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1) WET : BEEME S 08 Lic S. aureus, E. faecalis, E.coli, P. mira-
bilis, P. aeruginosa tc ¥ O#REHME 227 oo T
CXM Dy % 85E L, Cefaclor (CCL), Cephalexin (CEX), Amoxicillin (AMPC) D& &
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FRBECHE N TH -1, E.coli, K. pneumoniae (=% LT CXM (x CCL X h4 5%p, CEX %
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2) FRIRMIEES - SRk 1 0, SN L0, SHRELE 40, 18Rl Y S
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Cefuroxime axetil (CXM-AX) 2% E Glaxo T
BREIAEBORAL 7y 0 AXY) VERPIEDETHY
Cefuroxime (CXM) o l-acetoxyethyl ester i 4
Thd, CXM-AX ik xh Bfkiciz e A EHEFREK
, BAREEhHLBEEThH = AT 4{LE AT
CXM ¢ LTI s h, HEEAYRET 2, CXM (&
HH7 5 n[2WEEOES T 5 B-lactamase TKE T
HHEDOT, HROKEARE7»r AXY VH LD FOH
BA~2 b7 apL<, E.coli, Klebsiella %3 U,
Citrobacter, Proteus, Enterobacter 1c ¥ d 7 5 nfa
M8, 25 H.influenzae, N.gonorrhoeae i5 &2
BOHBEHERTYY, 7 S aureus, S.pneumoniae
RED 77 ABHEECH L TLERAEAETL T
57,

4, Bz CXM 3 Xt CXM-AX izouv THER
B, BERMIRA LD TIORBYBRET 5,
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L AEBRENHED

TR LBETH

BEFD 58 £ 1 A HHER 59 29 3 ¥ Tio i To
Xht: S. aureus 27 £, E. faecalis 27 £, E.coli 26
%, K. pneumoniae 27 ¥k, P.mirabilis 27 ¥, P.vul-
garis 27 £k, M. morganii 27 £, S. marcescens 23 %k,
P. aeruginosa 16 FRiZ O\ TH AL F LS SEEEEY
(=X CXM © MIC %% L, Cefaclor (CCL), Ce-
phalexin (CEX), Amoxicillin (AMPC) O#t & H#z
L7z, $EMEREIEE 108 cells/ml TH 5,
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ffize st (=4 275 X=i%klPlx&EsL) Ot 12
(= CXM-AX %M L1, <4 275 X=fitigkxbk<
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HoOWG el EdgE Lice BHETH, s HITE
iz 21~77 5% CF¥ 52 3%) TH D,
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RoFELVHE LR ICE D,

4 (Good) : AFEEH 7 B UM HMERIFT RO
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1. ® ® & #&

1 ABENED

(1) S. aureus

Fig. l i+ &£ 9« CXM o MIC (% 0.39~100
pgfml P EicnpfiL, o= 715078 ug/ml {25 %,
CXM 1t CCL %7, CEX Xb1EMEETh,

%4> (Decreased),

Fig.1 Sensitivity distribution of clinical isolates
S. aureus (27 strains) (108 cells/ml)
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(2) E.faecalis

Fig.2 @iF T X 512 CXM o MIC ! 3.13~100
pg/ml Py fmL, T — 713 100 gg/ml L kiz s
%o CCL, CEX [k CXM X E. faecalis it 2
WD % ieh - 7o AMPC 13 MIC 75 0.39~1.56
pg/ml AL, WU N 2R L,

(3) E.coli

Fig.3 w7 X 5 1z CXM o MIC % 0.2~12.5
pg/ml ML, ToOE— 1% 3.13pg/ml T B 3,
CXM 12 CCL X »h 1 R RBE S 575, CEX X b 1B
BEBENICEE TH > 1o AEBIT AMPC 12X LT 26

BT,

Fig. 2 Sensitivity distribution of clinical isolates
E. faecalis (27 strains) (10° cells/ml)
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Fig. 3 Sensitivity distribution of clinical isolates
E.coli (26 strains) (108 cells/ml)
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th 17 BAEE TH - 7oy, CXM, CCL, CEX ixcZ
h50 AMPC MBI LTI #3057,

(4) K. pneumoniae

Fig.4 =& T L 5ic CXM o MIC iz 0.78~3.13
pg/ml iz A L, D€ —271% 1.56 gg/ml 1T 5 %,
CXM 12 CCL kb 2B % », CEX X v 1 FEiHfE
EENICRM TH » o ABEIL AMPC (22 LTKED
iitE TH - 70

(5) P.mirabilis

Fig.5 w7+ X 912 CXM o MIC 'z 0.78~100
pgiml Pz fl, ToE— 2713 3.13 pg/ml &£ 100
pgml Phbicp b, CXM 12 CCL X H 1B ERBIE S

Fig. 4 Sensitivity distribution of clinical isolates
K. pneumoniae (27 strains) (108 cells/ml)
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Fig.5 Sensitivity distribution of clinical isolates
P. mirabilis (27 strains) (108 cells/ml)
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D, CEX &b 2 BHEREFEN I E
(6) P.uvulgaris
Fig.6 .2 "3 X 5 12 CXM o MIC (z 6.25~100
rg/ml DL ki nTﬁL FOE— 7% 100 pg/ml P iz
%, CXM 1z CCL, CEX, AMPC x ﬂ-g%ﬁ@inf;mc
PATHD0, KEOKHE CXM 25 LTAHETS

3.
270

THoT,

(7)) M. morganii
Fig.7 iz/r 3 X 5 1z CXM o MIC (¥ 12.5~100
pg/ml PLEZHML, TDOE— 272 25 pg/ml (TH 5,
CXM 1 CCL, CEX, AMPC X hEFEN I MIC &
\THHH, KEOKEH;L CXM (2 LTRET »
Fig. 6 Sensitivity distribution of clinical isolates
P.vulgaris (27 strains) (10°cells/ml)
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Fig. 8 Sensitivity distribution of clinical isolates Fig. 9 Sensitivity distribution of clinical isolates
S. marcescens (23 strains) (108 cells/ml) P. aeruginosa (16 strains) (10° cells/m])
% %
100f 100
50 50r
005 0.2 3 NICET-05 0.2 - 075 3.7 175
s 1=0-9% 9% | Total brae =0 0% 1% % 3 F g6 R 5320 55
CXM 23 CXM
CCL 23 CCL 16 16
CEX 1 22 23 CEX 16 16
AMPC 7 16 23 AMPC 16 16
Table 1 Results of clinical trial with CXM AX
. . . . . Total e .
Case | ., Age . v Underlying disease | Daily dose | Duration Isolated Clinical Side
| Name | Diagnosis L T dose .
No. Sex & complication (mgxtimes) | (days) (o) organisms effect effect
g
2 Acut
|| NE | 2P| Ao (-) 250 X 3 5 | 32| ND. Good | Heartburn
F tonsillitis
21 | Ac
2 |y | oo Sarcoidosis 500 X 3 7 |10 ND. Good -
M | pharyngitis
. T4 | Acute . ~ ,
3 Y.K. | " Bronchial asthma 500 % 3 14 21.0 NF. Good WBC!
F | bronchitis
; 68 | Acute . . . .
4 UM, | . Chronic hepatitis 500 X 3 14 21.0 NF. Good WBC!
F | bronchitis
71 | Acut
5 | KM | acute Multiple bulla 500 X 3 14 |21.0 N.D. Good -
M 1 bronchitis
25 | Acute )
NM.O. - 500 X 7 . N.D. d -
6 ] A bronchitis (=) 500 X 3 7 10.5 N.D Goo
51 | Infected
7Ny T T Brnchiectasis 500 % 3 14 | 21.0 NF. Good -
‘ M bronchiectasis
“ -- H. influenzae
8 K.T. | "I Uneumonia Encephalomalacia 500 % 3 14 21.0 ! Good -
|3 (—)
30
9 | WK. ! A | Preumonia (=) 500 X 3 7 10.5 NF. Good
[N
61 | _ ) R
10 | T.T. . Pneumonia (=) 250 X 3 7 5.25 NF. Good -
7
11 | M.K. (\} Pneumonia Encephalomalacia 500 X 3 14 21.0 NF. Good -
I\
36 | Mycoplasmal K. pneumoniae -
12 | M.N. . (=) 500 X 3 11 16.5 } Unknown
F pneumonia (=)

N.D.: Not done N.F.: Normal flora
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(8) S.marcescens

Fig.8 iwR T & 512 CXM o MIC (3 3.13~100
pg/ml LT L, £0E— 713100 pg/ml L1225
%, CCL, CEX, AMPC L[z CXM ioxf LAED
Ko mtE TH - 1

(9) P.aeruginosa

Fig.9 i3 X 51 CXM o MIC x4k 100 pg/
ml P ki35, CCL, CEX, AMPC & Rtz CXM 1z
3 LA 2RI TH - oo

2. FEER#HEET (Tablel, 2)

(1) HERZER

ARk s JOBMRELO% 1 X ET, &
WREL K4 I LB, [EZIEEECE S BR
BRIESMIEED 1 GNIE %), Wide s B4 17,
HETRELG (=4 277 X=R) THoTo £ET
12 s 11 (IE7%h, FIEREE 1 HITH O BRhFRIL 100%
Thot,
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(2) M T

Case 8 Dfiti Al ThHEExNnt: H influenzae + X U
Case 12 © =4 =27 5 X=[lifs0T 7 Bt < 7= K.
Pneumoniae s CXM-AX ¥ 51z XL B 2 Mtz £ 0D
fDFER TIXH T S TN DRI T
Hots

(3) ®IfEH

CXM-AX WEREZEZ LR BEIEM & LTS
100, ERIREEERE & L TAMmMEBREA Y 2 flAbn
T WCTROGBEETH O ML 5 TRETH » 1o, JEAlE

FEFIDHEBE DIR TR,
SE 1 D A%
Case 1 29 #%, #it, &MERHE%

S HAT,» L RE, WEHEH KR, RHEEBEAL IUFE
Bl RAEN A O R BERYER & 28 L oo CXM-AX %
1/ 250mg, 1R 3@, SHEMESCLD, &, H
B, CRP o##H#ALLRERLHE L, AAZE
SCHERLBWLIARD RN, F0oBL#ERE

Table 2 Laboratory findings before and after administration of CXM-AX

Case ESR RBC Platelet Eosino. Al-P
N RP f WB N tini
o ame (1h) C (x10) C (x10) ) GOT GPT (L. BUN Creatinine
L INE 8 2+ 476 3,600 | 17 0 26 15 122 16.8 1.0
21 + 424 5,500 | 30.3 0 18 16 % 12 0.7
2 vy 4 * 518 3,900 | 14.6 2 16 24 77 16 0.9
’ 2 - 544 4,600 | 15.0 2 13 11 70 12 1.0
3 lvx 35 + 345 6,100 | 26.3 3 20 12 7 10 1.0
: 8 - 319 3,000 | 22.8 2 34 35 70 13 0
+ lun 36 2+ 414 12,200 9 0 75 70 168 9 0.8
’ 20 - 421 3,100 9.9 4 105 112 154 14 0.7
s xar 81 5+ 417 11,800 | 26.7 1 21 23 81 13 0.9
29 - 470 8,100 | 32.7 2 22 15 75 13 0.9
6 Mo 10 + 514 4,200 | 19.1 9 21 31 83 16 1.1
e 4 - 495 5,300 | 19.1 6 19 29 7 12 1.2
7 Iny 85 4+ 408 8,400 | 22.8 4 21 24 155 11 0.9
T os2 - 403 5,700 | 30.1 1 27 31 145 12 0.9
8 | KT + 443 6,600 | 22.7 1 14 10 289 15.3 0.8
i 15 + 477 5,900 | 16.5 1 22 24 355 19.5 0.8
9 lwk 4 + 558 4,800 | 26.1 9 44 63 15.6 1.0
' 3 + 507 4,800 | 27.0 2 32 62
0T 8 - 414 3.800 | 28.2 1 12 13 155 16.6 0.6
o 10 - 407 4,200 | 29.4 5 15 13 145 17.4 0.6
u Mk 31 3+ 446 5,500 | 22.4 6 18 14 149 12.7 0.6
D15 + 429 4,700 | 28.3 4 23 15 135 13.2 0.6
2 lvn | 104 + 377 5,700 8.3 4 18 20 81 8 0.7
36 - 361 4,700 8.1 2
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AEETH D, 4 B HICWREF L

Case 2 21 &, B, SHEMWEAR

wLraf F—2 AT 7vF=vyerv1H 20mg %
#BEh, 3 HTH 6 R, MWER % ¥ L CXM-AX
w5 Lo 1M 500mg, 1H3ME, 7HEEECX
hEREROLEN AR EHE L

Case 3 74 1%, ik, BUHKIELZR

SEEMBR TRELINEARS LEBRFTH I
P, 1 BHETH b A, R, ER WWAERL
CXM-AX »##5 L%, 1E 500mg, 1H3ME, 14H8
MfrEw X b, BER, CRP, Rtk E0HE/EI LD
NEMEHE LI, COMEBRRREEN L LTHALR
LS R oo CXM-AX %5 8TEmERE 6,100/
14 BRZSHRTHELERLZ 3,000/
mm?iZ A Utee $92 2 8 %0 R T A M ERET 4, 100
J/mm3 Y EEICEL

Case 4 68 &, ik, AlaH L%

81 FF 20T TR IE THBES, LHIT» S, BKDH
D, HAERE SR T T e MRS T R L,
CXM-AX 11 500mg, 1H 3, 14BHZEZXD
gefEtt, CRP oM ERALREHEHE LR, D
BEERREMERAR L TEHRRE AL A A5 h T,
CXM-AX %5 EmERE 12, 200/mm? T 5 - 7o 2%,
14 BRI GR TR mMERE 3,100/mm3 2 5 4L %,
FOHDOBMEILIT > TV 78l

Case 5 71 &, B, aMzEEL

% Gt Nl B RAGE W CRAE RS, 3 HATHRE, 1K
B, Wk, HIEEEY h % ol CXM-AX ##51L
7oo 108 500mg, 1B 3ME, 14 Bz BEE
R, BniRE, CRP, KRtk E0UENALREREH
E Lo

Case 6 25 %, Bk, AEIEZ KX

BRI L ME, R, ERkS DKL, CXM-AX %
5 L, 10@ 500mg, 1H3ME, 7HMZS XD
HaER, CRP ofEmN XS h BRI E FIE L oo

Case 7 51 3%, Fif, B FERPERENE

G FIRFAE P ) B TR R BE W TR M P,
o GHEO MM ey 2L, CXM-AX %5 L1, 1
[ 500mg, 1 H 3], 14 &S X b s, REK
DEEE LU CRP ot br Ao h 5%h & HFE L oo

Case 8 77 %, Bk, Bz

BBk (C4E % 8iE TROBEI%E b, #9 2 BRI 5K,
IR AFERL L, Mo v THTHE 2 FE 2R »
CXM-AX %45 Lt 110 500mg, 1H 3, 148
M5 X h BEERS I CEE VAT AOREN R DL
nEBEWIE LI, CXM-AX 7 5.3, &% » 5 H

mm® T 5H - 22,
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influenzae » ¥ X h ot b, BERTHRIIREzA
T

Case 9 39 %, H#, Mz

¥ 2:8M5T2 D BHK, BRD D LAEVITHEHRL, #a
DB Lo b kB, VR TETHE By
ile> CXM-AX ##5 Lt, 106 500mg, 18 3[,
7EMZECL ) BRERS X URSLVEFRodges
AbhEHHEFEL 1,

Case 10 61 %, #ct:, ik

¥ 28R 0 M, WH, BIRHIEFL TR
S x o Lclod Rk, M VvIRIC TAETHBCEY
Bl CXM-AX ##& 5L 7%, 10 250mg, 1§
3E, 7HMBZERL Y BHERS LCHEVERELD
AENZDAEREHE L

Case 11 72 3%, 5, WA

¥ 3EMEIN 2 DB, BRDD, LIV LEL
o REE, WE VT TETHEFCEEE 29 CXM-
AX %75 L7, 1H 500mg, 1H3M@E, 14AMEES
koo guiER, BB vRATR, CRP, FiticLods
DA hEREHIEL o

Case 12 36 %, Lk, =1 735 A=l

¥ 3 BRI SHHD W IR THAERRS 2 ZT v
T BEETRER, R VR TETHECREELD
» CXM-AX # 5 Lo, 1H500mg, 1H3ME, 11
BRES T X O ERBEEL, i ViR RoRFErin
M, w4277 A=HK2,560 fFLEELYTLELD,
4275 xR ML CXM-AX o)R» #E
FRfg e Lo CXM-AX #5805 K. pneumoniae
MOEE IR, BERTRICIERE IS

I11. # ES

Cefuroxime axctil(CXM-AX) % Cefuroxime (CXM)
» 1-acetoxyethyl ester FFTifkTH h, “hBEK T
B EAEVHEIER VA, oS sns LBEET
esterase |2 X D= AF AfbEh CXM LTl
Ab, MEEBLZRET 2,

CXM D pEtkoxt3 5 $U 6 /112, H.oinfluen-
zae, S. picumoniae, S.pyogenes, N. gonorriioeae .Zit
L8 2 B R TR L, S. aureus, S. epidermidis,
E.coli, K. pneumoniae, P.mirabilis, M. morganii, E.
aerogencs, E.cloacae, C.freundii 55.27%5 U TI3EHAD
B-5 7 1 A FABOPEREAEL LR U EOR
BPER LI LS SR TL5BY, Bk JIE L1cCXM
DHENIL S, aurcus wx LT AMPC X h 4 55
CEX X h/Eh CCL LR R ETH -1, E coli, K
prewmoniae =%t LTI CCL X 4537, CEX 3:0
AMPC X b [N T\ 72, P.mirabilis =% 713, CCL
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LERET AMPC XU CEX X hfEnTui, E
faecalis, P.vulgaris, M.morganii, S.marcescens, P.
aeruginosa (=% LT CCL, CEX @Bz LA EHEN
HRETEN o7,

=72 CXM-AX X AR G2 X h ) 50% » CXM &
LT ER, TomP@ErREo CCL #EFnith
LicEochZ EEbL AN mE EhTu5Y,

COXHEEERE LTS CXM-AX OFEKE T
DEREEREFT 2D, SRk 1 H, SMMATE %S
10, BMREZR 40|, KB SIRAE 5 1815 56
HYSERMIEE LG, Miks50 (<4 273 X~ffidk1
Tixgts) DOt 12 flhioxf L CXM-AX #{#F L1, <
OFER, BRSFE AR 11 0, HETE LG (=1 =
75 A=RDOLG) THh, 1002, OFHEIRBLN
ti. MEFE R R BT H influenzae 35 X O K. pneu-
moniae D& 1 PINBREINR IS OEBE T 5CXM
DENICIMENORMEE L b,

BIFR & LTH A 1 0, BRI AfiER W & LTH
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MEREGE A A 2 stz TR GRS T H ) fEEE
ZERRETSH - 1.

Lk, CXM-AN X4 fET s i GO 2B R
TEEDE LD EHE B,

X i

D) 25 33 BB AL a2l H AL SR & FE
v Ay v al, Cefuroxime axetil (SN 407),
KEZ, 1985

2) & BE, DNIER, ARz, REE=, #
HIE—, HA#HMK, %= =, Bk SN407
DB MG T 8 33 BB AL F KL EAEAE
AEEEL, T vEC Ly 33, 1985

3) BARMFEEREYS RO RFHEIEBE (MIC) §
FEEBRETIC oW T (1968 F %, 1974 F3%:T),
Chemotherapy 29 : 76~79, 1981

4) FEE OB, IBEBEAR, K&K, &£ Zo, Wl
BBE ., dbfREs, miniEfE, REH -, 58
g, BE OE, EEH H:SNAT AT 2
Broto 533 WA ALFEREFELH AL LT &,
FH o vaow afbit 42, 1985
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LABORATORY AND CLINICAL STUDIES ON
CEFUROXIME AXETIL (CXM-AX)

Masanito Kato, Joichr Kato, Yosnimitsu Havasui,
Mizvo Tsuzuki, Tomonor: Tasuiro, Tsuvosui Ito,
Tosuryuki Yamamoto and Tosuiniko TAKEUCHI
The First Department of Internal Medicine Nagoya City University, School of Medicine

Hipekazu Hanaki, Ikuj Usami and Hipeaxk: Kuroki
Department of Internal Medicine, Nagoya City Higashi General Hospital

Cefuroxime axetil (CXM-AX) is changed to Cefuroxime (CXM) through de-esterification in the
intestinal mucosa, and absorbed as CXM, which exhibits antibacterial activities. We carried out labora-
tory and clinical studies on CXM and CXM-AX, and obtained the following results.

1) Antibacterial activities :

The MICs of CXM were determined for clinical isolated 277 strains of bacterial species, i.e. S.aureus,
E. faecalis, E.coli, K. pneumoniae, P.mirabilis, P.vulgaris, M. morganii, S.marcescens and P.aeru-
ginosa, and the results were compared with those of Cefaclor (CCL), Cephalexin (CEX) and Amo-
xicillin (AMPC). CXM was more active than CEX against S. aureus and as active as CCL, although
less active than AMPC. Against E.coli and K. pneumoniae, CXM was less active than CCL and more
active than CEX and AMPC. The activity of CXM against P. mirabilis was comparable to that of
CCL and higher than those of AMPC and CEX.

Like CCL and CEX, CXM showed little activity against E. faecalis, P.vulgaris, M. morganii, S.
marcescens and P. aeruginosa.

2) Clinical evaluation :

CXM-AX was administered to a total of 12 patients, i.e. 1 with acute tonsillitis, 1 with acute phar-
yngitis, 4 with acute bronchitis, 1 with acute exacerbation of chronic RTI, 5 with pneumonia (includ-
ing 1 patient with mycoplasmal pneumonia). The clinical response was good in 11 cases and the other
case (mycoplasmal pneumonia) was not assessable, with the efficacy rate of 100%.

Bacteriologically, strains of H.influenzae and K. pneumoniae were eradicated in each case.

As for adverse event, heartburn was observed in one patient, and as for abnormal laboratory findings,

decrease in WBC counts was noted in 2. All of them, however, were mild and the CXM-AX treat-
ment was continued.



