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Cefuroxime axetil (CXM-AX) @ - EEERIIKE

KIFEE-FIEHER— BHEEF - BFRENAR
HRLFERKFENR

FULSHEINIBEOAx7 > r A2 Y v# Cefuroxime axetil (CXM-AX, SN 407) {22\ T

AR - BRRAIBEE 21T18 - 120

AF| 500mg ARBERAST 2 ZIcZEREOEE LcEombhiBE i 1 BRI T 3.12, 4.17 »g/
ml T, 1.5 BEfSio 6 2B T — 7125 L 3.87, 5.59 pg/ml TH 7o T1/2 12 1.89, 1.23 B
BITH-7to, RAPEIRERL 6 Z TOED 40.7%, 17.0% Th-1

FEPRRIREN 2 4 Ple D & 778 » oo BN TR ENTEZ £ 30, SHFMLIGITH-T K
REAMIEZLAGEE SN, BHBNAGIT E coli ThHhoToo BEFHEIT1ME 250mg %
1H2~3@&ERHE Lic, BRI LFED TH -1

EER S JUEERRZE ORI RO e » 1,

CXM-AX 3#H LAHAEShBOHA 7 72 AR
v # Cefuroxime axetil TRAKEIZ X VI LA ER
172 Hte s » 1z Cefuroxime (CXM) o 1l-acetoxyethyl
ester FHEMETHH, AABHETIAEFERZL VA
BERNTRE = 2 7 L {txh Cefuroxime & L THIR &
n, MEERYEET S, MEERC 2L TUIERD «
7 rrARY VI rR T E. coli 2 Klebsiella iz,
¥ = Proteus, Enterobacter, Citrobacter 1= % H B 'F
FrrTiunbhTuwsl,

AR OG- Ptk 3 X U HBHRBIC 31 2 ERRETRE
EiTl 57D T, TORBERET %o
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L 5 &

CXM-AX ##5 LIcBEoMFigE s & U RFEIRER
wEREA s e~ 757 4 — (HPLC) HEZX HE
L7z,

TR B LRI B F 2 0] (85 #¢ 74 kg, 36 £f 67
k2o

A% 500 mg A RFEFFFCE RS L, mMApEEc
ST PR 1 B, 1.5 BERS, 2 B, 2.5 BfE, 3
Befsl, 4 MR, 6 RSMIDMERPIE Lice RPBEEIZoL
TIZ0~205H, 2~4B[, 4~6REHOBHMEIZOL
THIEL, 6T TORFPEIREKRZE L1,

2. HPLC iz X BHIE
(8 L7-B2313 # v 720 Hitachi 635 A, JIl  # »°
Oyobunko UVILOG-5 1 (280nm) THh, #F 4}
Lichrosorb RP-18 (Merck H:84 ¢4 x150 mm) T#H »

P
=5

BEFIM SR EIER 3 1/15 M KHPO, & « % /

— L% 83: 17, RtEfAIT 1/20M ) v ERESEEE (pH
7.0) L Ar/ —L% 835:165 & Lic,

EWOEREME 1.1 ml/min, £ 1.0ml/min Tho
26

MKk 12 Cefazolin (CEZ) 50 mg » 7R KICHERL
&% 100ml & L%, £o 1ml iz 70% BERER
4.71ml LKA Nz £& 100ml & LicmiEak
APIEEE e 0.8 ml (i 0.2ml &Nz BiHE
3,000rpm T5/ELABEL, EF 100p 2RV,

FR#ifk 12 Cefazolin 200 mg #7580 KIC 7 L& 100
ml & U7 Rk AR ER e 10 pl LFUR 3 143 1/20
MY v EMEEETE (PH6.0) THEM LK 1.0ml &if
PEE 10 pl AT,
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Fig.1 Serum concentration of CXM (CXM-
AX 500 mg, oral)
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Table 1 Serum concentration of CXM (CXM-AX 500mg. oral)

Time(hr.) 1 1.5 9 5
) . S
Case 5 3 4 6 I
_ #g/ml
Case 1 | 235y (74kg) | 3.12 3.43 3.87 3.22 2.79 2.31 1.18 1.89
Case 2 | $36y (67kg) | 4.17 5.59 4.96 3.93 3.71 1.89 0.55 1.23

Table 2 Urinary concentration & recovery rate of CXM (CXM-AX 500mg, oral

Time(hr. )
MENr g~ 24 4~6 | Total(%)
Case
. pg/ml
Case 1 335y (74kg) 635 813 80.7
Case 2 236y (67kg) 385 202 41.4
Z _|Casel| 835y (7dke) 19. 17.9 3.1 40.7
N
€ 7 | Case 2| 336y (67kg) 5. 7.9 3.7 17.0
MR PIRE 1 BERC 3.12, 4.17 pg/ml TH Y, 2. K #

1.5 BRI 2 B TY — 712 L, 3.87, 5.59 pg/ml
THY, 6RSMIT 1.18, 0.55pug/ml TH -1z, T 1212
1.89, 1.23 BRI TH - 70
FAREITERE 6 B 2 TOfEA 40.7%
3.

eliery

17.0% T

II. BB K K #&

L W& - f5H%
HEBEINRBROAZEOHONIZAEMNTHLH
24, ZH2£TH-T, FRL22~T2 5 TH-
to, BRHECIMEH 4 0ITH D, BB TREMHREX
%301, SHEBEMLK 1 GITH -1,
FHEaMSEZ LM TR S hith -7
SR AEANT E coli TH -1,
BEREIT1IE 250mg # 1 H2~3@E 0 5L
oo B#EREUI ST A THD, H£1t 5 B2 3,500~
5,250 mg THo1oe

BEHTIUTOI & T - 72 MBEEMCITESR
EHEE L, BIRER, BREMROBENE L1 -TCL
DORER), RAENMEEEEEWCRL L, BKIE
B, AR RCHE,SBEDONICL OERAEL, BRED
BT o3 RY &R0 B ERIER, RERROSEL
Viehoted @, HAHVITERLHEDOEEITRD bhio\
Py, FEERIEWR, BEMRICHUEIRBDONRICL DR
ARh, REEB LOBEKER, RETRCAEDRDDL
g - to b D w R EHE Lico

EFIOE Table3 1WRTI &L ThHb,

FEOS 1N, RPE, EERE, FREA R IR E LB
JEFLHIT, AH 250mg 1 A 3EHES L4 HEC
fRE LS B BCIMER SR LAER & HIE LT

FEMI2 & 313, W, WEIERE RS R D BMRE L L0
TAK| 250mg ¥ FThFh1H2E, 3EESL, BEK
FER DML REDER EHITE L,

Table 3 Clinical results of CXM-AX

A linical Si
No. £e Diagnosis Dose, Days Organism Clinica ide
Sex effect effect
50 X
1 31 Acute bronchitis 2503 N.D. Good (=)
M 7
2 50 X
2 15 Acute bronchitis 2°07 2 N.D. Good (=)
72 250 X
3 ‘I\l Acute bronchitis 007 3 N.D. Good (=)
X2 -
4 41:? Acute cystitis 2507 E. coli 10°—>(=) | Good (=)
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Table 4 Laboratory data before & after CXNM-AX therapy

No. RBC | Hb | Ht | WBC | GOT | GPT | Al-P | BUN | cCr.
B| 43 | 14.9 | 42.0 | 8,900 | 12 8 | 7.1 | 18.0 ] 09

VAT e |1z |00 6,400 | 14 11 | 6.8 | 140 | 0.8

, |B| 425 | 124 | 372 |3.900 | 13 7 | 41 | 110 | 1.1

T lA| 418 | 12.6 | 38.1 | 4,300 | 16 8 | 43 130 | 11
B 12 12 | 7.0

S Tal s |12 | 30 7,200 | 20 14 | 7.4 | 188 ] 1.3
B| 423 | 12.6 | 37.8 | 5.800 | 14 7 | 68 | 12.0 | 0.9

P AT B | 1zs | s | 600 ] 16 8 | 7.1 | 140 | 08

TED 4 (3 BB A DIE G THIR, TRIRRE, BERFED
Hbh, REECTRBRYERD, REHECT E. coli 10°/
ml 2 Lic, AF 250 mg % 1 B 2 E# 45 L, FRIKE
R BROHKE, AEROMLLBDER EHTE L1,

III. & 113 A

FEF 5 X BEIER L0 TR e oo TS,
AHZEMBRCIRT EKBEEET Tabled iwRm3 &
CRBEIZD ORI -1,

v. % ®

CXM-AX 2t 7 » e A2#Y v} O £ 1 #| Cefuro-
xime axetil TEOBETIZLAE BRI I Nig s iz
Cefuroxime @ l-acetoxyethyl ester FFE(LTH b, BE
PITRi= 2 7 A{L & h Cefuroxime & LTI hiLE
NERET D, TOHENIERD L7 > r AFKY ViT
& 2 ~$ E.coli % Klebsielia vz, ¥ i1:, Proteus,
Enterobacter, Citrobacter \ZHINEIER 2 L2 LA
HbhTwa,

%5 33 EAALEREFLSAEARZRMEECE T,
AFICBATD v v Ry adfTiobh, 2EREHERED
EITRBTR IR,

IR« eI LTk 2 BT o W THRIE Licas, %0
BRI MFBE, RPEIREL ELEEFOBRK LR
RO ERIB LI,

FER ROV T ok 5 Tik, CXM-AX250mg %
18 2~3ESCcattEHs361L E.coli nil
ShicBHBENAD 1ES, 20 TEHOBENELH
fepd, @EEF ORI X 1@ 250 mg 5RO
FUREE I IMREE 1 RER) THY 1.5 pg/ml, 2 BRI TH 2.9
pg/ml, 2.5 K§HTHI 3.0 pg/ml, 4 FEf TH 1.9pg/
ml, 6B TH 0.7 ug/ml THH, FPEEIR0~ 25
f51TH#y 200 pg/ml, 2 ~ 4 Kfs] THY 400 pg/ml, 4 ~ 6K
B T# 200 pg/ml TH HV, CXM-AX OHEH» %
X THEFELT O MR & O [REREE T 250 mg
D1A2~3EHS THREINETEDLELDRD,

EIFACE L Txeflic s TRH bR, HENE
eMoRVER LEbh s,

X Ak

1) # 33 EAEA(L¥EFREYSFEAREHiBR, FE
v #y wal, Cefuroxime axetil (SN407),

KIR, 1985



VOL 34 S-5 CHEMOTHERAPY 499

FUNDAMENTAL AND CLINICAL STUDIES ON
CEFUROXIME AXETIL

Satosni O1, Kvoicur Torsuka, Tepper Kumapa and KinacHiro SHimizu

Department of Internal Medicine, Tokyo Women’s Medical College

The fundamental and clinical studies were performed on Cefuroxime axetil (CXM-AX, SN 407), a
newly developed oral cephalosporin.

After a single oral dose of 500 mg of CXM-AX in two healthy male volunteers in the fasting state,
the blood levels of CXM were 3.12 and 4.17 pg/ml respectively at one hour, and reached the peaks of
3.87 and 5.59 pg/ml at 1.5—2 hours. The serum half-lives (T 1/2) were 1.89 and 1.23 hours, respec-
tively. The 0—6 hr urinary recovery rates were 40.7% and 17.0%.

Clinical efficacy of CXM-AX was evaluated in 4 cases, i.e. 3 of acute bronchitis and 1 of acute
cystitis. The causative organism was E.coli in the acute cystitis case, but was not isolated from
the acute bronchitis cases. CXM-AX was administered in the dose levels of 250 mg twice or three
times daily. The clinical efficacy was good in all the cases.

No noteworthy adverse events or abnormal laboratory findings were noted.



