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B MEIEIRIC 38 1) 5 CS-8070D MBEHY  ERFRAIMET

IUA AL « ERZEE « HHBS - LABER - REKER
MHEEIAF MRS

FL SR AN E 7 70 AR VHITH S CS-807% EMELERICHRTL 72,

1) KMBHYRHE 0D ML 7 S, aureus SR 3 R-3746 (CS-8070DiEMAER -37630D
Naiff), t7rv*v > (LAFCEX), €77 bV > (LLF CFT) @ MIC #10%/ml £
BIE Lo R-3746133.13ug/ml LALIC3 L, 100ug/ml LA EIC268kTH -7, CEX i21.56
ug/ml AL, 100ug/ml A LIC248kTH 72, CFT 120.78ug/ml 2>550ug/ml £ T
WAL T,

2) 7v MICR-3746 20mg/kg #AEHAIR L D BE30MEROMBA, KRAREILEIL.
4+0.7ug/ml, 9.0+0.6ug/g(BER) (n=5) T, EMBTE (MERRE KT 2 EARN
L) 1 350.55TH o7,

3) URleHn KMERRYE218 (1 B200mgl1 76, 400mg 3 Y, 200mgd» 5 400mgiZ & 1 67
= CS-807%fERA LT, ERS, HEI8, AT, H 1A THERLUL6L.9%TH o7, 1
H200mgERBIDA TH 2 L ER5, BRI6, POER6HITHERAL6L.T%TH -1z, BHFAE
LT 1B ED A S, 136 TIT - 1 ARG OBKRREEIC BT, FH L OBSERED
N-RETEN, RSO (24)), S—K, S—GPT,LDHO LR (&18) Th-l-,

CS-807iFL<AEasn/EOBE 770 RY »
HThs, &I, EBAI-ABEELZRTHSEORIE
NEZWR-3T63D A D ANE L BICAY TaRF h
VEZAAFVIFLVEIATAREES DI LD
BORM+*ED - EKEFTH D, CS-807, R-37630DHK
ER % Fig. 1 IR 7T, R-376313 7 7 LB, BHEIC
LEHEZHEARZ FVvERL, ChETEOAL7 7
oZARY CEBTEN B L T Enterobacter,
Serratia, indole(+) Proteus i~ b BN H KA T3,
4B, EMEMES TORT2ITOBRESE2BLOTUTI
RET 5,
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1) EREBIIREL D S hic&E7 K BRI
4 5% R-3746 (R-37630 Naif), CEX 8 X U'CFT
@ MIC 734 | BHERIKEEMENIR, ARRBEDK
YR L D FEEOBE LT S. aureus SIBREEAL,
AR R SRR EENCHE L THIE L o, B
#1+ LT Mueller Hinton broth(BBL), HiIERszH
& L Mueller Hinton agar (BBL) 2 fi\>7-, HAEH

Fig. 1 Chemical structure of CS-807 and R-3763
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» R-3746 20mg/ml K#¥ % 20mg/kg M E L, 304
BOMERN, EMNRELREL 7, T—7 VEEETIC

BRIk L DRBRL, HIBEHIEE, WREFRLI.
[ T L SRR E U Te, MR TAEM R 1 &

A TBREL-EMYIL, PBS 2f5& (V/W) i

<, Polytron EHEEYF A PF—Ck W KEYH 4 X

L, 1RERHRREL 2%, 4°C, 10,000rpm, 1043f0:E

L, TOEESEEREE L, KMPSMEES, e

LEEMOBBEES D ICBREL 7 E coli
NIH] JC-2kEMEHE L L, WEH v 7B THEL

12, 1E¥ERGIE PBS I THARL 72,

3) FERMRET : BEFO614E 1 A & D BBFI62¢E 1 HOM
B AIE R B RN THEER L 7o UBRYE 215,
Tiubb, BEEMRESNOZRER: 65, Bt
B50, 5 - MR 4 01, RSk 3, SRMENE,
AMTEEE, BERE 1PICHERALL, AREIR1H
200mgH % 13 400mgDFY 2 HRTH B, FREIE L,
LT OHERAE SO THYRO T BT L D 7%
ahic, HERREL LT, 2MEER% L 2EHTIX, 5
BE g Ticihfk, ZARELER), AELER), oK
EXDOER, RELLEIMEELEHEL, 7THE

(5 BHHIES NI bDEERL) Ticiaik, FEK
ExER), RBEOTER, Thibliemshe L, 18
HERYE L AERITIE, 7THBF TICEE, kS
£, WERER, POUEBEBELCEY 14HEHET
i, BHAELER), SEECCHER, ThlblE
L Lz,

II. # ®

1) FERSYRE L Y DB E NI S aureus X 3
R-3746, CEX 8 X U CFT ® MIC ®4}5 : R-3746
@ MIC133.13ug/ml LA L2 5345 L, 3.13ug/mlic
228k, 100xg/ml LA iz 268kb34 S iz, CEX Til.
56ug/ml A b3 6L, 3.13ug/mliz118E, 100ug/
ml DLEC 243 A Sz, CFT Tid0.78ug/ml 25
50ug/ml £ T 534 L, 0.78ug/mliz11kk 1.56
ug/mliZ118%, 25ug/mliz 126534 stz (Fig.2),

2) 7y MBI B R-3763MIER, KMEE R
-3746 20mg/kg ARE 30X DOIMER, KMABRED 5
FEF134516.4+0.7g/ml, 9.0+0.6ug/g TH Y,
RWBATE (MHPBECKT 2 REPBELL) 117y
0.55TH->7:(Table 1),

3) EEpk#RET : Table 2 R 2WICHERA LY, 1
BEEARIZ 176 T200mg, 3 5UT400mg, 141T200mgd>
5400mgi IR L7, X5, BRI, DROERT, &

Fig. 2 Sensitivity distributions of S.aureus (51 strains)
(inoculum size : 10° CFU/mI)
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Table 1 Serum and skin levels of R-3763 at 30 minutes
after venous injection of 20 mg/kg to rats

(n=5)
Rat No. | Serum(ug/ml) | Skin(ug/g) | Ratio(Skin/Serum)
1 17.0 8.8 0.52
2 15.6 8.0 0.51
3 17.0 9.6 0.56
4 17.0 8.8 0.52
5 15.6 9.6 0.62
Mean 16.41£0.7 9.010.6 0.55+0.04

Test organism : E.coli NIH] JC-2

21 BITHERILALE6L. 9% TH -1z, 1 B200mglERBID
ATH3LEWS, BR6, LOBER6HITHRILUL
64.7% ThH-o7:, BWEA E LT 1HICEELA ST,
1387 - 7 (EFRTHE DEEFRREIC BV T, 2K B
Hir0b L Bbhi:RELTEMEIR, FEEROK
mas2 8T, S—K, S—GPT, LDHDOLERE»BE 14
THLNIZ, WThLEBLZ D TRE»-T,
. * x
SEOBRBESTOMNME % # 2 &, &  BIEE 4512
TIBWT S. aureus BHEES H, BEMENE 5 BITIZ,
2B BOTHDOIEBTE S, 3BITIXS. epider
midis THYH, N TOHREIW—HT 5, KWEHE
BTEELRABEE LS S. aureus 125 2 R-37460D



1104 CHEMOTHERAPRPY MAY. | 988
Table 2 Clinical summary
1 55 F Folliculitis 200%11 P.acnes $0.05 Fair (-) (=)
2 21 F Furuncle 200%18 S.aureus Good (=) (-)
3 72 M Furuncle 200X 9 S.aureus 3.13 Good (-) (=)
4 67 M Furuncle 200%10 S.aureus >100 Fair (=) nd.
5 16 F Acute paronychia 200% 9 (=) Good (=) (-)
6 55 M Furunculosis 200%15 S.aureus 25 Fair (=) SKt
7 23 F Phlegmon 200% 7 S.aureus 3.13 Good (=) nd.
400< 7
8 27 M Phlegmon 200X 8 (=) Excellent (=) nd.
9 16 M Phlegmon 200% 7 S. pyogenes =0.05 Good (=) Eosinophils
10 40 M Multiple abscess 400% 3 (=) Fair (-) nd
11 43 M Infectious atheroma 200% 7 S.epidermidis 0.39 Good loose nd
stool
12 73 F Infectious atheroma 200X 7 (=) Excellent (=) (=)
13 27 F Infectious atheroma 200%11 (=) Fair (=) (=)
14 40 M Infectious atheroma 200X 4 S.epidermidis 1.56 Excellent (=) Eosinophils T
15 79 M Infectious atheroma 400%13 S.epidermidis Good (=) (=)
16 69 M Secondary infection 200%11 S.aureus >100 Fair (=) LDH?
17 67 M Secondary infection 400X 7 S.aureus 6.25 Poor (=) SGPT 1
18 17 F Secondary infection 200%10 S.aureus >100 Good (=) (=)
19 17 F Secondary infection 200X 8 (—) Excellent (=) nd.
20 23 F Secondary infection 200X 4 S.hominis 3.13 Excellent (=) nd.
{S. haemolyticus 3.13
21 65 F Secondary infection 20014 S.marcescens 0.39 Fair (=) nd.
P.aeruginosa [ >100

MIC D342, REROBORL7 7oA Y »Ho
MIC OAFRRIRD L FHE ¢ 7 — > %2 £ b, CEX L[Ef2
ETh-ot,

CS-807DIMENBED ¥ — 7 13 LEEH DR T
1, 200mgZCRERE B EIES T 3 BERT%IC2. 2ug/ml, B
HERKRETIERIX D 3% . 8ug/ml L REIRS
PEFEL ST, ENEREEIC VLTI, MM
B BAADI ETiid 2 HBEMAOATHE SIcE
L, 7y MIBT 3 R-37468E3053% 0 K WE
TRIZ0.55TH D, HEFXKOEOBL7 7uxXKY »#|
TiZ CEX (77v#¥Y),CFT (77 b YY),
CCL (x777u—n), CDX (77Fa*xv )
TEHO.M4ATTHB9DITL, CXD (k7 uF4y
NV EBIZRIFTH T,

BRI 2R L, BRLAL61.9%TH-

n.d. : not done

foo B TH, R 1 FIOWREATHD LEIA,
SHMABIE, BRMEOES 15, - SEE2 5, 2K
BR3PITH D, SFEUBE, BRI &0
S A —REY T2  REROSHBIC > TRIEL T 2
KRBTH5, - WIEE —RELOIWEL, S aur
eus Afl, S. marcescens & P. aeruginosa DEERR:
180T, 20 MIC X S. aureus 100ug/ml A E 251,
25ug/ml, 6.254g/ml & 1HITHD, t FOMENR
B, 7v b TORMRBES & UKRB TR0 S
WHIT 5 2 LosFasns o, FEROBEICHL TRE
R,

SEIDEARIZFEIC 1 B200ng 2 HRTITo725 S
aureus © MIC D55, [MIEA « KREPIBEOBIED >
Ez: 3 +anHEREoNT, P b 1 H400ng
23R LEE Bbh 3,
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BASIC AND CLINICAL STUDIES ON CS-807
IN THE FIELD OF DERMATOLOGY

Yasuo YamamoTo, HiRoYUKI TAMAKI, MAsaMI IKEDA, YUKARI HIROTANI and JIRO ARATA
Department of Dermatology, Kochi Medical School, Kochi

1) MICs (10°CFU/ml) of R-3763, CEX and CFT were determined against 51 strains of Staphylococcus aureus
isolated from the lesions of skin infections. MICs of R-3763 were more than 3.13zg/ml for all strains and
more than 100xg/ml for 26 strains, whereas MICs of CEX were more than 1.56xg/ml for all strains and more
than 100.g/ml for 24 strains, and MICs of CFT were 0.78-50xg/ml for all strains.

2) Serum and skin levels of R-3763 after venous injection (20mg/kg) were determined in rats at 30 min.
Serum levels were 16.4+0.7u4g/ml, and the corresponding skin levels were 9.0+0.6ug/g (wet skin) (n = 5).

3) CS-807 was used clinically in 21 cases of skin infections and the following results were obtained :
excellent 5, good 8, fair 7 and poor 1. As to side-effects and abnormal laboratory findings, loose stool was

observed in one case, as were elevated eosinophils in two, S-GPT in one. S-K in one, and LDH in one.



