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Cefuroxime ¢ l-acetoxyethyl ester A& (k TH 5, #H## 0 = 7 = 4 7l Cefuroxime axetil

(CXM-AX) ORRBRPFEC KT 2HEAMLRET L L BIE LT,

T 71

PR 5% SRR R 00 BT 7 BEIR A KR > MIC 0 FCA 2,

JERERY - BRIRATER &

H.influenzae 0.78~3.13 pg/ml,

S. pneumoniae 0.013~12.5 pg/ml, S. aureus 3.13~ >100 pg/ml, B.catarrhalis 0.39~6.25 pg/ml
M LT o AH 500 mg & & 30 MIAR Lick Eomdpe — 7 X 5E 2REICH D,
5.02 pg/ml THH, RFPBIRKILZEH 6BEME TT 47% THH 10

A% 500mg % 1 A 3 @M LIcBEOBERPEREL 0.27~0.46 pg/ml 125 D,

5.4~9.2% THh -1,
14 5 0 D 14 PR 25 R AE 0 BB Bl
8 6l, LRHZD4 B,

AFIREROZE D+ 7 = LFNTHEL, BT
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AERBT AMEWEOMZ Y, HENOMMENE
BOBK, AABEOKE, BIFRORBE L% BL

THLDENNRLbhOOHED LR T &E T,

BOBRECL+HoFBELZ B XCABRI R,
Ampicillin (ABPC) » 7 » ¥ 5 » 7 T% % Talampicil-
lin (TAPC), Bacampicillin (BAPC) 7t & BEIL <
RAvbh, PRERREOERC VTS —EO A
ExbhTuwa, LALEAx7 2 2FO7m FF oy 7
BEXAVDLR TV,

Zot v EE Glaxo # TEI % = h 7= Cefuroxime
axetil (CXM-AX)'2 1, RAEEHHEL L TEZRE S h
Tw % Cefuroxime (CXM)® o 1-acetoxyethyl ester
FHGTHY, Figl o X > kERX ¥ AT 5, KA
CXM o7avs, 7L LT, *ThEKCHEERLR
WA, BORSEhDLBERATHE =27 {EEhT

Fig.1 Chemical structure of CXM-AX
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FER B R E BB VAR ERFL RIS T 107/ ml Ll k)
XY, LSRR OB 7s Haemophilus influen-
zae 44 #, Streptococcus prneumoniae 46 ¥k, Staphy-
lococcus aureus 38 B, Branhamella catarrhalis 40 %
FEVT, BARCEFREY S RERCEE U R/RFIRS
s X RN RBHRIEEE (MIC) ZHE L,

PEEETL, S. preumoniae 33 LU B. catarrhalisi,
59 ERig4E mighn Mueller Hinton Broth[BBL], S.
aureus 3. Mueller Hinton Broth({BBL], Haemophilus
influenzae ¥ 5% FEHILMmfzhn Brain Heart Infu-
sion Broth[BBL] (Fildes Broth) # fi\, 37°C 18 ]
%% T W ZhE— O 2 T 108 CFU/ml =%

fEB L7
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#ElVEMN, H.influenzae T% 5% REHLMLSMZ
TEBIL, 24 v 775 — v DRI RERW AE
Rl AR\ COEREE A4t L, 37°C 18 BEREsFIz TMIC
T L1,

2. Mg, BPEIRES JOBHRPERE

IBHEREL SO BB 1 ik T, CXM-AX
500 mg x 3/H, £k 30 »IZHRIC X BER TR,
M S, RrREIRER S L OWERREE ORE 2 /51T L

WEERIE L Bacillus subtilis ATCC 6633 % HiEH &
L, Trypticase Soy Agar [BBL] #JUEHL s & § 5B
7 7ETTR, BRI o IR X 1/I5M
PBS (pH7.2) FHRFAFN- TIEE, mmiFiLe bMmARZT
FHEL, B LUK PBS i THW L.

3. ERIREf OB

BHERET A1, SELZINERE?2, 1SHEMKIE 1 o5t
14 FE@D PR BRPERE AR TS L, BERDE
L UNCEIER R Lico #5121 H 750mg %
L2 1,500mg &L, FAIE LTRE30O ML L
72 10 fEGID MIC %BIE L, FERITF & OB & 5
LT, BERREHIEAE L, BT ROAEE,
MEOBE, WLV ER, IREFEmREL Y, &
o, B, eRhL, \BRO4BEMEL, REERO
HEt L Tl » 7o,
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Fig. 2
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1) H.influenzae (23 HHEN

H.influenzae =x43% CXM, ABPC, Amoxicillin
(AMPC), Cephalexin (CEX), Cefatrizine (CFT),
Cefaclor (CCL) o MIC #% Fig.2 i2/73, CXM Tit
0.78~3.13 pg/ml 1Z3fiL, TDOE— 7L 1.56 pg/ml
2H Do it ABPC, AMPC X 945 Mo+ 7 -
LF X OERTHE Y, CFT, CCL 0 2f50HEHYE
LT\ 5o 7cds ABPC it A » 7 A = v ¥EiL 44 b
6 kAR bR, 55 kkhs B-lactamase A TH -1,

2) S. prneumoniae =T HHE S (Fig.3)

A# D MIC (2 0.013~12.5 pg/ml izl L < HHi L,
v — 713 0,05 pg/ml 1% » 720 =4 ABPC, AMPC
CIEEL L, o+ = 2K X baie hERTVT,

3) S.aureus X3 HPLEN (Fig.4)

AF|o MIC (221 » i &/RL, €-7ik 3.13
pg/ml (2 HHY 50 pg/ml L) EOTMED 267 4bh
Foo ETcfid PCH), €7 = aF L IZERAFORENY
R LT

4) B.catarrhalis \Zx3 531E 7 (Fig.5)

Al MIC (3 0.39~6.25 pg/ml iIZHHHL, £DE
— 711 3.13pg/ml 2B D, 62.5% % 1.56~3.13 g/
ml (2fzfB LT\ o CEX, CFT % Zh iR HE
xR L, CCLILzh & he2ER T\ ABPC
AMPC 4 70— 713 A#l& R U < 3.18pgmlis
H, PEOERZIHEEZEDEIL /M LTV,

2. MR, RPERERS XOBRPRE (Fig.6

MICs of CXM and other antibiotics against respiratory pathogenic

Haemophilus influenzac (44 strains) (inoculum size 10° cfu/ml)
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Fig.3 MICs of CXM and other antibiotics against respiratory pathogenic
Streptococcus pneumoniae (46 strains) (inoculum size 108 cfu/ml)
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Fig.4 MICs of CXM and other antibiotics against respiratory pathogenic
Staphylococcus aureus (38strains) (inoculum size 10¢ cfu/ml)
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R _ L .
Fig.5 MICs of CXM and other antibiotics against respiratory pathogenic
Branhamella catarrhalis (40 strains) (inoculum size 108 cfu/ml)
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3 {3, B.catarrhalis 1 {§|, normal flora 2 (| T&H %,
H.influenzae ©» MIC i1 0.39~1.56 pg/ml 2% b, 8
Gl 6 AR X, 1HIEAE, £ L T1HTIR
H.influenzae »\B4f L, “#i.2 B.catarrhalis O &R
Yuh gt = Lz, S preumoniae R BEETHIFDH
52 flo MIC (34414 i1 0.013 gg/ml, 0.025 pg/ml -
BEFTUIRLBE IR T - A, B.catarrhalis %2 %
BHETaiEp T, Fo MIC iz 1.56 pg/ml TH O,
B L

& 14 EGIOBERHREON R, FEHL1T, HHS

G, hH%4 6, L1 G TH-7, H influenzaet
BEAALTH8HITLER6 G, B G, |1
7C, BAEIL B. catarrhalis DEEHIEG AR LIcd,
DTHbD, RIEN S. pneumoniae TH B 3IEH T3 H
zh, BR), eeEMr TR AT oAb EF
FREAFIRY 5B R ICEAHEEL, B TeH - MEHRT
RotiER22icbDTH S,

M1V THESEA,SREEARL AL, B
EFAHVIREAG I L2ps, KRl Lo b ol
E e, F0RL, KRR TL EEbhDHE - i
BYEIVE R LR R EERE XRD bhieh - 1o,

11. = =

S HRBYIEICHIT 5 RRKEOLERIIEF L, PFREK
HAE T BT S ERCHE Lo X 5o, 1970 A RS
Pt XOMBME SRR PEC ST Sk LS 111
2, FivE T S, pneumoniae H>% H.influenzae ~ -
¥ 53T B. catarrhalis 5y EEHIRE L 4
Ltens» THE TR B R E Y
TAEO

. S. preumoniae,

o TEDHD,
oML ooH57,
Yo T E L NIEAE e & DB VE GOB RRYE 2 B!
KL, Hoinfluenzae i & LT
S. aureus, B.catarrhalis T 5, Z Otz 4 [E O
CXM-AX DM % ERIE T BT 2 FAE o BET Tix
Bk 4 S OHE I T BIE N Z B S-lactam F T
%% ABPC, AMPC, CEX, CFT, CCL it L7z,
P MR IC T A v 7 b s F O EEN
ik ool H T fa, ABPC fith 1 v 7 v = v
B R YA DI e 78 S DT AR B O B o Rl o
Fod EM L R T e by, Tz i sl L
Ty 1975 EITTHE, HE THIS T ABPC mjm 1
no= o FEAVBE S T DR EEENTE DA 2
h, sy BRI W‘W4/7fm/+@059\
219 CE#12.4%) TH 0 FHull & LM 2R L
TVE . ERREOMMEEEE O LA LT S-lactamase
THh, »roEL LT plasmid 1= X % D TH DL EE
Rz 2 F 2 ST fogs, Roplasmid (2 X DR
EXhAHEEL RO HR, DEE D EEIRT

BDH,
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VB, SEIOWE TLHA XTI v 7 = v FE
44 Bk 6 gk ABPC MitEH,ZHh, 5 b5 B-
lactamase FEAR TH - 7o ABPC REZtE» MIC %
W 5 &Rk ) AFIIL ABPC, AMPC I h %4
% s, ABPC ftEBE s LT BRI BIF /s MIC %
Lt Elfioe 7 = 2FIE D 2 ~HEERIHED
AR LTE D, 4 v 7=y FETRRERYEICT L
FHBENEE RS B, KESBIOBRKADOKRN T
L8R 6 BloERTIN A DRI,

1970 #£\z B.catarrhalis * Neisseria Bh- b EEI 1
TLIK, MBI, hEALCEESFHEOEVESE TOFR
PHRREDR A & LT AEAER Sh, F3kd 1976
FLGBEAREC & HFRBERYIE LR L TE o,
OISR EAHEMLTE TV D, IHi, ThE
THEAINTELER=v Y vHIREL, F2iKo
+7 e AXY YACAERRELOEREYE L T
D9, ASHAEIC X HREIEOMINM BRI I 5, 4E
@ B.catarrhalis w3 545 B-lactam F|joo MIC £
o Th, 40 ki 36 £k (90%) A+ B-lactamase [
HTHY, ThooEkicx T ARER O MIC KEE
12t d, FOE— 2% 0.78~3.13 pg/ml THoTo &
EUEAE L EAE & T HERIIMEHEIEL 5D 1 010
L THtent, AF 500 mg x3/H 05 TEILHESE
LTy, #0 MIC (x 1.56 pg/ml & HBHIBIFTH
Lo LA & 5 i ABERE 2 To §-
lactam FNTXHELDEAAGE <, REC X D Fu 2t
B s Lo IiEGCioV LTI oR 5 BHETHL
Rt b sV

RIEME D WTE S S. aureus © f-lactam FNTH 3 5 RE
FHTOWTREICHE Lich', SEIDHREICHE T
L AF D MIC212.5 pg/ml OFFHEREIL 31.6% %,
MIC >100 pg/ml DEERMEEDS 7.9% Abhic -
T, AFEhELT, BEARS h T\ 280 f-lac
tam | S. aureus BYPSE R T A BB ER
NLETHH D,

S. pneumoniae ZXT HAFIOHE L, HEKDOHE1
it 7 = 2FIICH LBOACER TR Y, FEICLD
RO s R W IR E S R I R Do

Gt REZRD | I TEAIE S HOBRIBITRE Y
frat Loy, Mepe — 7fEicxdT 5 Rk 5.4~9.2%
LB BIFTH - oo MAPRE % BAPC, AMPCIV L
Wil 5 EARIOFpEL, HILED b ORIUE S %
A, M SR~ DOBITRIIAFOFHERTE D,
B S RRENDFANCA R b D EEZ b I Do Te
B, RGO IR T, BRL VpEShcERE
oxt T A AR O MIC 2% 0.78~1.56 pg/ml &, FiEX
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LABORATORY AND CLINICAL EVALUATION OF CEFUROXIME
AXETIL (CXM-AX) IN RESPIRATORY INFECTIONS

Masatosur Ipg, Keizo Matsumoro, Mikio TacucHI
Tasuku Sakamoro and Masasur Yamamoro

Department of Internal Medicine, Institute for Tropical Medicine, Nagasaki University

Cefuroxime axetil, the l-acetoxyethyl ester of cefuroxime, has been studied to evaluate its useful-
ness in respiratory tract infections.

MICs of CXM against Haemophilus influenzae, Streptococcus pneumoniae, Staphylococcus aureus
and Branhamella catarrhalis, main respiratory pathogenic bacteria, ranged 0.78—3.13 pg/ml, 0.013—
12.5 pg/ml, 3.13—>100 p#g/ml and 0.39—6. 25 pg/ml, respectively.

Maximum serum concentration of CXM following administration of CXM-AX 30 min. after meal
in the dose of 500 mg, was 5.02 #g/ml at 2 hours and urinary excretions for 6 hours after adminis-
tration were 47%. Sputum concentrations ranged 0.27—0.46 z#g/ml and ratio of them to maximum
serum concentration was 5.4—9.2%.

Fourteen patients with chronic respiratory tract infections were treated with cefuroxime axetil in
the dose of 250—500 mg tid, and the clinical effects obtained were 1 excellent, 8 good, 4 fair and 1
poor. One of them complained of chest oppression but it is considered not to be attributable to
CXM-AX.

It was concluded that CXM-AX was more useful than previous oral Cephems for treatment of respi-
ratory infections, especially the cases caused by Haemophilus influenzae or Streptococcus pneumoniae.



