100

——— JR—

800mg DN 5- BB M BEOEIL T, 5~
DFuR i34 1 M X TR LR L, Ltk 2rm T
peak HEFE L, LIMAMITET ¥R LA 5-Fu kou
THMECE, 2 ) RRMIFRE RS SR T
P2o =D Emb, 5-DFuR EAEETHz D HL
ENLORIRAD D Z EABDBRI,

&iz 5'-DFuR % sk RIS Lictk, FHRMIHE
#irh & MBS iRm Lo mric it 5 6-DFuR & 5-Fu
MED LTIz, 5-DFuR (XM HERAA MR X H{E
MR IR LA, 5-Fu i ic A2 ey ld iR Lo

Az 5'-DFuR o #iftis R &0 flic k7 % IRE
WAL mPREORNTYS, ¥-DFuR (XKL D
IR EEAS G\ ME AR L7y, 5-Fu (XA me
WEL DR EERLI,

WM 31+ 5 §'-DFuR O il n & 5D EMIC
RITAERERE, ThCHET > EXBERICE TS
5-DFuR & 5-Fu REDKRHNTIX 5-DFuR X HD
M Fs &R BB A, 5-Fu CiiEEAMNEREA
BT H~NELICE\MEY R L,

B EDKEMNS, £0 XRMIKRH 15 §-DFuR
% 5-Fu ~D 43#Eic B4 3 % thymidine phospho-
rylase #EtE, MEBATERCHEN, FL{ R &&
BIE—HKT5EROERNBONI

Ao, BEEHCsTZRETIE, REERRICZS
T3 thymidine phosphorylase {EiiX D TH W IC
L # B, 5-DFuR 2l X hEDTEL, EOKR,
5-Fu RELMP X DEVWEER LI, SO EMLE
#H# T, 5-DFuR D 0DBITIC barrier DHFHE
BHDHZENTRBEINI, R, FFEAW e MY
BECTIHERYHRTOWTR, BELTHFTHD
2, 205 bRICEEGDIYRELOR RS, TS,
BRIl e 2K Lico

#:%5 : 5-DFuR i1, 5-Fu o%¥4ChH D, b +EE
MR TIXIEHAM X HIEHDOE\ thymidine phospho-
rylase 12 X - T 5-Fu iffEfbE¥h b, LicAisT, &
hArBRECHRSE LLRA, [ROERERA TR
5-Fu REV BONhI, COKE BiffA»R IR, X
hBVWHERSHREI I hD,

5%, BRATARYMLT, FMERN 2B T h
%o
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WK ML
Sultamicillin

it L » K

oM K
A KPEYBULRBH

® M= 3
MR ERFRYBEN

Sultamicillin i, ampicillin (ABPC) & sulbactam
(SBT) %= AFAMATLAFLELIZDD tosyl if
Th5, 375mg O sultamicillin(ABPC & LT 220 mg)
YEUKRAYEARETS E, BREAhS EEDEGR
#hg > esterase TMAKIMEh, %&D ABPC & SBT
Ll hMPIZAB, ThERKBMTRARS LI L2
DHEE LA\ MPREN §5h, “mutual prodrug’
ELTOffEx b5 %, SBT »% S-lactamase inhibi-
tor & LT DT, ABPC BB LB H» RS
51t b,

0 O—CHp—
c/ o\clo 5, ]
CH H [
O'C—co NH- 'H---[:——s-ol o Soy
.

HH 0

Sultamicillin tosylate DL L UL EZ I h, FIBKA
ORI 1R, XUV 2 HRARY i
W, FORAWNIRE Shi-0T, 1983 £2 41642
ERROWREES/ BT h, 1984 £6 ABE T C AW
B 6 IR RLRT Sho2ob b, SERRE
D]k FRAEY RTRRS EREZhD LEb
Z, XOREALRIERALIATWSARRA fHactam
HEPYR T R BB W2 R FHMC Shi0
G, sultamicillin tosylate = >\ CH{FEM HBHEN
AW, YRS YLAHBBEERI,

PRIk

() BEAER MWXE AEM, WEXE A ZE
A, EBREM ESAERIH, TSENAER
%, MRBEH): SLEEAEE=, HRRYIERE
WALASHABERTFER, b 2 # IR BRkIR
Bt MrERRARE FEXER=, HREMevs-
KEBHRET, SEEALE, BB Rk, EREER
ERAEE=, BREXY, ERLTFEMNAY, HHX
FH— RRERERMSRRE RRELELFRR R
OPFEL, FRIHERBE JIeH ) IR, RERER
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Ak £RESXE, WURIIHIMBE, RERHIIZK
#8—, N XL ERBE TR —, RNAEHA
$8—, SHEME, JIMESKY, MEXERZ, @
ERBE, AMKESE—, EXZ RN &z
R KRB, - B W, RWAE MKEFT
K, ARBRAE CMEBRD: fPEHXPRERME
8 KM, BRAFREEMREN=, KRR
*2, AERHUKXER—, KEHLK¥EK=, WHX
$8— (WA XRKE, NREFKE, BIGEEH
A, BILAS, WOEMKSE, BRAYE (ESABLD:
BXEAST, BRAKASE, GRXE, KURIZPRAB,

REMUIEMNKE, NGEMKXSE (FAERM): B’X
k%, BEREFKE, Vb EhIR SRR,

BUREEMEL, JIIMH IGMEE, BHREILKE, B
W% ST, MILKS: (RAD: FMKE, KEBHER,
WhETBIEEREE (DA WRES RPN
= WBAF, BRFERAE GBRBH): LRESKX
¥ REXY, RRRELKEMNKASE, XRA¥, R
R RME, MBARYE, PRHEME, RLEMNK
¥ AEERRBLEXT, KAKE, @RX¥ #HE
BX%E, mEXE, AFXF BUXE, JIGEMNKE,
BEXRE, BEXF, AMKXE, ERESKE, A®WX
XF BRBEXE

1. MERFRREN
B BH R
TR K F

1. Sultamicillin DERAE R

Sultamicillin tosylate % ampicillin(ABPC) & sul-
bactam(SBT) D=2 FAKEAH D tosyl T H 5o
mutual prodrug & L THBE» HORINAY, ThEhb
BTENHELLLEIDRLAD 5 2, BEHBRMAE
D esterase TAMINBifE L 7= SBT A% B-lactamase
inhibitor & LT, penicillinase(PCase) # f-lactamase
%<, cephalosporinase(CEPase) & f-lactamase %
PSR XARELT 5D C, PCase # CEPase % &4
THzlizk b ABPC itttk b HREHN
R&EX 5 1ich, Tosyl BOFF#EIL ABPC DHENIT
b, SBT & B-lactamase FiFtHicb L BBE 5L
W EHRER I,

Sultamicillin tosylate |XE - BEH B TIXLENH, pH
7.0 ko CcitHRic ABPC & SBT ik,
TOEFMT 0.3 RILI T /DT, #ic esterase AH
YL LD, BARFANKCERN TS MIC JIEXT
BThHs, L L= “#EEHA (PBP) OHAK

ARWLEERMAZ DT, & 55 U ABPC &
SBT =AML & & Pk fitd ral i e B et

2, PmH

Sultamicillin tosylate DHMHY, (LAMME, 100
CFU/ml A, 3 THMN L7, ABPC OHMBAR
L£5L DY ABMHN, R plasmid * § f='c\ E. coli
REDHMB 7 I LMEMICIZL HAHA, ABPCOAN S
HRRUM K. preumoniae, P.vulgaris Ic L ORM 7 5
At I ¥ T, sultamycillin tosylate D H MR L
T3, ’

ZRKS BNz x5 sultamicillin tosylate o #f
W AH%, ABPC, cephalexin (CEX), ¥ XU* cefaclor
(CCL) LB+ 3 &, S.aureus & S.epidermidis Tix
248 CEX # CCL X b MIC 2UhX <, HttEEkT
tX ABPC 1= % B8~ T\ 1o, S.faecalis Tix CEX, CCL
X D%dclh, ABPC iwf O %X R L% S
pneumoniae =% sultamicillin i3 ABPC ic i+ % 3%
WHRIRL,

75 LB D N, gonorrhoeae i=i¥. CCL i34 3%
DD, CEX X b, ABPC fititd PPNG 1= {%&
ZHERRBOM AW YR LT E.coli © ABPC fif
8k Klebsiella \=i2 ABPC X b\ iEH%RLI
A, CEX & CCL Xt b MIC pik@Mmotz, 5587/ T A
BB Es, CEX, CCL, ABPC D#EBMRILIts
P.vulgaris, DD 1 v F—L B Proteus iZ sulta-
micillin tosylate (IM7c b DIE XA LIchH, Enter-
obacter, Servatia, Citrobacter, 7c &b LTi, fb
SHXHA DD, TOHEHXFE» -, ¥ P
aeruginosa (42 sultamicillin tosylate 100 pg/ml £
DR Lo &#)ix ABPC figtk H. influenzae i3t
LTH CEX % CCL X hE\W-HEAT T L1, MR
B D B.fragilis =3 % sultamicillin tosylate D E 17
11 <, 2% 6.25 pg/ml LT CHMARHIE T his A
calcoaceticus z.tx. SBT MB-HEHY 2D T, sul-
tamicillin D 3F| X hEh i TV,

Sultamicillin tosylate DEEKRBABR THB LI 1,824 &
DEYMEEL TR T 5 FH|OHE % ABPC, CEX, ¥
YU CCL LM% &, 3.13 pg/ml LA kD MIC %75
THTIX, ARMMuo 3FCB D, %Ki f-lactamase &
BEELAKTTOENBEETH -1

3. ¥i»

Sultamicillin tosylate (3 ABPC & SBT ¢ mutual
prodrug 7cD T, BRETHBENORIREhicH &, -
lactamase % SBT Ai4&iE X ¥, MHEC* T ABPC D
PRI REL 5 TRIR TV %, MIEFAIRE ORI
PORERIHEFLEEL DRI,
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2. W - AT - ARE - Bk

w BB
HREELEMAES 2 B

Sultamicillin {% ampicillin(ABPC) & p-lactamase fH
ZEH|D sulbactam(SBT) &% ester A T5 &Itk »
T, HENOHEEXRS & & bic ABPC, SBT #HED
BORIMELY R Lic LOEAROHEFTH S, &
FXBEHATREET, TELTUMELETRTRINEh, B
BED esterase IZ L hELH AN I T ABPC &
SBT ticiBflL, &\ MHRED Boh5 o L2 8
ERIZI VLM IR TV B,

Sultamicillin 1324%] 340 mg &4/ DsH (ABPC 200
mg, SBT 133.6 mg f¥4) % A\ CTHRRE—HRABR»E
X htcnl, FoEoOEKEHE 375 mg (ABPC 220. 6
mg, SBT 146.6mg #HY) £ THlkbhsZ Liticy
<o

Sultamicillin 1§ (375 mg) ¥ EERABTF 5 flicze
MR 1 EiR Dy S LicBo ABPC & SBT ofirhijgps
X, PR 0.5 RERSIBIC 2.47 pg/ml, 2.98 pg/ml DB
EZR LI, FORBMEIIITELOHBE & b ishid
BEL, SHMBII LALLM MmFANE HBL 7
ABPC, SBT D EHHERIZE LB - RETH Y,
PR 8 Refd] & T RAPEIREKIL, ThEh 54.5%,
65.0% THot1

F# 2 ¢ (750mg) ¥ REFRAB T 5 HlicZ2HER 1 |
#5 LicBEo @R, AR 0.5~1 Rtk ic ABPC
T 8.1~8.9 pg/ml, SBT T 8.2~8. 4 pg/ml & (2T FE%
DEBEHEZR LEDL, SBT 0 0@ enic M
25 HB L, A—Efic AEY RERE LI
13, REMmAPEBESERRE (Thex) (& ABPC, SBT &
b 1~2 Rf & BERF R SR TETOBER R bR
b oo, MR (T2, MrR¥EE R iR T m
(AUC) T3 ABOEXIBDLRILI -1, 8BFHIRSF
BURRIIEE & ek 50% T, AEOEEIALRIL
hrols, RHEBEEY RRHES LB BRI 21T
L, ABPC, SBT & 3ic 2~3 B EmSiEs b,
AUC i2ME(EZ R LT

AF 18 375mg) ¥ BERAB F 104/ c1H2
[, 15 BRE#ERYS Li-& 2D ABPC, SBT o By
BB, 1HB, 8HH, 15 BHTIBEAEELLL,
FREN Tmax 0.7~1.2 BERE, 0.75~1.1 5, HE5m
FEEE (Cmax) 4.6~5.9pg/ml, 3.7~4.4 pg/ml,
T12 0.9 K, 0.9~1 1B TH - 7o 8 ReIRPEIR
Eix, Lbic 60~70% OFHECHH, EREIEDS

hichy -7z, p-toluene sulfone Bt (PTSA) i3, WUk
KRB L LTimiE 100 RPcEIR S h, EFPEEA
LRk - o, #EfEdcit ABPC, SBT, PTSA o\
hin, 1BEAEBRHEEIRI 5T,

Sultamicillin DBEEH~DOBITIZ—HIC & <, 750 mg
#5912 X b ABPC 0.1~0.5 pg/ml, SBT 0.1~1.3 pg/
ml O HERSE T 2R PIBEN Bbhic, Rk
¥, ABPC i1ifihgED 12~15%, SBT (& HRRLL
T~92% DBITREIR L1 BHHF~IXAR 2~5 B
#ic ABPC, SBT L imeErELRA%SEFEzrhlll
DOBIIVED LRI, AEXFICTFE, II#LERAL
BADOBITHCLER, ABPC, SBT & 4 i &
HBPAEESEB LR, FBEm, EKP~L LB
Tl

Sultamicillin %  » k3% X0 KRB EOREL, &
W, DS REBNBES EXRIE LCER T,
ABPC & SBT i} & & REUD A FREER 77 Lico

Lk X b, Sultamicillin (2ANBEEEDE T mutual
prodrug & L COE# Mz &0 BHARITH S &6
wWIh, BRERTOFAE IR IHhS,

3 PR K
R B F
RIGKFH AR

Sultamicillin O HEHEKTDOLE 34 fizkic b\ Tk
HEhHEERECOWTHE L,

BEMRIEFEIL 444 BITH > 1y, NRIEED 2
B, BREPGERTHFELS D 76, BWERAD oI
LD 9D 18 FlwBrit Ut 426 BN OXIR & s -
Too FRRBRREYUEDS 361 B & Kb %<, R\ TREES
ED 55 §IT, TDOMIERYE, BricLa 10 g%
Hotc, BEIIEAKT, 60 HMANELLL, KT
70 BAR, 50 BEie-T, 50 WU EDLDNLED
67.6% % idtc, ¥HLAEA 1H 3% (1% 375mg)
DHET, ROTAERENSEL, FDOREAENTH
2~3 EDOHEETH -1,

BRI EDERPHREL R LThi, £F, FRE
RRYFE 361 BITOELRIL 75.6% Th - 1=, ZMD
FER B REHVE 158 fITIL 86.1% L@Eh, BHObLD
203 B TiL 67.5% ERRHIBBETH » o AHFIH R
AFTHB b, EREALEHEELT AL
FERHINICL D107 BB - 7oA, EKELT93.1%,
KEZRT 85.9% O BE B0 R, Ffisk - MCIEE
TiX 82.4% DEET HoTco TRIZHL, 1BHEFRR
BREPIETIE, BHEKEIZRT72.9%, [EZILEET
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63.6% DHEBHET, LEZWR-CH MM HBRA b
S b DRV EASEAMEA T L TIL 53.3% LA DL
RChoTo REBMRIE 55 AITORZRIX 89.1% T
Botdt, FD 5 LAMIED 42 GITHE 92.9%, BT
D13 BITIE 76.9% T -1, BIMMRE D 3H T
RIADORLFYHT, TOMD KRE 7RO HLHEIX
85.1% CTHoToo DERBIET S &, 426 lickiT B
KRz, W 53 4. AR 276 A, HY 47 H,
&2 50 BEieo T, EDHREIX 77.2% THo1,

PEOEHREWRATLONETRN LTAI, 1
ARERNORMKHRIZ, KMSAEEET & IR R
ChHotoZ ELBIBMLTV3 L BbhicAl, 750mg #
5 68.2%, 1,500mg #5-T 80.4%, 2,250mg ¥ &
< 9.7% &, —RATRESESMMNT S I oOh T
KARLEhTVWI2RMEB LI, XBRBOHEL
IAMEMELRR LIcE o H, XRERNLVLOD
BT 79.1%, HBLOTORBEIXT5.7% &, &
PEERLERKBA L VLD TORPRY T, =D
fvz, EERE, BB, toMoVThoKRBICKsVThH
ARTH 710

ARENOERDRLEABD Zh - e b DT
WTHRH LTARS &, istERESMATIZ 100%, HKE
FEORETIE T1.4% T, 77 ABHEEIEASET
iz 85.1% R EoRELBLhT, ThizxL,
75 AREREL AT, ~E7 4 YV ATS84.0%, X
BET8L3% ThoDitXL, 7v7¥=7Tik
47.1%, BIBETL 50.0% LBHRMED, 77 LB
BREOEMOLETY 75.8% ODHEBETH -1

FOMEFADEE, 77 LBHE T, S. pneumo-
niae, S.faecalis, S.pyogenes, S.epidermidis Ti% 100%;
DREAENRRLRI-DIZH L, S.aureus TiL 80.0%,
S. viridans Ci% 60.0% DBHELET, £4TiL 83.8%
O Y&kt 2, 75 LEEETI, H. influenzae T
81.8%, E.coli T 72.2% D%k%k Aicni, K. pneumo-
nige i3 58.6%, P.aeruginosa Tt 37.5% DRAME{LER
T, 77 ARHELEONARIL 75.8% ThoTo &
#|A ABPC L p-lactamase [HEH| L DAKITHH L
Ahb, % @ p-lactamase E4HE & MIC & LU R
HPE LD BEY i &5, flactamase BELE (X
ABPC it #3% MIC (X &\ & T AT F LICH,
Sultamicillin 123 LTIz € — 27X TA D, ZhicxL
TERW LEEEE CREDHMNT LA EELLA,
2tz B-lactamase MJBIE T X 7- 38 BRDOKE T, B~
lactamase {& ¥ 7=i% JEEAE O MBEFENZHFA 88.2%
Th-1-0ic, p-lactamase HEALETH 81.0% DO
BHEAESBD LRt

4 ABFREW

s R Sy 4
£ BH I KER—A B

APRBUKD Sultemicillin fMARBIZOWTHRD,
Trouks I MBRiX A B, W, MARL FMEHREL,
R, REABIOM 31 KB THS,

HEEEF 589 M, JERM LOFEET 13 fA
B4t 2, 576 oW TRETRITIe» 1

Bl 30 K ©— 212 LTAM AN EH
ThhH, KEMRLeH, BEHEIIN 70% 1A,
14, 3@ (1,125mg) ©, —#ic 28 x 2[EH, 18x
2@ EDP DD, B LRI 807 A 1 AMEA
T, 1B3f% 4~7 HMESLARIEZED TV D,

AR RO AMKLRIL 576 HIF 464 {7, 80.6% O
HLHET, BHlcAD LA 80.3%, BIME 90%, &
WMAF 98.9%, EMEWRE 64.2%, RF} 82.6%, AR
MNEL 77.4% THAo

1 HOR 5 &, #5EHRIERHRIHEVERYDR
Biguht, 1 H 4EREALEEREEALCPTRE
oTwbe CHIZ—EKEOKIERE LTV S,
BiE, $%E BEEANOBHRIIThEN 86.7%, 78.7
%, 57.1% TH 5, NHEAR T b LM, YIBAK L
DHEE L ERDROMBE LD L, AH 103 F, 85.8
%, A 361 4] 79.2% DEYK L e h HEELADI
Vo B EESIES T T B RERRRIL 35/54, 64.8%
oD LRI M ThLE7 = bKk, =¥ Y ROME
ALK TH - 120, FhEh 72.0%, 55.5% O
BHERTH 5,

SMEE NN oKLY Rz, GPCT76.6%, GNB 86.3%,
WSHEE 70.0% DEPRTHH, T @EFHIHR
(H%XR) 12 2hEh 8l.6%, 85.6%, 89.3%, it 83.4
YD RIFHEHK BT RFBARRAICKTHHKD
RIFC 78.8% DHERBHELB T 5, WIER DM
BTt S.aureus, P.aeruginosa, Protexs spp. 7gEhi
HBHAE S BRI TH 5, AESNBFURICI VT
AFV) VEHED S. aureus I L22Hbh, TDOE
EHREPBKRLTV B EELDBRD,

M D p-lactamase EEAREL AHD MEFAIRHR
B E, BLEEOR\BRICH LTILT76.7%, low %1
IEEENREN LT 77.9% DiEkRER Y, EER
CERRDIU TiobbAKL f-lactamase 23 LT
BHCFEALTVAZ R RLTV 5, f-lactamase
#he s MIC DBfR*A# & ABPC oW THETS
L, BEELAKCH LTIRELMIC ABPC - Tk
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b, R ED S\ 100 cells DR THIZAR s A A
bhts,

HREALEBIC RS &, B HMBTIIM, X
5, ROERRL IRTe & O AMMBNE, K AL NGRSt
TiX U, BIRSpINRRe, NEAFMG, LML
o LB TRtk R L, 242 fyck 204 4, 84.3% O
HYHRTH5, EMASER TR FEARSR, FELR
Rge, BBELE, SHREIRET SV Phb 100% O BHER
THH, EOM AMGREL AR 87 Rlick L 86
B, 98.9% ORMTH%, HMEHHURTIZIMbELE, MW
RINGE, EUMAEHS, Fm L\ b 80% LlEONR
BTHEH, FELAKCH LTIZCPTRATES, *h
IIRRE RO BRAN S FERTV DT
55, MBI, AW, MM, HRREL
R Lyvthd 1004 OFHETHY, H 46 fld 38
M, 82.6% DRMiBio REABITIRMREL, B
Bl L3 53 ik 41 fl, 77.4% OHPHRTH 5,

LAESSIRBURD £ MWRIE 576 lic 1% HHR
% 80.6% T, B MEYHBHR’EhTEH, GPC T
81.6%, GNR T 85.6%, MM T 89.3% Dil%k%
%137, p-lactamase FEAkicHTHYHRIAE>T VD
R, BERRSICE{RBLTV S,

5. WREHER

T B % &
AHEHKFRREH

WRBHEKTII2E 21 #i3ks X UEOBIM MR
5 1,130 LRI hio, HRUETRERILED 83
BB 1,047 Bl >\ TR T icbht, FDAR
1B 662 6l (63.2%), %ot 385 @] (36.8%) TH
b, KRBINCIX B RBSRRYIE 236 41, AR
RSE 413 41, WERPEIRIE % 359 B, & O fthod BHufE 39
FTH 5, EAOEEFEX 1 88 (375 mg) x 2 [IA% 202
B, 1 §X3 @At 544 B, 2 §EX2 EA 230 BYTH b,
BN 3 B LAPIA 202 6, 4~5 HMAS 247 4, 6
~7 B2 338 4, 8~14 AMA 213 &), 15 HLLEMN
47 I CTH 10

FPFHME R RRIE I LTI, BMtBS®Wso
AT OAERLLE, BB L T 232 Mt
213 4 (91.8%) NEHLETH b, Mtk REsCQLE
24L LT 9% DEMRTH-o ZOBE, #
5B, BREEKCIIERYED 212 HRTIE kho
foo BEMMERBBIIED 5% UTI EBML RO 4
CABLUESL 182 fin b, TOEYHRIX 97.3% ¢
B olco. ¥ IHIEEMNYR T 188 Bkeh 175 ¥ (93.1

————

%) MM LIcAY, 79 AMEIRINIL 88.9%, Yo LN
HEAR iz 93.5%, MO Kb\ E.coli TIL84,2
% DN KK TH ~ 1o f-lactamase MEMEENNL
= 93 #keh, S-lactamase MATA:MIZ 290 & (3L.2%)
Bhhteht, FOMKKL 89.7% THH, EElit%
BEMDOMER 95.3% LAEEL BN -1,

KM RIS BRLETIX, AREWIWED 85 %
Ll Ei% 50 6§ (58.8%), MMM T 328
Pk 205 Oy (62.5%) THH, 26l LTORYEL
61.7% Thtch, ZOWHAL dose response (L5
Tlhad oo WHERBERED 5 b UTI XOREE
MOKEIABTLIENL 322 ADYH, TOABHER
68.0% TH-1chi, ThiKBRBRNCKI-Bf, §
1%, MSHD » 7 -T2 FRENIT 35175 HHEH
40.5% LEFE LOD, H T —FARARMEAC S
H5HEEIZLET 76.2% LEWA T\ 1o, MM
RTix 412 b 315 ¥k (76.5%) DK LI=M, 75
LRBHBRMON LRI 97.7%, 75 AMESEIL 67.4
%THhHY, MRS L S.epidermidis(97.7%), S.
Saecalis (96.2%), E.coli (85.9%), P. mirabilis (.3
%), 1 v F—r Bt Proteus(85.6%) ix ¥ OWREIR
M\, Serratia(39.4%), P.aeruginosa(17.9%) it
DHEREIX €D -7, f-lactamase A ¥ MH L
228 #h 100 ¥k (43.9%) 1 f-lactamase HWELHTH
Sttt EOWEEKIL 65.0% THH, E¥l-iikiks
BOWHKRE 75.8% LOMEERXYBDRI T &
SSHBENYED - ENIL 322 Wb 57T (17.7%) ¢t
ERTH 7

B REE Tt 359 b RLLE o £ RN
314 4 (87.5%) THh-1-M, thil BRSEINCL
5, HHXIX 750mg T 79.4%, 1,125mg ¢ 883
%, 1,500mg T 100% &7 b, dose response 23
ToicBbhi, o

FOMOEPIEI KT S HRIT, TEMEERER TR
O L HMLLEN 7 00 (77.8%), BiREDO AL M
MAKD 2 ATIXLAHFHLE, ¥ -aEONRES
FRTIT 22 b 21 A (95.5%) » HRLLE T Ha
oo ¥R, WREBHFKTERNOTEbHI 1,072
thE LTIXERAN 484 B (46.2%), E@EavlE
2HEA 822 4y (78.5%) THolz

B-lactamase WEEE 4 MR LT b @ -HRHMO
#f== &1, sulbactam o B-lactamase inhibitor &L
TOEBRIBLDTHD, = h & o R 5 st
bactam EADEEI AR/ -7 b D L E 2 B,
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E4:S P23 2k ip e S

Sultamicillin O RIfERIC2o\T, £E 87 PRoEMRL X
DEMIh 2,163 ARNRE LTRN.YT o,
PPl A EEGIRZ, IR 444 81, IR 1,130
#, A% 145 41, IR 102 44, EMARE 90 B, B
RS 152 4, EREE 46 B, RPEESLE 54 ATH-
1o BRI RO L CEIFAORRARIL 139 AT,
RAEKI26.4% THolo ARIORAE T, nEst
MrRL &< 14.8%, KVCABT 10.1%, WRBH
7 6.6% T, MEHT 2.6~1.1% Thoto EMLH
1,217 4, 3 946 BE BHH L, FIMMETIL 20~39
BEBh T, BANIRBRIIE 5.1%, X8.1% &Lk
%<, SEMBITIE 70~79 B2 10.8% LEh -1,
Elife OBz, MILBERDSL 124 4 5.7% ¢
Boto XDNRIX, THIN 79l 3.7% LBL 2L,
B, B L On 8RBT FORER, B
£, PEENKAEN T, BEDOLDOIRXIFATH 7, M
ENR2HD 1o 1 FURESE CHIimE KRR OB EA D
Fohto O 1RARRKEXY —7X b0 Hill & X h
To BEEIX 21 ITH -1, THI, MfE, KETRFA
D 3% *5%, EREOEERANSI -1, PEHAT
1235, @Eho C. dificile ¥ \BTV50, Whib
BlTH oI, £Of, LERF, HEic LD LR
BASH, EHSAR7H, RHENRIM, ®WX 460,
B2, FRIMATHo10 7 UAF—IERZ 11 F
0.5% T, ARIXRZ 96 0.4%, ML 161, EHHh
+LEBBIMTH 10 EDMDOL D & LT, BE
B, ErHE—-, 235, HFBD, RIVEL1HAD-7H
26cElffHOREIRE, PEET, EELIhI)
DR8P TH 7o NBEE LTHREYFIELC S DX
55 B Th - 1o R 9 Bih 8 FlAiIE X h, MILBE
Rix 1/3 pispk T hichd, iS5t S hic, R &
DREMBETIIH L Shib DIt 87 fITH -1 BIfF
AORBRIL4BLAT 85.1% Thotoo 5EE
DMK TIZ 18 (375mg) IEOMFA 1,285 HL %
{, BRI 5.5%, 2&2E 426 HT 10.6% &,
BARCLAUBVEL Dhilch, 25E3ED 68 §T
L5% &4, BorkAREKFRIRED bhicho
12

BRREBEREOL 61 flicibhi, REEGEH X
hAi-FEL 6.3% Thoto GOT LR 76, GPT
ER 54, GOT, GPT L5H 84, AlI-P LR 14, £D
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fli LDH EROCIMAT7IOTH»7 0 EIILERMD 3 B,
PR 212 26 B (LD MELHBLIIAL BT
2T% R b ht, ¥0Mfl, 7= b e v /BMIE
%, MY rrsRTI 2 HMNMERN 45, BUN L
R26l, REBMELBITH 10 ShEDERIZVLTR
LEETH), R ELOERME ‘K" LE¥hicboix
SWDATH -,

Sultamicillin © K{FH O RBEMES, LD PC Rt
FIREERTHERVCETH DA, TH, KENSZ L
BUTHE, LL, 7 v &—gREIERIZPEr -
oo CORFRDORARRALRNT5 0, RNKLAS
AicHxH 141 5305 AMRAL, EOKIR, MO
MEFORE, MEORYBMBOREY T~ 1o 45
IZ2OWTIEH S50 Uod placebo % 5 AMMRA L, £OM
CRROBRE LTIV BB E Lic, Sultamicillin A
ATKERE2RML, KIySE2MinLic, KEFMEE
OER:, 2HBCMEESES TR L, HiclkItE
WX OM T, SHBXEM T 5 BmALRL
oo 1A, COFENIBAZENS K& o7, 16T C.
difficile 3 XU DOBELBDLhI, EHORHRE
X, D S-lactamase DM L B L AN KED »
Tco TH, BEXETHIREL LTREROMEMOE
E2ERLOTHD, ChiXfbOHAEHKRTLRH LR
55D ThHot,

¥ & ®

i A -
52 B K R S A 6 O B3

B H 3
AR B KB 85 4 B

DEDKRMNERLD

1. Sultamicillin (XBIREECHIC K AE X h T
ampicillin & sulbactam {2 L, T Eho S
B XYL EVHRABEN B S5h, p-toluene sulfone R
KRB E LTI 100% RPERE D, _

2. sulbactam ¥ PCase #o S-lactamase Z3i<,
CEPase ¥ FSEICRNELTHD T, FHIL B-lacta-
mase EAMMEECHENYTRT L 5 iesd LRAMKIC,
ampicillin OHEHDOFIL T eh - 1558 7 5 A 5HE
BRI THLIBEHNEANZ b 7 a0MEK LS,

3. £2E 87 MK b U £ oBEREE TERIHE
Rich - T 2,163 FEFIC AR L I h, BIREHEN
FE - 2,049 Blic s\ T 78.8% DEBKIE LI
TWbo 77 ABUEIBHES D 7 7 2 EHE D HEES
%, RIERIROELER € H- B, Pseudomonas
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Serratia MR 313 B EAKIIIZED » Foo MIMAEAL
Rix S-lactamase WREA LMD ERREKD 42 < MM
LHERETH » 2o

4. BIEFIMNATABY: 2,163 Bk 139 (7 6. 4% i
Abhtett, FOELLOIRTH B.7%), KX (1.0
%), R 0.4%) C, HEAREMAKIZEATIZAEn

JAN. 1983

———

21

5. LIEXhAMIZEEKDOBTHACKTEIRMLS
2 Hhtz, AFD X ST f-lactamase IEMIE & KRR~
AR PYINLY.2 22 F¥C 1=F [SEI4. )]
iz, MLBARRFACOVWTORBYSLRTHS LY
bhd,



