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Cephaloglycin o B 19, [ K B9 # 55
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Cephalosporin C %t #®, Cephalothin (CET),
Cephaloirdine (CER) (37 7 B & i i BAE 10 %h R
ZRTEPDTRL, 77 1 RUEREBYIECOEDTH
v, zoF OB, KERE REMFEARTR=
YY) F—KEREES FE SO BT KL RS TY
%, Lz h s 2 o Cephalosporin Ci3 9 h & &
HAMHATHY, BOREHSSNWTER LERELE
WE» D TR, EHTREBLABOLE 4 ORI RHE S
e, ABRAEHEORODBREFIC DV T B PIRE LS
I ohTar,

AHmEbhbhiz Lilly #5 % Cephaloglycin % %
HERELENLUTAFL, ERH, BEROTFEEZTO, ©
SIhMREEBLLOTTORMEERET 5,
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Cephaloglycin

rHEoErAH 43 Cephaloglycin, 7-(D-a-amino-
phenyl-acetamido)-cephalosporanic acid (3 RO#%5
T LT desacetylation sh<T~vxRhicsit 3

Cephaloglycin & Desacetylcephaloglycin (D-CEG)
L D350 : 50& 722 b S. Kukorja i khid pH 3.5~
44 T, Esterase 0 HETIKBEOTTRO LI ICET
23Lbh T D,

/&CH;OH H*

COOH

Desacetylcephaloglycin Desacetylcephaloglycin

lactone
%7 D-CEG 3z b HK, SHMMEAICT L THY
BOHE A Zb B, 2T CEG 0O #5100 &%k
FERREICH T 2% 012 CEG & D-CEG o#infE
RESFLEshTn3, i D-CEG i3 CEG it
DRTREOE/CH UTHL., HRGET THRNEZE
Th5,

E A

1. S

CEG % 0.1M, pH 7.0 O#fg buffer [ BRRR L,
HEREH & UTid pPH 6.6 OXWER I # % RO, &
BYRERFOEA S H 2 RS L, DY SR VA T4 3248
RS BRI DI R T° 10045 AR D 1 HEH 2 ik
HRU, 1205, 4R OWER I W TR L, MIC
2HELIC,

75 s GRS, 77 -~ BRERET e 5 CEG o
MIC 13Dk 51T, Staph. aureus 24 ¥4 1T I3, Tl 23
Hps 0.78-1.56 mcg/ml (T IESHENTE DS H Y, Staph.
albus THIZIIRARETD B3, Strept. faecalis TI1372170D
2HTIEH AT E 25 meg/ml L RRUIC,
E. coli 20¥: T3 1.56~25 mcg/ml DRNCHTL, 3.12
meg/ml [CEHFHED € — 2 3D b iEIZ 1 % Th
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#1 CEC oREMEICd B2 (EEEE E OBER)
BOWR B B0 [EREEE 0.09 | 0.19 { 0.39 | 0.78 | 1.56 | 3.12 | 6.25 ' 12.5| 25 | 50 | 100meg/ml.
Staph. aureus (24) 5 1 6 17
% 100 2 3 20
Staph. albus  (3) | B 3
x 100 3
Strept. faecdis (2) | B 2
x 100 2
E. coli 20y | B 4 | 12 | 3 1
x 100 6 | 10| 3|1
Klebsiella @ | HH 6 1|
% 100 7 1
Proteus (5) T 4 1
x 100 2 | 3
Pseudomonas ~ (2) R 2
x 100 2
%2 CEG ¢ CER ¢ MIC i
WO BEEO | % #0]0.09]0.19/0.39|0.78 | 1.56 | 3.12 | 6.25 | 12.5 | 25 | 50 | 100mcg/ml
Staph. aureus (24) CEG 1 6 17
CER | 10 | 10 2 1 1
Staph. albus  (3) | CEG 3
CER 2 1
E. coli o) | CEG 4 | 12| 3 1
CER 14 | 6
Klebsiella ® | CEG 6 1|1
CER -
Proteus ) | CEG 4 |1
CER 4
Pseudomonas 2) CEG 2
CER 2

%o Kiebsiella B#TH E. coli &I3IIRBETD 5 DT
B 2 bS5 bniz, Proteus 58D MIC 1% 6.25~12.5
mcg/ml & W RIFTH Y, Pseudomonas 2 pi3u~d°
1y 100 meg/ml &tk 2RUTC,

CEG nfip§i1% CER L4 5L, 75 ABER
Bt Tiz CER @ MIC OFh5 1~ 2 BYRS{EIsRs
ThAHH, 75 AREEHTRIEZIIZEBREOHE
BRUT,

REEERE MIC tOBR2 A% L, FRERC
{ 5T 100£% MHEERER DTG MIC i3 1 BR{E

WETHHH, #HbTH0<, FEREEICK 3 Z#Os
DERPREIL—BTHL5TH 5B,

F 101205 PP HIE TR 24B5 RPHIEICBAT 1 B {ED
MIC fE»R 517,

2. (KB

1) AR

GEG OB OIS pH7.0 @ 0.1 M KR
buffer 2L, #5#h pH 6.8 [T, HIFERFHIZ 16~
18R] & U2,

TR & UTIE Streptococcus haemolyticus D, Sarcina
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#3 MhgEE (CEG 500mg &M 1 [R5S)
a) fREEE Streptococcus haemolyticus

)
1 2 4 6 8
1 0.72 0.39 0.31 0.32 0.22
2 0 0 0.1 0 0
3 0 0.1 0 0 0
4 0.56 0.86 0.62 0.52 0.50
¥ B | 0.35 0.34 0.26 0.21 0.18
(EEE)
d) WEE S lutea
¢
1/2 1 2 4 6
1 0.1 0.8 1.9 1.3 0.5
2 0.03 0.53 1.6 0.14 0
¥ #H | 0.06 ' 0.66 ’ 1.75 ' 0.72 ‘ 0.25
CER A v 7HE)
c) MEE B subtilis
[
1/2 1 2 4 6
0 0 <0.5 | <0.5 0
2 0 0 <0.5 0 0
o 0 0 <05 |<0.25| O
CER A v 1R

lutea ATCC 9341 (PCI 1001), Bacillus subtilis ATCC
6633 (PCI 219) @ 32 AL, ZhZi 1 [E 500 mg
OSSR OMARE2HELIS,

a. Streptococcus haemolyticus D % {5 & 3 A EFHE
DOE, 4B 2, 33HITIE2 ~ 4 RCREBRER
WREAA I NI g a3, 881, SHAHTII 1 — 2/
¢ 0.72 mcg/ml~0.86 mcg/ml & v'— Z 1L, 8
iz § 0.22~0.50 mcg/ml DPEEE 2R LT,

b. Sarcina lutea % HEH &9 AR v THITBIT
AL 2HET -2 KL, H1H T 19
mcg/ml, Z 2 HlCix 1.6 meg/ml & Streptococcus hae-
molyticus D % ER E UICBEO MA BEX D b 125
CEWEZ LD U, 94~6RHEC,IEETHD
126

C. Bacillus subtilis 7 MUERE UTC B8 2461& 6 30
2, 1RETIE WERETHY, BEmPEER 0.5
meg/ml &{EL, 6 BEEIEICIZBRICIACRERAT 5 2 &
X TEEHOT,

DL S THREBECTI > TMHBEICEROBD b1

#4 RepPEiR (CEG 500mg #2011 EIHS)

R | o~1 | 1~2 | 2~4 | 4~6 | Total

JR B (230 |160 | 125 | 115 630ml

1 | HEftE | 5.1|11.8|31.3|18.4| 66.6mg
BEMtR | 1.0 2.4| 6.3 3.7| 13.3%

R & | 60 55 | 90 | 105 310ml

2 | HE#ER | 0.78 | 3.19 | 41.4 | 42.0 | 87.4mg
HEftR | 0.2 | 0.6 | 8.3| 8.4 17.5%

JR & | 80 | 110 |23 | 130 450ml

3 | HEitE | 8.2| 9.6 |30.4| 7.5| 55.7mg
PR | 16| 1.9 6.1 1.5 11.1%
sy | PRAEE | 3.7 | 8.2 34.422.6 | 68.9mg
HE® | 0.7 | 1.6| 6.9| 4.5| 13.9%

(HREE S. lutea)
5T I3 HERD FIHYET A5 NSNRRTH Y,
Sarcina lutea Z2iEE &3 5 BEOMAEE I CEG &
D-CEG OifiZ DIihEE 2B b LTI Y, Streptococcus
haemolyticus, B. subtilis % WEE & UTZBED A DS
B &3 AR TEP T desacetyl [Lah 5 Cepha-
loglycin %&b AB L ED TEBNIID EEALN
Cephaloglycin i A HIEDRKRER & U Tid Sarcina
lutea H3f%d WL T 5%,

2) Repgeit

CEG 500mg #%1 1 [ 585 DR it % 1A g3 RE &
AR 3 EOREE 2 AV THIELIZH, T iTid Sar-
cina lutea ZHEEE UTCBED IR DA% D5,

RO - 232 ~4BflicH b, 3HOEHT
Prifit 534, 4mg, HEME6.9%% LD U, 6 R H O it
#1313.9%Th %, 7535 Streptococcus haemolyticus 7o Ff
WTZBRD 6 I T TO HEEK3 6.39%, Bacillus subtilis
Tk 2.7%Tdh s,

3. HEPRARAH

1) 2 BERE R Dra R pst

SRR R 26BN Uz, 1 BESEIZIHOBRRE
TiX1.08 Thh, ZODHK 2.08 KXHHATHTL
. WEERIZ 408~14.08 Th b BHEMKETD
#HERE 1.08 HEHTIIRIE 2.08, HF5.08 2.0
g BERTIIRE4.08 KF 108 THD, EOTHH
KRETOBREHEL 1.0g 85, 2.08 HE5NTIOR
CERNWTH 2—5 HZREL LTS (X5),

RHE OFEEIL Staph. albus, Staph. aureus, Streptococcus
(ADLISY) #1460, E. coli 204, RARY 3HITD
b, BERBGPBIDWNIRIL Klebsiella & Strept. faecalis, E.
coli & Proteus, E. coli L Strept. faecalis D& 1B Tdh
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#5 CEG Tk 32 HEBEMER DA
# 5 i (8) MIC mcg/ml
fiE fil % B wm oH B fib Fl T P
LE [mk] @ B | x100
1 1.0 5.0 7.5 B E. coli 3.12 1.56
2 | 10| 25| 40 | & Staph. albus 0.39 | 0.19 v
3 1.0 / 4.0 | E->KM E. coli 3.12 | 0.78 SM, TC, CP
4 1.0 3.0 50 | B E. coli 3.12 / TC.
5 1.0 2.5 40 | H E. coli 3.12 | 1.56
6 1.0 2.5 4.0 B E. coli 1.56 0.78 S
7 20 | 8.0 | 4E—>CL E. coli 3.12 | M, TG, CP
8 2.0 4.5 8.0 | = E. coli 1.56 J/
AB-PC, SM
9 2.0 J 8.0 | EoKM E. coli 12.5 | 6.25 TC, CP
10 20| 50| 80 | & E. coli 3.12 | 1.56 AB-PC, NA
AB-PC, SM
11 2.0 4.0 80 | H E. coli 3.12 | 1.56 TG, CP, NA
12 20 | 4.0 | 80 | = E. coli 1.56 | 1.56 AB-PG, TG, NA
13 2.0 4.0 8.0 | = E. coli 3.12 | 1.56
14 2.0 4.0 6.0 | = E. coli 3.12 | 1.56
15 2.0 6.0 6.0 | H E. coli 3.12 | 1.56
16 2.0 J 6.0 | & E. coli 3.12 | 1.56 SM, KM, TC
E. coli TG, CP
17 2.0 J 8.0 | 4®—>CER y —>1.56 | 1.56 TG, L, GER
Klebsiella TC, CP, AB-PC
18 2.0 8.0 14.0 H Strept. faecalis 7/ 7/
19 2.0 | 10.0 | 100 | B E. coli 1.56 | 0.78
20 2.0 4.0 8.0 | %= E. coli % Vs
21 2.0 J 12.0 | fE>NA E. coli J 2
22 2.0 Ve 8.0 e E. coli / /
23 2.0 6.0 8.0 e Staph. aureus J/ J PC-G, AB-PC
Streptococcus
24 2.0 8.0 | 100 | H (A, DAY / s/
X E. coli
25 20 | 40 | 6.0 | F Strept. }ze’mli, 1.56 | 0.78
26 2.0 6.0 8.0 | 1§ E. coli / /

%o

B HEFNTIS 2 HHEICN T 5 CEG © MIC f§,
RObHEE T 3 AMHEIRBUI R 5 1IWRT T &L,
AB-PC fithfk 7 HRic iU T4 0.39 meg/ml %> 5 1.56
mceg/ml O MIC 27R¢ 4 D% L, 125 meg/ml %2R
UIcd DR 1MDATH Y, HEREOET b EEHHI
A oIS hotz,

WU TR RITN 2 BRSIRIEL 6 B, BZY
136, W 7HITH Y. BEHIXI3.1%Tdh %,

s, 1H1.08¥5, 2.08 HSEDOMICITEKREIE
DOETREIRBDEED DI,

2) LIRIRERREYLSE

BERBMNR, BEEBRE1H, BREK2HTHLT

CEG %ML (£6),

1E#ERE 1.08 B5 250, 2.08 ®E52HT, &
g Proteus 21, E. coli 285TCdH 5, 4%IH 3plic
ERTHY, E. coli ik 328 TIEXRRLUI,

BEIEFITIS T 5 ERRERIZNDL 5 Th %,

fEFIL. S.O0. 59F FEHYM, BH:BEMER.

CEG1H1.0g#5ick b 6 HEICIZSZ2TRE#L,
HORBY Proteus $ HRL TS (E7),

HInERBIS 11,600 > 5 8,400 EFEI N, HEBERE
REOEMER L HABUTHEL, BRAERE #
52 BEREBCERIEBEINTV S, 55K 3 H
B WYBEORRNRERFATOGEERTRIZE LMY
KUz, ZBHHER CP, NB, TC, CL, AB-PC, NA,
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%6 CEG Tk % _F¥RBBYUEDIBRIKET
- BE&E (8) MIC (mcg/ml)
E fl| K 2| € & 2 Wi e — % B
1H # R’ % 100
1 S.O. 57 B BEREA Proteus 1.0 8.5 B % 3.12 1.56
2 M.I. 43 BEEE R Proteus 1.0 12.0 Mm% 3.12 1.56
3 K.S. 25 B & % E. coli 2.0 14.0 | & % / /
4 M.H. 30 B &# R E. coli 2.0 10.0 e i) 1.56 0.78
i #:THY, CEGITHL T3 3.12 meg/ml %7 S.0. 59F FEEHETRME
TR %R U, CER @ MIC {#iZ 6.25 mcg
[mlTH D1z, 12/X11 13 14 15 16 17 18 19 20 21 22
HEPI3. K-S. 257 MRS W A, BER. o
CER 1 H 2.08 #5% ffif7, #55Hk% CEG 1.0g/H — 8.5g |
4 BT RE, WHE E. coi X3 HE
DOEFETELICEREILL, AEER, B 39e CP}NB I 'I‘CISK %KM ‘[ CL [AB-pquA }(éthl[(S:}ig
— _ — m - - -+ .25 | 3.

B, B, TES BHOIRKESE0EMmEF
RbstgEahic (£8),

fEI 4. M.H. 304 EIR3 M H, BER.

RAU L ERCEDELT: BERTH Y, E
coli 8x10%, Strept. faecalis /LR Hs I
IEGITHS (£9)e 1H 2.08KE 3 H
HEEL Y BIRFRREEI L, Z20%
BRE2RD Iz,

U b PRERERGUAESOR (BEBERER 2661, L

IR B RRIUAE 4 B1) T4 %5 CEG DR W | Proteus Proteus (=) (=)
RS aRl, RHEIICKRIET 5 &£10D [ om B | 11600 8400 6400
X5Th3, AERE | + + -
3) EEIRZIR & B @ CEG gzt & D SR - + - -
B B|OR |+ + —
-, > CEG MIC BRIRA | + - — -
i PRAE B 5 Bl D wxtd b % al e e

MR LRI 178l D THIRRI R & DBR %
FBEERICOWVWTA S &, EIPITisNT
b, CEG it U TR B2 RTIDEHY, &
& BRBID [Tk, moaTv A, B3 3.12
mcg/ml %RT DHE L, FEXHETIZ 1.56 meg/ml
ZRTLEDOVZNENASLH, MU T MIC &EEREE
EDOBITIZPLELC D EVBALNDE LS5 TH D, BBH
IR DT HS 10065 MRERZ AWICHEX b b &<
BRERSIE E—B LTV 5 (%1,

4. BItEA

SOBNCEER LTS, (85, RIMMEE® 16, #K(E2
Bl, AARIR2 6, 3686, 25%ITHEEDRIVERGED
LNIcH, BERHILTIBOERTIZIEL, HKNE
HiEE %2 kg LTC 6 Blic DT 85 jigD M.G.
GOT, GPT, Alkali-ph. BUN %3 Uz pSiaid

B o NIsholz,
¥ & 08

Cephalosporin RHAEME & U TR BAIDOREORSH]
Td % Cephaloglycin [TOWTHEIY, FEKNHESR
UREANAY/(D)i = L d pel

1) 77 AR, 75 ARMRHE § I RIFSR
ZHE2RL, THETIE MIC 0.78~1.56mcg/ml D § O
Wb %<, E. coli, Klebsiella T3S THD E— 2
3 3.12mcg/ml Ty, Proteus TH 6.25~12.5mcg/
ml & W RIF /SIS 2R U TS,

2) 500mg 1 [l SR DIMA B % Streptococcus
hemolyticus, Sarcina lutea, Bacillus subtilis % 7 F iR
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%8 K.S. 25F M3 AH. s ®9 M.H. 0¥ WHE3HAWEA
100/ 11 12 13 14 15 16 17 18 19 4V 5 6 7 8 9 10 11 12

[ CEG 2.0g/ll —— 14g

i)

[CEG 2.0g/H—=10.0g |

E.coli 8X10*

L Slrept./aecalis")tk(_) =)
(=) (=) B I 5 | 9000 6300
9000 7500 ® & BUN
+ - - £ R | EBEE — + -
X e g [ 4 T - -
I |+ + - -
. - APSP
i ## | BUN 15 15"(25% )30’ (15%)1°(15%)2°(5%)
%10 CEG #5558 & iABERERECICHRHIE & DBILR
1 8 2 g
% = (CiE59) ®m ol B R - — —
w9 | 1 | | ® | w |
EERERR (4) Proteu.f (2) 1 1
E. coli 2) 2
Staph. albus (1) 1
Staph. aureus (1) 1
20 B OBE K (26) Streptococcus (1) 1
E. coli (20) 4 1 5 5 5
B A RGP (3) 1 1 1
11 EERSEE CEG BZYE & 0% EEEUTREU KSR, Sarcina lutea %, BEHET
E (45 | G (8l | FL (58l éiﬁé‘li D-CEG éﬁﬂiﬂﬁfﬁé b, 2%@?6—7&C
#L, BF 19mcg/ml 2RUIC, RABHEDOE—27id
meg/ml ™\ | R | ¥ 100| FUK | x100| B | x100 5 gpepmie g h, 6 IR COHMEIT3.9% TH
0.09 126
0.19 3) bkBEDER 266, LIRREERYLEE 4 B, F1308IT
0.39 DEXHIXT3.3%TH DIz,
0.78 1 2 1 4) BUNXEIEAEED SOz, BlLE, AFIZ
1.56 2 3 1 5 2 R U TR RBBIMEC N UTERTH D, &
3.12 2 73 AR S 5 b D& BbN %D, (AT Desacetyl-
6.25 1 cephaloglycin (2 b9 5729, IMAEECRLZESHE
125 ! Fbh D, COTEDERDRCHEEBLIEL TS
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BASIC AND CLINICAL STUDIES ON CEPHALOGLYCIN

MicHio Takapa, TETsuo KurokawA and SHINICHI SanNo

Department of Obstetrics and Gynecology, Juntendo University, School of Medicine

Basic and clinical studies on cephaloglycin which is the first oral antibiotic of the cephalosporin antibiotics

were conducted and the results are summarized as the following:

1) Cephaloglycin showed a good sensitivity to both gram positive cocci and gram negative bacilli.

The distribution of MIC values was 0.78 to 1.56 mcg/ml to Staphylococcus aureus, 3.12 mcg/ml at peak to
Escherichia coli and Klebsiella, and 6.25 to 12.5 mcg/ml to Proteus.

2) Serum levels and urinary recoveries of cephaloglycin after oral administration of 500 mg were determined

using Sarcina lutea, Streptococcus hemolyticus and Bacillus subtilis as the test organism. Both desacetyl-cepha-

loglycin and cephaloglycin being assayed with Sarcina lutea, peak serum level with this test organism was 1.9

mcg/ml at 2 hours after administration.

to 4 hours and 13.9%, during first 6 hours.

Urinary recovery assayed with Sarcina lutea was at peak during 2

3) 26 cases of acute cystitis and 4 cases of upper urinary tract infections were treated with cephaloglycin,

and the clinical effectiveness was 73.39, in a total of 30 cases.

value of clinical use.

4) No significant side effect was observed.

Thus, cephaloglycin is an effective antibiotic especially to urinary tract infections and it seems to have a good

Cephaloglycin being changed into desacetyl-cephaloglycin of more unstable active sub-

stance in the body, however, its serum concentration has a tendency of unstability which may have some in-

fluence on clinical response.

We expect that further studies on the problesm of this unstability would be made and other new oral anti-

biotics of the cephalosporins would be exploited in the future.



