDM < TE-031 = EM < LCM < OL ; CLDM was thus the most potent of
these antibiotics. The peak of the MIC distribution of TE-031 against sensitive strains was 0.39 pg/ml, which was appro-
ximately the same as for EM. Highly resistant strains, showing MICs of 100 .g/ml or more, accounted for 64.7% of the
total strains in relation to TE-031 and 49.0% in relation to CLDM.

2. TE-031 was orally administered to rats(n = 4)in a dose of 100 mg/kg, and the concentrations in serum and skin
of the animals were determined. The following serum and skin concentrations were found : 5.1 pg/ml and 4.3 ug/g at 30
min after dosing, 8.6 xg/ml and 10.6 xg/g at 1 hour, 10.5 xg/ml and 16.0 xg/g at 2 hours, 7.1 wg/ml and 14.0 pg/g at
4 hours and 6.2 yg/ml and 13.0 g/g at 8 hours.

3. As a clinical study, TE-031 was orally administered to 18 patients with dermatological infection. Clinical efficacy
evaluation showed 9 excellent cases, 1 good, 2 fair and 3 poor, with 3 drop-outs. The clinical efficacy rate was thus
66.7%. None of the patients experienced any side-effects thought to have been caused by TE-031.



