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Cephalosporin®#72i31955%- Newton # & (F Abraham'’ {2 & ¥ Cephalosporium acrenonium
5 cephalosporin CABBEX N2 Z L 1205F 3, AMEOREEIZ19614 {050 4 Hik? & & U X

FESBEAT 12 LD 1 R ERE SN, penicillin & [EkEIZA -lactamIB A BT 3P EMECTH 2 = & »f
shizans,

S
Hooccmcn ),CONH H,N —rr
’ l I %cu,oAc o N‘Q-CH,OAc

CO,H COH

Jull8

Cephalosporin C (1) 7-ACA (2a)

Cephalosporm CIIHBIHAR N A< 2 D & ¥ OB TIRERAMIMIEIL % 5 > 7o 19624 Morin
H5Y &Y THLacy AIEH 2L #HIZY)KT L, 7-aminocephalosporanic acid (7-ACA, 2a) %4
T AHEDPHEEN, ZHUIRT-ACARBILEE L = F45 cephalosporinOMEAF B b
NBEINL 00 ZOFR, SHIZIZEZHD YA cephalosporin AR AK & L TEML &
NTw3 (Table 1) LA L AA5EE H cefsulodinZ B4 & 0 LIBTIZE S © T =% A5)T 41
MIRBEEIE 2R &3, MRRBRII & - THEL 2R BERME IS 2 BATH 5, (8%, PiERE
Al L TR SN T % gentamicin® & 5 % aminoglycoside HITAME 1T HME AR < 2 DEHIL T
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BWRESh Twd, Zhit, EEEONKRBREROHMBEIEER,EERSNTEL

ZEIIEAKpenicilinDFFEIZEVTEIFM 62 1245 D HF & N 7- sulbenicillin (SB-PC, 3) A
HERAE W E S 2R 2 & 15EH L, sulbenicillindk V) B2 4 2 Hiik IR &G 2R K&
% cephalosporin CRWH T2 & & HIYICAKRHE LB L /=0

GHCONH Scéib
3
803 Na 0 co\zN.

Sulbeniclliin  (3)
SB-PC

. S
CHCONH
CI7 ]\ HCONH
SO,Na 07 Ni# CH,0Ac o,N. J—- #CHN }comc,
CO:NB CO.

(R)-5 Cefsulodin (CFS, (RI=10b)

7-ACAD 7 fifamino#1iZ (R) -@ -sulfophenylacetyl % # A U /- cephalosporanic acidff ((R)
-5)1%, sulbenicillin & [EfEE DVIMRREEEER L s ZDLEW ((R)-5) OIFBEIEE DS
@A HME LT 3Lacetoxymethyl DL FEM A2 B2 57~y Z DR, sulbenicillin D10,
gentamicin!ZPUER T 298 L HiAfBHEEM 2R3 7- ((R)-a -sulfophenylacetamido) ceph-3-
em-4-(4’-carbamoylpyridinio) methyl-4-carboxylate (cefsulodin, (R)-10b) BV L 7,
Cefsulodin{3#FHE B R 12 G %0 7% cephalosporin & LT, ¥7-%Z&MOBVWERIL L THETHD
TERIftsh BI1Z0o 7,

Cefsulodin Z#FBHE #BR <D 75 LAEME I T 2 EMHIET P - 720 2 2 THEE S K URER
DSk 75 LB IZ L 58 WIEM 2 757 cephalosporin #1853 HAY T, cefsulodinFERIAND A5 & ¥
BEMEIZ DV THET L oo FUETEIEIZ DWW TR L 2R EB 32D TE L o2, AEIC
FOWIATUREET Sa- ANAEEBRBEOGMEL RO L 72,

% 13 7-a-Sulfophenylacetyl cephalosporinffM &A%

EH B EBRLAEIZHE D% cephalosporin # RV BT 2 & 2 HAYE L T, e -sulfocephalosporin
BOAKI\ZEFEFEL 2o ¥ 45K cephalosporin DIz W TIE, 7-ACA (2a) O 7L amino D
acylftiz & 2188+ &L U 3L acetoxymethyl ZEEDIEMIATIRETH N &b 5 LIFMII R 2 E 4
RIETZEIESERNT VWSS AETIE, 7-(a-sulfophenylacetamido) cephalosporanic acid (5)
BB LS D 3{facetoxymethyl DL FIEMIIZ L > THS NS84 DFERDEHRIZ 20 TR
%,

* (R) 7 fTLacy {USHOD TR EDHEIEE 477 T o
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Tabie } Parerviersi Caphalesporing

Common Name Structure Originamr Launched Year
Capnalothin U-CH CONH s Uy 1964
s 1
OIN)-CH,OA:
CO;Na
Caphaloridine UC&,CONH Claxeo 1964
s -
Jl;—_eumg
co;
Catazolin TNNCH,CONH N—N Fujlsaws 1
N o]: chsA _J-cn,
CO;Na
Cepracatrile n-ccu,couu-]-_—(s Che-Gegy 1973
o ;L)cu,ou
CO;Na
Ceaphapicin D'SC"‘-CO""—I:NI’SJ Srivwol 19"
CH,0Ac
o
CO,;Na
Cefiatole 'IH(NCH,CONH S N-—N Fujisswa 1578
N J cu,s-lsJ
CO;Ma
Cafasmandole HCONH—I:f utly 17
&;tn,s
COH
Cafuroxime Uccouu—L-( Claxe (1]
NOCH, O &)‘C&OCONH.
COH
Cafazedone bcmcon N—N £ n
o H;l:sr crsd hen,
CO.H
Cafsuiodin CHCONH Takecia 1979
IN. )—cn,u
Cafotaxine u-j-cccmu—l:g Kousael- 1580
NOCH, O' Uelat
S.
Cefotiam CH, CONM: N—N Tokede (111]
J T )cn.slujc
[¢)
CO:H  CH,CH,NMe,
Cefoperszone no@-cnccmu N— Toysmanagaiu 198%
cou fast °°'"
Cettizaxime TCONHI(S Fujisawe 1983
,)L NOCH, O &)
Coftrinxone Roche 1982

":J::z;"ruw o
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¥ 18 7-(a-Sulfophenylacetamido)cephalosporanic acid ¥ & UF% OFIFAED A

7- (@ -Sulfophenylacetamido) cephalosporanic acid(5)i%, 7 f{Lacylfll$§NDAFRZIZLD 2>
M diastereoisomer AfEE T %, 2N 5 2 DD diastereoisomer ((R)-5, (S)-5) 3 kFiEMEL
a- sulfophenylacetyl chloride ((R)-4, (S)-4)°" %#7-ACA (2a) rRIG& ¥ THML =0 7-
Acyl-aminocephalosporadesic acid #{LAfICAKRT 2 2 LIXES TlE % <, @EH¥T7-acylamino-

cephalosporanic acidiZacylase # FiW 3BERERICIZMMAFL T30 FHIZT7T-ACA (2a) 275

') THIK SR L T 7-aminocephalosporadesic acid(7)& L, XiZ7 & acid chloride ((R)-4) #%
Rt & & 310972 5ik12 & D 7-((R) -a -sulfophenylacetamido) cephalosporadesic acid ((R)

-8) ZAML 7. E7zlactonefk ((R)-6) 13 (R)-5hH3wix (R)-8 ML THMKL &

(Chart 1),
Chart 1
Ozucocu
0,H s H s
1-ACA —¥——» O— HCONH—I_—( —_— O— Hcounn
@ Eo.u- o7 N7 CH,0Ac Eo.u. o
0|“I (]
o
2a 5 6
oW

S 4 ]
HN HCONH
M donon —— O fora " Th Lonon

O,Na CO;Na

7 8
% 2#i 7- (a-Sulfophenylacetamido) ceph-3-em-3-heterocyclicthiomethyl -4-carboxylate

7-Acylaminocephalosporanic acid?® 3’ {ifacetoxyF|3fEi4 OREABKERIGTZ L AHS5 h
Tw3Y 250 diastereoisomer® H &, LV iEWHEEME 2R L7~ (R)-5 % heterocyclic thiol
EIRIRWRPINR T 5 2 12L& Y heterocyclicthiomethylff (8a-g) # &1 L7~ (Chart 2),

Chart 2 Het-SH CHCONH 8
5 > O $0,Na qu'}cn.s-mt

CO,Na

9a-g
—NH - ) _
armet= LHQ b1 Het: "'isr'"“- c: Het: lsr‘c"-
d: Het= -"r; SCH, o1 Het: jrs—rgu' f1 Het= i}"’:

Y

&,  —310—



EI3E SNHEEIZ TS AF v — Y & D7-a-sulfophenylacetyl cephalosporinff® &K

Heterocyclic tertiary amine$fi% Ri%iA¥E & 3 33 fLacetoxy ZHDEMRIIC 1L KAHE D EMEIE O
FIMZEDIRNEPBRFBIZ LR T E2ZEPMENTWBEY 5 %3 V{t/KkFEEE, heterocyclic tertiary
amine & $t | FEME O BIAKARRIZHN 2 BIEE 5 2 Z £ 12 & 1 pyridiniomethylfk (10a-f, 11) %&m%
U7=o % /-pyridiniothiomethylfk (13a, b) 135 &5 1 #5 2 HiDHEIZHE > T pyridylthiomethyl
fk (12a, b) & L7k, CH I+ 2Z L2k DG 72 (Chart 3),

Chart 3
X 75
W] )
CH, EH,CH,0H .
5 M, CHOR R Hconu-—rr
so, 1)—(:“ N § e (- CH.N )
0 v cu, CH,CH,0H

10a-# "

a X=-H b: Xz-CONH,

€1 X=-CH:NOH d: X=-NHCOCH,

e X=-Br $: X=2\4', 6" trimethyl

@ CHCONH CH- CHCONH
5 —— » @' g ;Jj
S0,Ns © }cu s@ $0,Na }c“ s@

CO;Na * CO;

12a: 2' 13a:2'
12b: 4" 13b: 4

Cefsulodin ((R)-10b) OHMIZHWT, EEREEEY L L THH 5 1 5 deacetylcephalosporin C
(DCPC)"™ 5 & 3 7-amino-3'-0-acetoacetyldeacetylcephalosporanic acid (7-AACA)
FROTHREAEREEMITL 2. 5725 (R)-10bZ2 AT 23 MBBRRIGIZEVWTS 25 (R)-10b
EENTAZN L EL THI0%DIFEOE EAESH 5/ (Chart 4), ZDOERKNL— ki cefsulo-
din ((R)-10b) DT EMEEDIHZED 5 A THEEEHETH L LW H -7,

Chart 4

s
uooccu(cu,),couu , HN (R)-4
]; ' ‘)cu,ou (;L_rf\)cu.ocmu,cocu, ?

COzH CO:H
DCPC 1-AACA

CHCONH—L—f CHCONH
@ 03N. )CH OCOCHzCOCH SO,NA 01: %CH,N }couﬂz
COzNa
(R)- 5’ {R)-10b
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% 2% 7-a-Sulfophenylacetyl cephalosporinfHDFTREIEME

E1BETAKL =LA (5,6,8,9a- g 10a-f, 11,13a,b) OHR/NIEEHILEE (MIC) 2%EXA
RiEIZELDBIZEL 7= ‘ BREE LTSS LBMEE LT 7 F—5KE (Staphylococcus aureus
209p), Pec-Giitt% 7 F—2k@ (Staphylococcus aureus No.87) %, 77 AREMERE L TRIBE

(Escherichia coli IFO 3044, Escherichia coli NIHJ), Z¥®# (Proteus vulgaris IFO
3045) H L UHEEHE (Pseudomonas aeruginosa IFO 3448, Pseudomonas aeruginosa NCTC
10490) %M 7= (Table 2,3,4 % 2H8),

REAL =Mt orh¢, (R)-10ax L (R)-10bld sulbenicillin®10f&% % L T gentamicin!Z[C
B 25N L PABEREIEE AR L 720 (R)-10a& (R)-10b&x B&E» 5 58 L 4 ER LIk EHAW T
Zh o OMEIEE 2L 2 & 25, (R)-10blE (R)-10a% k[a] 3 & 4320 5 1 72(Fig. 1 # B8),

(R)-10blEFH/MREBRIZI BV TLEH VR LM RS 5 h—f%4 cefsulodin (CFS) & U T cephalosp-
rin TR THID TOPRRBREA & L TERLsn

$3%F THlacylfiiffaffizv A FRIIHEL BRI % H T % cephalosporindAHL & PLHEFENE

CefsulodinlZAFBEH 12 ILEVIEME 2R L 22 2°, BBELID 77 BRI+ 21EMEIT5E L -
720 Z ZTRIRE & & OCRRRELISD 7 7 LR IZ L 580 EM %2 /8F cephalosporin # 15 5 HAY T,
cefsulodinFfRIAD AR & Z DHRIEMEIZ 2V THRETL 72,

ARETIX 7 Tacy {lf8 e (12 sulfoaminotk 5 & Ncarboxyl 4 H T 3 cefsulodinfiR{A D AHK &
Z N5 OPEEHIZ DL Tl NS,

BLE ARk

7 fif acyl {Al§He {3112 sulfoaminok # B ¥ 3 (L5 151% cephaloglycin® SO; - TEA complex T
sulfonationf®, & 1 F&H 3EI T2 HERIZES TEWL 720 —F, TALacyl fli§He {7IZ carboxyl
HEHT5LAM6137-ACA (2a) % Wilson 5" D HikIZHE» T3 (BERFEEK 2c) b L, 2c%
a -carboxyphenylacetyl chloride Tacylfb L TA&RB L 72 (Chart 5),

Chart 5
s S0 GHCONH
uconu-r( ) Hconn;_'—r O —I_—r
Ofm. o? N7 CH,0Ac fmso Na 1) CH,0Ac NHSO,K O CH‘O'W“"'
O:H CO;Na
Cephaloglycin 14 15

Tk conn
1-ACA  ~——— "'"T(}cn,ro-conn. O-L,‘ T-_r,‘)-cn,Qconu.

co; co;

-2HCI

2. 2c 16
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2 PIEENE

F2ETHA LEBRIILAYE K 6D B/ NEEFLILEE (MIC) #MI%E U cefsulodin ((R)-
10b) & tb#L 7= (Table 5 #288),

LA H & CI6DRRBEE b L U LSO 7 7 MR+ 3T IEME S cefsulodink D) ¢
Bhrote LAL, THDacylllBIZvA T AFv—Y %05, SMAHIZT I AFv— 2 & O
B EE T 2{LEMIHUREEE AT 5N B Z L Aoy - 1o,

F4F T{Lacylfilfic~T 04 H T % e-sulfocephalosporinffA?D &k & MIEEM:

A & [k HA T cefsulodinffR AN AR & Z OIRIEMEIZ DWW TRET L 7,

A Tl cefsulodin® 7 fif acyl{lI§H D phenyl 3£ # ~ 7 03] (pyridyl, thienyl, 2-aminothiazolyl)
|28 & 2 7z a -sulfocephalosporinfH D &K & 2 h &5 DI EEIZ >V TIN5,

MEEECOVWTIETME L MR 2B 26D TE L4, ANEIZHEVT, ZhETELHM
SNTWE Do 7z~nTUREAT 3a- ANKREEBEOGKES L TBIKS 2 Hika RVl L 72,

18 7- [2-Sulfo-2- (3-pyridyl) acetamido)-3 & U°7- (2- sulfo-2- (1- methyl-3-pyrid-

inio) acetamido) ceph-3-em-3- pyridiniomethyl-4-carboxylate & hX

3-Pyridylacetic acid% SO; & WLHE L T sulfonic acidffiN% 5/, 17% CH; I1& LH8 L T betaine
2004 1% 7-, cephalosporanic acidff&{(8# X U@NI17&7-ACAH L 1F20L 7- ACAD t-butyl ester
T Q) 52N FThDCCEIZLEVAEML 7=, 3-Pyridiniomethylcephalosporin(9# & 152211

Chart 7

(’]—cu,co.n S0, GHCOH cH,l HCO.H
SO:“ N 0,
ty,
17 20
s
H,N
1-ACA ol—ﬁg-cu,onc
occ 0,-t-Bu  (2d)
pcc

ﬂ— HCONH-L—r ﬂ_ Hcouur(
N EO Na }CH'OA‘: EO, CH,0Ac
l

CO,Na CH, CO;Na

18 21

| |

LoD R g0

Co;
19 22
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BELVUDPSZNEFNE I EZFEIHCRNAFHEIIEDARL & (Chart 6),
% 287 7-(2-Sulfo-2- (3-thienyl) acetamido) ceph-3-em-3-pyridiniomethyl-4-carboxylate
DEK
2-Bromo-2- (3-thienyl) acetic acid@' # FARFELRIBsHADL, T A THAKGHRL T
mercaptofKQ@4 28 & 24 % KMnO, TEEL L Tsulfonic acid{k@)% &5 L /-, cephalosporanic
acidf&@N1325% SOCI, & LB L T carboxylic acid chloridefk@0& L7=D %, 7T-ACAE:RIGXHT
AR L 7~o 3-Pyridiniomethylcephalosporin@§i327» 55 1 BE I H TR - FHiEICLDEKL -

(Chart 7),
Chart 7
FHCO,H " "z"ﬁN”: HCOH KMNO, CHCO,H
S Br 1 OH W EH (J Lo
23 24 25

soci, Wi Hcocl 1-ACA HCONH r(s
R e e R e
S iO,H l[s] EQ,N, N\}CH,OAC

(v
CO,Na
26 27

——— ThH e

CO;
28

5381 7-(2-(2-Aminothiazol-4-yl)-2-sulfoacetyl) cephalosporinffi 44K

7 -Chloroacetoacetate(2)'®’ % SO; -dioxane complex'®' & [ & ¢tk HMEE+ 2 2 & 7% <
F A JRFE & G & ¢ TaminothiazolylsulfoacetatefA@0 % 15/, 30% 7 )L %) THIASG#E L T sulfo-
acetic acidf&@5)& L, 35% SOCI, & WM L /- » carboxylic acid chloridefk %8232 413 TCx %
ol 22 TI0DaminoRk # chloroacetyl B TR#EL 2D %, 7 A ) THIAKS R L T chloroacet-
y1 F TR & N 7z sulfoacetic acidfRk@)& L, 31% SOCI, & K& & ¥ T carboxylic acid chloride
H@%157-, 32%7-ACA (2a) H LU Z D3 (LERFEF (2b, ¢) & KIS &+ T chloroacetyl T
{%# & 1 /- a -sulfocephalosporin (33a-¢) #%E/-, K\ T33a-c? chloroacetyl F: A4 T7-

(2- (2-aminothiazol-4-yl) -2 -sulfoacetyl ) cephalosporin (34a-¢) #& L 7= (Chart 8),
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Chart 8

1] OIOH'OOOI
1) 80 ,~dloxsns 2) IN NaOH
CICH,COCH,COEl ———— 1‘]‘ {HCO,Et it - ' 1—I$HC°.H 0% N— gHcoct
llnm:"u, HN 80,H Ay CICH,CONH "8~ SO,H mcH,CONH“S SO,H
29 30 31 12
'n,urr'
o N}ON‘X
COZ(Ne')
2
choqu—( z"°""a CHCONH—J—(
(2a-c) cncu.counljgzo Na \?'CH' so Na 07 N #CHX
07 (Na' COj (Na)
34
at Xs-0Ac, bi Xz- si .61 Xs- NQ—CONH,
h,
30 IN NaOH ij. z“co‘“ 80cCi, i ?m
H,N""§” SO,H HNTg” SO

35

54 E PURENE

FA4THE 1 —3HTRLA (19, 22, 28, 34a-c¢) OER/IEFHIEEE (MIC) #FERAER
HEIZEDMEL 72 (Table 6,7 28H) .

Bk L 7t B 0 T34cid cefsulodin & FIFEE DPARIREIEE 27 L, RIREZBR D 7 7
LEHRICAH L T bTFDIEWEE AR L 2755, FEPBME L cefsulodin DRA&2# ) &) &
{LEME RIS 2 o7,

& i
1 a-Sulfocephalosporinfb &4308 15 % A L 2 1 5 OPIEIEM: 2 <7245 R7- ((R) - -sulfo-

phenylacetamido) ceph-3-em-3- (4’-carbamoylpyridinio) methyl-4-carboxylate (cefsulodin)

15, sulbeniciillin®10f%, gentamicin ZPCikY 31 % HARMBISME & T 5 2 & & LML 72,

CefsulodiniZt 7 THIO T DFFIEF RUYE 2B %) % cephalosporin & U TERILah /2o
2. a-Sulfocephalosporinffity & U' % DHIRIADIEIEL DR A 5, 7T {Lacy g 12~ 4 F

AN L BRI L U3 AMEEIZ 7T A IAE L BRI L EREIZH T 5 cephalosporinft &

WL, PURRRBEIEIE 2 H T 52 & 2 HwliL 7=,

3. 7-Acylaminocephalosporadesic acid® I3 F 7-acylaminocephalosporanic acidiZacyl-

ase ¥ B S ¥ 3EERENSIZIKIE L T A%, 7-aminocephalosporanic acid (7- ACA) A 5 H 3%

L T7-aminocephalosporadesic acid ## &3 A L rmamiEr AW L 74,
4. NTOREET 3P - AN KEERBEOASRIEERRKL -,
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Table 2 Antibacterial Activities of (R)-and (S)-Cephalosporins.
SO,NQO I‘ki*(_m2 s8-Pc’
5 0a 10b 3
0 . A{R) (S) v(R) (S) (R) {S) (R)
SIS e -0ac |-0ac | O | 20 B “
S. ouweus 209p 3129 50 1.56{ 3.2] 3.42| 125| o0.78
S. qureus pe-R" 32| 100 3.02| 125] 32| 25 125
B. subtilis pcr 219 6.25] 50 6251 S0 6.25| 50 0.I0
Sa. lutea Pc1 oot 125 |>i00 625| 100 125 [>100 0.20
E. coll IFO 3044 25 )OO | 100 YIico 25 pPloo 125
P. wilgaris 1Fo 3045 | 125 |)>ICO 50 ploo 50 oo 1.56
P. morganii 1Fo as8 | 100 YOO pIo0 |00 0o Io0 313
P. mirabilis 1Fo 122551 50 >0 | 50 >I00 50 Yoo I.56
Ps. aeruginosa 25 |>00 1.56| 25 1.56| 25 12.5
IFO 3448
Ps. aeruginosa 3.12] 100 03s| (25 0.39| 25 a2
NCTC 10490

a Minimal inhibitory coancetration(MIC) in 444w as determined by the ager dilution method,
b. Penicilin G-resistant strain,

a
: : 'ImzNa
Table 3 Antibacterial Activities of 7- ((R)-e -Sulfophenylacetamido)
Cephalospporanic Acid an its Derivatives
O3Nu0 \)CH;—X _
loc_[lod Tioe I3a isb ] 1 | 8 6 |sB-PC
1
roj o . oH
Organlsms ~ |x= L'»Oiu W) minc -’d ir{)cu, -a-gL] »nOhu,ﬁo"!l'?"_oH ol):?‘!
[} cHy s
Prudomonas asrughoss 1 628 25 |10 |l [100 poo | e2spio0 |>loo | 125
Paeruglnosd 10490 {.56] 625|256 25 25 | 50 1561 50 {>100 3l2
Siophylococcus awreus 209p]  3.02 ] 342)] 3.2 126 ] 312 156 1.56] 25 312] o039
Staph. aureus ho.e1® | 625 6250 125 | 125 | 625 156 3.12] 6O 32| 625

a. Minlmal Inhibltory concentratlon{MIC)In *%nt as delermined by the agar dilutlen mathod.
b. Penlclitin G-resistant siraln,
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Table 4 Antibacterial Activities

Q- H-CONH
.NG 0 CH. "Y
00Na

) MIC PVmi
w P.aerughose  E.coll Pr.vulgorls  S.qureus  S.oureus
Y NCTG 10400 NIKS 370 2048 FDA 2O Pe-R
——_
93 \s,'l','l: 12.8 628 3.3 1.58 12.8
9b \31:1;: 28 28 629 628 128
fc
\,l:im' 100 25 628 629 12.8
8d \sl:lscu. »100 26 628 313 12.5
e \‘I;l;m‘ »100 80 50 ors 312
8t \,in,ﬁ so 80 e28. %0 50
8g \,l_ﬁ 100 1] (¥1] L2 125

L,

Table 5 Antibacterial Acilvities

CHCONH 2 ,
O_)'( 4ol;nl ‘)«(:H,N >-CONH.

COoy
MIC  ug/m}
No. X P.aeruginosa . meruginosa E.coll Pr. vulgarls S.aureus S.aureus
IFO 3080 NCTC 10490 NIHJ {FO 3043 FDA 208P Pe-R*
10b | -SO;Na 1.86 0.39 25 30 312 3.12
15 -~ NHSO,K 128 80 11 850 3.12 3.12
16 -CO;Na 30 50 50 100 1.2% 8.28

4 cClinical isolates, No. 87

Table 6 Antibacterial Activities

S
R-§H-CoNH ¢
IO,Na 0 N‘.’JQH,:NQ

coa
MIC P¥/mi
rganism Poeruginosa  E.coll  Pr.vuigarls S.qureus  S.oureus
R NCTC 10490 NIHJ 1FO 3045 FDA209P Pc-R
wa O 0.39 100 50 312 312
28 [:j’ 0.78 >100 100 1.56 342
19 [ 12.5 >100 >100 312 12.5
22 Q 50 >100 >100 250 25.0
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Table 7 Antibacterial Activities Table 6 Antil;acterial Activities

S
R-CHCONH
go,N, OIN%CM,X
0,

(N2")
MIC ug/ml
No R X Conllqn. P. aeruginosa P. aeruginocsa E. cold P. vulgaris 8. aurasus 8. aureun
' IFO 3458 IFO 3080 NIBJ Jc-2 1FO 3988 FOA 209P 1840
. (R) 0.78 1.56 50 100 3.13 6.25
10b O— -QCONH,
(RS) 1.56 .13 100 >100 6.25 12.5
N
da H Nus ﬂ ~OAc (RS} >100 >100 1.56 6.25 50 100
)
N N—
o Nlls]] -sL N (RS) >100 >100 0.78 1.56 12.5 25
)
CH,
N .
e g -QCON“- (RS) 1.56 1.5 as 50 6.25 125
2
(R >100 100 100 50 3.13 12.5
5 O -0Ac !
(Rs) >100 >100 >100 50 6.28 28
N— (R) >100 >100 s 12.5 3.13 12.3
9y Q" -s-’LN,N
¢H, (RS) >100 >100 S0 12.5 €.25 25

* Configurstion at asymmetric carbon In the sida chain,

HCONH——y3
O 0,Na orf';rlgu.-'@x
00

Ke-H CBPC

OTs 186 3i2e €28 128 28 80 100 200 400 400
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Fig.1 Sensitivity Distribution of Clinical Isolate:

P. aequginosa (119 strains).
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