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(1) EREEMFURERIEBEORMNL SN L cBici+5 Cefadroxil ® MIC MEDER,
S. aureus 22%% T1%0.68~6.26 pg/ml KM L, ¥ — 7i23.13 ug/ml 2k Sz, S, epidermidis
195 TIX=<0.20~25 pg/ml ¥ CKLHMHL, ¥— 271X 1.56 ug/ml LR bhi, HgE#kE b CEX
& OB X <, Cefadroxil OHBHEHCHVTRPT LR TV BRERL B,

(2) Cefadroxil © ¥ X CRUBTRENTED», NEORIHILBEZELRRIC, &K 250
mg #¥EOHEL, 2HMEOThENOBTRELIE Lico TOKER, MW 4 AOTRHHT.5
pg/ml THY, OFERH 4 AOBRBAREDOTHEL 1.4 p8/g ThoToo MMCOTIX, CEX,
CED, CFT L b &\ flixRL, RHkTit CEX>CED>Cefadroxil>CFT DIETH -1z

(3) FAEERFUKRREE 17 Al i L TER LERRREE T, 576, 546, 22
B3 361, BHBHAT, ER, FHIHRIEYHRITE4.7%TH >,

EiffBiz 2Bl Ed ohith o1,

I # ®

XESYVA AR SV CHEIALEDA 7
TR AKX Y yRAEEHHETH B Cefadroxil (BL-S578)
12, CEX, CED kE{l L MERS XVCHAEFEALE
b, Fig. 1 L RTEFEL L IUVHMBERYEFELTV 5, &
Bl, Cefadroxil ® 250 mg 3 L T¥ 500 mg # 7 & A IED
q, AR OV CHERNRN TRV ETORRK LS
LoTHET 5,

Fig. 1. Chemical name and chemical
structure of cefadroxil
Chemical name :
7-(D(-)-2-amino-2-(4-hydroxyphenyl) acetamido
-}-8-ox0-5-thia-1-azabicyclo-[4. 2. 0Joct-2-ene—2-
carboxylic acid monohydrate
Chemical structure:

HO@—CH—CO— NH]’:-]/S
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NH, o Z~CH,
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1) {ER%H
Cefadroxil (BL-S578) 926 ug/mg (7Y A F LEH)
Cephalexin (CEX) 938 pug/mg CHEFHBI)

2) EBFHE

HAR(LF R & EMY e ¥, inoculum- size 108
CFU/ml 88 CfTl -7

3) [EHEE

HARRMEIRERIEREORRE X v ﬁﬁ LS
aureus 22F%k ¥ X V% S. epidermidis 191 o &,
Cefadroxil & CEX © MIC #JIE LE# L1,

2. RERR

S. aureus 22 ¥R t3 % MIC ¢ix, Cefadroxil o ¢
— 7{Hix 3.13pg/ml ©H b, CEX L hRRRVER
THo-tc (Fig. 2), HBBIRTIX, Cefadroxil C1.56
pg/ml, 3.13 pg/ml P LTV BRZHH, CEX
1% 3.13 pg/ml, 6.25 pg/ml e Mh L, Cefadroxil ®
FR1EREESHTHEER A bh i, ¥ 1,
Cefadroxil 150 pg/ml Dtk 1 #kix CEX I 350 pg
/ml EfpERRL TS (Fig. 3)o

S. epidermidis 19tk % MIC TiZ, Cefadrox11
DY — 7 {fiT 1.56 pg/ml €HY, CEX CH~1HE
BRIEMTH - e, FHEL S =0.25~25 pg/ml ¥
TR LR LY (Fig. 4), BRI TIX Cefa-
droxil i 0.78 ug/ml 3 X 0% 1.56 pg/ml DRAZHKIL
CEX Tikigk A XA 1.56 pg/ml 3 X O 3.13 pg/ml
T, S. aureus DiPL L FRE Cefadroxil OH 1 BR

EE - BN A bt (Fig. 5)
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Fig. 2 Sensitivity distribution of S. qureus
to cefadroxil and CEX (22 Straine)
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Fig. 3 Correlogram Staphylococcus
aureus (22 strains)
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I kMl SUCREBITRE
1. RBHESGIURBFE
1 #5HE
7~11F ¥ COBRK7 v¥-FRBE4AICHL,

Cefadroxil 250 mg # 7 €A, 1# 7 xrdhfRNE

W0 2 BERAT A 5\ ik 2.5 Bl B n 5 L.
2) MmERETE

H0 EskisH - Frsc 3~5ml ML, 2,000r. p.m.
5 MR O®, MFYKEALY » YEBL, —20°C

Fig.4 Sensitivity distribution of S. epidermidis
to cefadroxil and CEX (19 strains)
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Flg. 5 Correlogram Staphylococcus
epidermidis (19 stralns)
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Cefadroxil

TR LI,

3) RHERMH %

WX h-ERERT, FoBCERKCTHATRR
L, #—ETANEL2LY, BEY »— VEBHL,
—20°CTHEX R, £D1gEY A ARTATFA AL,
#hw2ml ® 0.1M phosphate buffer (pH6.0) %M
%, AMRE Model 200M DB EFHIEERONEE
g, 200W, 2A, 204/M1 D B % f77x » 7o, homogenize
Thi-EERT 10,000 r. p. m. 10 HAOBHRED
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oY, XD LWEWE ALY y YIEBL, — 20°C IO
BEE LI, ki, MM XU RBEMIEIT — 20°C R%
o0, P &b AMBARRAIZH LR,

4 ek
i) EEHFRIIOMFER

Cefadroxil MK OFERIT B b, MWBTRRAL L
T control serum I (Hyzanp)%®, ¥7:, RBTAE
& LT0.1 M phosphate buffer (pH6.0) ¥ {#HL,
rhEh 10~0.16 ug/ml ¥ COBBERRTILENL
T\:O
i) ARERORE

RREIT, UBERED M. luteus ATCC 9341 ¥
ER L. RKEYbFEBREE EER, ¥57)
K, 3MRBMUERPTR, 3REMNELE = AT10
ml O V474 avPE2ANRERL, BE
BEEL, SHRASS 2 v TeERLT, MERET
T 650nm TT=40 (%) CHYUL, RBE®E Lic.
iil) BEH%

micro-pore ¥:7r% bio-assay ETHIE L. Thb
b, RERELTCREL LY 7 V1 ER (=
» A4, pH7.3) sh~Gid L= RBREHY 0.2% (v/v)
DETINZ, +TAREMZ R0, BEE 9cm OEE
Yr—V (=27Rr) ~, a—vy s —LRIHNEH(B-D)
S THE~x 2mlFONEL, BEocbhT, B
E5mm OMREBE THE ST, hORKY K3 KRE
LTREFRX PR Lic, s, EMFERRFIOI0, 5,
2.5 pg/ml PTAREFR, = X OBRED > b mEHl
ERAREERTIL, TR FR1IMDOFERCL =2, F0f
X3 20 xk HiF . R—KEIX3 »FTTCREL, 0
PRIEVERA L. 1 WO L 18R OERO DB
E L1,

Flg. 6 Cefadroxil standard curve (s. 53. 7. 20)
Micrococcus luteus ATCC 9341
T% (650 nm): 40%, 0.2% (v/v)
Tryptosoya agar (Nissui)

pH6.0  0.1M phosphate buffer

0.16 0.32 0.63 1.25 2.5 5 10 (ug/ml)

2. RMAMR

Standard curve OJETRRIX, buffer FROBE
0.32 ug/ml, serum KROPBA 0.63 pug/ml TH o1
(Fig. 6).

11 mg/kg 5 361& 17mg/kg 5 1 HD 4 Flicds
1% Cefadroxil o M{TMEIX, MmiMPH# 9.5 ug/ml,
BT 1.4 pg/g TH -1z (Table 1),

Table 1 Concentration of cefadroxil
in sera and tonsils

Case No. Dose (mg) Serum | Tonsil
Age Sex B.W. (ug/mD | (ug/e)
1. YM.
K 4
7.M,22kg 250 (11/kg) 10.0 1
2. KH.
7.M,22kg 250 (11/kg) 8.8 1.3
3. EM.
8,M,23kg 250 (11/kg) 1.6 14
4. TO.
11,M,30kg 250 (17/kg) 11.5 1.6
No. 1,2 : after 2 hr. (p.o0.)
No. 3,4 : after 2.5 hr. (p.o.)

V BEABRKN

H ARG IRRRE O bRtk Ak 8 6, S
{LARMERE K 3 61, SESFEHK 35, MW 16, MAT
FERELRIE 1 H, HICETHY v ikl Aloz17
B2 & Cefadroxil DEEKRMKRHF XTIl BES
L7 ~60F ¥ TT, HE5EEIT250mg » 7L ¥l
500mg »7 A% 1B1H»7tr, 1B3~40E, £
CREeEE L, #588X3~158 T, RE5E2
3~22.5g £7s->T\% (Table 2),

fEGI1 ~ 8 LR RMR BT, BMHEOPTEAIE
RETHELTRDD Z LIFEH T & T L, S
viridans, Neisseria ¥ XU S. pneumoniae \IHHE L
Exbhb, EF6XARORKBITRE X ) E 25
L, 1BE 750 mg TRRPLERBLELLRD, BE
BRI, B0, B%40, DbeicAEREIX64.7
%THoto

BIfERIR &Rl B bhT, 2FAVNREETH -1
fodb i, FrEhe, BHESOREBH X BT LT
WA, BZE, MZLEEF LIRS LORBDHLN
Tehrvotce

vV ®

Cefadroxil 1%, ZO#ER F & U HENCEX #®

CED HE{lL T b, Gram (+)E* XU Gram (—)
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Table 2 Clinical studies of cefadroxil
Adminhhtr:ltion
Case metho Side
No. Age Sex Diagnosis Bacterial isolates Dally Tom Total Course Effect effect
dose dose
X pain (+) 3¢ (-)
1 %3 |F | Acute tonsillitis | (no inspection) 2 6 |12 (red. (%) 3 (9)] W | ()
fur #) )
pain (+) 3¢ (-
2 Y]E F | Acute tonsillitis | (no inspection) 15 | 3 |45 |red. ) W ()| W | ()
fur (+) 34 ()
Sy 1. p-Strept. hemoly. pain (+) ¢ (-)
3| %6 | F | Acute tonsillitis | 2. G(-) bacillus 1.5 7 (1058 (red. (#) Td (-)] () | =)
3. Haemo. influenzae fur (¢) 7¢ (=)
4 l§3s F | Acute tonsillitis | (no inspection) 1.5g 8 (12 :):‘fn((;)) :,’:g ((:)) )| )
K.I e | 1. S, aureus pain (+) 3¢ () .
5|43 |F | Acute tonsillitis |’ Strept. pneumoniae 1.5g 31458 @ 3 e | &
. pain (+) 44 (+)
6| AT{F | Acute tonslitis | 3 &(diptasoeeus [0758| 4 | % [red. ) 44 0| @ | @
fur (+) 44 (-)
1. Strept. viridans . .
7|HYAE | Acute tonsillitis | 2. G(-) diplococcus |1.5g 8 |[12g pain () 4d (-) | &
55 red. (#) 114 (-)
3. 8. aureus
| pain (+) 14 (-)
, *)
H.I. a... | 1. Strept. viridans 4
8 F | Acute tonsillitis . 1.5¢ 9 | 128 jred. D WY )| @ |
57 -
2. G(-) diplococcus swe. ) 3d ()
fur () 53¢ (®)
o - - - +) 44 (-
9 Y9.Y. M| L (a)ct:lttI: media (no inspection) 0.75g| 4 | 3g :):;n ((*)) 4_-!? :_; o) | )
H.D. 1. Otitis media . . pain (+) 1¢ (-) =
10| %60 |F acuta (no inspection) 1.5¢ | 10 |15g sec. () 84 (#) )| =)
- . red. (#) 17d (#)
11 54? M| g’c';tt‘: media | 54y pacillus 158 [ 15 [225g [swe. ) ¢ )| () | O
sec. (+) 12d (+)
i . i 4 *)
Y.F. r. Otitis externa| 1. S. epidermidis pain (#)
12| "7 M acuta 2. S aureus 0.75g| 6 [4.5g |red. (W) 7d B | (B -)
swe. (#) 7¢d (2)
N.O. 1. Otitis externa . i pain (+) 3¢ (-)
131 44 |F acuta (no inspection) 1.58 3 | 4.5 red. ) 34 () (LREG
i pain (+) 4d (-)
14| 2Ty | ¥ Otitsexterma) g ooy 075g| 7 |s25g|red ) WE| ® | O
sec. (+) _Q )
15 }:;{ M | Furuncle of nose| Fungi 1.5¢ 5 | 715g :’;1: g; :g : ; ) -)
SE Acute suppuration pain (+) 44 (-)
16| "45"| F | of cyst of nasal |S. epidermidis 1.5g 4 |6g |red () WO M| )
vestibule sec. ) T4 ()
Lymphadenitis of] .
T.T. . . . pain (+) 11d (+) _
17 14 M|r :g;?;;ncular (no inspection) 1.5g 11 |15g swe. (+) li:d ® ) -)
red. = redness d =day
swe. = swelling

sec.

secretion
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HeBEEVWHEERAYH L IR T3, Gram (+)H
X, S. aureus WXV S. epidermidis et LTiX
Cefadroxil % CEX, CED . ~FASOHAM oL
RT3, bhbhORM it CEX :olRITEs
T Cefadroxil OF BRI AHMERALRLI,
—%, Gram (—) B2\ CiX, E. coli 35 X T* Proteus
mirabilis o3 L%, Cefadroxil, CEX. CED (i1
SOHBERYETH L IR TW B, K. pneumoniae.
Proteus vulgaris, Haemophilus influenzae =3 L TCid
Cefadroxil iX CEX X Dh&35X5TH3Y,
REICRbhbhOBFZCR E L &= CEX, CED,
Cefatrizine (CFT) D1 X U RKBTREO RN
2WTAhBk, CEX 250 mg ARH 2 B:M, 5HloR
DR T, MmHFDOPIFH 4.8 pg/ml, RIEDOFIEH 5.9
pg/g C, CED 250 mg AR 285M, 3 FO/NROR
OO, MEOFPEA 5.2 pg/ml, RHkDOEHN 2.7
pg/g THYH, CFT 200 mg MARH 2 B, 8 flo/hRE
ORBTIEY, METFHA 0.5 pg/ml, EHEOFH2%0.6
pg/g THoteo ChHEDORMEEB LT, SEREL
1 Cefadroxil D mEH T, CEX, CED, CFT ith~
BWEZR LI, XM & Cefadroxil OB ITI
P BWE 5T, CEX>Cefadroxil>CED DIF& s
2 T3, —%, RHBTCIX, CEX, CED & h{E\V A
EThoho BRI\ T a3 RREHAIORRYS
=MD L et RER Z DRI D 5D Tikix

Vink#Ex b, ECL-oTEL3 D LS RENE
e b\ VDO TR L EL T\ 5,
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LABORATORY AND CLINICAL STUDIES ON CEFADROXIL
(BL-S578) IN OTO-RHINOLARYNGOLOGICAL FIELD

KENzI WADA, SHUNKICHI BABA, JIROH KATOH, JUN HONDOH
and Tsutomu HAaTANO
Department of Oto-rhino-lalyngology, Nagoya City University Medical School
(Director : Prof. Shunkichi Baab)

From the Laboratory and clinical studies on cefadroxil, the following results were obtained.
1) Antibacterial activity of cefadroxil was measured by the plate dilution method on 41 strains isolated

from pathological materials in our clinic.

- Cefadroxil was found to be slightly more effective than CEX in inhibiting the growth of S. aureus

and S. epidermidis.

2) Blood and tissue (tonsil) concentrations of cefadroxil were determined about 2~2.5 hours after

oral administration, and these were 9.5 ug/ml in blood and 1.4 pg/g in tonsil (mean of 4 cases).

-3) Cefadroxil was used clinically 17 cases of ear, nose and throat infections, and its effective rate

was 64.7 %.

No side effects were found clinically in all cases.



