VOL. 28 S-1

Cefotaxime DA - MR

R & W-4 W &% =W M@ ®
FUM KB 0 —

W OH B =
ARMKFEFTR AR

#H L BRI 17: cephalosporin Ffie#) B TH B Cefotaxime [ZDWNT, MHH, HAEMKRN %
To7

Cefotaxime QR EEICKIT 5 MIC T3, {EREEHS 108 cells/ml D& % 12.5pg/ml PIFD
EHBEAD, S. aureus 94%, S. cpidermidis 1009, S. fuccalis 389%, E. coli 919%. K. pneumno-
niae 5595, Proteus sp. 33%, Citrobacter sp. 50%, Enterobacter sp., S. marcescens, P. aerugi-
nosa 0 BT, 75 LBYIRETI2 Cefazolin, Ceftezole IZRPE »7:08, 75 LREEBETIILL A
BEo T, 10°cells/ml D& &, 77 ARHBEOREALY L.56pg/ml UTFTH D, &< I
E. coli, K. pneumoniae 13 & k2R453Hs 0.20 pg/ml LITFTH - 720

Cefotaxime 1g ZfEL 7 & * DM @EFIL, bioassay T3 30 43&iC 44. 4ug/ml D ¥ — 7 Hidh
D, ¥BHII63NTHo7c, I KHSAMLcE SITABKRTEIC 61.5 pg/ml O¥—sLh, 20
HIIERTCHDL, RSN TH - 72, HPLC HETid Cefotaxime & 2D deacetyl & & 43531+ THI
FEE N7, Cefotaxime {H(3 bioassay L D PRIEMTH -7z, H4HH 6 KAIE TO ROEIRE
3 55~65% T, deacetyl s BihoHitEns,

BUEIEZLZH, BRELA, RKILECAHERbN/-2EANK, BAERBERMO 4 HDi 7
#lic, Cefotaxime 1 H 1~6g, 3~I5 HRIEAL, ARSI H, LPEWLH, BH3IMATH -7, M
BEHICIE Haemophilus, E. coli 3T %7:H3, S. faecalis, P. aeruginosa \CI3ZBEHIEH - 72,
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%72, BS2IC Cefotaxime IZREY 5 & BbNBEMERRAD S -1z,

F U BI% 2 iz Cefotaxime (CTX, HR 756) (3,
Fig. 1 ok 572t #EEEHET 2 & 4 A © cephalo-
sporin RILEYHETH B, RO cephalosporin
EHCROHERCENLTES, HBR<7 5 4,
B-lactamase HEHMEABLTWL I ELHATIL B,
LG, 77 sBEHEEIN L TRRERDS OOKR+
EosTE ALY, ULdrd H influenzae, indole
Bt Proteus, Serratia, Enterobacter, Citrobacter,
P.aeruginosa &> 57< b DICE THEAOBEMSILK
SNICLBEETH B,

bhbhizco CTX 20T, BESBEICNT S
HES, BERACERS L2BA0nNbEES LUR D
Bt B OB REEMZ 2 &L BT, BEAR
WAL EDBERBELEMEROFEILE OBKRIIR
HETo/DTHRET 3,

I. B&ELUAHE

L BERSBEICNT 2 HEN

FELTHAMSIES Ao 11 AETOMIC, MK
FREME—-—AMAREZEOBKRME» O 8 S h /e
S. aureus 17 ¥, S. epidermidis 2 ¥k, S. faecalis

8k, E. coli 22fk, K. pneumoniae 20 £k, Entero-
bacter sp. 9%k, S. marcescens 7k, Proteus sp. 6
#k, Citrobacter sp. 4k, P. aeruginosa 11 gD
106 #k S EZ#ERkD S. aureus 209P & E. coli JC-2 |T
DVT, BRMCFREFLATERICL D B/REHEILE
B MIC) ZRlEL 72, BBEER MYV TS V4743
v (KB ICk 2 —RMEEER (10%cells/ml) & @
BARSERIC K 5 100 fEF K (10°cells/ml) & %
Wiz, Bl 22EFIL CTX 0id, stBEEL T Ce-
fazolin (CEZ) & Ceftezole (CTZ) AH{ LS, ,~— b
1Y 72— vEREM R 2RV,

2. MR &SR p R

BERABEF34 (K.T.:37%, 63kg; M. O.:3L
%, 52kg: T. T.:27g%, 53kg) 2T, CTXoD1

Fig. 1 Chemical structure of CTX
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Table 1 Susceptibility of S. aurcus to CTX, CEZ and CTZ
LoouseERnEe ™ S TR Me
Drug | No. | [noculum ) MICV ) o
e oo 078 16303 625 | 125 | 25 | 50 | 100 | o0g
| - [ S A e IR
T | 4| 12 ’ | L
CTX | 17 ‘
| 100 8 | 8 1|
Co100 ol 10 | 4 i I 1
CEZ 17 | | i ‘
108 lo | 12 3 | ! 1
mewqg~i we | 1e| 9 5 1 Lo 1
CTZ | 17 | ' | f
L0 L 13| 3 | , v
(= ; S.aureus 209P)
Table 2 Susceptibility of S. epidermidis to CTX, CEZ and CTZ
Inoculum L;” ) o o MIC -
Drug No. | f T ‘ ; .
size gamuw]am[Lm 3.13/6.25 125 | 25 | 50 100 | 100<
e oz
CTX 2 ; i ‘ * ;
I L , ‘ 2’
\ |0 11 1|
CEZ | 2! ‘ ‘
| o doe | 2 | 1
i [ 108 | | i i 1 ‘ 1
CTZ 2 | | i | |
|18 ! 2 ! '
I ‘ i i | j
Table 3 Susceptibility of S. fuecalis to CTX, CEZ and CTZ
‘ MIC
Drug | No. IﬂOCilzl]Um ‘ ‘ ‘
| <0.20 0.39 078\1.56 313|625 125 | 25 | 50 100 | 100<
i i
108 ! 1 L2 1| 4
CTX 8 _ i ‘ ‘
108 1 2 1 1 2 2
108 1] o R !
CEZ 8 | |
108 Dol 2 | , 5
\ Cotee L \ ‘ | 2 | 5
CTZ 8 | i |
108 | 1 E 2 ' 1| 4 }

g % 0.5% V) FH A v 6ml ITIERL TREBICHE
L7ck %, lg v Y% T-3 % 200ml THEB L T,

IREP T TEBBEL-E 20 CTX oMt iBES &
URhHEBZRIE L 72, HEDHSIBHEN, THE
1543, 3043, 1Bsh], 2B5RS, 4B5R0, 6B5RH, 8H:
fick 4ml ML, BEL-O0bmMEEDEL 7,
7e, BERIKME TIHMEICRELZAEL, F0—
WeRELI, SEBEOHLIT AL, SIS
30 53%, AHAETER 304, BRI, 28R, 48

R, 6EFIRICTNENA 4ml WML, 7, SHB
R > SR TEE T TE, BT &5 6Kl
ITOHEBOREEREL 2, MKEREBEOR
BEERICREL, —20C CHEREREL .

CTX Ot BES L SRGMEDRER, M. luteus
ATCCO341 BB T 2 WEA » 7HIC LB bioas-
say BICX DITD LREIBFIC, BEREIa< b 774
— (HPLC) #ick b CTX X% 0D deacetyl £T
%% RU 628 OBEZHsEL 72,
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Table 4 Susceptibility of E. coli to CTX, CEZ and CTZ

Drug | No. Inoqulum MIC

S1z€  1<0.20/ 0.39 | 0.78 | 1.56 | 3.13 | 6.25 | 12.5 25 50 100 | 100<

108 o 1| 12 7 | 1 1
CTX | 22 .

10¢ 210 | 1

100 2| 8 8 1 2 1
CEZ | 22

108 4o | 5 2 1

108 1| 4o 5 7 1 2 2
CTZ | 22

10 12 4| 4 1 1
(o ; E.coli JC-2)

Table 5 Susceptibility of K. pneumoniae to CTX, CEZ and CTZ
Drug No. Inoqulum 7 ,MIC

sizé  1<0.20 0.39 | 0.78 | 1.56 | 3.13 | 6.25 | 12.5 25 50 100 | 100<

108 2 2 1 2 1 3 5 2 2
CTX | 20

106 17 1 1 1

10 1 3 3 5 1 7
CEZ | 20

10¢ 13 2 1 1 2 1

108 1 3 5 3 3 5
CTZ | 20

108 12 3 1 1 3

Table 6 Susceptibility of Enterobacter sp. to CTX, CEZ and CTZ
Drug No. - Inoc_ulum MIC

iz 1<0.20(0.39 | 0.78 | 1.56 | 3.13 | 6.25 | 12.5 25 50 100 | 100<

108 2 3 4
CTX 9

108 1 3 2 3

108 1 8
CEZ 9

10 2 7

108 1 8
CTZ 9

106 1 1 7

3. BEHRELEEROLE
AMASESBE—ARE L CERAZELEE"A
RIABE 8% O RYUEF 3 L UREIED A BAsEEb i
WEREMND 7Mic, CTX 1H 1~6g, 5~158/E
AL, ZOmELEEEEAOERERNL 72,

WHRHROUEICIE, BALEOLERBONRES X
URFAETRL EAEOMNELERL 2, BMNLS
h, BFFEO%%ES: CRP OR¥AL, HMmMBRYEEORK
UHREDOKE, ELROMEBBDONIbDE [H

%), BBIEDONBREBREOTLBETLRR
BohEh - BAPEADOF LIV BEROA NI
b0% [PPEY), BRBULOBREREIUR ER
BORENADONIE» >t d TEH) LI, &L
2, BREOHERIONT, BEHEL BERD, EHLE
T, BRLOSHEEENHRENTE L. /2, HS
I CTX OHIGEEB > T EEZONBEHDIRHE
REeE L 7z, "
EIERIC OV TIY, BEOFIELCML L L b,
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Table 7 Susceptibility of 5 IArCescens to CTX CEZ and CTZ
1 Inoculum MiC
Drug | No. size ' D (T T T e~
20{0.99 [0.78]1.56 [3.13 [6.25 | 125 | 25 | 50 | 100 1o
e | . P I
CTX 7 |
10 1 2 3 1 |
108 i | o 6
CEZ 7 r |
100 | ; 1 S
- - [ T | i T T
100 | | S B
CTZ 7 ‘ 1
100 | 1 . i 6
Table 8 Susceptxbxhty of Pra/em sp. to (,TX CEZ and CTZ
| Inocul MIC
Drug No, |‘poculum B -
S12¢ - 1<0.20 0.39|0.781 1.56\3 13[525} 125 25 | 50 100 | 100<
100 | 1 { 1 E 2 1 o
CTX 6 { |
00| 5 : 1
| 100 | ; | 1 3 2
CEZ 6 | i s
10 | ( 13 2
108 ] | 12 1 2
CTZ 6 ! \
106 1) 3 i |2
Table 9 Susceptibility of Citrobacter sp. to CTX, CEZ and CTZ
MIC
Drug No. Inoqulum{ [ ‘ ‘
size =0.20, 0. 391 0.78 | 1.56 ’ 3.13 ) 6.25| 12.5 } 25 | 50 100 | 100<
§ : }
108 } 1] Lo i 1 1
CTX | 4 , | w
108 2 1 ! 1 [ I :
108 | E 1 4
CEZ 4 | F
108 | 1 3
108 | | | 4
CTZ 4 1 |
108 \ 2 2
MEFARRESL MEE AR E L ERICHETL, £ EEHiIFEAEN 1.56~3. 13 pg/ml LE S o1

DEDEEEBREL 72,
oO. B

L BRSEEICET 25BN

NMKZEEFBE—AFR AR BHE OB KMk S 4 8
ShBEBOEEICONT, CTX o MIC 2HlEL,
FEICRIEL 72 CEZ, CTZ o MIC % l# L 72,

S. aureus 17 ¢k (Table 1) iz, 108cells/ml
& & 100 pg/ml Ll ED 1 $ZBRNT 1.56~3. 13 pg/ml
THy, 209P 33.13 pg/ml T&H -7z, 108cells/ml @

1 #kAs 25pg/ml T - t:, CEZ, CTZ (3 10° cells/ml
D& xic 100 ug/ml O 1 BAERNTE ~T 0.39~1.5
pg/ml TH Y, 209P 130.39 pug/ml TH -7z, 10°cells
/ml D& i3] BRSNS E-THY, CTX
N2BREEESIBETH -7

S. epidermidis 2 # (Table 2)Ci, 108 cells/ml D
L x 12.5pg/ml, 10¢cells/ml @& & 3.13 pg/ml TH
Y, CEZ, CTZ 2$ 108cells/ml @& & 3.13~6.25p8
/ml, 108cells/ml D& % 0.78 pg/ml T&H 3 DITHA
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Table 10 Susceptibility of P. aeruginosa to CTX, CEZ and CTZ

Inoculum MIC
Drug | No. size
<0.20{0.39|0.78 | 1.56 | 3.13|6.26 | 12.5 25 60 100 100<
- 108 1 1 9

CTX 11

108 2 4 2 2

108 11
CEZ 11

10¢ 11

108 11
CTZ 11

108 11

&, CTX HM2BM%E > T,

S. faecalis 8 ¥k (Table 3)Ti%, 10%cells/ml @&
& 1% 1.56 pg/ml, 2 Bkt 12.5pg/ml T, £Di
i3 100 pg/ml 3L E ML LT, 10%cells/ml D & &
iR 2BPENEL 72D, 6.25ug/ml DITHERTH -
720 CEZ, CTZ % 108 cell/ml, 108 cells/ml & & 25
~50 pg/ml 535 Bk T, fhi 6.25pug/ml PIFTCHZD
iCh~z L, CTX H1~2BEYE > T,

E. coli 22 ¢k (Table 4) 7i3, 10%cells/ml D& &
2 AEERD 6.25~12.5 pg/ml TdH - 7235, 10°cells/ml
DL 1DHH 0.39 pg/ml T, iz 4 ~T0.20 .y
ml BOLENLUTTH -, chikxtL T CEZ, CTZ
2 12.5pg/ml PIFi3 10 8k (45%) T, 10¢cells/ml
& & KEBAH 1.56~6.25 ug/ml THBDITH~B L,
CTX M3 Byl LB BN TH » 1, 1, JC-2
¥#t CEZ, CTZ ¢ 3.13~6.254g/ml TH 3 O i %t
L, CTX i1 0.20pg/ml O LENLTTH -1z,

K. pneumoniae 20 ¢ (Table 5) 7ix, 108cells/ml
DL % 0.20~12.5pug/ml 158k (40%) T, LHbiE
E< AL, &L A 25pg/ml 285k (25%) LB -
78, 108cells/ml & % 17 ¥k (85%) A 0.20 zg/ml
BROLENLIT T, i 2#kd 1.56, 6.25pg/ml TH
=27, LL, 100 xg/ml OftEskds 1 4kBH SN 1,
CEZ, CTZ it 108cells/ml @& % 16 Bk (80%) ¢
25 pg/ml L) @, 108cells/ml @ & *iT 15 Bk 1. 56~
3.13pg/ml THBDICH~B &, CTX 483 B0l &
AT,

Enterobacter sp. 9 #k (Table 6) iz, 10°cells/ml
DL &F~T 25pg/ml PILETH -7 43, 108 cells/ml
123 & 6 #kdt 0.78 ug/ml DI FCdH »7-, CEZ,CTZ
12 108 cells/ml =& kK&B43H8 100 ug/ml LI ETH 3D
C~3 L, CTX T D d DITIRWEREH DKL
BYohidboMEh-1

S.. marcescens 7# (Table 7) T2, 10%cells/ml

D& FRTANT 25pg/ml LI LETH - 7028, 108 cells/ml
D& xi3 0.20~1.56 ug/ml T, CEZ, CTZ S 10%cells
/ml D& &TH 254g/ml @ 1EERNT 100 ug/ml
PEThBrDicH~B L, CTX i3 8EARsEZR@N T
7

Proteus sp. 6 % (Table 8) iz 108cells/ml @ &
#(2 0.39~100pg/ml PLEFETU AL 3L T2,
108 cells/ml @ & X KEE43H% 0.20 ug/ml 72 L EH L
F¢, CEZ, CTZ 25 10%cells/ml 7, 3.13~6.25ug/
ml BBODICk~B E, CTX 5B ELEOL T
70

Citrobacter sp. 4 ¥k (Table 9) i3, 108cells/ml
DL & 1.56~50 pug/ml CH - 7225, 10%cells/ml D&
23 0.39~6.25pug/ml THY, CEZ, CTZ 3¢ ~T
100 ug/ml QI FCH -7z,

P. aeruginosa 11 gk (Table 10) T3, 10%cells/ml
D& 23T ~<T50pg/ml LI ETH - 743, 10%cells/ml
D& ¥ 12.5~100pg/ml & HZBEOHEHNBH o1
#<o %, CEZ, CTZ i3 10°cells/ml < 100ug/ml |
ETH A7

2. IncheE & Rkt R

1) CTX 1g fhiE L &

BEBABFIZ/CCTX 1g £0.5% ) FhH4 vE
6ml ICHERRL THEL 72 & DM MEL Table 11 ©
T & T, bioassay HTiIIEMH% 154iC 35.2~58.1
pg/ml, Y35 43.8 pg/ml L&uRIC FRL, 3043 %
12 37.5~48.2 ug/ml, 5 44.4pg/ml E X SiTDL
L2, 1ERIRICIZ 35.2~43.9 ug/ml, iy 35.8
pg/ml ERBADUI, & 5ICFHMET2 KM% 18.7 g/
ml L€~ 7D 12 TFictsh, 4#5RI% 3.3 ug/ml,
6 Bfftk 0.7 pg/ml ERADL I, SHRIBIIAERA
UTREE-7-DdHD, Fig 0.2xg/ml LIEMHETH
27, £CC, ZOFHMEAERIRT S & Fig. 2 O£
DL, HEHRJICL—sE0D, KEFELIZ 6345
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Fig. 2 Serum concentration of CTX by bioassay
method after an intramuscular injection
and a drip intravenous infusion(l hr) of
CTX 1,000 mg

Serum concentration of CTX

Time (h)

Fig. 3 Serum concentration of CTX and

RU 628 by HPLC method after
an intramusclar injection of CTX
1,000 mg
(ug/ml)
50F
s
E 40+
iz
£ 30f
S
g & 204
2
Q
00 44
0
Time (h) o Bioassay method
ThHot, LHL, 3 1IFRBERISHE ST

Bllice— s 15> T,

th# HPLC ¥ick 2Rl TAH5 &, Fig. 3ich
‘Aohr kST, 3MELBERIODICL—s LD,
TDFI(HE 45.5 pg/ml T, bioassay AL D bPPH
MTH-7, LhL, 2HMEEITCOZDIEI»OMI,
WIRHPPREL > Tz, ENTHLEKEL TR
AOBEIHBNE S —BL T3 EWA I, HPLC Eic
L2BADEREDS 53 HLIFIXZELVLHOTH- T,
1, AEcHlESH 72 CTX O deacetyl £ Th 3
RU 628 2524k 15 23ic 4 i 5.4pg/ml 3 BH ST
TEY, 305» 5 2 EEMEICHIF T 10 pg/ml FIET,

4 KsMIBRIC 12 5. 0 pg/ml &ML 72, 4 K5RALIGRITCTX
LDBULAIRMUTH -7,

Repdkitl%E 43 & Table 12 0z & { T, bioassay
B2 2 KM T TIC 40.3~46. 6%, iy 42.8% sk
MEh, E51C4KMEETIILHBENS RO S DM
Ehicts, ehlBizdiud, 8KMM%E TORPEIX
RIIPY 58.5% TH-7, iz HPLC itk 3K
MTHTHZE, PHHT2EMHE TIC50.3%, 45K
Mk ¥ TIC 56.9%, BHMtkTTIC 69.7% LML
fzo %72, RU 628 (32 KM% T THPIRDBL, 129
mg HEtt I T /chs, D¥D 2KMS 77 mg & KK
ZRTHo7e,

2) CTX 1g, 1HM&AHBREDOL &

H—MEEABFILIC, CTX1g 2V Y% T-3K
200ml WAL T 1M TREMRELLLE O M
thi#pEid Table 13 D &, bioassay BTl AN
Btk 30 43T i3 3 TIc 46.0~57.5 pg/ml, g 51.5pg/
ml & FRLTHED, AMKTEIC 55.5~T71.5pg/ml,
g 61.5ug/ml L¥— 2L 1, UL, SABKT
wizausicmDOL, 30 icis 23.5~33. 8 ug/ml, P
¥5 30.3pg/ml LR 7, T 1 KeAERICIE 11.0~
16.8 ug/ml, F£3g 13.9pg/ml & X SICERL, FHET
2 B84k 4.5 pg/ml, 4 BEREH 1.7 pg/ml, 6 I5ffitk 0.5
wg/ml THoto, ThODEYEERRT S L Fig. 2
DOHMD LD ITIED, HEROREE LKL THSHIC
BBREOMPEENBONEH, AEKTHS 2%
ICORDVBEHATH - o, THHOHLAHHDERMAH
20.44}, HeMAADOXBPEHNELINTHD, LrbRE
HA 2Bl EE B » o, HPLCEIC X 2B T3S
B TROY— 7 ORI 46.8 pg/ml LGEEOY
— IR EELITVEET, 2T bioassay XD b
BIETH -7, T, EWEHEERIR 39 2T, B
Bk DPPIEML T, —%, RU 628 3 SHBA% 30
SkiCi 6.4pg/ml LEL L -THD, AEKTRIC
7.5pg/ml 2RV~ LI3D, 2% T THEN
ZLBHONI, Linl, BERICH~E EBBDEL
of:o

Rehgkit @A A2 &, Table 14 O &<,
BETRAEABKTHEE TIC 27.0~43. 1%, £ 35.1%,
KT 285 % Cic 60.3~62.3%, Tiig6l. 4% hidEift
Ahids, To®kiZDIEL, 6 KRI%OR P EINERITE
¥366.8% Tdh - 7z, HPLCREIC & M T3, bioassay
BICL2HEL D bPPEL, PHET2EM%BETIC
51.8%, 6 KRt TIC 55.9% Th -7, 1z, RU
628 b 2B5AI% S Tiz 109mg & B o788, FhLlk
D75, 6 BRItk T THs 133 mg &, HEREH~E

bioassay
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Table 15 Pharmacokinetic parameters of intramuscular injection of CTX 1,000

def
(1-compartment open model)

Ka Kel vd T 1/2 Tmax Cmax AUC

Method | Case | 1y (hrY) (L) (hr§ (hr) (ug/ml) | (pg/ml-hr)

Mean 6.27 0. 66 16. 50 1.05 ~0.40 46. 48 91,55

K. T. 4.08 0.76 14.77 0.91 0.50 46. 11 89, 23
Bioassay

M. O. 11.57 0.65 14. 59 1.06 0.27 57.70 104. 89

T.T. 4.03 0.64 17. 86 1.09 0.52 40.16 87.82

Mean 5.56 0.78 15.92 0. 89 0.42 45, 56 80. 24

K. T. 7.53 0.73 16.79 0.94 0.35 486. 27 80. 87
HPLC

M. O. 5.98 0. 81 14. 54 0. 85 0.38 50. 24 84.58

T.T. 3.74 0. 85 15. 76 0. 82 0. 52 41.03 74. 65

Fig. 4 Serum concentration of CTX and RU L7,

628 by HPLC method after drip intr-
avenous infusion (1 hr) of CTX 1,000

mg
(pg/ml)
g 60f °
©o
j=]
4 o
~ 50f
e
o
Fa
B 40F
(&)
k]
g 30r °
£ uff o>
o
§ °
g 10
H .
o RU628 "——~%
w 0 L L \ n L
1 2 3 4 5 6 7

Time (h) o Bioassay method

ERADICDBTH 72,

3 EEHENRT

CTX 1g Ok & MHEBHERON 1 B i D>
T, Hi#iZ 1-compartment open model it X ¥, #&
i3 Z-compartment open model i X b K HFHRIT
RS, KREHRPERD /2 d © 4 Table 15, 16 TH
3, SEDOEGEICODVTOEREBAEATHBE, B
¥ D bioassay Tl Kel 5 0.66 hr-t, T1/2 #£1.05
B, Vd 28 16.50L Th b, kR4iCstihd 5 Sk
ROMHAMIT B 0.81 hr-t, T1/2 (8) 0.85 B[, Vd 8. 422
T BEREOFMEEMEREEOVNE , T1/2 BPOPER
Uz, 72, Vd BAE BB TH -7, LL
AUC {3 91.55 £85.97 pg/ml-hr LHHOMICA 75
#£Ri210/ - 7z, HPLC 3Tid bioassay $DMKIE & K
B30 o fot, BB POARL, T1/2 268K

3. BB EEIER

INKZEZBE—AN S JCBRAFEXHE-A
BCEBRBONDICARTODO D DICBRREEABL /-
ERH 2O RBMEDAHMEON TEBEF D ES
TH->LEFALSERAEBIEERA T CTX 05 %
HAHt,

CTX {EREMIT Table 17 0 & {, H. para-
infuenzae L L 32U ABEX%2H, E. coli ILLBR
BERRUE 1 4, BKIMfEZFEbh-GEAMK S LU AMm
RALLBHE ) v < BO3AIS JURBRRERNT 2 BLE
ARERMO 1 HTH -7, KMEZFbDN DD
ThOEMmEREKL 2,000 LT LD, LrdiFhERiz
12 EA LIV EV 5z compromised host @, [fithh S
EREIRBEINLIh > BRBOFBELER T H »
2o ZOHOD 2 PICREARVBESHICEEL, S. fa-
ecalis, P. aeruginosa SEZHKRM Iz,

ThoofERIc CTX 21 Hic1~6g, £ LT 2g
EPY2EAT TREBEL, 68 DEaid2g F
DIEBEL I, HEHMIR3I~I5ATH -7,

BARZRIFHIF, PLEHIA, EBH3PTH-
7oo KBRITIR, SESEILD2ARVTN O ARE
R, HENFRESICKRBEINWTHEH TH 7228, 14
2 CTX Qb icERNS Shic, BBAD 1 FIRE
HTH -7, RIELFEDONI-OKERDOS B 1HDH
PEYT, O3 PRBHTH -7, ZOBAFHLTH
TRARICOB/YTH -7, MEENHRE 2 2 &,
H. parainfluenzae, E. coli ORI NI-DDITT~
THXL, BHTH-7-0%, WHRLD S. faecalis, P.
aeruginosa ZRET X TE/ITH - 72,

BIfEA L LTI, BENICRASRERRD OIS
o7, RERMTH Table 18 L, My Ly
v EREFRBERENS SN 1 E BUNDLO R
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fle]® & » & v @ BEonl 1AERNT, &<ic CTX ofEm#TR
g S ©b © S S S s
i e ® o e - g BREDONLIh-7, LHL, REHBRAMR CTX &
R ¢ & 8 & & = REcahsaimk (CHOP-Bleo M) SEhs
Rlals @ 3 = = = & 5, CTX tORRMARBESHICTEE» 1, T
— BUN LEMIZHIRHNE XL RLEERMNTH
N <|% 9 6 6 g = h, L{IECTX ILLBEILEIBRONUD 72,
15332 4 g CTX it Fig. 1 DX>15, #L AR AEMA
- cephalosporin RiLEYR TH 5, 7-ACAD 7 K DRIHY
E </l2 ~ 8 ~ 8 ¢, i methoxyimino EMA B Z &iC kD p-lactamase &
&) m (=] (] '{\_l‘ : uN: § 2 ﬁ:&.c’ ﬁ*@ cephalosporin x%ﬁ'ﬂci‘tﬁbf:ﬁ)ﬁ‘t‘
% - 1= Enterobacter, S 1 -
S 2 8 = 5 = 8 = Ph;us mamo acter, Serratia, Proteus, H'aemo
Slal o o o g = é ERICOEOHEAOEETALS LS
o - - - — Y, P. aeruginosa L bHBEANBDONB X I iKIE»
S :n_'n': < ; ; g g g : . TeOBKENUFGREENTNS, LH»SRENTHD,
lelale = = v @ o - 77 LBRERRICHT S REAED b OHERD S DIC
: ~ 86 8 © & o BOHEBCENADDTHEENDITI S,
B [<| ' B bNbN S AMNARELHE—ARABLEE D 55 M
g o o e o+ s Sh7cEHERNT, CTX OHEAICS VW THRN L
sl P = & 3 oo 75 MRBHBRBEICK L T2 CEZ, CTZ X0 & 2 B
E % R o ©® B o8 WEILXIURMTH 720 LHL, S. aureus DKL
Pllala = 39 38 8 3 5398 1.56~3. 13 pug/ml TH Y, +HICHKIE R
E S — Tk % EBbh 3, S faecalis DAPITIIFETREERH
E.::g < I I @ - g BHoNI, COZERBEREMAFDOGT, S. faecalis
5 e e ® o o K| TH > LIEHALTV S,
_§ Ml ¢ o @ s o 75 sREREICH L TR, SEEERCIIHEHOD
w, J<]2 8 2 2 5 = « @fﬂ:b%l, {, 108cells/ml piFAicit CEZ, CTZ 13
= T ale & 3 2 8 = 8 EELHART, bIFHICBIILHENTHIC T XL
3 ~ N =« 2, 100 EHFRI N EEEKRTIZ MIC MIEBIT/NE
& Ry §:§ °o’.,";: 08,‘5 g,u? §§ EQ § WEEIED, BhHEATHEC ENERESNS,
353 S S i =] b5, E. coli, K. pneumoniae Dk D MIC Ht
S S . 8. .8-.8.-.8.8 0.20 pg/ml LI F © & b, Enterobacter @ 2
9/ Q ~ o) N ~ 8 . ’ /3 e:'
oM :‘8 :—}E—"; 3@ i:‘g 5@ ﬁ: ; . Serratia, Proteus @4 ~Th 1.56 ug/ml LIFT,
@ Citrobacter $i3& A &1t 6.25 pg/ml PITFTdH - 7:
A~ N [ — °
08 < § § 8 8 &§ & §|8 Z DRz CEZ © CTZ OMIC ithi~, 256 f£43
%X § ®x 2 3 g @ 8 2 SN dONEP s, LU, P. aeruginosa it
- Nom s N =@ —é TRFPLIZEOHE NI L, 108cells/ml DERE
- A ©
< § o« 4 o : 2 z * BRTH 12.5~100pg/ml TH-72, THODRMIT
= e e e w e E’ LELHOHM & 121Z—H L 1=V, %1, H. influenzae
Ml $ & o4 < o~ & 6|8 ZOWT, REH T 108cells/ml D & 2 KEHH50.1
< pg/ml PIFC, b hickERRYD >hicds, 10%ells
. i % % g . L g /ml TRMPEFRZLLBYHONLE, 7, BEDXS K
é’ G 4 S @ ;; : : g CTX o@®h/HiEhHh S, #EHKD cephalosporin R 3
@ KIDWENIT L 5 IS MR REVEDIRRICH RSP/ T X
ADOTRITVHEBEDONIS,
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S#iL, CTX ORBBATORI, BEficONTH
NL7:A CTX 1g Ok QBAICIE 30 S b
EDY— 27550, bioassay 3T 44. 4 pg/ml, HPLC
BT 45.5pg/ml TH o7z, T, BEOYR K 363
235145 E&80F N1, HPLC iz CTX & CTX
® deacetyl tkT?H 3 RU 628 & 2 D2DRAICHTTH
ENTHT, CORWHOHEISRRLTVE LB
h3, RMEAOF—2ic ki, RU 628 ¢y CTX
D 1/10 BEDHM HHtd 5P, RU 628 35k 15 4
PoTTIRMBICRNT X, 30205 2HH#E TKH
10zg/ml D S tz, £EDIHITY — 7 MEUATIIR
HPLC {l#¢ bioassay (L D H TN TH 3MNEMTH -
10N B,

CTX 1g, 1BKM&SMKEDOBAIL, bioassay i
& 2 M REEI A TRIC 61.5pg/ml &, BiEERX
DHYHOHICHREOY— 7B ohi, LL, HPLC
BTt 46.5pg/ml LHFREREE RELVEMTH - 72,
Fro, AR THROMGREDORENZET, 3023%KIC
BERLTLE o728, T OMEMIZMD cephalosporin
REXTORNTHAONTVEY, ¢ DZ &k RU
628 QRpHEAHEMSREHETIHERLD DL,
CTX X RBEZDTICEEHRB S EHRINBL-
T3LEdNZA 3B,

EEIHBMRTIZ CTX oMM o¥BL i 50
~60 53T, L AHEBELT AUC ici3&niEh >
7o, EYBEAXGTERICELVERSERSh, &
7z, REBHEROIHELS 2 KL HBRHEOD Y
HTH -1, REBEDCRE, HPLC 3hic & 2 Hlglss
SEIEL -1 &R, AEETICHMEELLC &I
BARL T a3 dHEINII,

INOHE, AHEBEORESME,»S T~8KMET
DRFEUED 55~65% Tdh -7cb5, CTX Digmic
deacetyl fh& L TREBE N DOMHELREST LT
%, BBHICiIRH 6~10pug/ml DBEICETLRT 2
Eb TS, BEHERKRICS DTHLDLSTH
3, Ft, BEANOBITHIRFELTNY,

RiITbhHnicbs, CTX QAW 50~60 5

LIED <, RMBRUINBNC L, BERARN 10% +
MK E T LI EVM, BERIHROLICOhICRY
ENTL 2 RkHHLLAITH B,

CTX 2HFKEALLEMAROTN O RBRELET
IMBEBRIETHD, WROTERESRSh T
bDLH 71, BRMOWESHICT & - FEBBLED
2P B LURBBRIED 1 BITIE, LIhb CTX gy
TR fo s, MBELD | flicut e BRNALn
720 % Di2HMPD compromised host IZAHL 1:25K
iR DEbnt: 4 ERTIE, Mdb o IELEHSTH
SHOMILT AN -1, B TH-7:01k1 Ros
T, IMHTH -7, CO3IHDS B2 WILIIERL
MAREDEHNB LN, CHhiILLEHTH-1, €
NORERKBTOODODORBICHIEL T, BEHE
DHUELICIEBEOTHEL, LbL, WIFhogn
SRRDOHER DB TH -1 6D TH b T hickHn
HEHERHFLEALIZbDTH 12,

EXEICATObhbh SR L 72 H. parainflue:
nzae [TV THRITHEICEIEN S 5 15, Haemophilus,
E. coli i«c5%, S. faecalis, P. aeruginosa {CH#H
ThotzT &id, HEAUNEORREDEICKBL LS
DELTHREKMND D,

CTX oORIfEAE L THRBEOHLS X bDIRES
B SN h - 1z, HLEMIHAP D s RO A R1BH
BAEnrz 1 @icrEBS O NN, CTX ick3LHE
2 Tah o, 272, BUN LREGAIZHASSiCHOE
RIZEB2bDTH-7,

WIhicLTh, 2EBHTH R, FREBLE
75.4%, [REREHIE 83.3%, RBEMBYLE 75.0% Lo
TTEBRMHTE D, BIERIL 2.5% LD, &bk
EPLBRTERDRERN T ILBNBSE LEDLN
3,

X [
D % 27 BEALEREPLBSE FE /YY)
AT Cefotaxme (HR 756), 1979
2) RILHE, WHEX: mhBEH LI LA
B0k, 1§ 26 BB ALERESLTALL
TS, 1978
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FUNDAMENTAL AND CLINICAL STUDIES OF CEFOTAXIME

YOSHIRO SAWAE, TOSHIYUKI YANASE and KAORU OKADA
The First Department of Internal Medicine, Faculty of Medicine, Kyushyu University

MASAHIDE TAKII
The Second Department of Internal Medicine, Fukuoka University School of Medicine

Fundamental and clinical studies of cefotaxime (HR 756, CTX) were carried out and the following
results were obtained.

1. The MIC of cefotaxime were measured against clinically isolated pathogens at 10®cells/ml and
108 cells/ml inoculum size. These pathogens against which MIC of cefotaxime was less than 12.5ug/
ml were S. aureus 94%, S. epidermides 100%, S.faecalis 38% E. coli 91%, K. pneumoniae 55%,
Proteus sp. 33%, Citrobacter sp. 509, Enterobacter sp., S. marcescens and P. aeruginosa 09 at
10° cells/ml. gram—negﬁtive rods were almost less than 1.56 ug/ml at 10%cells/ml, especially E. coli
and K pneumoniae were less than 0.20 #g/ml.

2. The peaks of serum levels after intramuscular injection and intravenous drip infusion of
lg of cefotaxime were 44.4, 61.5 pg/ml at 30 minutes after im injection and just after the end of
drip infusion, and T 1/2 were 63 and 51 minutes, reapéctively.

3. Cefotaxime was ’given to 2 patients with acute bronchitis, 1 patient with cystitis and 4 patients
with septicemia at a dosage of 1~6 g/day for 3~15days. Clinical responses to cefotaxime were good

in 3 cases, fair in 1 case and poor in 3 cases. No side effect was observed.



