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Cephalexin o B & B & H
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Cephalexin (78- (D-a- Aminophenylacetamido)-3-
methyl-ceph-3-em-carboxylic acid (1 F, CEX) iz,
7-Amino-cephalosporanic acid # 8B & LTER I
7ot L\~ Cephalosporin RI4EHKIT, KOBERTH
bbdhd,

@-CH—CO—NH— /S
1
(014 7 “CHg
]
COOH

75 ABEHER IV S aREERL, BEVIEA
Rz bAEBFL, TOFRARBRENTSL S, 7 FYRHE
(FR)EER=vY F—ERiET, BRIEEELTRT, &
RS X VEPHPCHCOFRELEOA S, AT
SBRIND T LIg BET, PR, BHRHEAK
Rz A CHttIns w5,

AFNEPIRA D Cephalosporin fAjE L TEBH LA
30 C, ¥E Glaxo #3 X OKE Lilly e ko Tiz
GERFCHABIN, BEREORANSL S,

B34S E, ZFAORBNGHCET 2ERNLLY
CEHERMORFZ TR BearBcoT, HTrzhbo
B ERET %0

. it ® =5

BERFORRPIEDOE/EELE, 8 HME 34 Hhicw

TAHRFDHE %R, (LFFEESERERCREL D TH

E LT

Table 1 in3 & 5ic, XHF O R/NFBEMILEES,
K-W B 500 mcg/ml, M-A # 0.2 mcg/ml, B2 BRES
1.56~5mcg/ml, > 7 7V — B 0.39~1.56 mcg/ml,
W 0.2 meg/ml, ¥k v v BB 0.39~1. 56 meg/
ml, v v 3R 50 meg/ml, & 0.78~1.56 mcg/
ml, & RE >100mcg/ml T, S H 209D #ik
1.56 meg/ml TH D1z, T, CEX 125 afEH:;,
BHECIAERL, 7 H, Bltky vy RE,
W, M-A B, o779 8, MARECRLTHSD
T, K-W B, REVVYyREQIZEL, S#BEECILE
ETHh B ERMBR,

AF|OFEIE Ao T Glaxo Research @ Report
CXiux, 7B 1.6~250meg/ml, P51tk v v BRE
0.3mcg/ml, W@ 0.1mcg/ml, 75V~ 0.6~2.5
mcg/ml, FfiZeEReE 0.6 meg/ml, fFfav vHERE 12.5
~25meg/ml, 4 V7=V 4~125 meg/ml, G
B 1,000meg/ml TH%B, FAILDOREEL < bR 3B &,
FTHEEYBROCTUIFEULLEE TH %, THIcoOWT
%, Glaxo Research TIMERZMARTHNEG TN T
WBA, ZOiepicid Methicillin B RS F
RT»37HT, ZHEDOWTIRKED 7 ERZ DR
BOLATELONS,

WICFAFE D B %, FRFICHRZE L % Cephaloridine (1)
T, CER) 3 X0t Cephalothin(l)F, CET)

Table 1. Sensitivity of various organisms to CEX, CER,

CET (meg/ml) DEh & BT 2 &, LA~ 27 i CEX,
Tested organisms No. CEX CER CET CER, CET & bR OMALRT2, S

strain 1% CER,CET & bRTHB X5 THbB,
K-W bacillus 4 50 10 25 Z it Glaxo Research o Report iz ko
M-A diplobacillus 7 0.2 |0.025~0.25 0.05~0.1 T ARDERTH B,
Pneumococcus 8 [1.56~5 |0.025~0.1 [0.025~0.5 0. Staph. aur. BB
C. diphtheriae 4 0.39~1.56 0.025 0.25 ’ : i
Gonococcus 1 0.2 0.25 0.25 MRALERIE B %2> & @ L7 Coagulase
Strepto-{hemolyticus 2 0.39~1.56  0.025 0.1 HRETH 92 ficowT, CEX o @ik
coccus\viridans 2 50 0.025~10 0.1~10 PRE LT,

Staphylococcus 4 0.78~1.560.025~1 0.05~1 CEX o 0.5~5mcg/ml D#iFEc G4 L,
Ps. aeruginosa 2 | >100 >100 >100 SAFOILINE 2.5 meg/ml ic.35C 53 #: (57. 6
Staph. aur. 209 p 1 1.56 0.05 0.1 %) B EREE D T By FARICHE L
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Fig.1 Sensitivity of CEX, CER
o against Staph.aur. (92 Strains)
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Table 2. Sensitivity of various antibiotics

against Staph. aur. (92 strains)

mcg/ml, PC T
\/mlgo.lo.%o.s 1 2.5/ 5|10|25|50|=100
Antibiotics

CEX 2(21|53|16

CER 32 |17 |14|11| 8|10

PC-G 16 | 1| 3| 1| 7/12|18|10| 8| 16
DMP-PC 1 40|50 1

SM 12(40(29| 4| 1| 6

Ccp 1 21(52| 3|10

EM 1 53|30 21| 1| 4

TC 2 |16 |37|27| 5| 1

KM 23|52|12| 2 1| 2

NM 1(13(41(34]| 2 1

SPM 5|51{29| 3

CER i £0.1~5mcg/ml 2537 LC, <0.1mcg/ml
CHAOWL (32 ¥, 34.8%) A bhb, Tihbb,
CEX O 7 EREZML CER 1 HRT 20 EmilE
BELT, FREZEHEIDRLROTVS,

F e AR oW T PC-G LI 9 FloHi# 0 /&%
ERRTHE L O Table 2 Th 3,

o hic kg, PC-G,SM,CP,EM, TC,KM, NM % X
U SPM iz btttk & wBEmMERE, T
T CEX i 5 mecg/ml LIFOREHIEBET, KZthy
RLTW5b, #232>TC, CEX 07 BRZMIX CER X b

EHHE BN, EKOEBYIAEFHERCITFREEL R
FTIERMBNIL DTH B,

FHE RO T Glaxo Research o Report 1= X
g, 19 BEOR#ET 1.6~250 mcg/ml o [E\WHFiFHIC S
LT 1.6 mcg/ml 2#, 2mcg/ml 1§, 4mcg/ml 2
¥k, 6.2mcg/ml 1 #, 8mcg/ml 6 kT H %<, 16
mcg/ml 1#k, 62.5mcg/ml 1§k, 125 meg/ml 3 ¥k X
O 250 meg/ml 1 ¥R TH 5, ZhIXFEcH#E L CER
R BRTEHBREZMETH D, \»oiF 5, Ampicillin,
TC wrxhFh 250 mcg/ml, >31mcg/ml D EEEMME:
wir LicEkkicit, CEX ik 4~8 meg/ml TIFRZMY
RLTW5%, CEX 1z 62.5~250 mcg/ml o BT+~
“C Methicillin (DMP-PC) = 1, 000~>2, 000 mcg/ml
DEEMERTH DI b DTH %,

e DL EOERTIE, DMP-PC fisthik2i 7z <,
CEX fitthEfkniH bieh ot d DTH B2, D X5
T\ b BTt B8 A PC ThH 5 Methicillin (DMP-
PC) i Mt o s CEX iy, 3 i 25
FTERERTNETDH %,

3. m & & K

AFIE OB S HRoMmARERE %, MIE PCI 219 % &
EWETHMBFRD v 7HEC X D JE L,

fRER A 3 41 CEX 500 mg % 1 ERR I 0
BEIL Fig.2 wiRli,

Peak 234 & 3 1B H b T 17.0~20.0
mcg/ml, 35 18.7 mcg/ml WL, LIBEHEBRYECH
A LT 6 BRI #41% 0. 6~0.9 mcg/ml, 5Z3# 0.8 mcg/

Fig.2  Serum level of CEX Tollowing orel
administration of 500mg

g ol
201
10T
i T i T 1
/21 3 6 8hours
Hours
No. Vel 1|3 1618
1 104117030 06| 0
2 | 70[200|53(09]| 0
3 | 45(197(84|09]| 0
Mean | 7.3|18.7) 56| 08| 0
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ml T, 8 CIRRPERIETH DT, .

Glaxo Research @ Report iz kX pus, BERA 64
120.5¢g 1 BN E 5 HO MAREE, 1RRM#IC Peak
fE >3~14.1mcg/ml, ¥ 8.9+2.0mcg/ml 18 5
h, 4EfEI#% 2.7~7. 1 mcg/ml, F#5 3.6+0. 5 mcg/ml
Lieh, 6KEI#HIE <3meg/ml TH5,

Tiebb, AFEARGROMAPBER, TALHIIC
REEECEL, DBIERERL T EEIELS
530DT, FREDDITINRED L IBBELRLIC,

ChEEEE 23 & L e CER 500 mg 1 [EffHE
B MirbysREe L i35 &, CER Tk Peak 1% 1/2 K
e b h 6~14mcg/ml, ¥ 11.5mcg/ml T Ll %
SWL T, 6K $% 7 0.26 meg/ml, 8Ky Fi5
0.21 meg/ml TH %, fEH>T, CEX X ERFHE L

b, CER MiERpc BT 2 PRELRLIL DO TH
%o
4 R A B T
BEEMKRE (FE 2~2.5 kg) ic&#] 50 mg/kg %,
AZ LY AT -TARACTEETREACES LB
DRABIT ORI OV THRE Uiz,
PR D RIBEA R L O MmPIRE X Fig 3 R+ L ¥k

Y TH5o

BTG PIREEL. 1/2 BER#E 0.6 meg/ml 2318 Hh, 28
[E#¢i1c Peak {# 2.3mcg/ml &L, IHEBML T4
Rf# 1.2meg/ml L7%2%, 6BFMIBIZEHTE /o

Vo RIRFICHIE Ulc iRV, 1 RgfE#% Peak { 15.6

mecg/ml 2§ bk, 60FHI%YS 1.8 meg/ml DREHFE

BT\ D, & OB ORE/miEHKIL 6.4~39.8%, i

Fig.3 Agueous humour level of CEX following
oral administration of 50’/ in rabbit

g /ml
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Serum
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PIBEED Peak B¥T 25.1% Lic5ho fEMRDOT, HFFD
RABTREROTIEFD 5 b, BITRED PC, TC %
EEIL, BITORE CP,OL oIt fzB T % d O
T, HEHRIFRRETH S,

ZhE I EAIEA CER oo\ THRET L 7oK & Hole
3%&, CER 50mg/kg 1 EfFHERT, BER~NZ 1/2
Rifdl#% 1.6 mcg/ml, 1§44 Peak {§ 4.8 mcg/ml 1T
FEL, LIS LT 6 R M %k 1.9 meg/ml % FEH
L, & OBEORIE/miEHkE 9.1~82.6%, FiEMEE
D Peak BT 30.9% T, i hERERLTW5S, #
22T, CEX ofn#bi X 55EABTIE, CER &

Table 3. Tissue concentration of CEX in rabbit
following oral administration of 50
mg/kg

Time (hours)
Organ
2 4

Eyelid 13.7mcg/g | 3.9mcg/g

Conjunctiva 8.3 4.0

Extraocular muscles 7.5 3.6

Cornea 3.3 trace

Sclera 3.7 1.6

Aqueous humour 2.3 mcg/ml 1.2 mcg/ml

Iris and Ciliary body 9. mcg/g | 6.3 mcg/ml
Crystalline lens 0 0
Vitreous body 0.5 0.5
Retina and Chorioid 7.6 3.6
Serum 15.6 3.1
Fig.4 Tissue concentration of CEX
50™/kg per os in rabbit
‘Io' ]9 IIS meg4 orm!
Lid
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Table 4. Clinical effect of cephalexsn

T : CEX-Glaxo S : CEX-Lilly

Case %%;’ Diagnosis Organism Dosis/day D“{S;n '(Ii‘gst?sl 1Effect esf‘figgt

1 |20 3 External hordeolum Staph. aur. T 2.0g(4x1) 4 8.0g| +H —

2 121, % " " T " 5 |10.0 + —_

3 |10. 3 " " S 1.0g(4x1) 5 5.0 + —

4 [30. 3 " " S 2.0 (4x1) 4 8.0 + —

5 | 41. ¢ ] " T " 5 |10.0 + —

6 |25 3 " " T U 5 |10.0 + —

7 |20. 3 " " T " 4 8.0 H —

8 |18. & " S " 4 8.0 + —_

9 8. 3 " S 1.0gdx1) 4 4.0 | + —
10 | 22. & Internal hordeolum T 2.0 n 5 |10.0 | H —
11 | 13. 3 " S 1.0 »n 4 4.0 + —
12 9. ¢ " S " 5 5.0 - —
13 | 50. 3 " S 2.0 n 5 [10.0 + | Anorexia
14 | 31. ¢ " T " 6 |12.0 + —
15 | 26. % " T " 5 |10.0 + —
16 | 36. ¢ | Chronic dacryocystitis Pneumococcus | T 2.0 (4x1) 6 |12.0 | + —
17 | 44. 8 " Staph. aur. S " 7 |14.0 + —
18 | 40. 3 Acute dacryocystitis " T " 7 114.0 + —
19 | 30. & |[Foreign body on the cornea S " 5 |10.0 + —
20 |27, & " S " 5 1100 | + —
21 [ 46. & Corneal ulcer Staph. aur. T " 7 114.0 + | Anorexia
22 |32. 2 " Gram(—), bacillus| S " 5 [10.0 —_ —

HRHCSEDEB LD TH D, 5 B K K &

Wiz CEX 50 mg/kg O HE54, 2BHAb K4
BRI IR ER 2 i U CIRARANIBRE 2 JIE Lico

2RE#TIE, BRCRLIBRE (18.7mcg/g) 235
b, ROTIEEHSE (9.0meg/g), K (8.3meg/
2), MR (7.6 meg/g), ARRY (7. 5meg/g), MK
(3.7 meg/g), K (3.3 meg/g), HEK (2.3 meg/ml)
B LOREFH (0.5meg/g) DIETH S, T7bb, B
ARE8, IRAERC X S BT TS Lalbhb,

4B TE, ARCIGEATE W, ZofoR
B, 2 FEEOW 1/2 OBTERELXRD T3,

Z DL, CER 50 mg/kg #ER O REMKARE
BT 5 L0 THDR,

DB ER» 5, CEX 3 CER,CET ElL
TBEWHEARZ P AEFL, MERESE TS B2
T, BOHRSEEOMFEE R CER MERCITHL T,
TR E Peak EAB OIS DT, BABTDH
HERRFR 20, BRSE, BRATKMECHAWT
FTENCHERGREZIEIND LD TH 5,

PR\ TR 5,

ERFEMAIL Table 4 wRT 225 TH 5B,

IhbrHLT, CEX #HARIZ1H 2.0g, /R
ik 1.0g 22xhZh4 E5RITRBLEEL

Staph. aur. & X % SHERIEX 4~5 B, BE 4.0
~10.0g ##5 U T, 206135, 6 AL 16208
DB B,

HERBCS LTI, 4~6 B 4.0~12.0g AR
IRT, BHL B3 WL IOESL ORHR
LT,

BRI Pneumococcus ¥ Staph. aur. % EFH L
7ob DT, FEEEHELY ALt bAF S 6~7 B,
12.0~14.0g #&5 LT, 241 & d EEIBEIIAEEYN
kit h, BRClEALTW5,

ZWFERES D 1% Staph. aur. ¥ 4 © T, CEX
7 HME, 14.0g HHL TRRLHDORENE BN,

AR O 2 GILRYER RGPS 1L D 1o > A HF %
LLcdbnT, 5 BHE, 10.0g ##5 U CHRHBRERIE
CHETH DO,

IR 2 B, Staph.aur. ZHRE LI 1AL
Friic7 treyv, CER SBZHFHLT, CEX%7HME,
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14.0g AT, BETL TVUAREREEZO Z L TH
LT3, o 16377 ARERECL 530 T
AFHEEC X D EEOHEAE R b, Gentamicin i
RLTHERIRCIOT, FHEHOTH S,

DAE4 22 Gids, E#h36), B 14 6, %3460,
2 FIORETH %,

BIfEA L LT, 2BIBERARIRNEZ DIRICH, FOfh
T UAF—~RIGEEEL D DX 1A 7ed2ot,

Pl X b, CEX (e, BASMERRIE <
itk 7 BRRIE T LT, BRRHER L EL B,

&t ¥+ v

CEX o %, EMMERLTR, BRERLTSE
LRLREREHNTIUE TOLBIRKRS,

1) CEX o#ig/ i, K-W B 50 mcg/ml, M-A B

.2mcg/ml, fli%EKkE 1.56~5mcg/ml, #7579V -8
0.39~1.56 mcg/ml, # @ 0.2mcg/ml, v v ¥+ B
0.39~50 mcg/ml, 7B 0.78~1.56 mcg/ml 3 X O\
JREE >100 mcg/ml TH %,

2) B 92 Mo RZHL 0.5~5meg/ml o & o
AL, SO 2.5meg/ml 2HoT 53 &, 57.6
% NZhEHEDTN5B,

I 7 B b R R T

3) 500 mg 1 [EfE 0 #HE5 O MmAEE 1M #
Peak {f 18.7mcg/ml &L, LIS LT 68E 0.8

mcg/ml %RL, 8RERIHITAETE R\,

4) BAERPFFERC 50mg/ke 1EERNFEEOFE
PRI, 2 B[ Peak {H 2.3 mcg/ml 28 Hh, 4K
HE THEIR L TA b ic, BAR/MmiERE 6.4~39.8%
Le%,

FHEEL5, 2 BiRlds X O 4 BRI O REMABE,
HIRES, BRAME bREFRBITER LI,

5 SENEIL, AENIEG6S, Bi:EEX:2HM,
SRS 16, AERY 2 flks X O ABERE 2 Sk
L, CEX #1 HEAK 2.0g, /pRc 1.0g, 4 [EI5FR
S, EH3, AR 14, O3 L OES) 2 ORI
Bohic,

6) EIERE LT, BREANEN2HZLNIN, 7V
AF—RIGZDOMEBL S DL 1A LZD Rig a2
o

WECES, RERERAORKL S Bt cEFR
KK bUorgEEHKK csilBLEFET,

X i3
1) Cephalexin (Cephalosporin Analogue 26/68):
Glaxo Research, July, 1968
2) ZEBE, KAEXR, HREHA, AEKHE S
IE#E : AR Cephalosporin & v\ T, REHER

T BI5H, J. Antibiotics, Ser. B 18 : 298,
1965

OPHTHALMIC USE OF CEPHALEXIN

MasakicHr Mikuni, Masao Orsui, ScHigeo Supa, Masao Imar
and Takako TAKAHASHI

Department of Ophthalmology, Niigata University (Director : Prof. M. MIKUNI)
Abstract

Bacteriological and clinical experiment on ophthalmic use of cephalexin were performed. Results were
as follows.

1) Antimicrobial activity of cephalexin against various organisms were 50 mcg/ml for KOCH-WEEKS
bacillus, 0.2mcg/ml for MORAX-AXENFELD diplobacillus, 1.56~5mcg/ml for Pneumococcus, 0.39~1.56
mcg/ml for C.diphtheriae, 0.2 mcg/ml for Gonococcus, 0.39~1.56 mcg/ml for Strept. hemolyticus, 50 mcg/
ml for Strept. viridans, 0.78~1.56 mcg/ml for Staphylococcus and >100 mcg/ml for Ps. aeruginosa.

2) The distribution of the sensitivity for 92 strains of Staph.aur. was in the range of 0.5~5mcg/
ml and most of them (57.6%) were in 2.5mcg/ml. Resistant strains to the other antibiotics were
sensitive to cephalexin.

3) The maximum serum level was reached 1 hour after oral administration of 500 mg CEX, in a
single dose, then decreased fast, and found up to 6 hours.

4) After oral administration of 50 mg/kg in rabbit, the aqueous levels were recognized from 1/2 to
4 hours, and the peak level was obtained after 2 hours. Aqueous/serum ratio were 6.4~39.8%. The
concentrations of the ocular tissue at 2 hours after oral administration of 50 mg/kg were high in eyelid,
iris and ciliary body, conjunctiva, retina and choroid, extraocular muscles and low in cornea, sclera,
vitreous body and lens. Measurable quantities of cephalexin in the ocular tissue were found after 4
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hours.

5) Oral administration of 250~500 mg cephalexin 4 times daily revealed good effects in 22 cases of
ocular infection, such as hordeolum, dacryocystitis, corneal ulcer and corneal injury.

6) Side effects : Slight gastrointestinal disorder was experienced in 2 of 22 cases, but no other se-
vere side effects were noticed.



