VOL. 36 S-6

CTM-HE O WEHRREHRER R RES

381

Cefotiam hexetil DERER), FERAIRET

BILER - AABZ - BARER
AMKFEEFEE—PIF - EREMEAR
LIAREEHEY « R —#
FRAEBREAR

FLABREEINEZOR Y7 70 AR Y RAEWET cefotiam O prodrug TH 3
cefotiam hexetil (CTM-HE) 122\ T, £, EBEKERT21To7,

1) BERSBEE T 2B /1% cefotiam hexetil DIFEMAETH % cefotiam Z L,
BREEEH 10° cells/ml D& %D MIC & LTHIZEL . Staphylococcus aureus, Esche-
vichia coli B &V Klebsiella pneumoniae D KER5ME 1.56 ug/ml LT TH Y, Proteus
mirabilis B & ¥ indol (+) proteus M%< it 3.13~6.25 ug/ml, Serratia marcescens D
%< 2325 ug/ml LAFTH o 7283, Enterococcus faecalis, Enterobacter spp. B & U
Citrobacter spp. Tt 25 ug/ml AED b D»B %L 2D, Pseudomonas aeruginosa T,
TANTH 100 pg/ml AETH o7z, T 5 1d cephalexin (CEX), cefaclor (CCL) %3
Wid cefroxadine (CXD) DHEI LK T 2 LIEFBIEN D TH -7,

2) AUWER 16, SHERKLIF, IUIEXL 1P, BEIEIROZMEES
B, BURE XL 1B, K 66, REBHZE X 148, SHBERER 1 FIOF 17 Hic cefotiam
hexetil % 1 H 100~600 mg % 3~49 HREERA L& 25, EZS5H, BH 76, ©FH
2, EMIBTEMEILT0.6%TH-o7, BIEFALL T, 1FIKODELHDOLY
&, 3P THLAD Sh, BRREMBRTE L L TR, 18lic GOT, GPT, Al-P DL

A5, 1802 GPT O LR, 1BICHFBREROEEBRD sz,
Key words : Cefotiam hexetil, ERFR BB B2 M, NEVERIE

FLABE s EOAL 7 70 AR Y RAEHE
Th 5 cefotiam hexetil (CTM-HE, SCE-2174) %, Fig.
1RT & 5% cefotiam (CTM) DZATAVBTH %,
REHFRNEEE 2T E 20, BOKRSCLVBEE
IV Eh, BERCEETAIAT I—EICLDMN
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Fig. 1

Chemical structure of cefotiam hexetil

KESh, EEETHSE CTM t2-T, NEEE:
"3 prodrug TH 3",

CTM ZEEHI & L TBRIERDBTUOAL L ERSN
TWBEEITHY, 77 LBHERI TR S LM%
B LM REN®*BLTED, LI cephalexin
(CEX) Wit Escherichia coli, Enterobacter cloacae,
4 > K= proteus DIEH, Citrobacter freundii %
Haemophilus influenzae WXL TH, FEROLOL 7 =
LENZEL THEOWHREAR2BL Vv 3Y, —7, CTM-
HE @ 100mg » %\ i 200 mg *BERKACRERS
L7k & CTM OBEMPEEL 1.28 5 X 152.32 g/
ml &0, mMPFEFEHHIZ0.66~0.77HTH D, HF5t
£l CTM & D& 5 Bioavailability 2547 60% & \»
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b Twd, 7, RPHEHE L 5B 40% L BEiF
ThHsBY,

40, &5, CTM OBKRABR TS 20 E I %
FIET 3L L bz, MREBIVES & URBERERAE XY
7% CTM-HE OEERMESB L UREMIC DV THRET
L7:DOTEHRET 5,

I. MRBLUHE

1. BRSBTS 2 CTM OHETAIE

FTUNKREE—-ARARRBEDORREHRARMEI L D £
ELTCREBRISOET A oBRI6IET B TORIK
Bon/BRIBEED > B, Staphylococcus aureus
27 ¥k, Enterococcus faecalis 27 ¥k, Escherichia coli
26 £k, Klebsiella pneumoniae 28 ¥k, Enterobacter
cloacae 16 ¥k, Enterobacter aerogenes 11%E, Ser-
ratia marcescens 26 #%, Proteus mirabilis 18 ¥,
indole (+) -Proteus spp. 9% (Proteus vulgaris 6
¥k, Proteus inconstans 1 ¥k, Morganella morganii
2 %K), Citrobacter spp. 26t 8 & U8 Pseudomonas
aeruginosa 24 ¥k, Pseudomonas wmaltophilia &
Pseudomonas putida & 1 k% v, BRLEREE
SIEHREY CHELC T, CTM EfEEE - L To CEX,
cefaclor (CCL) B X U cefroxadine (CXD) D&
NFEEEILEE (MIC) 2HIE L1z, 28, HEE
#121X Mueller-Hinton S|EX#Z#1 (BBL) ®* AW
T, BREERE, BREMAER7M3Y (BK)
TIREEEE L VD%, BEEERERT 100
FIZHIRL 72 6D (Inoculum size : 108 cells/m] &
FR) 2RV,

2. CTM-HE OEBKRZE &£ 2Dt

IBRI61 4 7 A» & BB 62 £ 10 H D N KES
—ARlB L VEERREARIO AR & KD B
ET, RERKEL I, BMHEEL 1F, AHKE
XK1, BESEIROAMBE I, KT
XK 1B, FiR 66, AEBEHL 1H, BERBR
gufiE 1 BT 17 iz CTM-HE 28501, #OBK
PIREB L UVREHITDOWLTREL T,

CTM-HE o5&, FRlX LT 100mg &%
Ao, 1152wz 28 1H2~3E, 1 AREE
300mg 75 600mg *BEICHNIREE, Lirl,
MBI TIIFISNIZ IE 1821 HES 2E, H50
BREDO A 1 ERS Lo 5 HAMI, RAIE LT 28
BILA & U7ens, B0 b oL Tid, &E 49 A
Moks217- 12,

BRZIROHE X BREROHNE L RE DML,
ERRERBEOERLZ YT L o7, Thbb, B
BEEROEEL & b1, BREDHK, BRRER
BOEEkDASNIbDE [B¥] &L, £
LBMUAOEREICER TH > b D2 XS+
Lz, BEEROEENAOSNT Y, BAEISNE
Lih-o7:h, CRP DB H -2 D, BEHRBER
BOUEBSTTATHo2 L &%, HEEROYE
B TRP-7ZHDE [RRER] &L, X5
2, BEEROUBLEABOMEE, BHRRERSE
DIEEFEEBASNEL o b D% [ER] L L1,
BB, BRBREREICOVTIR, EBEBCLLE
ftEZELSIWTERT 2 LENH >,

HEZIREIEBLABEOHERICDWT [HHL],
[BEWEL ], [EREF], TEXR] tHEL, BX&FHD
BHoLICTER» 725D [FREA] LA, %72,
BREOBEMNIEED, ERBESTER SRk
b [HEHEEK] L,

EIERICDOWTIE, BEORIZLICEC LY
2, MEFRREPMEECENRESZ TE B2
EHFNCHEITL, Z OO CTM-HE &54/i%T
DEENEBEEL 7,

II. Rk |

1. BRSBEE T 2 CTM OHEN

FUNRFEE—ANRIAR BE HROER K BRI
T CTM, CEX, CCL 8& U CXD ® MIC %l
EL, HEBHELT,

S. aureus 27 BRI D\ T3, Fig. 2D & 5 CTM
D MIC &, 25% (93%) #%0.78~1.56 ug/ml T
HD, B D283 100 xg/ml U EDOTHMERRTH -
72o CEX, CCL BX U CXD &, #hZh 254 (93
%) 731.56~12.5 ug/ml THo7ze LIHoT,
CTM DO 2~3 BRPEBENI- BN TH -7,

E. faecalis 27T #RiZ DWW TI3, Fig. 3 WAL LD
12, CTM 13 25 pg/ml AT D#kIZ 2 <, IFLAED
100 pg/ml 2w L Z A ETH > 72, CEX, CCL,
CXD & CXD ® 25 ug/ml @ 1#k%K< & 25 pg/
ml UATDObDIFI%RL, 1FEALBHERTH T
ZhTH CTM ik CXD &9 1E&EL->THY,
CCL tizA%, CEX & v 1 REENLAENTD
272,

E. coli 26 BRIZD\WTid, Fig 4 CRLIEIE,
CTM 3 25 ug/ml ® 18 %8 < &3 ~T6.25pg/
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pyAdy
e T o B e
£0.05] 0.2 0.78 3.13 125 50 >100
0.1 0.39 1.56 6.25 25 100
Cefotiam 11| 14 2
Cephalexin 3 18 4 2
Cefaclor 19132 2
Cefroxadine| 4 1129 1 1
Inoculum size : 10° cells/ml
Fig. 2 Susceptibility of Staphylococcus aureus (27 strains)to cefotiam,
cephalexin, cefaclor and cefroxadine
(%)
100
504
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———— Cefaclor
—-— Cefroxadine
0 T T T T T T T T T T f T T
$0.05) 0.2 0.78 3.13 12.5 50 >100
0.1 0.39 156 6.25 25 100
Cefotiam 1197
Cephalexin 5 | 22
Cefaclor 11179
Cefroxadine 1 /19|25
Inoculum size : 10° cells/ml
Fig.3  Susceptibility of Enterococcus faecalis (27 strains)to cefotiam,

cephalexin, cefaclor and cefroxadine
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(%)
100
50
,// Cefotiam
// / — Cephalexin
———— Cefaclor
/J J — -— Cefroxadine
T
£0.05, 0.2 0.78 3.13 12.5 50 >100
0.1 0.39 1.56 6.25 25 100
Cefotiam 51132 |3]1 1 1
Cephalexin 11110 2 2
Cefaclor 1 11657 1 1122
Cefroxadine| 110 8 213 2
Inoculum size : 10° cells/ml
Fig. 4

Susceptibility of Escherichia coli (26 strains)to cefotiam, cephalexin,
cefaclor and cefroxadine

(%)
1004 4
p—
50
1/ Cefotiam
,’ ! — Cephalexin
! ———— Cefaclor
1 —-— Cefroxadine
50.05 0.2 0.78 3.13 12.5 50 >100
0.1 0.39 1.56 6.25 25 100
Cefotiam 1 |18 7 1 1
Cephalexin 5119 2| 2
Cefaclor 20 5 1 2
Cefroxadine| 18| 7 1 1 1

Inoculum size : 10° cells/ml

Susceptibility of Klebsiella pneumoniae(28 strains)to cefotiam,
cephalexin, cefaclor and cefroxadine

Fig.5
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mlUTFTHY, Lad 0.20 ug/ml LATAS 18 £ (69
%), 1.56 ug/ml AT 43 24 4% (92%) BN/ b D
THotzo CEX, CCL, CXD 2% < #33.13~12.5
ug/ml THD,12.5 ug/ml UTOED 2 EEIIEN
N 8%, 771%, 81%ThH -7z, Lizdt-> T, CTM
Boho3F LD A~S5BREENTTENTH - 72,

K. pneumoniae 28 BRIZ D> T, Fig. 5 1ZRL 72
X512, CTM i 26 B (93%) %5 0.10~0.39 xg/ml
T, Z0O%L20.20 ug/ml THY, BHD 28 b
3.13 £ 100 ug/ml TH o7z, CEX 13 T~XT 3.13~
25 ug/ml T, %< 556.25 yug/ml THYH, CCL &
100 pg/ml AL 2 BELASiE 1.56~6.25 ug/ml T,
%< 1.56 ug/ml THH, CXDIiZ CCL &b 1%
B%->TH<M3.13ug/ml THol, LT,
CTM WEXEBELD 3I~5 REENT-TENTH >
726

Enterobacter spp. 27 BRIZ D\ TIX, Fig. 6 \RL
fe& 5, CTM 14 0.78 ug/ml » & 100 xg/ml LA
EETEBES ML T 7288, 3.13 ug/ml 12/ & 72
WaH Y, 12.5 ug/ml AT 154k (56%) Th >
Tzo 72, MIC, i 50 ug/ml TH - 72, CEX i 25
wug/mlEATO b D% <, CCL, CXD 3 12.5 ug/
mEUTDO DL 2L, BFR b %< E 100 pg/
mlBETHY, CTM BFEECERHENTH >
Tzo &72 E. cloacae & E. aerogenes O @RI Tt
E. cloacae DFZ MIC DKREVHDARREN 5
726

S. marcescens 26 FRIZ DV T, Fig. TWWRLT:
£542, CTM i 25 ug/ml AT D 198 (73%) &
100 wg/ml LALED 78 (27%) D 2 DDz amh,
EAEN 3.13~12.5 ug/ml T&H - 7z, CEX & 50 ng/
ml LLTDO & Did7% <, CCL, CXD & 25 ug/ml LA
TOLDH% <, IR bAESDEES 100 4g/ml
BLET, CTM OBk cBNLAENTH -7z,

P. mirabilis 18 BRI D\> T3, Fig. 8 KR L7z &
512, CTM @ T~ 3.13 ug/ml AT T, AZ5 55
0.39~0.78 ug/ml T% > 72, CEX & 100 ug/ml D
1BDIEH i3 12.5~25 ug/ml T, CCL i 50 ug/ml
D 1D IE 1% 3.13~6.25 ug/ml T, CXD iZ 100
ug/ml O 1ERBSADIZ & A L HS 12.5 ug/ml TH Y,
CTM %3 3~5 REEB N 72 B 1 TH - 720

Indole (+) -Proteus spp. 9 #RiZDV>Tid, Fig. 9
WL &9, CTM 9T 6.25ug/ml BLF
T, Lk 0.78 ug/ml LIFHS 686 (67%) L %ho

720 CEX, CCL, CXD idw>¥h ¢ 88k (89%) #»3
100 pg/ml LAEDMHET, 15EBZ0FNDER D
0.78~6.25 ug/ml TH o7, Lizh>7T, CTM #»8
WamEBNRENTH S 72,

Citrobacter spp. 26 #RiZ D> Tix, Fig. 10 IZ7RL
7z& D1z, CTM i3 198k (73%) #36.25 ug/ml LA
TT, ZD%L230.78~3.13 ug/ml TH o7z, LD
L, BY D 78I 100 ug/ml s v L # L EDE
HTH o7, CEX, CCL, CXD 3w ¥h b 3.13 ug/
mlUTDObDIE%Z <, H<H50 ug/ml iz #h
UETHY, CTM HFECENLTRENITH - 12,

P. aeruginosa 24 %R 8 £ ' Z DD Pseudomonas
spp. 2 RIC DWW T, Fig. 111k L7- & 5, CTM
B9 RT100 ug/ml LETHEIBED 5 e h
27z, CEX, CCL, CXD b \> ¥y 100 ug/ml LA
+£T, CTM LRETH - 12,

2. CTM-HE OEERZIER L ZLetE0mat

HINKRE B & UBIERRNEI CRBR s h - AKR
R 3B, SHHEIER 16, RUKEXAL 16, 8
RREZROBMEEEIF), BUESEXL 16, i
%66, BEREMER 16, RMEREERE 1 HI0E
17 i CTM-HE %{£f L 7z, fEFNZ Table 11T
TRT LD, 2805 89METOETF 64, L+ 11
BITH o1z,

BRELEZOND bDIX, FREBBERECSL
T, Streptococcus pneumoniae, S. aureus & \>- 1z
75 LGBME & Branhamella catarrhalis,
Haemophilus influenzae, K. pneumoniae, E.
aerogenes, P. wmirabilis, M. morganii,
Achromobacter xylosoxidans & \>->127 5 LEEME
IREE N, 16T S. preumoniae & B. catarrhalis
D2E@ESRH s N, 7, AP TIEREHE
DYDOWIPEZm o7, IREBEBIIETIX 1HITE.
coli WREINIbDOD 1 FITIREBES M TER L
272,

CTM-HE 0581, 1B%52L L T100mg
225 600mg THY,1H1EZWL 3ENCST T
B L7, K& 1 8 300mg % 3 Wit 600 mg D
SEARTH o7z, £z, BREHIMII, KEB L UE
EECE>T3IE»S 49 BEDBE %7572,

AR, FRBEBPED 56T, E94
B, B2 6 B, =B 2 B, ER) 3B THE 66.7
BTHY, REEPED 2HTIE, E57186, B
1BITH o7, CTM-HE &Z 28X LTz, %5
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———— Cefaclor 1
— —— Cefroxadine ,//
/ J
o4
7
s 7
L
0 T T T 1 T T T T 1“5 T T T
50.05 0.2 0.78 3.13 12.5 50 >100
0.1 0.39 1.56 6.25 25 100
Cefotiam 312|512 (3|2|2|1]|7
Cephalexin 1 3|23
Cefaclor 1 215119
Cefroxadine| 2 215118

Inoculum size : 10° cells/m]

Fig.6  Susceptibility of Enterobacter spp. (27 strains)to cefotiam,
cephalexin, cefaclor and cefroxadine

(%)
100
504
Cefotiam
— — Cephalexin
———— Cefaclor ,'
—-— Cefroxadine 2
7
£0.05 0.2 0.78 3.13 12.5 50 >100
0.1 0.39 1.56 6.25 25 100
Cefotiam 1 7 5 4 2 7
Cephalexin 2 |24
Cefaclor 12|23
Cefroxadine 313120

Inoculum size : 10° cells/ml

Fig. 7 Susceptibility of Servatia marcescens (26 strains)to cefotiam,
cephalexin, cefaclor and cefroxadine
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(%)
100 4 =
/+/
501
—— Cefotiam
— — Cephalexin
———— Cefaclor
—~-— Cefroxadine
0 T T T T T
£0.05 50 >100
25 100
Cefotiam 1 9 7 1
Cephalexin 6 [ 11 1
Cefaclor 5|12 1
Cefroxadine 1|16 1

Inoculum size : 10° cells/ml

Fig.8 Susceptibility of Proteus mirabilis (18 strains)to cefotiam,
cephalexin, cefaclor and cefroxadine

(%)
100 d
——— Cefotiam —7,
— — Cephalexin "
———— Cefaclor
—-— Cefroxadine
/
50 !
0 T f T f T f f T T T T T -
£0.05| 0.2 0.78 313 12.5 50 >100
0.1 0.39 1.56 6.25 2 100
Cefotiam 1 1 4 1 1 1
Cephalexin 1 8
Cefaclor 1 8
Cefroxadine| 1 8

Inoculum size : 10° cells/ml

Fig.9  Susceptibility of Indole(+)-Proteus spp. (9 strains)to cefotiam,
cephalexin, cefaclor and cefroxadine
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(%)
100
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Cefotiam
— — Cephalexin Fr
———— Cefaclor /’
—-—— Cefroxadine /
i
/
/
/,?
£0.05 0.2 0.78 3.13 12.5 50 >100
0.1 0.39 1.56 6.25 25 100
Cefotiam 114661 1|6
Cephalexin 1 1 1 (1112
Cefaclor 1 1 1|81 4|11
Cefroxadine, 1 2 3 16| 4 lﬂ
Inoculum size : 10° cells/ml

Fig. 10 Susceptibility of Citrobacter spp. (26 strains)to cefotiam, cephalex-

in, cefaclor and cefroxadine

(%)
100 -
504
|
d
Cefotiam |
— — Cephalexin ,’
———— Cefaclor "
—-— Cefroxadine ,l
0 T T T T T T T T T T ! T
£0.05 0.2 0.78 3.13 12.5 50 >100
0.1 0.39 1.56 6.25 25 100
Cefotiam 26
Cephalexin 26
Cefaclor 26
Cefroxadine| 26
Inoculum size : 10° cells/ml

Fig. 11 Susceptibility of Pseudomonas aeruginosa(24 strains)and other
Pseudomonas spp. (2 strains)to cefotiam, cephalexin, cefaclor and

cefroxadine
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B, BH1H, LER2H, EHIFT, BRE
B70.6%Thole BREAICAH S &, K
pneumoniae B & O M. morganii = & 5 RHkK Tid
ET, S aureus 2 & BWHEAK, S. pneumoniae 12
L2 AMEREXK, E aerogenes \Z &L AR TIRE
WTH o108, H influenzae 2 X 5BHEREZ L
A. xylosoxidans \ & 3 1BEKRE IR O BMIEES
TREAENY IR I L b DB, BEEKRD
BRE2EL-LDODOBAHIESEL, LLEUTH-
20 S. pneumoniae & B. catarrhalis DEEEHRAE|
¥ H influenzae 2 & 2 BHEKEZROIAEEER
WS P, mirabilis & & BRI TIXIEEITH > 720
12, E coi CE2BRBRBIIBENTH 72,

MEEHBRL, HEDTE Rz b Db 11§
£ %<, K. pneumoniae 2 X 3 RYkE & E. aero-
genes W& DR TIXBEWHAEL /228, S, pneumo-
nige & B. catarrhalis 2 X 5 BERBREF E H
influenzae B %\ >k A. xylosoxidans 2 & 5 REX
RIEBOTIEBFESE L, ZOM, 10 FliZTEET
Holz,

EERE LT, 1BI0OFRIC L UhBEHEE
KAD oIz, BRI TE I, 272, 3FCT
FoBHon, 2HRBBETH o205, 1HEFEE
THEARDOKE 2 1To78, VIR HKEEDP I
SDEHRL, %7, CTM-HE £&Eri%icB1I 5
RRERSIZ Table 212 xL 7%, GOT, GPT,
AI-P D L5141, GPT O LF 518, 1FEEERO
W% (2-8%) B1BCREDH SN,

m. # =

FLARFEShLRORAE 7 7 o AR Y RiE
"EThH% CTM-HE i3, CTM DT X7 L&Y
ThHY, BOBB L L->TRINEh I ok
CTM @ prodrug ¥ L TERENIZHDTH B,
Liets»> T, BB & D RINES ERIC 3 L 7D
B, CTM £ LTREBRLTW3,

CTM OHiENIZOWT, bhbhiz T TS
LT B39, Fio iz Bl 578 & h e BRR 2Bk 1
DOTHET &L bic, HENBFE LTHEMAR
hTw2cephem FOMEME T H 5, CEX,
CCL, CXD oW T b FIBRFICHE I 2REL Tt
BRI U7z, BREEKDS 10° cells/ml £fERL Tw»
5728 108 cells/ml %1 - 72 Bi#Rk & ZEFLLBIE T
e, T2 10 EMT L eiitEbkosEmL T

W3 EirBbhxun,

CTM OB I % EEEED 10° cells/ml D & &
D MIC THATH#5 &, S. aureus 1213 0.78~1.56
ug/ml T, CEX, CCL, CXD &Y 2 EEREEN T
720 & < AZEEL TiE methicillin resistant S. aureus
(MRSA) »RIB L %2 2 A%, 100 pg/ml ALD b D i
%3 &b olze E coli, K. pneumoniae, P.
mirabillis D% < T3 0.10~0.78 ug/ml TH Y,
CEX, CCL, CXD &0 & 3~5 ERBEBEN T\ 7z, %
7z, Enterobacter spp., S. marcescens, Citrobacter
spp. WIXTHMERRDIE < 2% & DD MICs, 55 3.13~
12.5ug/ml EVo/c N ETORORIC RO
BN MBEILRZDN TS, ITRSDOKEIZW
LW 5 E 3 cephem DIME /T L LB T 5 LR
L2500, TNIEFEZFPZ LD TIRZV, LAL,
P. aeruginosa % % D Pseudomonas spp. W i& £
CHEHD %L, E. faecalis = b KE5H5 100 ug/
ml %5 T, ZhsDEEIEbBEOHMERT
BonlEFLIZE—HLTEY, EsZbhbh
DRETE - EREICDOVLTIR, S preumoniae
0.10~0.39, S. pyogenes 0.20 LA'F, H. influenzae
0.39~1.56 ug/ml & \> 5 7 EHBSA T B,

D &IZ, CTM-HE ORI - HRHiz D v TIdkRES
TEEEn g o0, 100mg B £ U200 mg %
BRACRBROKES L L EOHKETIE, CTM
ombEECRSMEE 1EFHEICEATN1.24,
2.06 ug/ml TH Y, 5 EFEIHEIIX 0.03, 0.17 xg/ml
ERALTWE, 20k &0md R 0.66,
0.77 RS, AUC X 2.76, 5.81 ugehr/ml L X
nTBH, B2 dose response HFRDH HNL T V>
3, 21:, ABOREBEAIBBETRATICL ST
mPEEOE—7{EIMETT 20D, AUCKE
CRILTHD, L REELzVEREDNS, LrL,
RBC - LaMHPRESERL, AUC v K
ELRBEVORERFOREROEI 2 >TED?,
ZOETHBLAHEDBT LS, 251, CTM-HE
OHRICE > TR A MHPEBED AUC XRIED
CTM OfiE g - 38ETHE S5 AUC 0¥ 60%
TharEHREINTVBY,

FRepBEREFRIZ 30~38% T, BB ITIX 1 el
#10.7ug/ml T, ZHEREL VLI THBY,

B PR I P TR B8 R MAE % UL T RRET L 7208, &
MR L L LD 4BDO ETER TIX 100%EZ 72
LEERFTHo7:0, BHERIEXROAMHE
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LABORATORY AND CLINICAL
STUDIES ON CEFOTIAM HEXETIL

YOSHIRO SAWAE, TOSHIYUKI ISHIMARU and Koj1 TAKAGI
First Department of Internal Medicine,
Faculty of Medicine and School of Health Sciences, Kyushu University,
3-1-1 Maidashi, Higashi-ku, Fukuoka 812, Japan

AKITAKA YAMANE and KAZUHIRO HAYASHIDA
Department of Internal Medicine,

Sawara Hospital, Fukuoka

We performed laboratory and clinical studies on cefotiam hexetil (CTM-HE), a new cephalosporin
antibiotic and pro-drug of cefotiam, and the results were as follows.

1) Antimicrobial activity

MICs of cefotiam against various clinical isolates were determined with an inoculum size of 10°
cells/ml. MICs of most strains of Staphylococcus aureus, Escherichia coli and Klebsiella pneumoniae
were less than 1.56 xg/ml, and of most Proteus mirabilis and indole (+) proteus strains were 3.13-6.
25 ug/ml, while most of Serratia marcescens were less than 25 yg/ml. But resistant strains with MICs
of more than 25 xg/ml were observed in the case of Enterococcus faecalis, Enterobacter spp. and
Citrobacter spp.. MICs for all strains of Pseudomonas aeruginosa were more than 100 xg/ml.
Activity was excellent as compared with those of cefaclor, cephalexin and cefroxadine.

2) Clinical efficacy

Cefotiam hexetil at 100-600 mg/day was given to 3 patients with tonsillitis, 1 with pharyngitis, 1
with acute bronchitis, 3 with acute exacerbation of chronic bronchitis, 1 with chronic bronchitis, 6 with
pneumonia, 1 with acute cystitis and 1 with acute pyelonephritis for 3-49 days. Clinical response was
excellent in 5, good in 7, fair in 2 and poor in 3 patients. Lip paresthesia and diarrhea as side effects
were observed in 1 and 3 patients, respectively. Altered laboratory findings were observed in 1
patient with elevation of GOT, GPT, and Al-P, 1 with elevation of GPT, and 1 with increased
eosinophils.



