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Cefadroxil (BL-S 578) =P8+ 5 Z#a, HEKNHZE

RARS - BERT - ERXEB
LEHREL - MREE - KEFMTF
BATHER B KM —P B

#7 Cephalosporin RHFLEFD 1 2L LTRE 7Y X b A #HTHRBIAHF LV E0K BL-S 578
(Cefadroxil) izo\ T X809, FRENRN LT > 7D T 5,

PUBME: © Staph. aureus 38 ¥k D Cefadroxil i+ 5 MIC X 0.8~25 ug/ml KB D, XD~
24% 1.6 pg/ml €, Cephalexin (CEX) XU CGP-9000 X h T {h T\ o E. coli 506D
Cefadroxil iest#+% MIC D& — 7% 50 ug/ml T, CEX ® CGP-9000 X h %454, Kleb
siella ¥ XU Proteus mirabilis T2 h HHBEFID MIC L AEY AL dDieh o,

BERRHIMRE : Cefadroxil ¥ {Ef L7-20f® 5%, Pickwichian syndrome, B4AARERM I &
VEEXMBOE 1 Gl A6 L - BERE K OM 3 Al ST, SHATLE1AKCCOHEY,
HERELCULRED 4 ) (RASBRERMLER 25, DEFEABARYE- 1A 3 X BEATH
L1 6)) #BkE, R 126 (RMEEL 26, Rkk26, BEITILIMN, KEXMK1
fl, aEEER20, BHEEEBRXR LA, SEPNR16D THEHEHELL, ki, ZHEIE
F#D 1 Cefadroxil #5 3 BEKED, Bt IV LESM/Y L, FLIWIMMEHMC
2~3 A%, —RBHOTHELCIFRRNS (4—11%) B AREdbhl, £OMBKIX BUX2H
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fER e oo

. 3 X

SEXE7YV AL AHETHRBEALFLVEDD Ce-
phalosporin #|¢& % BL-S 578 (Cefadroxil) iz CEX
EHoRMHFL TR TH3Y, bhbhiz Thie2nT
E@n, BROBRN 2T R TRET 5,

HHEAE

I BRHRE

BRI DL YT ABERS IV Y5 AR
T Cefadroxil 3% MIC #JE L, M CEX
3 X U8 CGP-9000 (Ciba-Geigy) Oh%zd L HbXTH
BB Lico ok, MEFKIEEREFSBERE (K
KERFREPCK - 1o

II ERERROIRES

SERPIEISH (EKEK 40, SUHKEIZK 3,
BHSEIROSHENELF], JIEIHBCHELIR
YuiE 2 B, KE MY 2 61D, IRESEBYE 4 Bl LU EIE
WREK ORI 16, 5206 1 H 500 mg~1500
mg @ Cefadroxil & 0&5 L (RH), £DOREKAZD
B b O EWERI SWTRA Nz =,

i3 -

I BBHRE

Staphylococcus aureus 38% D Cefadroxil & x3%
MIC i 0.8~25 pg/ml i2H D, FDE— 7% 1.6 g/
ml T, CEX ¥ XU CGP-9000 X b3 <¢hT\vw5 (Fig.

1. £H0OEZEDHBBGRY Fig. 2 KRl

LA FHE& Distribution curve % Fig. 1 A~D K,
Correlogram (X Fig. 2 A~D KR,

E. coli 50% D Cefadroxil 3345 MIC D¥-712
50 pg/ml KB Y, hD2EX D 2255, HENTA
THRESH DKL Cefadroxil @ MIC D 0D
MIC LRI%EDDVITKE L,

Klebsiella pneumoniae 30%k3s X U8 Prot. mirabilss 21
izt 5 Cefadroxil @ MIC % CEX 3 X UF CGP-
9000 DX & KEX ZLdbhicl, i, EEER
% 100 S EMR+5 L Cefadroxil @ MIC X E. coli
TH# 2 B¥B, Klebsiella 3s X. U8 Proteus mirabilis T§
1 BFEET Lo

DD Proteus BD MIC % Table 1 KRLI
2, B EAED HH CGP-9000 3 X1t CEX [k 100
pg/ml PLETH ot iz, Servatia B20H% b T~T
100 #g/ml LA kD MIC ChHotze

I EEEReREt

fEfI1 K. 0. 37F 2 SHEEK

ERESICAMEAORRPEOBETC2EMLY
LHBEER, 39°CHAORM, HEIILBEL toTK
BeLic, M4if, WHAMLH D, RAACRC-EHLED,
Cefadroxil 1 B 750 mg o 3 BR# 5 cEERRBENR
&L,
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Fig. 1A Distribution of susceptibility of clinically isolated bacteria to cefadroxil,

CGP-9000, and CEX
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Fig. 2A Susceptibility correlogram of clinically isolated bacteria against cefadroxil.
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EFSs T.H 25% 2 SHIFIH
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MR S X5k, ERFEEF L CEX #58/H
FERLLENER 2T, A% 181000mg 4 HMHHEE
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e L, ft85, v 4377 XHBHO LRI ED
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02 04 08 1.6 31 6.2 12525 50 100 g/ml
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Fig. 1B Distribution of susceptibility of clinically isolated bacteria to cefadroxil,

CGP-9000, and CEX
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Fig. 2B Susceptibility correlogram of clinically isolated bacteria against cefadroxil,

CGP-9000 or CEX
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Fig. 1C Distribution of susceptibiltiy of clinically isolated bacteria to cefadroxil,
CGP-9000, and CEX
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Fig. 2C Susceptibility correlogram of clinically isolated bacteria against cefadroxil,
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Fig. 1D Distribution of susceptibility of clinically isolated bacteria to cefadroxil,
CGP-9000, and CEX
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Fig. 2D Susceptibility correlogram of clinically isotated bacteria against cefadroxil,

CGP-9000 or CEX
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Table 1 MIC (ug/ml) of cefadroxil, CGP-8000 and CEX
—Other gram negative bacteria—
Cefadroxil CGPS000 Cephalexin
. 100x ) 100x 100x
original diluted original diluted orlginal diluted
Proteus vulgaris 100< 100< 100< 100< 100< 100<
(6 strains) 100< 100< 100< 100< 100< 100<
50 100< 100< 100< 50 100<
100< 100< 2§ 25 100 100<
100< 100< 100< 100< 100< 100<
100< 100< 100< 100< 100< 100<
Proteus morganii 100< 50 100< 100< 100< 100<
(2 strains) 100< 50 100< 100< 100< 62
Proteus inconstans 100< 100 100< 100< 100< 100
Proteus rettgeri 100< 100< 100< 100< Ly 100< 100<
(5 strains) 100< 100< 100< 100< - | - 100< 100<
100< 100< 100< 100< 100< 100<
100< 100< 100< 100< 100< 100<
100< 100< 100< 100< 100< 100<

* Serratia spp. (40 strains): all 100 ug/mi<

fEf6 T.N. 69F 2 SMERERHK

RESMES I OMRER CLERBAR MBEL OB E C,
2~3BXK, BHSLIUBKLYEI-L, FH 250mg ¥
2EMABZOLESRN, BOSICE® - LepkL
foo ¥BOHAEMIEOEIERELYOSF N, Th
DHLBERY AR LDl L LD AFOEER &
Bbhs,

EF7 K. 0. 23F R Sap&egxs

WI2EMMX D ES, XMBH4BEH LD BHM, =i
WEBXV kT X5k, & OMMKEA,
EZH, REXBEALYFEA LTV nl B, xFi%x1
A750mg M/ 5 B B SERRPERIME Lict,
BMB I 2 HBEBBIIFEM L, Cefadroxil O 5%
NAMCHE, UERBEREROERTCTHLE, &k
FENRTE, ENFECARTOBETH 5,

EHS8 S.T. 78F% & BHIEIR
BRECES X BT CEBES, WI0AM X
YBMELICERD D, LNTIBCHADRMY L,
REC2AMBETRLANREEMNIE > Tooico AF 1
B750mg ¥ &%, WxERIERL, 6HHRBER,
WBEEFHELBER LTV,

N9 K. Y. 34 & @BHKEXs
EARCTR, BESEXLEND-T, WIAMEY

B h, WEREHES IS5Chkot, SHMELLTE
1A 750mg #E/H, W1AMEREROHEY AR L
i,
fEMI0 T. 0. 48 2 BHITIK
Pickwichian fERE o B E CHBEMNK BB S L U®
#HY, wHEE X normal flora THo oA FE 1A
1500mg, 5 BM&EE Lic, L LEERZARETH - 1o
fEML1 Y. K. 237 2 SBEKESIR
BEXRBEAMOBRE T, BRIBHI L OEHRY &
7= L, MREAE X normal flora TH -7, AFx 18
1000mg 7 HM#EE Lz, LA LERILLSFRETH-
oo
EM12 T. K. 22F 2 BHESEIR
HEMLVEELHMACHERE S, BBESLIEEHK, &
goMmEE», Josamycin ¥ 1 B 1200mg HHTT
L 7-0t, MOERNRB-TW-DOTTRAB XY AFC
20hz, 1EAMBEETSLERIRETH -7,
13 T. M. 24F @ BHIBEIR
FRBRELS ICEEHERBOH > BET, kR4 BH
X DT DU ERAHNER, 38°C BoRBREY AL
Bz, 1H750mg © Cefadroxil % 4 HM# 5 LHE
ROBEY R LD,

14 S. K. 30F & KEXM%
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Table 2 Clinical trials of cefadroxil
Underlyl Do)”'(g ) | Organi Bacte; Cli Side.
nderlying m, 2y, rganism acter, in, .
No. | Name | Age | Sex Diagnosts disease dry d\lm- detected effect |effect | effect
tion

1 K.O. | 37 | ¢ | Pharyngitis acuta None 250x2 3 | a-haem. strep. unknown | + None

2 | KK |41 | & |Pharyngitisacuta| None 500x3 | 5 ,”v'ef;‘,’;‘,'{:{b_ unknown | + | None

3 | HM. | 27 | & [ Tonslillitis chr. None 500x3 2 %’:f,‘:ez ‘:g" unknown | + None

4 | KT. | 30 | & | Tonsillitis acuta None 500x3 7 ﬁfl:::r’l:ftp unknown | + None

Neisseria sp. CHA 512
5 [ TH. | 25 | 9 | Bronchitis acuta None 250x4 | 4 | H. porainf. M.P. 84> None
a-Strept. undetermined
. epigastraigia
6 | TU 69 | @ | Bronchitis acuta Polycytaemia 250x2 1 - undetermined nausea
Diab. mellit, P
vomiting
Neisseria sp.
7 | KO 23 ¢ | Bronchitis acuta |Hypotension 250x3 | 11 a -haem. str. unknown | 3 None
Candida
Klebsiella sp.
8 | ST 78 & | Bronchitis chr. | Arteriosclerosis | 250x3 | 10 Enterobac. unknown | + None
St. epid.

9 | K.Y. | 3¢ | & |Bronchitis chr. None 250x3 | 12 | Klebsielasp. | elimi + | None
10 [ TO. |48 | o |Bronchitischr. [PickMichian | 5003 | s | normalfiors | unknown| - | None
11 | YK. | 23 9 | Bronchitis chr. | Aplastic anemia | 500x3 4 normal flora unknown | - None
12 | TK. | 22 Q | Bronchitis chr. | Asthma bronch. | 250x4 7 |Enterob. cloacae| replaced - None
13 | TM. | 24 | ¢ | Bronchitischr. |Asthma bronch. | 250x3 4 | a-haem. strep. unknown | + None

CHA 64, M.P. 128
14 | SK. (30| 6 [PAP. None 250x3 | 12 undetermined None
15 | KT. | 70 | & |Bronchopneum- None 30 | Klebsiella sp. ;L‘:“e; + | fiarhoca
16 | KN. | 29 | ¢ [Pyeloneph. acuta None 500x3 4 - unknown | + None
GPR elimi-
17 | T.O. | 33 | ¢ | Pyeloneph. acuta None 250x3 5 E coli nated + None
Staph. epid. elimi-
18 HM. | 44 Q ( Pyeloneph. chr. None 250x4 s GPR nated + None
- Subacute Klebsiella sp. elimi-
19 | TM. | 36 Q | Cystitis acuta hepatitis 250x4 4 Enterobac. clo. nated + None
20 K.T. 39 9 | Perityphtitis chr. None 250x3 5 unknown undetermined None

XBE2HMIVEMIS LI OCRMANDY, BRXD, %
oMM L, 37.6°C R, A# %18 750mg, 11
AMBE, 0551 TH, CRP o#H#BLX A LD T
A0, AL RSBERMR L E~M1 277 X=5iko
ERMXBD, PAP L Ex bh, Cefadroxil OBRXH
ERBE L,

fEFIS K. T. 70 & KEMiK

BTERIYV 4 AX— %S RCKRATHOLESE, R#H,
DWTERBS IUBRRENXBY, MET CEX o 5% 5

5 b TMeY, YB~ABAIhi, 46§, HMH~T
FlROGY e HBEFE LER UL, Cefadroxil
%10 1500mg 4 AMES L, 380 X0 FREE
fel, BEXBFCREL 250mg o» 7w 16]
#7erkl, 1H70mg BAL, ekl VACK
Bil?, £@BX CRP b+5 X +12&mx)KisXi
LEWRHE, TELMELT L, M, sREFL
B1500mg MM 5 & FH% &/ 5¥, H30BMEFL
to 5208 B FREA1LY (BEH45%) LHmL
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Cwiedt, 208 HORETIR2H Lot THERZEBCHWShR,

g6 K. N. 200 & BUEWIDWHE M7 T. 0. 33F 2 MEWEWHK
TAbATHEMCNRIORET, M1AMMED M3 AN, FHBRICROCE B, BER

LEBRE, EX, BESIUCINYELL, BN2A B, B%Y o T 38°C~40°C I S8M, B, 2HMR
FrixoTHBEEB LI, AFY1H1500mg 45 L Y, ERCTHAME LR Y Sh SRR T KR Y

Table 3 Laboratory findings before and after cefadroxil administration

No Before Hb RBC WBC Thrombo.| BUN GOT GPT Al-P
- | After (g/dl) (x10%) (x10*) | (mg/dl) (u) (u) (BLu.)

. B 114 410 6100 - 12 39 43 6.3
A 110 401 *2100 47.7 13 31 38 5.6
2 B 13.0 443 8100 204 13 11 4 52
A 125 420 7800 223 12 12 4 54
5 B 129 429 6100 31.2 13 13 3 54
A 12.7 433 6400 - 15 15 5 6.1
7 B 12.1 377 6500 27.5 11 15 6 43
A 12.3 391 6000 28.8 12 13 6 4.7
8 B 12.1 384 7500 30.8 15 25 13 7.3
A 124 387 5900 - 10 27 15 7.2
9 B 14.3 453 7700 20.5 13 16 6 7.0
A 139 444 5400 21.6 15 15 7 6.6
10 B 15.8 509 7800 29.1 16 27 24 58
A 134 449 6900 29.1 9 23 21 5.1
u B 14.6 457 7800 8.7 6 35 50 7.9
A 127 420 7100 44 8 38 56 9.2
12 B 15.0 486 11000 6 17 7 5.8
A 154 495 13100 344 4 21 8 6.4
13 B 13.2 483 8100 23.0 - 19 9 3.8
A 130 482 8700 - 8 18 6 4.1
14 B 15.0 458 8900 16.1 12 23 16 6.6
A 16.3 500 5900 17 27 25 7.7
15 B 14.2 455 8900 — 12 18 13 7.1
A 154 501 7500 - 19 16 5.7

16 B 14.4 469 5300 - — 16 11 6
A 12.2 396 3500 - - 16 6 7.1
19 B 13.2 416 7300 19.8 10 - 223 . 249 « 24.0
A 14.3 455 8300 32.1 11 283 261 26.2
20 B 10.2 415 4400 11.0 15 17 7 3.7
A 10.1 406 5100 120 12 - — -

—

* Recur. leucop. * Hepatitis subacuta
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htc, Cefadroxil ¥ 1 H 750mg # 4, 3BHXDM
ERNEHHWEAT,

FEMI8 H. M. 44 2 BENIWHE

SEMIHVEE, N XBR%, MM IURMY
L, BRYOIT 5L BREY, AEL7AWDLY
FMUERYEL LTS5 HEECRR L, REWEWLD
FiRMXSD, AF%1H1000mg 5 EMoHECRIFR
REHCHWER, BEROMELE,

fEMI9 T. M. 36> 2 SHEBME

SATDHEIV L HMBEMNHME TS crt, KEL
Twfedzan, 5L D, THHMN, RN, BR
BEBUIRROMBY I KB, MEMMLEL LTEHHA
#1H1000mg#s, 4 HBECRBE LA X CRR
BROCKBEROKBY R LD T A, X LEEM
NEROFBERECRERDY, BHLS5AHLOEF
BBRBY, T ~BRENERLILDOLEBbR, LI
FDIDDABEL 1851,

fEM20 K. T. 39F% @ HEEDNEEK

W2~3EMIVATHSEEL IURMY I LTE
Be, %% 1 B 750 mg, 7 BM& & LI ARE, £ 0 #,
MERENSLICAMBUACI hate, £0%, &
BEHCEERDO haustration DE T ¥R E» 2 L E
HRARABIEER AL bOhh ot (HEBABRD
BRE), AAZHBRIAL L,

Z R GEEIRANT Cefadroxil ¥ #5 L1-kSE, 208,
1 BIEIfEA Trhik, 261D PAP % X U'EIE WA
D 1FTHERDY, EH3H, LLHED16, B 126
CHHTH -1

LAE Cefadroxil o 5aiH#IC i LB mkE(b
HIRZER % Table 3 KiRLIcH, FFC L LB
hBEFRALEDBIch T,

ERZOVICHR

KXE7Y A+t CHR X h - AR Cephalosporin
#), Cefadroxil KoE KR LR, HEKTIE, Ce
fadroxil DEEEK 7y #EEE (Staph. aureus, E. coli, Proteus
mirabilis ¥s X U Klebsiella) v>\~T MIC # BIE L1
kA, Staph. aureus it CEX % CGP-9000 X b 3
<h, E.coli TiX, thblhds MIC#B7, L
U Klebsiella %s X Ut Proteus mirabilis Ci3 HLBIIEHKI D
MIC t REZHRE Dol

208 DEERR Bl Cefadroxil ¥/ Lichs, HEREE
40, B2 34, LLHH 16, ARI2HT, FO Ce-
phalosporin #j& L TR TREERBREIB LA,

20N RBE T, FRHMKRCTIELENRE

REERTVEVSDO DD, BRI CREFE £
6,1000 IR Y H-%2,100L 2 - TV DA, KHE
WEEMBRBPEDSD D EZHIC L B LBV OF
ML L DMLBRERL LoD 1B, —RRT
#, DVCIFRREB Y X/ LIicb DN L FAB o1,
LAE®D X b Cefadroxil D 1% XXDOAMR Ce
phalosporin #| (CGP-9000, CEX) L {#&a L1-fR,
RERASOHKRESABONDE L YTRRT 5 RKk%
8, R, ERACAHG-RMTH, &0 Cephalosporin
e LTRIEMBT~REBRME ALK, BFA KL,
R+ MERICBCET54MEBDdONES,

X "
1) 79 & Fa#: Cefadroxil 3T %
2) BRAZWHLBRE (MIC) MEELI LT
Chemotherapy 22 :1126~1128, 1974
Chemotherapy 23:1~2, 1975
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LABORATORY AND CLINICAL STUDIES ON CEFADROXIL

HirosH! OkuBo, YURUKO OxkamoTo, FuMiHIKO UBA,
YosHIHIRO UEDA, KEIGO MAEHARA and JUNKO MAKINO
First Department of Internal Medicine, Kansai Medical University

Cefadroxil, a new cephalosporin derivative developed by Bristol Company, was examined on its in vitro
antibacterial activity and its clinical effectiveness.

1) In vitro antibacterial activity against bacteria isolated from human infection foci:

MICs of the drug against Staph. aureus were mostly 1.6 or 3.1 ug/ml, that is more active than cepha-
lexin and CGP-9000 (Ciba-Geigy). Cefadroxil showed similar activity to the other two drugs, whereas
against E. coli, Prot. mirabilis and Klebsiella spp., each peak was located at 50, 25 and 12.5 ug/ml
respectively. The activity of the drug was thus slightly inferior with E. coli, while it was almost the
same with Prot. mirvabilis and Klebsiella spp. MIC of cefadroxil descended remarkably in each strain
species with 100 fold diluted bacterial inoculum.

2) Clinical trials:

Cefadroxil was administered clinically per os at a daily dose of 750 ~ 1,500 mg in 20 patients of
various infections (upper respiratory tract infection 4, acute bronchitis 3, chronic bronchitis 6, pneu-
monia 3, and pyelonephritis 3, and acute cystitis and ileitis terminalis each 1). Out of 16 cases eva-
luated, 12 cases responded well to the treatment.

As to the side effects of abnormal laboratory data attributable to the drug, only one patient showed
gastric symptom and another one diarrhea with eosinophilia.

From the above results, cefadroxil may be expected to be available for one of cephalosporin deriva-
tive for oral use.



