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I. BIEICEY 51RE

1.

RFOER

RAR~A 0%, Merck f: & BH# D CEPA #1234 [F] T17 - T & 7o RIRFUAEWE TRRAFZE
IZBWUW T, 1967 4T Streptomyces fradiae ® 1 FARDEZE AR TICR A S NT=WE <, 7
T LBETERE S 7T AEVEE I T o TIRWHIE AR bV & BB ) % R~ 7,
ZOREBEIIMO CTRETIEH D0, RAWIZIZB LW CPHEAEZA L, {LFEMICHLEET
HY, EENTRMEZTRNVENIFELWVEEE T S,

Z D%, AL, CalllIMENA L LT, NalliZiEfAlE LTHhOR TV,

RAR~A LT ) U ABEATHL a2 SEHEMAg, 22 1%, ~/Lafldskpg{s

PR ESR G & U CBIZ Al L, & OB HEZ2 % E, ZEMERBRS L2 EML,

1988 4= 12 A 27 HITARR A I, 1990 4F 7 A 13 HICHEMINEL ST,  (GEREE 698 &
(FEFD 55 4F 5 4E 3 H 30 H) (ZHS S KGRHG)

Z D%, 2000411 A 24 H, BEEZENOWAKBA~OEE LB o7,

2004 4= 9 H 30 H AR T 0930006 = [HTH F MRS 5L D X i F S Dt
BRZMMRE L 72 D800 ZE OFFH K OCBHRIZ DWW T ) O@BENIHEYY, e A U SE
TEHIEIRNEE « VO FEZ 21T 7,

2004412 A 1 HX Y HEIHEXSHNBRITETHENE o7,

F D%, EFREGIED-D, 200641 H 18 HIcim4 %2 a2 v SEHTEH 76
e 2§ 1g) KO Tove X3 A 2g) ICEFOAGRZ15 T, mAlIx 2006

6 H 9 HNOIRFEDEDNE o7,

X, Bz & LT e 22 o#EH0.5g) OBIFR 2 L, Bk K OGRER 515 %2 % E,

ZZEM RS A2 30 L, 200641 H 18 HIZ AR Z S, 2007E7TH6H M LHRFE T HiENE

eot, (EHFFEFEA815(E11F4H8 AN S X KR )

2009 4F 6 J] 1 RIS~ b a RS, A2 RETY 7 —~HRASHICAR LT,



2. HWAOBRFN - WEIFHRE

(1) ARAN AN EE S Bl 2 WIHA B IR W TIE L. REIICERT 5,

Q) ARAR~A T AJEMED T RUKEFD 7 T LSRR LOKRIBE, FIREED 27T A
PRI PR ) 2R T,

(3) BAIFIM & LT, #EMH 0.5, #IEM 1g K U¥HEN 2g D 3 M1 & 5,

4 BRREWEMR BEAR) & LT, Yavy, 7774 7F—HRKIER, BEMERIBR
FOMME LMD EERRGR, LMERBD, BRRERAE, M/ MR, FrRERERSE, 34
B, EERRESN TN D,



I. &9 HIEH
1. BR5E4
(1) 4
N~ A UEREH 0.5g
NE A SRR 1g
m|a A SRR 2g
(2) #4
HAROSMIN®
(3) AMDOHEE
Friz7a L
2. —#&4
(1) M4 (G4iXK)
RABR~A T MY 7L (JAN)
(2) #4 (@4i%)
Fosfomycin Sodium (JAN)
(3) RTL
ANV A BRABOEAT HHEYE  -mycin
3. BEXANITFER

O

H,C-. /\_.-PO,Na,

H H

4. 2FRRUVSFE
512 0 CsHsNa04P
7FE : 182.02
5. L4 (G4ik)
Disodium(2£,3.9-3-methyloxiran-2-ylphosphonate (IUPAC)
6. {BR4, W4, KBS, 58S
&5 : FOM
7. CAS Bi&EE
26016-99-9



. %S IZEY 5EE

1. MEEENER
(1) 58 - 11K
HEDFERIEOM R T, DT NIERRIZBORH D,
(2) BfE%E
KIZHRD TEEIT T, AZ ) —ZROREITIT L, =& 7 —)v (99.5) 123 AL
SRR
(3) Witk
M ER R L
(4) @R (ORR) , BN, BER
AUER R L
(5) BAIEEMERETEH
UER R L
(6) HEFRY
UER R L
(7) Z0OELEREME
fExE  [aly: —35~—5.5° (HAMICHRELZL® 0.5z, /K, 10mL, 100mm)
Ak 0.70g %7K 10mL (Z¥E2> L7 pH 1% 8.5~10.5 TH 5,

2. AMHSOEBEEFLHTICEITHRE.
ZHER R L

3. EMRSOMERHRE
(1) RINEIL A7 N VRIE 1
(2) BRI A~ 7 R VIIE L
(3)F b U A EMERES (1)

4. EMRSDEEE
FIfE AR L 0 RABRE & L C Proteus sp .(MB838) % F\W Tl Ed %,



V. ®HEI-REd SEE
1. FlR
(1) FIRORF, RERUVHER
FIT + RS R L C O 2 i F A
PRI - RO R
(2) BRRUBERRO pH, RBEXL, HE HLE RELGpHES

B g R pH R
S K 6.5~8.5(50mg(771ffi)/mL) 1.1~1.4(20mg(J14fi)/mL)

* o AAFIEIERICRTT A

(3) AFHFNOBRFPFORKLGIEOFERVIESE
7L

2. HEIDHRL
(1) F®ES GEERS) OEE
N A UEER05g (13 TILHICHR AR~ A T B 7 A05g(M)EEHT D,
NOAIUEER 1 1A TARICERARYA o F M) A 1gUif B E AT 5,
N AIUEHEM 28 1A TARICEKRARYA T U UL 2 EEHT S,

(2) &y
whn
whn B #
IR ST 0.5g I 1g L 2g
pH FHEE pH #1741 21.5mg pH F#EH| 43mg pH %A 86mg

(3) EMEDRE
U D AEE 14.5mEq/g(i1fh)
(4) FIBBEOHBRUVEE
YL
(5) 0t
BRI L
3. EHHIORRE

< REER RS >

WE, A iTXT?%//&LTlB2~@Uﬁ@ 72/ EI2iE 1 B 100~
200mg(F11fi)/kg % 2 [AlZ T/ﬁMIWNHMmL;%%LT'1~2ﬁﬁbffﬁ
AR SRTESR 92

< BGHRPEST >

W, AL iTXT74//&LT152~@Um@ F72/08EIC1E 1 B 100~
200mg(Ifi)/kg % 2~4 [FINZ531F, 5L ENTFTpo< b H%HJT?V\? CERT D, W
FRAIXT B R ER K EZIEXTB R 7 R OB ERR 2 AV, ARH 1~2g(011f) %
20mL [T fRT 5,




4. BEF, FHFOSHIEICHT HERE

5.

6.

~

PPN A

HEDEBESHTICHITEREGE"
HHNZFETA LT A TIoveE O EIREAR (R, BEF’EJ)
HEHO0.5g, N A UETEMIgB LU0 2 2 U 2glT

ﬁzﬁaﬁﬁ‘i‘(&)é ~— & 73) Eﬁﬁﬂl\éﬂf\_o

DOFER, N A
B O HE M8\ TS

R IR AR
IRAFSRAT IRAF I HE (e
EHIRAAHAER =i - 34 AT RE < a%/azﬂﬂo 5g> e L
EHIRAAHAER =R - 34 IHELEE TR <#EH1g> e L
EHIRAHAER =R - 34 IRV EE T RE < #fEFH2g > e L
BREOREMEY
PUF O Clafitth O Z MR 217 - 7,
oy Bl oo~m A UFRER 2g
WO K 100mL
RIESME - =IR, BNEBET
Ble2ReR - WRRERR, 3, 5, T, 24 FFfH
BIZRTER : AMEE L, pH, HRAFR~A DI
O\ A UERER 2g OFEMR% OREM. [EiR, ENEHOLT]
Ay ATER 3 IRpfH# 5 IRpfH# 7 RFfH 24 Wil
48l T €2, 7 ] T2, 7R T2, 7R Jie €2, PR ] T2, 7
""""" pH | 747 | 746 | 747 | 747 | 748
A | 99.86 | 101.21 | 99.20 | 101.59 | 100.43

(1) pHEBRST—IL

. FIEDEREEL MELFEMEL) ¥

& A UM 1g pHEEHR 7 — <1g(J1fff)/D.W.50mL >

14

pH 1 2 3 4 5 6 7 8 9 10 11 12 13
@ 0.1mol/L NaOH
— HEE10.0mL—)
6.9 7.3 12.2

(D0.1mol/L HCl {4%##&# 10.0mL




(2) BBEELFHER
1) NORIVETA 1g<1g/D.W.5mL> RO ERES
1, 2, 3, 6, 24hr (ZHMEl - pH ETF = v 7 >

<JEA%,

LRk

i £ it R

RIGHETR 5% (500mL)

24hr ¥ CHMEL - pH ICEER L

B ¥ | vk 2-10 (500mL) )

F U v ME% (500mL) I
EA7 | F9A7 3/ (500mL) S AR S Q4hn) A, pH @ 6.1257.71
R/ | rT 712X (200mL) 24hr ¥ CHMEL - pH ICEER L
®OAl | 7 U2 E(900mL) U

77 F v ME (500mL) n

EL—3% (500mL) I

A (500mL) I

V1) #-S (500mL) I

IR T
T ———
A

74— FiFE (500mL)

7 4 F Y —-3 8 (500mL)

7 4 A 35 (500mL)

Z 77 v 7 iF (500mL)

U7k (500mL)

2) NORS UFERA 1g<1g/D.W.5mL> & FEERIOES
<HEf#%, 1, 2, 3, 6, 24hr (24l - pHE=TF = v 7 >

Fil A& SR Bl A S

F R A 7 ¥ v 7 A1 20mg(2mL) 24hr £ CHMEL - pH ICEE 72 L
EEH B VR SR (4mg2mL) | B E
ig%ig (71 ozn ; 2; i)/ FERT 24hr £ THMVEL - pH IZE L7 L
VB, #l 7 U+ F100 [
VC #ll v & X UTEHR 100mg I
BAVHA | x4 3« 3BiE(10mL) U

7 RFH(AC-1DESHE
A iR (25me5ml) '
(A TS EHHAB 7 1> - 20mg )
=30 (20mg5mL)

DINE=SIRET T )

(600mg1mL)

2Z S R )

(600mg4mL)

r7'F > 7F 90mg(1.5mL) I

0 A N IVEER ¢ i )

(1g/D.W.10mL)
I WNUARY CHEA 1g ;

(1g/D.W.10mL)

mt 74 TR 1g
(1g/D.W.10mL)

SMBL - PO T B — (24 he) 0 5 (A8 ]
pH : 7.49-7.59

TR U 1g
(1g/D.W.10mL)

24hr ¥ THMEL - pH ICEERL

7B 1 (40mg1mL)

TR~ A
(100mg/D.W.5mL)




10.

11.

12.

13.

14.

. EMENEERE
AHN D FfHiIE, FEFEAREEIZ T Proteus sp.(MB838) % W i & &9~ 5.,
. HEIDOFES OREERRRE

(1) 2 U4bH U v LERHEIZ K 2 REAELUG

Q)EFVTTURT =T A FREERIRIC XL 5 20500

(3)F ~ U AHEDEMS (1)
HEIPDFEIE T DERE

ARHN O E EiFE T P E EAREIC , BRI & LT Proteus sp.(MB838) % W CHIET %,

balli
RAR~A T (CsHOP) E L TORESE
BAT HATREIED H DY

U ER R L
AREIBSVELGERICET HER
YL

T Dfth

ZH & Ol TR



V. AKRICEE9T 5I1EH

1. BEERIIHHE

<HBIEEE>

RARYA T ANTEMEOT FUKEE, KW, 72 F 78, 77 v RE, ELTx
TN ==, T LT s Ly Y, RRIEE

<EIGGE >

POIAE, SMERAE SR, Mk, M, NN, BYERERERINZAE O IREY,, Bk, &
EER, K, SR UIRE, TENEYS, TEMBISRR, TEEEAEK
2. BERUHAE

[ R ERRARP ST ]

W, A ifva4//&LT1BW4gﬁﬁ)itm Zi%1 H 100~200mg(/)
fi)/kg % 2 [BNZ45 1T, %w1m~ammL_mMLf‘meﬁﬁbffﬁmw S
T2,

[B$ARPEST]

K5 PN iTXT74//&LT15?%ﬂﬁﬁ)itm 211 H 100~200mg(7
fi)/kg % 2~4 BNZS3F, 5L BT T - < 0 EEIRNIC &%#é WX T B R vE
WKL H R 7 R o EEsig 2y, A5 1~2g(00fl) %2 20mL (SR 5,
7B, WTNOSE L, ERIC XKV EEEET S,

<AEZERUHREICEET SERLOIE>
RANDMERIZ BTz > T, MHEEORBELZEE T2, JFHIE U ORZ M a fad L
IR OV E B i/ NEO IR O G L ED D Z b,
3. ERERAIE
(1) BRT—21\w5—o
YL
(2) BERHE

MU L
(3) BEREERR : DEMHR
MU L

(4) BROER : BERGERER
MU L



(5) IR

1) EEAHIETTRERGHER

MERR L

2) HEHR

BRI L

3) RLMHR

BRI L

4) BE - mEAEER

ZHER R L

(6) AEMEER

1) SEARERE - HECEABRERE (BIRE) - RERFGERERSAR (MREZEERSER
M ER R L

2) RBEHL LTEREFEOABTXIILERE L -HEBOBE
YL

10



VI. EMNEEICESY H1EE

1. EEPZPHICEEEDHHILEMRITILEMEH
L

2. EEEH
(1) EREMLL - EFAF"
7T LGEERE O RUREND 7T AREEO KR, YeTr v AR, BT FTRE, &
JREICE D EFTIRWIIEANY MLEFLTEY, BENICERBEICRY AEh, ZEN
(AR 2, £ OERIEZ RS BORFED Y D BRFEDIAEFE TH Y, MAROMEHARR &%
FIpo TS, kB N TOMMPEERITE A, RN TR O HBBEE KL, £
DA N E O E AR 7272 DI E OB TR T LTV 5,
RUTEERICB W THRLAZRRE E 72> T D AT U Uitk T R EREIZxE LT, in vitro
K Oin vivo CEIRDFRD HIVTE Y, I -7 7 X ZARGUEWHE & OO TORGED K
ZL<HESNTWD, BRAOANIZTVERTHE, FRHE, ToEn s 22— Ik 5%
BMERGRA~OHEIL HRD LI TE Y RO S HHEMEDO—>ThH 5,
(2) ENEEMFITEHBAE"
Pl A~ Fv

R B MIC(u g/mL)
Staphylococcus aureus 209P w7 FUEKE 50
Staphylococcus aureus ATCC 25923 N 25
5 Staphylococcus epidermidis ATCC 12228 £ ~7 K ‘7% 12.5
LT Streptococcus pyogenes ATCC 19615 LR L > Bk 25
Streptococcus pyogenes 203S U 6.25
Streptococcus viridans fkta L > P ER A 100
Streptococcus faecalis AR EK B 100
Escherichia coli NIHJ PNICL 3.12
FEscherichia coli O-1 U 6.25
Klebsiella pneumoniae Type 1 Jiti S A5 TR 0.05
Pseudomonas aeruginosa ATCC 27853  fkllRE 6.25
77 I | Pseudomonas aeruginosa NCTC 10490 U 12.5
B2PER | Serratia marcescens ATCC 8100 vI7FT 12.5
Enterobactor cloacae ATCC 2355 T AN H— 400
Shigella flexneri 2a ARIFI 3.12
Salmonella typhi H901 F7 A 3.12
Proteus vulgaris ATCC 13315 Jury A 6.25
ISR | Campylobactor jejumi HreanNy H— 12.5
(106CFU/mL)

(3) {ERASCIURT - HHLHR
s ERE L

11



VI. EMEhREICEEY $1EHE

1. MAPREDHER - Ak
(1) AREBENLGORRE
MERR L
(2) ZEmREDZERAH
MERR L
(3) BRFABRTHESIN-IHPRE
BRI L
(4) s
MERR L
(5) BE - fHHEOEE
BRI L
(6) BEH (REaL—23Y) BHFICEYHBALE-EMERASHEEESHER
MERR L

2. EMEERI/NT A —5
(1) aAViIs— AV FETIL
ZUER R L
(2) BRPLEETEH
UER R L
() NAATRLFE) T+«
UER R L
(4) HREEEH
UER R L
(5) PUFPS VR
UER R L
(6) HMEHE
ZUER R L
(7) MBERHEEE
UER R L

3. IR
UEE R L

4. K%
(1) Ioi&-fxEEr &R
ZUER R L
(2) mi&-RadRErEE%E
(VII-10. T4Ehe, pEhw, RILWE~OE G OHSH)
(3) AiA~DBITHE
U ER R L

12



(4) BBERADOBITHE

BRI L

(5) ZTOhDiEiE~DBITHE
BN ¢- P

. R

(1) KSR VKRR
AR L

(2) KHICEAET HBE (CYP450 %) D4 FiE
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