844 CHEMOTHERAPY

DEC. 1989

R BHEISIZ 81T ABMY-28100 D B - BRI ST

TR - AR B NEUEM - B E T - R 2
] L1 K27 B o BT K F
B hEP Rk R

FLARREESN/ L7 2 2RO TH HBMY-281000 K MEHRII BT 5 EBER - BEIRIRRET

FITOLTORRER

1) FEMECHSEE X 0 538 L 7-Staphylococcus aureus558RIZ3F 9 550 % MIC (3B & 105CFU/m))
i3, 1.56.g/mlTH Y, cefaclorilft L, 2EENRTWV,

2) 7 v MI20mg/kgR OGS L7356 OMIEN, KM MNRE(KEEMEZIT) X%, 2.04e/ml/0.9
18/8(45.0% ) (30457 1%), 6.2,8/ml/2.6.g/g(41.9%)( 1 B 1%), 7.0ug/ml/3.6.g/g(51.4%)( 2 B

%), 4.1,8/ml/2.5.8/8(61.0%)TdH 572

3) FEMERESEL3FIIIBMY-28100 1 H750mg 3 IR TIER L7z, Exh8 61, A 16,
NABITHMEEI2% Th 7, BEHE LT, BMENERIIASN 252, $7-, BKRAM

REELDOON LD 72,

Key words : BMY-28100, Dermatology, Serum level,

BMY-28100i%, 7Y & kI - =4 ¥ — B

SHTHESNFIZTVHOZOL 7 = LHITH Y,

77 Lkt BEHEICH LLELZMEARY T L%
L, $¥IZStaphylococcus aureus?s & D7 5 LB PEEIZH L
BER-ME LR,

4[], F4i3, BMY-28100% AT 2HE %153 T,
B MR8 B 0T A JERER - BRIKBORRGT 24TV, A
RIEGE ST 5 RFN DA ML L UOREnERET L
DTHET 5,

I. e &H &

1. SLrgnosest

1) HEhH

B AR OS K, ABBEORERERE L )

S S NS, aureus558RIZAT T HBMY-28100DMIC %,

PR R 10°CFU/mlC TH AL AR ES AEREIZ &
Dl L7 288 & L Tcefaclor (CCL), cephalexin
(CEX)DMIC & [AERIZHI5E L 726

2) 7 bOMEN - EEMNiREORE

REH200eD T 4 25 —FHET » FIZBMY-28100
20mg/kgx BE X BV TEOKRS L, BEHIZMmiEA -
FER PIiE e & e U7z $8Efk, 3040, 1, 2, 4BERTIC
KR SICEFIHELT, T—F VKB FICEBIRE Y
FMERL, WHEHEL BRI 72, Mm%
L, WE T T—20C CHRERE L2, HMIX, K
THAE Y ITHRELZZHEMYO L, 2%E001MY)
v BRYG % i (pH4.5) % I 2 TPolytron k€ = + 4

Skin level, Clinical studies

H—=IZTHKREI 2+ 4 XL, 4CT1000rpm 305 5%
L, 20O LE*HBHEE LillE 3 T—20C THHIE
L7z BEMBEIMEE LERER OB RERSH
DAZIRE L 7-s Bacillus subtilis ATCC 6633 % REH &
LT, BBR——F 1 27 FIZEDBIEL,

2. BERRMIRRET

KRR R Ok, ABEEE O B EEE ¥ IR
ELT, REBIE, FIHERR)R FHER),
10 Be (R, Mg, &), $IHEEMERDS), $N

B(%EA, T, ?EM’H »NE () &, BYETBER
(BIHEEL)), HVHGETRE, (LBMETRE RE
PR RGMERE)), SV (CREE(BEO DI
BR2Z))EBER L7, MAERKI136T, ZORRE
FARAE), #5161, SHMEK 3B, EMENE 26,
BT 26, LM TRLLGITH 72, BMY-
281000 MR E, 1 A750mg% 35k & L7z, $HFRH
T, FIERECE SO TEREO EBMHMICL Y &
Sz, FRANE LT, BGaikicMlFEmmE LT
SHEEOMICH, HERGHERREL 7 —1ITHIEL
7oo 72, WHELR D E ) HGHIRICERBRE L T L

I. & E 3

1. EBEMMRGT

1) Wb

S. aureus55¥kIZ3F 4%, BMY-28100, CCL, CEX®D
MICO BRE DR MM % Fig. 1IIRT,

# K OMICH 4 D ¥ — 7 13 BMY-28100 %°0.78

* W ERRT 2 — 5 — 1



VOL. 37 S-3

Rz LRI 31 ABMY-281000 45 F T

845
100 /
W ,
/
/
g
=
Q
(9]
b5}
=
£ 50+ BMY-28100
= s
=l d
E /
) /
/
0
MIC T T i T T T T T T T T T
b (yeg/mb) <0.05 0.1 0.2 0.39 0.78 1.56 3.13 6.25 25 50 100 >100
rug
BMY-28100 1 17 13 7 1 4 9 2
CCL 1 24 10 4 7 6
CEX 4 18 5 5 5 10
CCL : cefaclor CEX : cephalexin
Fig. 1. MIC distribution against Staphylococcus aureus (55 strains ).
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Fig. 2. Skin and serum levels of BMY-28100 in rats (20 mg/kg p.o.).
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Table 1. Clinical summary of BMY-28100

MI :
Cﬂaos~e ‘?}g? Sex| Diagnosis | Severity mg?(r::er:::‘l;ys Iosleaa;iesdm (fz)%;éi clinic:lz“;acctteriologxcal e?flgcetys
1 | 28 | M | folliculitis | moderate | 250X3X7 S. aureus 0.39 | excellent |eliminated| (—)
2 | 65| M | folliculitis | moderate | 250X3X6 S. aureus excellent |eliminated| (—)
3 |15 | M | folliculitis | moderate| 250X3X5 S. epidermidis excellent [eliminated| (—)
4 [ 34 | M| folliculitis severe 250X 3X3 S. epidermidis excellent |eliminated| (—)
5 13| F furuncle severe 250X3X7 S. epidermidis good [|eliminated| (—)
6 | 42 | F | acute felon | moderate| 250X3X3 %%%fngwe fair unknown | (—)
7 | 64 | F | acute felon | moderate | 250X3X3 - fair unknown | (=)
8 | 45 | F | acute felon | moderate [ 250X3X9 S. aureus excellent |eliminated| (—)
9 |68 | M ;?{gig;‘;s moderate | 250X 3X 10 - excellent | unknown | (—)
10|62 | M iartlfleecrggll;s moderate | 250X 3X5 S. epidermidis excellent |eliminated| (—)
11|26 | M Zuls)ggstzsmeous moderate | 250X3X1 S. aureus 0.78 fair eliminated| (—)
12172 | M E\E\)Egg;gmeous moderate | 250X 3X6 S. aureus fair  |unchanged| (—)
13|29 | M gzg;iéggl\fés moderate | 250X3X8 - excellent | unknown | (—)
Table 2. Bacteriological effect of BMY-28100
c}:g;iti?rin g?&igi Eliminated Eli?ege;ted Decreased | Unchanged |Unknown z;p E}Ei%i%;r
S. aureus 6 4 66.7 1 1
S. epidermidis 4 4 100 0
K. pneumoniae 1 1
P. vulgaris 1 1
Total 12 8 66.7 1 3
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BASIC AND CLINICAL STUDIES ON BMY-28100 IN DERMATOLOGY

Axiko Kanamoto, Osamu Axact, AtsunoBu Onara, Hiroko Kanzaki and Nozomi Nonara

Depertment of Dermatology (Director : Prof. N. Nowara ) Okayama University Medical School,
2-5-1 Shikata-cho, Okayama 700, Japan

1) The MICs (106) of BMY-28100, cefaclor (CCL), and cephalexin (CEX) were determined against 55 strains of
Staphylococcus aureus isolated from the lesions of skin infections. The MICs were in the order BMY-28100<CCL<{CEX. The
rates of resistant strains (MIC >12.5.g/ml) were 29.1% for BMY-28100, 36.4% for CCL and 60.0% for CEX.

2) Serum and skin levels of BMY-28100 were followed in 5 rats, 0.5, 1, 2 and 4h after oral administration of
BMY-28100 (20mg/kg in terms of BMY-28100). Serum levels were 2.0, 6.2, 7.0 and 4.1 g/ml and the corresponding skin

levels were 0.9, 2.6, 3.6 and 2.5.g/g.

3) BMY-28100 was used clinically in 13 cases of skin infection and the following results were obtained : excellent 8,

good 1 and fair 4 cases. No side effects or abnormal laboratory findings attributable to the drug were observed.



