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1) HiEh : BEIRGEED Staphylococcus aureus = t+% L-105 D EH 1L CMZ L h1~3 8
¥, CEZ, CPZ, LMOX I b 3~ 5@ h T\ 7=, Indole(+) Proteus Rzt LCit, CEZ &
Proteus mirabilis T3 LMOX, CEZ L izi3A%OMEN YR L, fLOHESER X hEh T,

2) IR - BEf : BEERABFEEBEEK 1,000mg o L-105 35 k8 CTM % cross over 3 ic
Lh 1EEEL, MAFRESOTRFPHE# B L, #E 5 5%0 L-105, CTM ol
(% 164 pg/ml, 96 pg/ml %R, LBEEECRL L, F0O¥EH (BH) 12 EhFh 0.833
fi), 1.063 Rl TH » 1o, BEl% 6 Fef € TORPHEERIZ L-105, CTM ¢, Fh¥h52.4%,
58.0% T o1z ¥7z, L-105 #4130 48iiic probenecid 1,000 mg # L4, FEGERERC
R L, MApBEDRIE X O RbHHE D BIEMEAATD Hhtc,

3) FRIRBUHT - BIRBEAR, REPMEOMIERE 16, MPREBERAE 2 6, RERRGEE 3 I3 7 flic
L-105 %fEM L, EX26, B3, LB 1G, £%1 A0S E,

BIfFRE LTRBHET 5L 0RRDT, IFFERCE S & Bbh 2BRREBORE IR

bhigh o1,

L-105 @ B&A Vv F Y -t CHRER I 7L K amino-
thiazolyl-methoxyiminoacetamido # %, 3 {izic thiadia-
zolyl-thiomethyl # 4 MA Li- LV ¥4R €7 » = &
KY VROBEHFATH S, L-1051% 7 5 A5 - BHEC
HLTHREDERL, FED -5 7 2= — 2 LTE
EThY, BEBHRNELATV22 vbhb, Bhich
BN RBHES I CRFRERABTICL - T, BRY
RO IhBLVID,

bhvbhix, L-105 @Bi3 5 5B H, BRIN » St e &
KOWTEBBRE 2T & & bic, AESRERRECS
T2RROBRFMERRA DT, ThdDORMEUT
C#HET B,

I.\f ® 5

1. EHk

FEIK M Staphylococcus aureus (25%k), Indole (+)
Proteus & (25#k) ¥ X U° Proteus mirabilis (25 k) @x¢
T% L-105 0B/ BB ILBE (MIC) % BA{baR

BESFREEC LD, FREFBECCHE L, B85
B/, 7M43v37°C, —mEHRER (BR) IO %
DI0EFFK (A00EHFK) PThFh1 HEF TH
h, URFRERBCETNTECLE S Wi RIEREY
MIC ¢ L#, ¥, RIBRC cefazolin (CEZ), cefmeta-
zole (CMZ), cefoperazone (CPZ) 7¢ &0tz latamoxef
(LMOX) » MIC #JIEL, AFDFh&HE LI,
2. K B

Bt L 3 BfEext3 5 L-105 o HEH 3 X 0o
FRER L 0BT Fig. 1~9 iR+ L6 b ThH 5,
. aureus 25FRicxt4% L-106 © MIC 441, FEEK
B LU0 FREFEB/ Y — 712 & 1 0.39 pg/ml
ChhH, €©—7fEUTTRELVBIE X BRI ERE
h 158k (60.0%) 3 X UF 168k (64.0%) TH -1z, 100
EREREEE CRIcEF D S. aureus T35 HEH T
HEBLIcoERI Db - b8h, CMZ 1 h1~3
BN X7 MIC 4t s ht: (Fig. 1~3),
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Fig. 1 Susceptibility of S. aureus to L-105
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Fig. 2 Susceptibility of S. aureus to L-105
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Fig. 3 Correlogram between L-105 and CEZ or
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Fig. 4 Susceptibility of Indole (+) Proteus spp.
to L-105
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Fig. 5 Susceptibility of Indole (+) Proteus spp,
to L-105
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Fig. 7 Susceptibility of P. mirabilis to L-105
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Indole(+) Proteus JB25Kkics3% MIC 2R EE
TIx 0.2~25 pg/ml KK SHTH0HL, 10055
TR i 0.1~0.39 pg/ml WHAL, FDOE—7
fExENhZh 3.13 pg/ml, 0.1pg/ml THotz, O
BEVIRFEAR T CEZ Li3igA%ETh - & dEhL
LDTHH, CMZ X b 2~ 3pypE, LMOX, CPZ [
h 3~ 5B/ S7s MIC S5fiwiR Lic (Fig. 4~6).

P. mirabilis 25 BRiCi+2 MIC |3 Ep T 0.2~
6.25 pg/ml HAIL, ¥ — 7{f 2 0.78 pg/ml KH%
DL, 100 5 ZREEME 1, =<0.05~0.2 pg/ml
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Fig. 8 Susceptibility of P. mirabilis to L-105
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Fig. 9 Correlogram between L-105 and CEZ or
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AL, Lhrde—s(EE, =0.05ug/ml kb,

ZDELTC23% (92%) MRERBLIIEXIhic, ZOR

#ix CEZ, LMOX & sisR%Th b, CPZ, CMZ 1

h 3~5BRE/NE e MIC A%k L (Fig. 7~9),
I. mARELSVICRPHER

1. ®ReHbORREFH L

L-105 3 X8 CTM £ 1,000 mg %@ Lic X0
MR SO RPHEE > R AD FERE S 4%
SR L LT cross over ¥ i X b BlsE L= (Table 1),
Mierie SR RAFBEDOHEL E. coli NIHJ #k 2 BE
e LABFREC X - 7.

MR #E% 5, 15 304, 1, 2, 4, 6 BREKKC
Hm L, WE L, FABCHESO~2, 2~4, 4~
6 BERIRICOWT, TR EFNDORPBEYREL, Zh
CEBMHOREYE U RSP E YRS, FREL
DA HRPEIRR % R,

¥, FFloMmARE, Rk &g probenecid
DFERMSBHTRA—ERE 5 4 kot L-105 #%
TR 30 431 probenecid 1,000 mg % 1 EIAAR X, #i
HREFA—DAY ¥ a2 — AR THPBRE, RPBEELRE
L, probenecid JEffFRED % h & Hili#RES Lic,

®\ T, L-105 (probenecid JEftA, #FEEF), CTM

Table 1 Summary of healthy volunteers

Age | Height | B.W. Cecr
Case | Sex | (yr) | (cm) | (kg) | (ml/min)
1.s. | M| 22 165 | 63.1 117
.M | M | 20 165 | 58.5 131
S.K.| M | 20 170 | 73.5 75
H.T. | M | 20 169 | 65.8 124
Y.U. | M | 20 179 | 66.0 142
204| 170 | es.3| 118
MeantS.D. | 10'9 | +5.7 | +5.5 | +25.6

Fig. 10 Serum levels of L-105 and CTM healthy
volunteers, cross over (n=5) 1,000 mg,
i.v. inj.
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- T, EBNFMERLEH L.

2. B &

1) BERACKGAMmMABE, Rkt

EFHE 5 B uRBICFT - 7= L-105, CTM £ 1,000 mg
HME#D M@ EHS X Table 2, Fig. 10 iR 3 &%
D Th5s,

L-105 i3, #E S HH TREMEFY 164 pg/ml %
L, DIBERR LT 6 BERI%% ik 0.2 pg/ml Th » 1o,
—7%, CTM (3.5 3 HOBREMTH 96 pg/ml TH b,
4 Bfaic 0.8 pg/ml, 6 B¥REIEICIT 1 Bl BR - TIRIISE
RABLITTH - 1.

Pbo X 5 e RIEED SRD KB H¥AERT Ta-
ble 3 D&¥:bhTHB, MR (T1/2) i3 L-105
HHERFICFI9 0. 833 BFRITH 2Dt L, CTM oz h
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Table 2 Serum levels of L-105 and CTM healthy volunteers, cross over (n=5) 1,000 mg, i.v. inj.

Serum levels (pg/ml)
Drug Case
1/12 1/4 1/2 1 2 4 6 (hr)

I.S. 236 92.1 62.6 26.8 8.7 2.3 0.2
T M. 156 70.0 3L.5 23.5 4.9 0.9 0.5
S. K. 124 53.6 30.2 14.9 2.7 0.7 0.2

L-105 H.T. 184 76.8 32.8 9.5 2.8 0.5 0.2
Y. U. 120 59.8 25.7 8.4 2.6 0.6 0.1
Mean 164 70.5 36.6 16.6 4.3 1.0 0.2
+S.D. +47.9 +15.0 +14.8 +8.2 +2.6 +0.7 +0.2
I.S. 132 67.3 41.9 16.2 5.9 1.0 0.4
T.M. 98.4 42.4 24.5 11.8 2.5 0.6 N.D.
S.K. 96.5 44.6 25.3 9.8 5.6 0.9 N.D.

CT™M H.T. 76.8 51.3 24.7 9.9 2.8 0.8 N.D.
Y. U. 76.2 44.8 25.1 10.2 2.9 0.7 N.D.
Mean 96.0 50.1 28.3 11.6 3.9 0.8 _
+S.D. +22.7 +10.2 +7.6 +2.7 +1.6 £0.2

N.D. : Not detected (<0.313)

Table 3 Pharmacokinetics of L-105 and CTM healthy volunteers, cross over (n=5) 1,000 mg i.v. inj.

a B T1/2(a) | T1/2(B) vdg AUC® C tot C ren
Drug Case (hr ) (hr 1) ér) hr) (L) |(hrepg/ml)| (ml/min) | (ml/min)
I.S. 5.606 0. 967 0.124 0.717 8.50 | 121.61 | 137.05 86.48
T.M. 8.408 1.080 0.082 0.641 10.91 84.83 | 196.47 | 109.73
S. K. 2.842 0.694 0. 244 0. 999 24.04 59.86 | 278.41 | 161.89
L-105 H.T. 4.207 0.733 0.165 0.945 18.58 73.40 | 227.07 94.62
Y. U. 4.311 0.804 0.161 0. 862 22.45 55.43 | 300.71 | 129.31
Mean 5.075 0.856 0.155 0.833 16.90 79.03 227.94 |  105.04
+S.D. | £2.104 | +0.163 | +£0.060 | +£0.151 | +£6.91 | +£26.47 | +65.37 | +18.83
I.S. 2. 280 0.527 0. 304 1.315 25.06 75.72 | 220.10 | 136.76
T.M. 2.919 0.734 0.237 0.944 28.26 48.21 | 345.74 | 218.19
S.K. 5.610 0. 806 0.124 0. 860 22.84 54.33 | 306.78 —
CTM H.T. 2.882 0.570 0. 240 1.216 36.96 47.48 | 351.04 | 186.04
Y. U. 2.975 0. 707 0.233 0.981 30.95 45.73 | 364.45 | 196.42
Mean 3.333 0.669 0. 227 1.063 28.81 54.29 317.62 | 200.10
+S.D. | £1.304 | +£0.117 | +£0.065 | +0.193 | +£5.50 | +12.41 | +58.58 | +60.00

13 1. 063 BERE &, LR LT\ 7o, MAREEHE THE
# (AUC) i3 L-105 79.03 hrepg/ml &3¢ L CTM
13 54.29 hrepg/ml L /N&\» bioavailability #7R L,

L-105 Xt CTM ZThxh 1,000 mg % #iE Lic
LEOERFIRE, RPPREE /£ 500 RpERK (2
Table 4, Fig. 11 ot xhTh5, Rz L-105 o
@52 CTM X v 4% T T BV BECH X R

525, 4~ 685 <1k L-105 79.2 pg/ml, CTM 101
pg/ml LHERL T\ 7, 6 BER % CoRPEIREKR L
105 52.4% TH B DicH~, CTM 58.0% TH -1
2) Probenecid piiAREE, Rt ~0HE
B AERAZ 5 4 1 probenecid 1,000 mg % 1[H
PR X, 304348k L-105 1,000 mg % 1 [EH4EE Li-&
& o Mmeh@EEL Table 5, Fig. 12 i3+ Lksh Ths,
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Table 4 Urinary excretion of L-105 and CTM healthy volunteers, cross over (n=5) 1,000 mg, i.v. inj.

0~2 2~4 4~6 0~ 6 (hr)
Drug Case Levels | Recovery | Levels | Recovery | Levels | Recovery | Recovery Rate
(pg/ml) | (mg) | (pg/ml) | (mg) | (pg/ml) | (mg) (mg) %)
1.8S. 6680 534 844 72.6 150 24.0 631 63.1
T.-M. 7280 516 422 34.6 72.3 7.0 558 55.8
S. K. 6950 556 230 . 19.3 55.0 6.2 582 58.2
L-105 H.T. 5400 378 441 32.6 55.0 6.1 417 41.7
Y. U. 6380 396 487 29.2 63.8 5.2 430 43.0
Mean 6538 476 485 37.7 79.2 9.7 524 52.4
+8S.D. +718 +83.0 +223 +20.4 +40.2 +8.0 +95 +9.5
I.S. 5720 526 586 70.3 159 24.8 621 62.1
T.-M. 4830 580 307 41.8 62.3 9.7 632 63.2
S.K. — — 227 43.1 74.1 17.1 — —
CTM H.T. 5190 477 481 39.4 85.8 13.0 529 52.9
Y. U. 3680 478 412 45.3 122 15.3 539 53.9
Mean 4855 515 403 48.0 101 16.0 580 58.0
+S.D. + 864 +48.4 +141 +12.7 +39.5 +5.6 +53.2 +5.3

Fig. 11 Urinary excretion of L-105 and CTM
healthy volunteers, cross over (n=>5)
1,000 mg, i.v. inj.
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MR 85 6 I € — 78 (JEEARE) 164 pg/
ml, (MBS 172 pg/ml, 4 BERIBTERE R 1.0 pg/
ml, 4.5 pg/ml, 6% ¢ 0.2 pg/ml & 0.6 pg/ml
THoleo FDXNDEBISIFA AT 2 — 2 —DHIRT
IR EA (B 4H) 0.833 B8RS 1k LT, probenecid
BEABRE T 12 1. 007 BERS C°H 7. AR EE iR T EH
(AUC) 1. 79.03 hre pg/ml, BtfED % pik 149. 13 hr-
pg/ml %R L (Table 6),
ZDICORFEE, Rkt R i & 00 R ehEIR R
i3 Table 7, Fig. 13 0 L& b TH 5B, 6 BEIE TORF

Fig. 12 Serum levels of L-105 with and without
probenecid healthy volunteers, cross over
(n=5) 1,000 mg, i.v. inj.
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Table 5 Serum levels of L-105 with and without probenecid healthy volunteers, cross over (n=5)

1,000 mg, i.v. inj.

Serum levels (pg/ml)
Drug Case
1/12 1/4 1/2 1 2 4 6 (hr)
I.8S. 236 92.1 62.6 26.8 8.7 2.3 0.2
T.M. 156 70.0 31.5 23.5 4.9 0.9 0.5
S. K. 124 53.6 30.9 14.9 2.7 0.7 0.2
L-105 H.T. 184 76.8 32.8 9.5 2.8 0.5 0.2
Y.U. 120 59.8 25.7 8.4 2.6 0.6 0.1
Mean 164 70.5 36.6 16.6 4.3 1.0 0.2
+S.D. +47.9 +15.0 +14.8 +8.2 +2.6 +0.7 +0.2
I.8S. 209 139 67.3 62.2 28.5 13.2 3.8
T.M. 180 56.1 49.4 37.5 16.4 2.6 0.9
L-105 1 g k. 153 72.3 50.0 28.7 9.5 2.5 0.7
with
probe- H.T. 210 102 66.0 31.7 12.6 2.3 0.6
necid Y.U. 109 41.7 31.1 23.1 8.1 1.7 0.4
Mean 172 82.2 52.8 36.6 15.0 4.5 0.6
+S.D. +42.4 +38.9 +14.8 +15.2 +8.0 +4.9 +0.2

Table 6 Pharmacokinetics of L-105 with and without probenecid healthy volunteers, cross over (n=>5)

1,000 mg, i.v. inj.

a B T1/2(a) | T1/2(B) Vdg ACU? C tot C ren

Drug Case (hr 1) (hr1) (Chr) hr) (L) |(hrepg/ml)| (ml/min) | (ml/min)
I.S. 5. 606 0.967 0.124 0.717 8.50 | 121.61 | 137.05 86. 48
T.M 8.408 1. 080 0.082 0. 641 10.91 84.83 | 196.47 | 109.73
1105 S. K. 2. 842 0.694 0. 244 0.999 24. 04 59.86 | 278.41 | 161.89
Aone H.T. 4.207 0.733 0.165 0.945 18.58 73.40 | 227.07 94.62
Y. U. 4.311 0. 804 0.161 0. 862 22.45 55.43 | 300.71 | 129.31

Mean 5.075 0.856 0.155 0.833 16.90 79.03 227.94 | 105.04
+S.D. | £2.104 | +£0.163 | +0.060 | +0.151 | +6.91 | +26.47 | +65.37 | +18.83
I.S. 6.513 0.514 0.106 1.349 8.83 | 220.42 75. 62 30.23
T.M 36.417 0.772 0.019 0. 898 6.12 | 211.88 78.66 22.13
Lf1°5 S.K. 3.222 0. 622 0.215 1.047 14.80 | 102.13 | 163.19 64.05
prv(‘)’gfne_ H.T. 4.693 0.799 0.148 0. 867 9.49 | 131.77 | 126.48 38.61
cid Y. U. 15. 081 0.794 0. 046 0.873 15. 86 79.44 | 209.81 65.53
Mean 13.185 | 0.708 0.107 1. 007 11.02 149.13 | 130.75 | 44.11
+S.D. | £13.777 | £0.122 | £0.079 | £0.205 | +4.15 | £64.01 | £57.17 | +£19.76

L-105 2R Lic. S THIL 34~T75% (FF3556.0
B, WA BHs 6, a2 Ths, L-105 DFEK
BRI, B - EFTRE IOERREEOSKEY S LT
L& EHREOHECRE, MEFEMZRE, KHIEH
B TORREOHERIC X » THEL .,

2. (ERJHER HUNCE AR

A% 1,000mg % 1 H 2~ 3 [ESEHE 1okl
B Uiz, FRRIENT 3 ~160R, FHRERIT 6.0~
32.08 TH 5,

3. ERIRBU

AFIXEERMS R Lok Table 8 iwRkT L Wb ThH
5, BERHFITEZ 26, BE3H, ©XELH LG, &
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Table 7 Urinary excretion of L-105 with and without probenecid healthy volunteers, cross over (n=5)

1,000 mg, i.v. inj.

0~2 2~4 4~6 0~ 6 (hr)
Drug Case Levels | Recovery | Levels | Recovery | Levels | Recovery | Recovery Rate
(pg/ml) | (mg) | (pg/ml) | (mg) | (pg/ml) | (mg) (mg) (%)
I.S. 6680 534 844 72.6 150 24.0 631 63.1
T.-M. 7280 516 422 34.6 72.3 7.0 558 55. 8
L105 S.K. 6950 556 230 19.3 55.0 6.2 582 58.2
i H.T. 5400 378 441 32.6 55. 0 6.1 417 41.7
one
Y. U. 6380 396 487 29.2 63.8 5.2 430 43.0
Mean 6538 476 485 37.7 79.2 9.7 524 52.4
+S.D. +718 +83.0 | +223 £20.4 | +40.2 | 8.0 +95 +9.5
I.S. 2320 274 622 90.8 226 35.3 400 40.0
T.M 2390 244 250 30.0 62.2 7.6 282 28.2
L-105 $.K. 2370 360 119 23.6 34.5 8.7 392 39.2
with
probene- | H:T- 2380 257 317 38.7 55. 4 9.5 305 30.5
cid Y. U. 2380 298 87.9 | 12.0 12.0 2.9 313 31.3
Mean 2368 286 279 39.0 78.0 12.8 338 33.8
+S.D. +28 +45.9 | +213 +30.6 | +85.0 | +12.8 | +54.2 | +5.4
Fig. 13 Urinary excretion of L-105 with and 2L OEHFITH B,
s over ey Doy yolup eer 4, bhbiug L-105 o fg7, B - Hhk 7 5
cross over (n= , mg, 1.v. Inj. . B _ .
s ) DRERBDRICOVTHERN ML 0T, UFERE
r 0r 100 N -
100007 100 DREE b L ETFOERYRAD.,
9000+ 900 -90
1. ;U H
8000+~ 800} -180
E i L-105 124, BREHED 7 5 4B, IR B
ETO00pTO0F s ETHEVHEN LR L, & I S. awreus (3 LTIRA
jmm%mw 160 ¢ DRFEH L D ER AT ENERT LV bhTL3Y,
gmm@mm wot bhbholztTtd, BEREkD S. auweus, Indole(+)
ﬁmméwm 0405 Proteus J&, P. mirabilis it % AF|OH E T CEZ,
£ = T meaOmmmmmmT i 4
5 300015 3001 |- o 0 CMZ L A%Ertht YERTO, Tiobb, S awes
2000F 200} P 120 % 0.39 pg/ml, Indole (+) Proteus J&§ 0.1 pg/ml, % |
10001 100 | £ 410 T P. mirabilis 0.05 pg/ml ¥ 4= L Fic MIC o
A B €= 2 fEnd Y, ThUTFTERER64.0%, 72.0%,
Time (hr) 92.0% OHARBE XL S hic, Zhbo B, S

WIBTHY, FHRILTL4% THotco MEFHRD
REHELX 507 EE T 4616 RN MEL, 1
B0 1 EO LD EERE L, WM& 85.7% TH -1,

BIRRCEIERR 20D bhich -, Eh, &
FIBEAATH OEEK A ST Table 9 (RT &8 D TH
5o R LM, XFOMERIC L sERREM
DREEIMI L Shieh -1,

V. # ®

L-105 12 B& v &) — 3 CBR SR, HLLESR
77 e ARY VHITREMNT S THDTEE LI

aureus W= xf LT CMZ X b1~ 38, CEZ, CPZ,
LMOX kb 3~5EBE@Eh - LDTH-7, Indole
(+) Proteus J&, P. mirabilis 2|3 CEZ LRIFR%ETH

D, fhoBEEROWTFRID L Ehi D 2RL
7oo 78¥s, L-105 o MIC REMEROTE)C X 5%
FIFEAEZ TR o,

PEK, FRRMOTHNL S. aureus REPSE D X\ \ic BN
Sha@eIPied o, L-105 @il hsr &
fiFaZ &b, SHEOBKMERCIVLEOR)EM’
BXh3,
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2. WRUN - Bt

mER A L-105 % 1,000 mg #IE L\ 0 fiq
BEZ, BIESHH W €~ 7{E 164 pg/ml #RL, Ll
WIS & & DT Wi LT 6 BRIk ik 0.2 pg/ml
Lirot, —F, AEBELL CTM 25 5%THRE
£ 96.0 pg/ml TH Y, 6BEEBICITUERFMELTT
BHotce

KB HEHERICOVWTO WEO Higtik L-105 o
AR 12 0. 833 B, AUC 79.03 hrepg/ml iz %t
LT CTM it Fh#h 1.063 EEfs, 54.29 hre ug/ml
THo1

FRIo Repdiftiy B 2 B8R R T FH 6,538 pg/ml
ORPPEHB LI, 6BFH ¥ To RPEIREK L FH
52.4% Thotce ZOFFE CTM i3 isASDOHK
ThH, FFOBE2 V7S VvARBO LT = ARTAER
CHEBL, KTHHZ ERTRBRTHIRETHBY,
Rk, €7 = ARMAEKOFED OB RBE T RER
B L RE» D05 WINRIERETH B LHLR T
%o % T, probenecid %#fff Uiz X\ icik MARE
PEL L bMPERNER TS E\vbh T b,
A¥|% probenecid PiR304 iz 1,000 mg ¥ Li- X
WORBMAFRE, MPERRTThEh 172 pg/ml,
1.007 BRI T, BIECO X 5 1 FEBEARE D L ik 164 pg/
ml, 0.€33F5f] & LT AR EX B D Lhirr o
o

3. FERBUE

ARR— R EREIIED 5 b RRIER, R OAE
REDOBD 14, FRBRYEE 2§, REERILE 3 Flic

&K% 1 H 1,000~2,000mg, 3 ~16BEMA L, E%) 2
Bl, BZ3GI, LXHER LG, &L 1FAOKEE B,
RERD 27 = 2 FRPUEF LR, AFORFPEIRE
1352.4% o BETH Y, HLOMADKE X +5 i
LY B RETORFRENEONDZ E0 b, REEHRE
FEC LTHOEREDOE VKR TH D EHEIID,
S, BERER L 7THTIXA LOBIERALED S
highote, 7, FAERA T LS LBbh 3BERRE
EORBEEHIRRINTL o7 L L, FENLH,
JEERNORFLBTENDORTNHZ EM LD, &
BLIFEEXIILDE LT, T8RS LETHS
5 °
& » Y [T
BAVEY) - THELL, FLVWEHAL7 72
FY vEITHB L-105 0 BEROBRF T -7c. FHID
WES, RIR - Belt, 72 5 VW BRERTALZ LT X
D, FEERBET 57 5 L-105 2+ 5 iBBOBO
BAERFLCHERTHB LEL BN,
P ik
1) $3BEB FLEREESBE, HE v HC v 4,
L-105, 33, 1985
2) Kirsy, WM.M & C. RecaMAY : Pharmacoki-
netics of Cefazolin compared with four other
Cephalosporins. J. Infect. Dis. 128 (Supp.) :
341~346, 1972
) EH £, FE B, WEHEAR, AZEEAX, %
Fib, IWKRA, FEWE, dLiEmk, MHIEMH,
=K%, EF IE : Cefpiramide (SM-1652) &
BT 2 AR 35 & 0 BEFRAYTTZE, Chemotherapy
29(S-4) : 246~258, 1983
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FUNDAMENTAL AND CLINICAL STUDIES ON L-105

Konya SHIBA, ATsusHI SAITO, JINGORO SHIMADA, TAKEHISA YAMAJI,
Tosuio Hojo, Masanosu Kaji, SHinicHIRO OKUDA,
Kumiko Nakumo and TapasHr MIvAHARA
The Second Department of Internal Medicine,

The Jikei University, School of Medicine

Yasusar Uepa
The Jikei University, School of Medicine

L-105, 2 new semisynthetic cephalosporine, was studied of the antibacterial activity, absorption
and excretion, and of the clinical effects on infections in the field of internal medicine. The following
are the results:

1. Antibacterial activity. The activity of L-105 against clinically isolated Staphylococcus aureus
was 1 to 3 tubes stronger than that of CMZ, and 3 to 5 tubes stronger than those of CEZ, CPZ,
and LMOX. Against indole-positive Proteus L-105 was similar in potency to that of CEZ and
against Profeus mirabilis similar to those of LMOX and CEZ. To other drugs compared L-105
was superior in antibacterial activity.

2. Absorption and excretion. L-105 and CTM were compared of their concentrations in
blood and excretion in urine by single i.v. administration of 1.0g of each drug to healthy adult
volunteers with cross-over method. Five min after i.v. injection, the blood concentration of L-105
and CTM was 164 pg/ml and 96 pg/ml, respectively, which decreased afterward with time, and
the half-life in B-phase was 0.833h for L-105 and 1.063h for CTM. Urinary recovery rate up
to 6h after i.v. injection was 52.4% for L-105 and 58.0% for CTM. When probenicid 1,000 mg
was administered 30 min before L-105 i.v. injection, blood level tended to continue high and the
rate of excretion to urine tended to be lower than when L-105 alone was administered.

3. Clinical results. In one case each of pericementitis and infectious endocarditis, 2 cases of
respiratory infection, 3 cases of urinary tract infection, 7 cases in total, L-105 was administered.
The results were 2 excellent case, 3 good cases, 1 fair case and 1 poor case. No noteworthy side

effects nor abnormal laboratory test values attributable to L-105 were observed.



