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1. ;iEH

NEREFBEOIBIEL MR E LTHRE L/ L 25, Staphylococcus aurens (& L T i3 Erythromy-
cin(EM) & [B1% T, Josamycin(JM), Ampicillin(ABPC) & WEBENRZIMEN ¥ R L1225, 75 LBEHE
B D Escherichia coli & Klebsiella pneumoniae TIIMND <7 0 F 4 FROER) L FHKIZE < A HHEKT
Hotz

2. BRIRMEF RS

B SEAABRRAE26B 2 at R & L TER 8B, HRh12B, LRAMSBI, EH 1B THY, A%
HIUT6.9% Th 720 BIWERIZ 1 BILERD LA - 728, BIRREBERE T, 160IZ8E 0 GOT,
GPTDER %R L,

TE-03143, LR Sz~ r 054 FROLEDO VIR L R E TR T, OB AR FIVIZHER
REWETH ) ZDILEMEHERIT Fig. 1IDR L7z, & Nwras4 FRMAEMELFE#TH D, MEHIZEM
FlftRoz) 20~4 2 P REMEERR Y, B LEES L CIEETH, ARDEEHIZOVTIE, —
(BB LTEDbOTEETHY, BOKS5IENE fEmvE, HEEH, EN, —HREBEERICOVWTYTT

RSt SN, BICHBEE2AZ L3RV ERE SR TY
Fig. 1 Chemical structure of TE-031 Al

A& ISAF ORME & IO THEEIC BT S
RN, BROBRE LTV, ETOEREFLOTH
HT 5B,

I. ¥REFE

1. HiES

RE L) DB XN S aureus, K. pneumoniae, E. coli
DWW THR/ANEE IR (MIC) & #IE L7z

¥7:, EM, JM?, ABPCY {2343 5 MIC b FERIZHIE
L, BB L. ZORIFEE, MIC2000% 27 4%
Hw/:37074 3 yFREE TR, BEREQ
108 f8/ml & L7z,




1030

CHEMOTHERAPY

JULY 1988

2. BRRRHIRRET

B KRR % R0 & L 2SR R B AE 2651 12
AL ERAL, ZOBRME, KEMEREF L. £k
13208 A 6 748%, FH50. 1R CTERERBICHFIIHM L
Bi319:7 Tdh o 7:(Table 1), &G HEL LT,
261571 B 2 @SER0OKS5 & L, 1 HE300 mgh2141,
1 BE400 mgh 5B TH -7 REFNCR D L, st
BEVSBHEESE L, RTETRE S, EiE 445,
BER, BIRE PMRAEBRE, RETEZRERIE]
BITH o7

FEPRZN R E B E O R EHEREII LIzA > TR

o7, Tbb, (LIRS 3 BHUATEIEERD
23U EDHELI-bD, AFLIIRS 5 BRUATE
ERERD2/ZLUEHIHER LD, ELHEIX7BEMUL
DHEFIZTHRAGERDEELZDLVHT, 4t
BiEL-bDE LT
I. & E S

1. 5EH

S. aureus 108k, E. coli 208k, K. pneumoniae 20¥ki25
WTAH B LU EM, JM, ABPC 233 5 MIC % #iE
L7zo PIERRIZ Fig. 2 ~ 4 ISR L7, S. aureus |24t

Table 1 Age and sex of patients
Age (years) Male Female Total
20 ~ 29 2 2 4
30 ~ 39 2 2 4
40 ~ 49 3 1 4
50 ~ 59 4 0 4
60 ~ 69 5 1 6
70 ~ 79 3 1 4
Total 19 7 26
Fig. 2 Sensitivity distribution of clinical isolates of S. aureus (10 strains)
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Fig. 3 Sensitivity distribution of clinical isolates of E. coli (20 strains)
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Fig. 4 Sensitivity distribution of clinical isolates of K. pneumoniae (20 strains)
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LTIREM EECAULMICH—T%RRLI, Thbb,
10%k 5 £k 12100 pg/ml UL EDEHETH 525, 755 54k
DREZHHRD MIC 130.2 pg/ml IZE -2 2D, Th
12IM & b2 2 #5588, ABPC & 0 I33~6i5IEEEN
fBETH -7,

E.coli (28T, M IZI1319%k(95% )A¥100 g/ml LA
FoOBEEREKRTS - 7245, TE-031i3 EM & I3IZF%
T, 6.3 ug/ml DESEERED 1 BR(5 %) £ 25~50 ug/
ml O H % EE 4R AT8 ~ 108K (40~50% ) 828 b 1 72,
ABPC 126.3 pg/ml LT DEEZMERRAT 8 #£(40% )32 &
N, w2054 FRIVIZRFRMEANERL,

K. preumoniae (2B T b, 4 FEAHE L ITHANEIAR
BTHBHH, ZDS HTid ABPC T6.3 ug/ml DESZH
B 282D HNOAT, TE-031, EM, IMTIZE&HKAH
LEISBEOMEE R LI,

2. BEPRAE B R

Table 212 &EFI %R L7z, EFI~13IZELMEHE T
HY, TOHRIEHDAG, FHHT7H, LREH 16,
8B 11T o 7o 136IP1IGI L D 7 5 LB HEERE AT
Beh, ELLTTFIRETH - 70, MIEFIICITE
HEH0F], TED 26, BER1BITH-720 &8,
EFIZHEHYE & L TYIR 2 T L7, JEBI14~181d
BTRIEOSHITHY, i3 &FIIYBRRESIZE
L7, AMES L UHRES 7 AEUREI S ST
7=, ER2Bl, A2, LREMLBIOHRER .
FEFI9~2213BHD ABITH Y, 3 FUINEBHIBRFD
NERELSME TH D, MEAFMIIIIRD T T L
HERE AT ST NTHE LS, $HRHETIIER,
BHDE 1B, LCREDN2BTH o7z, LREHD 2
Flid, EBEBLLTHNLIAL F—Y X% DS Predni-
solone 20 mg/ B ¥ FIARF D 1 B &, SARIAYLE % K AT
D1BITH o7z, EFJIIFIBIZHEZOBRKERTHD,
RS L ViER, EREOTHASCPLEELR:
o, B Lz, EF4IIERBRSE, FEB T EmE
BLLTHDL, KIZLARAIZHBHORIES YK LIZE
BITHDH, THEENT P cepacia \ZIXEZMEITX R, R
REICE & 5T, EFISIALFIEERE T, AHIR
SRR ICYIRA%1T % 5> TH Y, P. cepacia, S. intermedi-
us ¥EEL, HBEENHRO L TREARKE 257275,
PRI IXRERR, &, HERZFOUELDOATE L1,
FEBI26 1L BFASRIBE (CRELAHLI-bDTHY, 58
E N7z P.omirabilis 13100 pg/ml LA LD TH - 7255+
FRLF—IWHE, HRUETRADE L7,

Lk, 2682 TE-031% M L, ZDBRKRIIRIZED
8B, Axh12f, XRAEHSH, EH1IHATHY, AD
LAk D EZHEI320/26(76.9% ) T - 72(Table 3),

HMEFRET : &318» 5 Candida albicans D 1 ¥k &
TH1KREBRW2985kD ) b, HREDO S 7 LABHRE
ASISERTR138K(86.7%), 7 7 ARRYERSEEATT #heh 4 1
(57.1%), HREMERETIZ 7 BReh 5 BR(71.4% )AL,
el L TOHERHEIL22/29(75.9% ) T - 72(Table 4),

$7:, EFIEMTOWHKRETIE, BREHHEI16H
1161(84.6% ), K THRELI 265 161(50%), EHA3
Bl 341(100%)%FETahH Y, £ETik218H166), 76.2
% THolo

SEINL-EENOBRNEERDL L, S aureus T
13 3BUh 2 1(66.7% ), Staphylococcus spp. Ti3 7 Flep 5
BT 4%)DEHRTH 5720 T2, REBEDSHT
iz, EPERHUEDIIE EB 7/ (Table 5),

BEENCADHEER S &, 300 mg H 58 Tla21p)
$17681.0%, 400 mg H5H Tid 5Bl 3 6160.0% T
& 5720 400 mg S B DEBF BN+ TiE Vs, #
SEBEKFOEMITR SN2 D 5 7:(Table 6),

BIVER - BEARREAMERE HIEFICEIBEEI LN
»EMEMNREER IR bk h otz 7, FROK
BRiBICBIIABRREMBOLH ¥ RA L, EF23ICE
WTDA, BELEFEDOMENHLLEEZOLNDT
{EERED GOT(361U), GPT(451U)D LH %R L7-45,
BERTHTALHICAIELTBY, FIERELEL
X LA 5 7:(Table 7).

m % ®

FLLHR &N 27054 FROEOHENETH
% TE-031IC2WT, SEEIRIC BT 5 E0E, BRH
BE 2T o7 TTHENICOVT, NERES S
HHELREELTHE L. S. aureus 1237 L TiZ EM
LE%, M X 24, ABPC & 1) 3~6{&F2BE{E\: MIC
ERLZZA, EROBEHETH o7z, 77 LBEHEEH
TdH 5 E. coli, K. pneumoniae TN <2 051 FF
DEF ERBRITITE A LDTHERTD o 720 BRERAR
BT EMKTFARRRENR 2R L, AHE
76.9% & BIF &R %187, THERICBOTHER
BT T75.9%, SEFIHEAATT6.2%L, BREOAHREII
IZEME% R LB BIF LB TH - 72, BEMEIION
TREFUIBVTEER 220, BRIREME T 1H
IZDART {BRED GOT, GPT D LR B2, i
EREPLELET, MELERO6LD o7,

BED LS nsERICA, FHABIHLTEET,
BEF2 M REE B & BT R R T &) RS,
KRN 7 T LBHIRE * E0RKAHE L T 5 EMEKIERK
BRAE L CHEN, RetrbrbtotExond,
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Table 3 Clinical efficacy of TE-031
. . No. of Clinical effect Efficacy
Diagnosis X
cases | Excellent Good Fair Poor rate (%)
Infected atheroma 13 4 7 1 1 11/13 (84.6)
Abscess 5 2 2 1 4/ 5 (80 )
Felon 4 1 1 2 2/ 4 (50)
Phlegmon 1 1 1/ 1 (100 )
Wound infection 1 1 0/1( 0)
Periproctal abscess 1 1 1/ 1 (100 )
Infected persistent urachus 1 1 1/ 1 (100 )
Total 26 8 12 5 1 20/26 (76.9)
Table 4 Bacteriological effect of TE-031
. No. of . Efficacy
Organisms . Eradicated | Decreased | Unchanged Replaced
strains rate (%)
S. aureus 3 2 1 2/ 3 (66.7)
S. epidermidis 1 1 1/ 1 (100)
S. haemolyticus 1 1 1/ 1 (100)
Staphylococcus sp. 8 7 1 7/ 8 (87.5)
E. faecalis 1 1 1/ 1 (100)
Micrococcus sp. 1 1 1/ 1 (100)
Sub-total 15 13 2 13/15 (86.7)
E. cloacae 1 1 1/ 1 (100)
Corynebacterium sp. 1 1 1/ 1 (100)
P. cepacia 2 1 1 1/ 2 ( 50)
E. coli 2 1 1 1/ 2 ( 50)
P. mirabilis 1 1 0/1( 0)
Sub-total 7 2 1 2 2 4/ 7 (57.1)
S. intermedius 2 1 1 2/ 2 (100)
P. anaerobius 1 1 0/1( 0)
P. prevotii 1 1 0/1( 0)
P. asaccharolyticus 1 1 1/ 1 (100)
B. corrodens 1 1 1/ 1 (100)
B. fragilis 1 1 1/ 1 (100)
Sub-total 7 4 1 1 1 5/ 7 (71.4)
Total 29 19 2 S 3 22/29 (75.9)
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Table 5 Clinical response to TE-031 classified by species of bacterial isolates
No. of Clinical response Efficacy
Isolates . :
strains Excellent Good Fair Poor rate (%)
S. aureus 3 2 1 66.7
. Staphylococcus sp. 7 2 3 1 1 71.4
Single -
E. faecalis 1 1 100.0
. . P. cepacia 1 1 0.0
infection -
Corynebacterium sp. 1 1 100.0
B. asaccharolyticus 1 1 0.0
S. haemolyticus
. y. . 1 1 100. 0
S. epidermidis
Staphylococcus sp.
pny. P 1 1 100.0
B. corrodens
Micrococcus sp.
) 1 100.0
S. intermedius 1
Mixed -
E. coli
- 1 1 100.0
. . B. fragilis
infection
E. coli
. 1 1 100.0
P. anaerobius
E. cloacae
) 1 1 100.0
P. asaccharolyticus
P. cepacia
. . 1 1 100.0
S. intermedius
P. mirabilis
B 1 1 100.0
P. prevotii
C. albicans 1 1 100.0
Total 23 7 11 4 1 78.3
Table 6 Comparison of clinical effect between 300mg and 400mg per day
Daily dose No. of Clinical effect Efficacy
(mg) cases Excellent Good Fair Poor rate (%)
300 21 8 9 4 81.0
400 5 3 1 1 60.0
Total 26 8 12 5 1 76.9
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X R #, Chemotherapy, 17(4) :690~693, 1969
1) %350 B RLEREERRR, RV RI T4, 3) SHEEAN, MERBE, FHEEX: Aminobenzyl
TE-031, B2%ff, 1987 penicillin D4 FHEIRIZ BT 5 EHER, Chemo-
2) YEMEAN, FHEBER, #L F, KFEEkX: 4 therapy, 16(5) : 699~701, 1968

SEIRIZ BT B Josamycin DEREDL L BRREH K

CLINICAL STUDY ON TE-031(A-56268)IN SURGERY

JIRO YURA, NAGAO SHINAGAWA, AKIRA Mizuno, KEyt MasHITA and KEeucH Hori
First Department of Surgery, Medical School, Nagoya City University, Aichi

SusuMu WATANABE
Department of Surgery, Nagoya Municipal Midori City Hospital, Aichi

OsaMU SAKAKIBARA, SusuMu HosoNo and SATOSHI SAKURAI
Department of Surgery, Komono Kosei Hospital, Mie

Aki10 INukAl, KEUI MATSUGAKI
Department of Surgery, Inabe Kosei Hospital, Mie

We conducted Preclinical and clinical studies on TE-031 (A-56268), a new macrolide antibiotic, in surgery, and
obtained the following results.

1. Antibacterial activity

This was determined in relation to 3 species of bacteria that were isolated from surgical materials. The antibacterial
activity of TE-031 against Staphylococcus aureus was comparable to erythromycin(EM )and superior to josamycin(JM)and
ampicillin (ABPC). Two Gram-negative bacteria, Escherichia coli and Klebsiella pneumoniae, were found to include many
strains resistant to TE-031 as well as to other macrolides.

2. Clinical efficacy

TE-031 was administered to 26 patients with infections of the skin and soft tissues. Clinical efficacy evaluation showed
8 excellent cases, 12 good, 5 fair and one poor case ; an overall efficacy rate of 76.9%. None of the patients experienced
side-effects, though GOT and GPT were slightly elevated in one patient.



