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Fit7roxd) s RiEYR Cefroxadine (CGP-9000, CXD) {CDU>T iy, KRN it
2BT1o>720 AKID E. coli L4353 MIC i3 CEX KO DT LNTI7:H, Klebsiella, Sta-
phylococcus aureus, Staphylococcus epidermidis L35 MIC i3 CEX LIzt ALRABTHH

<o

WU, SEiCOUVT, CXD DI, Ridkttt 2 Hio MMBA IC &#1250 mg/kg B5 LA
E Lo B5%3047T, 3.2, 6.0 ug/ml, 1HMT7.4, 6.0 sg/ml, 2KMT3.2, 2.7 ng/ml, 4
H:HC0.2, 0.4 ug/ml, 6MITII2H & bRERRLUT TH o7

6 ¥ E TORDPEINHKII50.6%, 88.0% Th 70

BHIR TR O BIDRERIREUEICHER L, MR ERRD 1 ERX, 8HICHES, RHERKRRL
BlicE%, HO0RAPIRICESTHY, LFBIERAEED LD ST
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Cefroxadine (CGP-9000, CXD) i #H##ER +7 y o x
#Y) vHIT, EDOHER 27 + 1 EHE 2 Cephalexin
(CEX) KEBLTWwEbDTH 3, ATEHAMIKOHLT
B o ERN, BRONTRORREBET 5,

n % h

1. BIERIE

RSy WD Staphylococcus aureus 27#%k, Staphyloc-
occus epidermidis 27#k, E. coli 27#%, Klebsiella 26¥k
O EXRDOR/AREMNILME (MIC) % B A{LEME
FOEMERICEL, FRARBCIOREESBCE
7oo BUERME (F910%/ml) &£ D 100/EHRM (F108/
ml) ® MIC ZHEEIE L. ERFICEE LT CEX
D MIC ZHbHEIEL CXD i L.

2. JsErk#%

CXD o Stadhylococcus aureus ([ xt3 A2 HE H i
Tabe 1 {TLHT LK 108/ml DO HA X MIC 3
6.3%72133.2 #g/ml %2 L¥ L, 10°/ml #EMHFICI250~
6.3 1g/ml LAHLTLADICHLTIWLHENE LY
Lizo COR#KIZ CEX @ MIC &IZIZRIUMEA LY L
A

Table 2 12 Staphylococcus epidermidis 27 ¥k \C 313
BEKOBZH®E LD LASDTHZ. COKMTH
108/ml EMEFORBZ, 108/ml R O R EICHL
T, HF&LWOLMICEEZULD Lo LL, CEX

MIC LB TIiZ, 10%/m] HREFIC MIC L LTI18&
BIChTWLabDd Hoi2Z[ CEMLHEN
720

CXD o E. coli iCxtd % {iifid, Table 3 iLL®
TZEL, 10%/ml EROEAD MIC (3 100 #g/ml 2
Lr512.5 ug/ml ICIEK A LT SH4, 105/ml &
Tt 12.5 #g/ml~3.2 pug/ml @ MIC % LWL, &{
T MIC 6.3 2g/ml © & DH205%BH S5hi. THHO
H#i% CEX @ MIC L HELTHBE MIC LTI
BETCOATL b0 RbBEH SN,

Klebsiella 26¥kiC% 35 CXD il f1i2 Table 4 iC
LHTCELTHD, E. coli DBEALERI0Ym] £8
DPAD MIC i3 25%4¢ MIC 100 £g/ml %L L,
FFFICRIE L7z CEX @ MIC ¢ 24 100 #g/ml PLE
D MIC 2L% LADiIx LTPPT Skt Ly
Lo 10%/ml EMOBAD MIC {210%/ml HEHRCHE
LTI iz Ly L, 2583 MIC 6.3 sg/ml %
LbLl7o & DLk CEX @ 10¢/ml E£H D BAD
MIC & HB L TiZiZRSOR#%E L Lo

VIE Staphylococcus aureus, Staphylococcus epider-
midis, E. coli, Klebsiella [Z>\>T A #D MIC %2HE
L7<d%, CEX [T LT, E. coli TEF T nioali%E
BrlsidiziZRSED MIC %L L1,

%O - B O

1. CXD thmBERIERE
HBRE Microcouus luteus ATCC9341 % RBHET
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BN v THICXDRE LT

FHRICTITC— B RUEE + ) 7+ v A ERPIC
0.1%EB XS INZ, €h% 10ml < b ) IICES
HELAEB LY v 7HICTRE Lo ik consers,
i3 pH 7.0, 1/15 M, phosphate buffer |[Z THMHK %
fEm Ls 100 ﬂg/ml Lo fELAFR T 0.2 ug/ml ETD
BEARELZ. MBREOEE, RIZS0MEELI2100
ERROREE N EIC M Uce BtkE 7 v 7HI RN
%, KBICT 2ISMIKE L, 37°C T18 Ky M3 RHE L

o

Table 1 Susceptibility of Staphylococcus
aureus to CXD and CEX

Anti- |Inoculum[> i 0.8
biotics| _size 100100 50|25 12.56.33.21.6,‘8/’“]
CEX X1 1 817 1

X100 3| 24
cXD X 1 14| 6|16

X100 11| 16

Table 2 Susceptibility of Staphylococcus
epdermidis to CXD and CEX

Anti- [Inoculum[> 0.8
Anti- [tnoculum> " 1100] 50 |25 {12.56.33.2|1.6 B
axl ¥ |3 | 1] 58w

x100 | 2|1 419 1
ool X1 | 2| |2l 2|s|ul 1

X 100 111 50 71 1

Table 3 ' Susceptibility of E. coli to CXD
and CEX

Anti- |Inoculum[> 0.8
biotics|  size 100100 50|25 12‘56'33'21'6Mg/m1

X 1 15/413(4| 1
X100 ‘ 17 | 10

CEX

7

CXDXl 411153 4

%100 21205

Table 4 Susceptibility of Klebsiella to CXD
and CEX

Anti- |Inoculum[> 0

biotics| size 100 100 5

o

25[12.506.33.2]1.6]

'/81
“g/m
cEx| X1 [%6|1] ’
X100 v 1

20 4

cxp| X1 125y
X100 1

25}

2, S

MK 2 % (30;4 70 kg, 30,465 kg) (CAF% 250
mg ARIBE L, s 2859804y, 1IN, 2104
M, 418, 6MICDONT, RePREIZ0~2, 2~
4, 4~615MDBLIRKICDERNE Lico RPEURH
2 REEHHOERO, TILRDMEDSE 4 DR
RN L, 1R/5 T3 A IR AW U Ao

3. TR

CXD, 250 mg #5050 I thiMBE D iz, Table
5, Fig. 1 IGRT &L, 1413304 T, 3.2 sg/ml, 1
KM 7.4 ug/ml &€ —27 2R L, fthod 1 #113305)> T
6.0 ug/ml, 1IMT 6.0 ug/ml ¢ ©—7 %R LT &
LTR®MR L, 205MC 3.2 #g/ml, 2.7 ug/ml, 4 K
MT 0.2 #g/ml, 0.4 ug/ml £750 6 5T, RIERA
PIFTHotco 6FiHE TORDEINEDRLKIZ Table
6 ILLBHTTELTHD 1H1550.6%, 1D 1 5I4488.0
%ThHo7e

M OK B %
Table 7 IR & K BMRMR 1 4], RERBYE 9

Fig. 1 Serum levels of CXD

He 250mg p.o. fasting
M o—e
5 F O0=—O
0.5 1 2 4 6h

Table 5 Serum levels of CXD

Case 30 1° 2° 4° 6°
m 3.2 7.4 3.2 0.2 0.2
f 6.0 6.0 2.7 0.4 0.2

(ug/ml)

Table 6 Urinary recovery of CXD (0~6hrs)

Case Urinary recovery rate
m 50.6%
f 88.0%
Average | 69.0%
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Mlod10HNCT CXD 2 /) U oo #4411 H 750
mg % 3 liC/M I RRENC T Lrco LIMIZ 4 B
51811 TH ot AP RME TH - ferevd, T HIH
ENTERES o 70 HRABHYED 1 Hli2EMAY]T
b0, RERMHYE TI28MIC E. coli, 1PIC Klebsiella
MR K OB o

FIIK A RAED 1 DEMERBL R T RARIRIR, "R
DM, TAICEDERENE Lo KEREHD 8 HIT
ZIMROWE, WMROBMALHT RRICASH, ¥R
FroRBERENE Lo

SERI 8 Tid 7 BMO B S CRIBRIER DO WA S
M, MR, BEOEBICK D &5 6 AMDBMikE%
BLRORBLEHENTH 5,

FEFILODMUR LR ROFEMIEARIERICK D Kleb-
siella MIEEET, MRS FETH >/ d B EHE
L7
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BEIK MK (2 Table 8 ICLWTZEL TH Lol
HARE, |THE, SRR TSI ERNIC L2
W 1800 5 P20 :

= )

CXD (1 CIBA-GEIGY #iZBL THRII-FHE0
77024 YRTHAY. 2706 B R PMEES
RACBHOT, AKICKMT IHEXRRIFRY v 2y
Y ALBOLTHESH, 2EFRMBIOR MM LY
=X (Braa

AXOiEA <7 Fri CEX L&bHTHEULTL
A0 PiIMATIEE coli iICHLTETT N, 204
1321212 CEX L[EMMTHHC ENREINIH, Bk
A CEX KL TPP DLW ERESI O, .

F.& b D E. coli, Klebsiella, Staphylococcus aureus,
Staphylococcus epidermidis {ILDUT L 5 X1 KMTH,
E. coli itx44 3 MIC (2 CEX o MIC it L 1 Bl

Table 7 Clinical result with CXD treatment

No. | Name | Sex | Age Disease i Bact. ’Dose/Day Days | Bact. effect Sflfi:ét E{lfi;t
1 |Y.Y. f 18 Acute tonsillitis — 250 % 3 7 +) | (=)
2 |M.T. f 75 Acute cystitis E. coli 250% 3 7 L)) (H) | ()
3 | Y.M. f 68 Acute cystitis E. coli 250 ~ 3 7 1ED=() ] (+) | ()
4 | S.K. f 43 Acute cystitis E. coli 250 3 4 |- () ()
5 | M.K. f 53 Acute cystitis E. coli 250 3 7 1ED=(=) ] () | ()
6 | Y.U.| m 45 Acute pyelonephritis E. coli 250 3 7 1 (H)»(=)] () | ()
7 | T.K. f 45 Acute pyelonephritis E. coli 250% 3 7 )= (=)] D | (=)
8 | T.S. f 20 Acute pyelonephritis | E. coli 250 < 3 13 | )= (B) [ (=)
9 | T.E. f 56 |- Acute pyelonephritis E. coli 250 3 10 | ()= (=) | (W) | (-)

10 | R.T. f -« 50 Chronic pyelonephritis | Klebsiella| 250% 3 7 1HED)=(H) ! () { ()

Table 8 Laboratory test before and after CXD treatment
Case | (35 | Hb(g/dD Ht WBC | GOT | GPT | AP | BUN | Creatinine
N lsla|B|a|B|a|B|alB|alBla|B]|aAa|B|a|B]|A
1 390( 390 14.5 | 13.7 | 40.5 | 40.0 | 8200 | 6500 | 15 | 13 | 8 50| 40| 7| 6| 0.5] 0.5
2 384| 390/ 11.6 | 11.7 6500 | 4700 | 22 [ 21 |13 |15| 6.0 | 5.0 |28 |20 | 1.8| 1.3
3 361| 342| 12.0 | 12.5 7000 | 6000 | 22 | 10 |10 | 5| 8.0| 6.0 15|10 | 0.6 0.5
4 | 416] 410 13.3 | 13.6 7700 | 4500 | 23 |20 | 16 |10 | 6.9 7.2 |14 |11 | 0.7] 0.7
5 420/ 400 13.9 | 13.0 | 35.0 | 34.0 | 7000 | 65800 |10 |12 | 8| 9| 4.0 | 4.5| 4| 3 071 0.6
6 350/ 345 11.8 | 12.0 10600 | 7500 | 7| 5| 4| 4| 6.3| 4.9| 9| 8| D.6(-0.5
7 430| 410 13.2 | 12.8 7500 | 5600 | 18 | 15|10 |10 | 6.0 | 5.0 {10} 10| 6.0| 5.0
8 431| 387| 13.6 | 12.0 | 41.0 | 37.0 /15900 | 4700 | 11 |14 | 8 {10| 6.3 | 6.9 |11 | 8./ -0.9| 1.0
9 460 429 12.5 | 11.6 | 39.0 | 37.0 | 4600 | 4600 | 22 | 35 | 13 | 14 | 13.1 | 13.1 |17 |20 | 0.7| 1.2
10 | 329] 339| 11.5 | 11.3 8800 | 6500 (12 | 10 |11 | 14| 5.0 | 7.0 |10 |11 | 0.8| 0.8

B : Before administration,

A : After administration.
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FenimitE L L, 2EBIRE RROMAE R
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#0MiD Klebsiella, Staphylococcus [ x93 5 MIC
i3 CEX LiRIZRLTH D, T OBMS LEMHEBE
RA#TH=

AFOE MTHT AR, Bitdcs — i3 CEX I
BULTEY, AL HES DR ENHERX
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SHhBhS Liabre ARSI BA I 14304111 88241
(61.7%) 121 FI750 mg %5 TH O, LLBIIRIERICK
BLicbonBhokcht, BRRES.7HMLHENI,
HROER S, 2B 1 H 750 mg 5T, RS
9B, BERAkZE 14, 0B 9PICERTHY, £
PIRIER & & UBIFKMRE MO R EBD N > 12
HROEF S TXTARBETH Y, FTEEL SN
i, BRICOOZZRAD1DTH S,
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BASIC AND CLINICAL STUDIES ON
CEFROXADINE (CGP-9000)

KiaacHro Suimizu and TepPEl KuMaDA

Department of Internal Medicine, Tokyo Women’s Medical College

Basic and clinical studies on Cefroxadine (CGP-9000, CXD) a new cephalosporin antibiotic, were per-

formed and the following results were obtained.

1) MIC of CXD against E. coli was slightly superior to that of CEX, but against Klebsiella, Staphyloco-
ccus aureus and Staphylococcus epidermidis, MICs of CXD were almost equal to those of CEX.

2) Absorption and Excretion

50mg of CXD was administered before meals to two healthy adults, and blood and urinary concen-
trations were determined. The blood level reached to 3.2 #g/ml and 6.0 #g/ml at 30 minutes after
administration, 7.4 #g/ml and 6.0 #g/ml at one hour, 3.2 #g/ml and 2.7 #g/ml at two hours, and 0.2
ug/ml and 0.4 xg/ml at four hours, but at six hours after administration, it could not be detected for
both two cases. The urinary recovery rate within 6 hours after administration was 50.6% and 88.0%.

3) Clinical Results

CXD was given to 9 cases with urinary tract infection. Except for one case with chronic pyelone-
phritis, the clinical results obtained were effective in 8 cases and in one case with acute tonsillitis.
Thus, 9 cases out the total of 10 respanded well. No adverse side effect was noted in the total cases.



