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HifE 0 PiE A Cefuroxime axetil (CXM-AX) =2\ T,

23 fliz 500 mg ZHEIFY LIcEo

Cefuroxime (CXM) OFE A ANEEORE &, 30 fl O FERESEBF 3 LT1H 1,000~
1,500 mg (4 2~3 [A), 6~17 BAEEY- LM OBRE D R ORI 2Tl KDL 5 iRy
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1. CXM-AX #45 2~3 WO CXM OREHAMMIIEEE L 0.67~3.60 ng/g, = DFF O Mk

ey 1.45~8.05 pg/ml TH - 12,

2. HRERYIESRE 30 flicstT 5 CXM-AX Ok RI1ERE 83.3% ThH -1,
3. JRHE LD 28 FROMEL D EEE N, TOWHKRIL96.3% THo7, Tz, 28 tkb o 20 Frix

S. aureus TH - 1275,

FOFTRTHMEE Lz,

ORI OE S, aureus Zxi$ % Cefuro-

xime (CXM) i1 Cefaclor (CCL) ER%7us LizFhLLET, Cephalexin (CEX),
Cefadroxil (CDX), Ampicillin (ABPC) X h@ER T 7o

4. BIfEA & LTz, 30 FirREkEE 2 6,

HERBRE L G0zt 361 (10%),

BalRBfrfEsa & L

T3, AMEREA 16, GOT EH10l, GOT-GPT-Al-P ER 1 G0t 3 fl (10%) &=L==mun

RETRD OIS,

Cefurcxime axetil (CXM-AX) x%E 25 7 VT
MEantEnA+7» e 2axY) VAT, Figl @i+
IOCREMZIDIBEAERINE h it s » 7o Cefuro-
xime (CXM) o 1l-acetoxyethyl ester FLEMTH 5,

Fig.1 Chemical structure of CXM-AX
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L HRs X0k

FLELTEMEMES D 23 flicxy LT, CXM-AX
S00mg % HOIEE N L L, 1~5 BRI 2 E D
EME &L, R cmi LRI L Tl i o Bt

L. CXM OEE % ¥ B AFEERX S &P ERT Tl
E LTco KT 1/20 M Phosphate buffer (pH 6.0)
THEAR LA 23— +#, 3,000rpm, 15 &ML
L. O Rl 2 @BENERE & Lico miGiIskmeEn
L DX F0E FRTEARE Lico EHAKD
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WIS B subtilis ATCC 6633 #BEHEETHHMET «
A7 X DTy, B ERIX Moni-Trol I GEEF
1 V&) HRGTESRL L7,
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23 GIOKFSR L O MishiERE % Tablel (2/R L7,
5 1~5 B[] 20 koo MR B <02~
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Table 1 Skin and serum concentrations of CXM-AX
after oral single 500 mg administration

Concentration Ratio
e Times Sampli
No. | Sex | Age | weight (min.) Serum ( am-p mg) Skin Skin/Serum
(ke) ' Cime T g | ()
(pg/ml)

1 F 4 63 60 0.60 <0.28 —
2 M 19 83 60 2.43 0.84 34.6
3 F 12 48 60 5.12 0.84 16.4

4 F 13 45 60 2.18 <0.20 —
5 F 59 — 75 1.65 (70) 0.81 49.1
6 M 22 62 80 4.95 0.47 9.5
7 M 70 66 120 5.44 (135) 3.60 66.2
8 F 53 60 125 3.24 2.25 69.4
9 F 53 78 135 2.53 3.15 124.5
10 F 58 53 135 8.05 (130) 1.72 21.4
11 M 49 54 150 1.45 1.58 109.0
12 M 23 68 150 2.68 (125) 2.10 78.4
13 M 57 56 150 4.77 (140) 2.47 51.8
14 M 73 58 160 7.56 3.22 42.6
15 F 61 48 170 3.67 2.84 77.4
16 M 19 60 180 6.51 0.67 10.3
17 F 60 60 180 6.32 3.60 57.0
18 M | 86 45 190 3.80 1.90 50.0
19 M 49 75 210 2.05 1.03 50.2
20 F 12 43 240 3.49 1.85 53.0
21 I 62 48 300 2.52 1.45 57.5
22 F 69 51 300 2.87 1.12 39.0
23 M 36 60 320 1.04 0.30 28.8

PR REAERR G 30 ) (5B 22 B, &8 #NEEL
720 SEHBIL 16~82 j, (KX 38~T8kg TH » 1o %t
SIEBIRERE, REORKBD 5\ IXIERDEIEE
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IR 30l (B¥%3), UR3P CGE1, MEE2), I
TF 12 0) (RYEREZ 1, BB HRZ 1D, VES 6

(Fheg 2, ®eESMcs 1. BUA 2), VR (RIEMME
2, LHMETIRAE 1), R4 GO REY3, F

MWBID =&Y 1) T, TOFIEMLIZTIE6 7, %E
23 i, EEE1BITH - 70

2) #E5EFHiks X UEHE

1 H 1,000~1, 500 mg % 2~3 [@=/rF T Oes L
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Hotio i FEONC X > TXREFRE L LTHAY ©
Vv N E fo WEZEROK, WK B % 77 -
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E Lo
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P> B HIEE D/ EEEE R A AT e, MBI R & LTHEE
o, TF, EER TR S EETHE L, &

B, HEEEO RE RS0 MIC o fIEs HRl A
Pitfiti v 2 — (R E WMog—5s) TERL
120

2. FRRH

1) ERRZHE

CXM-AX %L L#: 30 Glopfi—EF% Table2
SR Ut ¥ 7o, BERIOMRAR AR EE % Table 3 (R
Lize =0 30 it 2 IRk & Bk Ak 18 6.
EUHRES G, EE 20, PrHFE4H, FELAT
WL EDFLRIL 83.3% TH 1o

TR ERBICHRET S E, [ HEER MOV
Tin, B2, LR 1T, R 66.7%, LiF
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Table 3 Final global improvement of CXM-AX (1)
Efficacy
. . No. of N - In- _
Group Diagnosis Cured | Remark fode Slight Un Agg rate
cases rate changed | ravated (9
1 Folliculitis 3 2 1 66.7
1I Furuncle and Frunculosis 3 3 100
m Impetiginous eczema and 12
Impetigo contagiosa 6 4 1 1 91.7
v Phlegmon, Felon and 5
Erysipelas 4 1 100
v Inflammatory atheroma and 3
Hidradenitis suppurativa 3 100
- Miscellaneous skin ulcers 4 B
with secondary infection 1 2 1 25.0
Total 30 18 5 2 4 1 0 83.3
Efficacy rate (%) =Cured + Remark + Moderate/No. of cases X100
Table 4 Final global improvement of CXM-AX (II)

i I \ Efficacy
Daily _dose No. of Cured Remark | Moderate Slight Unchanged | Aggravated o
(mgXtimes) cases rate (%)

500X 2 9 5 1 1 1 77.8
500X 3 20 13 4 1 2 90.0
Alteration ) 1 0
(500X 3 =500 2)
Total 30 18 5 2 4 0 83.3
Efficacy rate (%)=Cured + Remark + Moderate/No. of cases X 100
Table 5 Bacteriological effect of CXM-AX
N ¢ Eliminated Crganism
Isolated organism ! 0‘,0 Eliminated rate Decreased | Unchanged | Unknown | appearing after
strains o/ | .. .
(%) | administration
S. aurcus 20 20 (100)
CNS 1 1 (100)
S. agalactiae 2 2 (100)
S. pyogenes 2 1 (100) 1
Corynebacterium sp. 1 1 (100)
P. acnes 1 1 (100)
K. pneumoniac 1 1
P. aeruginosa 1
Total 28 26 (96.3) 1 1 1
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Fig. 2 Sensitivity distribution of clinical isolates S.aureus 20 strains (108 cells/m])
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Drug MIC (g ml) Total
CXM 1719 2 1| 2
CEX 4|13 1|1 1| 20
CDX 4 |13 111 1| 20
CCL 2 9 6 1 2 20
ABPC| 1 1 3 6 5 1 1 1 1 20

HIE6H, FLCUEAD, TELH CLAELIMNT
BRhE 91.7%, NVE (P8, BEMK BE SPhco
WTIRTAERR 4 0, F L SFE LOITRZDER 1002, VI
(JHEMERAE, LR FIRZ) 3flicouvTi, B3
THZHR 1002, I¥ GO k&Y, FilTalo o
By 4fhizovTIREE L, eeHFE2M AL
PITHEZNE 25.0% TH -1

1 A#E R DRt e fdE % Table 4 (2R L7,
1 H 500mg x2 [E4%5 9 FIOBERHL 77.8%, 500 mg
x 3 @4 20 T 2 %= 90.0% THH, 1HE
EmE$A 500mgx3 @b 2 [ENCERE Lz 1 flizoee
BFETH - 70

2) MAESFHVRIR

Fali#izt L7230 flod 5 b, 25 BlofFEis b &5 Fi
28 BROME 2 HE LiB1ce Z DPIFRIL S. aureus 20 £,
S. agalactiae, S. pyogenes % 2 ¥, CNS(coaglase nega-
tive staphylococci), Corynebacterium, P.acnes, K.
prneumoniae %4 1 ¥ T S. pyogenes 1 ¥k A~ B, K.pneu-
moniae 1 RN - 1L XTEL L, ElEAFRX
96.3% LEinoti, ¥, P.oaeruginosa 1HkyE5-14
IZHEB L7z (Table 5),

S. aureus 20 £ CXM DRZ M/ #i %, Cephalexin

(CEX), Cefadroxil (CDX), Cefaclor (CCL), Ampici-
llin (ABPC) &ltiehizt Lizd % Fig. 2 12k L1 S.
aureus 20 ¥k 12 xf 3 5 CXM o MIC (3 0.39~>100
pg/ml iz f L, ©— 2z 1.56 pg/ml TH Y, CEX,
CDX X 1%, ABPC kb 2~34fh, CCL kb1
TREBERICRETA R LT,

3) EIfFAB LUBKKREMERY

CXM-AX % #%5 Lic 30 fidh 3 flizBIfFA & 8bh
BIERAFEBL Lico 205 b 2 IR EEDOIKET, »
FhbfEE 2 ARRBEL, ol flihEEORET
PRTIE S 9 B B RE Lice 301 & L AH & oBEN
»H5EBbRBD, B ZERT LRBISESHIZ
Mo Lo

B il i oo LTz, CXM-AX o 5aikic
BG IR M e A B HE LIREGID 5 %, 3 oA H) & OBIER
BEANT LR AREIRER L, & oRR A
B 1 fIGER 15), GOT LR 1 fIGERL6), GOT
GPT-Al-P LR 14 (REM 10) T, EM 102w T
S ER TR L7 & o A ERIELE
(Table 6),

III. * ®
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LG Zloslenles|as Bie x5 {2 hT CXM 2 LTHLE b Bl
E T T T T KT AH LCREOf w7 - a8 AH ) VHTH B £
; > E P O I WA~ 7 r 2y, AF ,S-Iacfamase Kif,f§) %
| E | T T o T DT, EROBAM L7 > rARY LHL D IRITT
= _ ] D, MBS T L R4 ORGSR LT E D

2z gal=2z1zg BN R OB it 2 2 i 2B LB DR Bo
— L0E, % F BT B9 ARG Y 4E 30 iz CXM-AX %1 H
f —"é SRl Bl I 1,000~1,500 mg, 6~17 HRIEALEE L. FEHD R
~ - Hhdn &l TOMPEREIST N, AROK
£% laslzeleszs|zz MAEEAD BT T, AP & ifeh i1

= £ | Tt 2w oo HE a7

T ool ~un|ro aa 23 filiz CXM-AX 500 mg ii[al# A Y Lok DIL
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STUDIES ON CEFUROXIME AXETIL (CXM-AX) FOR ITS
TRANSFER INTO SKIN TISSUES AND CLINICAL
EFFICACY IN THE FIELD OF DERMATOLOGY

Taxanorl Tomizawa, Axiko Hirauki and NoriKO SHIRAKURA
Department of Dermatology, Kanto Rosai Hospital

Cefuroxime axetil (CXM-AX, SN 407) was administered to 26 patients in a single dose of 500 mg,
and skin tissue and serum levels of Cefuroxime (CXM) were determined.

CXM-AX was also administered to 30 patients with superficial skin infections for 6—17 days in the
daily dose of 1,000-1,500 mg (bid. or tid.) and its clinical efficacy was evaluated.

The results were as follows :

1. The CXM levels in skin tissues and in serum were 0.67—3.60ug/g and 1. 45—8. 05 pg/ml
respectively at 2—3 hrs after the dosing.

2. In the treatment of 30 patients with skin infections, clinical efficacy rate was 83.3%.

3. Out of 28 strains of isolated organisms, 26 strains were eradicated, the eradication rate being
96.3%.

4. Side effects were observed in 3 (10%) out of the 30 patients, i.e. loose stool in 2 and gastric
discomfort in 1. Abnormal laboratory findings were noted in 3 patients (10%), i.e. decrease in WBC,
elevation of GOT and elevation of GOT, GPT and AI-P in one each.

5. We can conclude that CXM-AX is a useful drug in the treatment of purulent skin infections.



