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O—., CH3S0;3—, CH3CH,S0O3—, CF350;—, CH,FSO;—

N CF3CHZSO3—\ p_CH3O_PhSO3_\ PhSO3_\ p_CH
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[0036]

sPhSO;—p&EIF5N 3,

—HOERFEHEICEWVWT, ROVIRTILOBRBHBZHBOHIC. RBFH
ETE#BEINSZAOVEEYIEZ. TROEBYREREICELRT 0. X
FTNEEHERBTHEELTH LW, LA > T XBRMHETREHE INSARO
EEMIE. WITh DA —ADOHEBTRINTVWRHEETHENEThORES
JUBHERIMMEAEDOETHEET 2BEHEET 5, flAE. UTFIKRTh
2L£H1C. REBIETHRI WA ROV EEMIE. X (1 1) OLDRERIR
ROR—FE/IZRAFILELTERREEELCRERX (11 1) oLd%4KR0
VEEE U CIEBIRFETEEL TH LW (Biochemistry, 20004, 39, 5312
~21H), XRBEICHELTINS2DDOHEDRESME LTHEELTE LW

NN

(o)

[1£20]
3 Ba pH a
R2 R R4 R RGb HO-B R3 R4 R6 o
R1 R
R*R2
Ho 20 Ro¢ HO R6¢
CO;H
(1) ‘ (LII) CO-H
BZAE. X (11 —=1) TRINZILED :
[1£21]

(11-1)

. FROESYX (111 —1) TRINZILEMERERRBICERT S
N XIFEFNRETARBTEELTELWL, LES>T. A (11 —-1) T
~ENZEME. R (111 —-1) TRINSEEDE LTINS DHEHA

BhtrBEEMEE27 %,
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[1k22]
/=N =N
S._.-N S. 2N
Y Y
g . S
B HO.y
HO™ O ? g HO ?
HO™ 0 HO™ 0
(1-1) (n-1)
—ERDERBEFEICS VT, REEHECHSVTR (1 1) F&2E (L1 1)

TRINZAROVEEWIE. UTICRINE LI, RCOLDQRROZ
ERMEXRBADDL Y R=ZE4KE. REDQL D LEEATE. XIFHR
KOZERK, ZEFELIRUERFRBRETHEELTELWL, RC, ADK
VCREILBVWTBARRVEVEBEEKRT %,
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[0038] AEBMEETHRINDLEHNO—DULOKRER, RERSLV i3t
RFIE. ThEhKR KRESSLIC/ ZLEBORFORBMUETERI NG
%, DL D BEAMEDHFELTIE. ERENH, 3H, "C, BC, “C. 5N
. 180, 70, P, #P S BF, 8| HLUBC | DLDIT. KFE. K.
BR BR Uy BEBE JvR AVRSLCERIEETINLDZ, R (|
), (L), FF (1 11) TRINSEEWE. EOLDBRAAMET
EMINILEMEERT 2, ZRUGTERINLEEYIE. EEREL
THERATHY., A (1), (1 1), FF (11 1) TREINSBEEY
DETORNERHEEE2Y %

[0039] =X (1) . (1 1) . F&iE (11 1) TRINBEEOMRETEZHEE
. HERMOBFCTRAMOAETRHRRETES, fIzE. =& (1) (1)
ERE LT TREINS M) FOLEHEEWE. M) FUOLERW
IR SV ERIBICE 2T K (1) o L 1) o &l (F 1]
) CRINDIFEDEMICNY FOLEEATDHIETHETES, 20D
Fikid, B, BAEPd COBEET. BEOEETHALIZEEFEE
T (1) o (L) F:E (L) TRIWSEEYABEYIC/NO
FUBBMINEAIRAE N FOLAREZRIGIEZ2EE2EET S, b
) F O LRBICEDERART 2 /-ODOMOENLFHEIE. “Isotope
s in the Physical and Biomedical S
ciences, Vol. 1, Labeled Compounds (P
art A), Chapter 6 (1987%&)” £8ET3IENT
E%, "C—EHILEWI. "CRREBITIEREAWVWD I &L > THE
TZE %,

[0040] ABRMETERINZGIZEO IWRI 1F. HIAE $4bs5E MXIdFE
MEZEEM. FIZIE 41X R3O, TR, Sy bk, 9 BYY TH,
Y¥, FEPEREXRE. AIZE =T M) OHRLY, EEOMOEHK
ESUIIEBHBMERKRT %,

[0041] ABAMAETHEBINZHZESD [BYHEI XiE DARAME] . KENXIZ
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[0042]

[0043]

REDERDI D XISEBORED RN %Z, HHEERRT 2. XIFMERT
5(EEXITREEBBTZIEE2EV)DICBMNTHLAEFOEZIET,
AT 2 &) 1. EEXITREBOERIBREIND I EZRBKT 50N
LAOLANS, H2REOXIGKGEHDIERDS. BBIEONCETEREE
T2 EDHB(LEHERICHEZBBOEBEGERE),
APHETERINDGFZEO WETZ] . RE] . XIE TALET S Z
El . FHRY/ USERBEOBNOOICERBRN5R5T 2557
o DEE] ik, BICKRBEXIZREICBEELTWIREICLBEET &%
By, TP &k, RREXGREOERE TLERLTVAVD, BEDEK
SBXIFIREEICEY P TV, XIEZ D TN, ZOBRMELH 5 HR %N
BI2Z&%EBL, TNRICLY., TONEBIREENEENITAEBEZREIH
DAREMERRT 5,
APRMETEAINZIHBEO HERRE] &iE. TOEYLIEHEIN.
BEHEY. & EY. B XEHABYTHZ20EINEDLLT, FE
HHEIBEIEMABAL, BHETIIEICL>TEIXRBITHRAAKRE
By, BICREINARWH, Bz, KUBRERE. REERE. MRS
fiE. BERRPORRE, MUONAE. BR. RBEK. ORRRPEE. ODRRK. MK,
BHEX. FEX. BR BR. AIGREE. BMRBREENFETFLSND, B
DRERRE LT, ABMZICS VW TUHREINZEROESEMERYIE. EHER
BRRAEAE (cUT 1) FEIERREMKE ATIRREEHRX (HABP
/VABP) OBESLT/ FLEFHOLDICERTZIENTES, H
REEREMHE. BICREINRWS, FELLETSLBRMERE. LYFE
L RBREERIO VS LEME (KBE., JLT7YIS5 E5F7. TV
TONIH— o hONIH— EIARS, ATV T7, FOFIR
%) . MRBICEET DT LEBEE (NETAIVR, ESFESEH) &
YT ROBIRBEODO TS LBMHE (RIBEUADY 12— REFR, ZF/ b
O74FFR. RN=0FRILTYT., PRI H-F) ENFEIFLN D,
BIOEFE LWEHKE LTE, BRET S LREEIEIFOND, BIOIFEL
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[0044]

[0045]

WEERRE LTI, KIBE (Escherichia coli), TvF0O
N5 —--07hh (Enterobacter cloacae). &
VHi%iEE (Klebsiella pneumoniae) BNOHAZEMN
HEBERINZIMRICE > TEIZTRIINIMERARENE T ONDS, F25
DEKELT, V5ABDB -39 —EICMAT. V5RA, C, &
W/ FRDDOB -3 097 —EE2EHEELLSHMMET S LBRMEICE
STHERIINZIMEREENSZTOND, TLFDFFLWVREKE LT
iZ. VIMELKIENDMDYSZABDR -9 497—F, BS5UICCTX
—M, TEM, SHV, VEB, ACC, MIR, DHA, CMY, &4
OXANLERIND 1 FLE2DULEDIZRXA, C, DOB—F94<
—VEEE LZEMES S LBRMEEICK > T ZRBI I M 2 MERED
EiFfons,

REEMIZICHTZ THA] £ THASHOETERE] &1k, BE5EE,
BREWMRICIIREINT., 2DOULDOEFEZEDLETHETEIEEEKT
%, THbLE, 2DLULEOEFIZ. BERKISH L. BERFICHESLTELW
L. REZZBVWTHIRICES LTHE LW, F 2DOULOFEREZSTE
—DHEFE LTESEINTELVL, TRETROEFEERSZE0 2 BEU L
DOHEFELTHEREINTH L,

IHIC. AKBIE, LR (a) P THZA (1) TRINZEEMELIE
ZTOEELHRINDIEE (b)) WOTHZRN (I 1) FE (1 11) T
TINBIELEMELRENLOHEREIFFINZBEZHEAEGSDLELHEDTH
NIEFICREIL R, ARPOPRZELHOLRVEE T, MEERDOIBHRS

L IdFsR, FLRBREEORBEFZENE LT, TOMOER (BIZXIE.
NEXE. B—ZV49Y—EHEFS) HA. TAabbaadbtTAVS
ZENTED, TNHDEEERFICREI NGV,

Fle. TOMOBFIERE LT, BEH. BEE, RER. BRF. =K
El. BORE. BAEHE.. FL— bEL mBEH. BEREF. 3—FT1 2 THL
ZEAF. REMEE. FTEFL BEMEIF. IBHKF. BEF. BN 26F
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[0046]

[0047]

[0048]

. REFR. EEF. BHRAL. TERALAL EAL EEH. REEMER. A
ERZORMFEZEELTELV, BEMNICIE, BEF BIAE MY ERQ
AL TAME) . REHR (BIZE. 57 h—R, HREEEELIO—-2F) |
R (B2 IE. TAMTYI—IEF N)DLFE) ( BRE (BIxE X
TTVUVBT IR ILE) ERBTOLND, CNODZSEERKFICREX
N,

ANPHEICHTIIN S ERPREIZ. BREEYEOAPHETHTIINSL
BB LVRZNICHBEINIRNFZ2E0. EXERMEEET 2,

AFEBAOEZRMERMIZ. BOM, FEROMNOVWTHOFETHIREG TS
ENTE D, IEROB/ESOHEE LT, BR. KT, #IRA. BIIRK. £
. BEIER. MR, RA. B8 "B, 2B, BRESELIZEFSND
BRO%SICE D56, AFRBLELEWIGEEORE. fI2 L, S8l &F. &
RF, ATEILFZFOERE. KE. HERER. XiE>Oy 7HS LR
TFIUNFEDBREIOWTNDIDOFFKE LTEAVWDE I ENTES, R
%510 & 2154, AFRBEEWIE. KEXISHERBTNE. R8Ke L
TRAWSZENTES, TORBICKEL TR, ERORIHE. #EHl BR
Al KMERFL CHMERAL R, BBLH. ®KEF. REFEELERICH
W2 ZENTED, AFEAOEFIL, HEEVEOARRLEYERE LT
BINZEHRXEERFE & ICHAEDED BIAIEREETS) &L
>THEEINS,

AFEBLEDIE. FEFEL. A TEFL R, BRFE L TEROFLIE
BOMICHESTESD, FELLRFFFFTE L TREINS, 581F. &
B, BEFILIIEMOFETI k gy, MO0, 1~100mg H, FF
LLIFMO., 5~50mg H%Z. MMEBICLY TH2~4EICHEILTHS
FThiELWV, FHFEE LTRWHNZIFEOEMEIE. & 2 ITEBK, HE
BIEBKGETHY., Lo HIAMDAEHOEEEZFRLTHLWL, AT7E
IVEI BBRFL fEFlE LTRVWLNZIFEOERMEIE, QAMOBIHE (B : 7
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T, HFE OB RBANLI DL, )V UBANI D LRE), #HEFIW
TV, PSEFIL, AILKRFIAFILEILO-Z, EROF> O
ELO—-XR, fB@RENO-RE), BREAW : RFT7Y VBT TRID
b, SIWIBRE)VETH D,

[0049] AERILEMOBYEICETOFIISEL LBIA. BEF. BREF. &R
HEORBEERRMBAZLBIHNLCTREL. EXRERMETZIENT
XD, IHIC. REFEERMIE. ARPBLEEMOEDE. FIESLV Tk
BEEEERRNFZEEERT S &ICLY. NEA. SMER. EEE
ERFLIEIFNHOEREARMETEEHTE S, MNEREERMERDIZ.
12FELIFTERRBOBEICEST2O0MFFE LY, T, MNEREXR
HMRTIE, HE®R2 7THRE, BE%28H~23»A. 28~ 1 1RFEEL
B12B~17BELCR 1 8ROBEIIKREIND 3, mhEAERMER
Mid., 6 5MULDBEICHRETI2ODFELL,

[0050] ARBEEMOERSEIZ. BEOFRH. FE. BEROEHECREE. &5
BEZEBLAELTRETDIENEZ LV, BROKET 255, BFO
. 56~300mg/ kg /HTHY. FFELIE1~50mg kg HOD
HEANTH D, FROKSOFEIIIIZESRBICLY RELELSZDN, Th
FOLLEWICEL TEFEO. 5~300mg kg /HTHY., IFFLL
i1 ~50mg .k g / HOBEERTH D, &b, MHBBREEIF. —EIC
BELTHREILTESLTH LW,

[0051] AHBICHIFZX (1 1) L (I 1 1) TRINZEEMD. R, R?
, R3, R4 Y, R8 RS G, n, Ré, R® BIUPRCODFFELWVEKS
UTFICRT D, AEBAOHEIETERICEHINZ2BDICREINRL, K (
1) LT (1 11) THRINZEEME LTE. UTICRI 2 E&A
DETDHAEHEDEFEIFIRIND,

[0052] RUIFFELLKIFKRRFTH5,

[0053] R3UFWFFELLKIFKRRFTHS,

[0054] R4IFFELLKIFKRRFTHS,
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[0055] R2FFFLLIF, —Y'— (CRER9 ,—GTH3,
YIZIFELLIE—S—ThHd, REBIVRUIFF LK IBKERFTHS, n
BFELLIFOTH D,

[0056] GIIHF&E L IZE#RE L EIFEHRDE~1 0BEDFEHERERNETHD
o FUFFELCK, BED LIRHERDLS EDERFFEHREREANET
Hd, ILIKFFELLLIRERD LK EIBBROFTFTYVIILTHS, FIC
FELCIETR:

[1£24]

TH .
[0057] Rz & RDFIDEE LVEKE LTIE. REBEVRDEZNTRREELT
WBRERT & —#ICR> T, CorBBRRAREMAT 2BANET SN
3.
FEL TR
[{£25]
R
Y
TH .

EIHICHFELSCEETR:
[1£26]

s,
S

THb,
[0058] RéIfFZE L < IFKRRFTH 5,
[0059] R&®EFF L K IFKRRFTH 5,
[0060] R&EFFELLKIEKREREF. NAT Y. TREEHRD LIIZHEBROC 7



WO 2021/049600 34 PCT/JP2020/034396

[0061]

[0062]

WELAFSTHD, SYFELIE TvERREF. TEEAFLAFOT
HB, ISICFFLIE, F7vEEFTHS,

AEBICHITZH (I 1) TRINZEEMOFE L WEFNQERFE
ELT. FR (11 =1)

[{£27]

=N

SYN
S

(1-1)
NEFON B,
ARBICHFBR (1 1) TRINBEAMONDFE L WEHKAREN
el R (1 1—-2-1)
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HO™ O F

HO” 0
(11-2-1)
NEFON B,
SYFFLLE, R (11 —2)
[1£29]

(11-2)

TH 5,
AFEBOR (I | 1) TRINZEEDOFE L WEKHLEERIEE L
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HNEFLND,
Fy@FFELLE. TR (111 =2)
[1832]

=1,
HO. /
B
Hg Ho F

HO™ 0
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<55,
[0063] AZBEOR (1 1) TRINBLAWOROEE L EHkMA R
. FRASBRINBLAMAZF SN,
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5._S
HaN—Q T
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Nhoto F
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[0064]  LUFICEUBAMIA 2T TARIE S HICH L BT B0, ARPIEIND
ICKYREINDHDTIEAR,

[0065] EERHEI1 : HEAMR (M1 C)
HMEICNT 2R (1) TRINZEEMBLTX (1 1) TRINSEED
EDHAMREZTMLE, R (1 1) TRINZELEVEHABLELBZEOR
(1) TRINZIEDORNEERE MIC:ng/ /mL) ZRELL
s M| COEIEIZ. CLS I (Clinical and Laboratory Standards Institut
e)RICH > TITW., EEEEIEIS5 X 105c fu /mL&L, HEREMELT
A eFL—MIBBICLYRERICCaAZ Y, MgAFBLUZn
A FERNMLIZ-ID—CAMHB (Il ron—depleted Cat
ion—adjusted Mueller Hinton broth)
ZERLEWMEREFFRETEHRZT 27, X (1 1) THRINZLEMIZ
4ug/ mLERDEDITHEMFPITRIML 2, BEERELTR (1) TR
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INBEEMOHERVEZE.

AWEZEEOM | C%RIE L7,

BLURX (I

49

FERLEERIIUTORDODESY TH B,
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1) THREINDZILEDDOH%
REFREIE LR EBROFETERL .,

[5=1]

Ne. EE HR ELERER 5

1 |Enterobacter cloocae IMI: 6592 VIM-1, ACC-1, MIR-6 like ﬁﬁé@imﬁ

2 |Escherichia coli DU48916 22‘2{];‘1' CTXM-15, CMY-2-fike, EZ;IJ%E ?éﬁ;‘%ﬁi@#ﬁ

3 |Escherichia coli AB E;DXMJ{']_CSMY?E' DHA-L, gif&@ﬁmﬂ

4 |Escherichia coli DS205 _I:Emill'g;::yiﬁ' CMY8, gz;ﬁﬁﬁg& ?JE[I/‘"’\):D?:’:ET#TE

5 |Klebsiella pneumoniae DIN ;—?\I:Alil, CDL);ﬁij'S’ CMY-6, xifé\m;ﬁmﬁ

6 |Escherichio coli RIC Eaﬂllélc_)r)éﬁﬂ_iom_lo' g)ﬁ\jﬂﬁmﬁ

7 |Escherichia coli ALL 22‘2{];' CTXM-15, TEM-1, “;3;—6%& ?éﬁ;ﬁﬁﬁ@#ﬁ

8 |Escherichia coli IRS NDM-1, CTX-M-15, OXA-9 gﬁfﬁ@imﬁ

9 |Klebsiella pneumoniae NCTC13440 |VIM-1 AN ARF LT E

10 |Pseudomonas aeruginosa IMI: 16 glx[\,:j%): \éiii' OOXAQ' Ez;ﬁ%& ?é%;ﬁ%%ﬂ%%ﬁ
AREREUTICRY, RA. MeE&Y (1) OoH1 . eEm (11 -1
) OBI . AW (1 1-2-1) O&) BT k&M (1 1-2) ©

H1 ElE. ENTNOLELEMERFERDOHEERKL. TRhENDELEYD
MICaEEKTS, £, KPOM | COBEDEMIFu g,/ mLTH B,

[&2]
iy Eﬁl\lo.
13':'% 2 3 4 5
“:/_m\mzﬁf#ﬁ(azg/mu 0.25 i 0.063 | £0.031 | £0.031
L&) D H g8 2 4 1
&M UI—1)MH 32 | >32 | >32 >32 | >32
[3R3]
R #ENo.
fé\'% 1 3 4 5 8 7 8 9 10
[tA§@(§11E§;%1(I))(§ wa/mly | 025 | 025 | 0125 | 0125 | 0.125 | 0.063 | 0.25 |<0031| 8
&0 0H 4 4 4 2 1 2 4 1 >32
s U—2—1)0OH 32 232 32 232 232 >32 | >32 32 »32
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i*::.% 1 2 3 4 5 7 8 9 0
4&%%%{5?\(&255/@3 0.25 05 |<6.031]<0031|<0.031]<0.031|<0.031]<0031] 2
L& o 4 4 8 4 1 1 4 1 >32
EEmI-2:0H 16 8 16 6 16 16 32 32 >32
EX EoF Ak

[0067] AFERIE. BADB—F797—EEZELETHZHMUERICH L THEMQ
PREEMZELTHEY., MERRPE. FIC. ZHMEEZ 2CRAMMEIC
Lo TBIFRBIINIMERREDERERT /NI FHICERBERERY

5%,
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HO™ "0 R®® HO R8c
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n am -

(X,

R, R, BLURUFEFNEFNHRIIL TKFERF. nNAy>, V7 /
ceROFY BEE LCEHBEOC TILFIL, BHEE L IE3E
BHEDC FIFIAFY, BEE LIEHEBLRDOC o/ OFIFIL
FE. BERE LIEIFEELRD (C L T7IFILAFY) C7IFIL
BB LCIESEBROC, o I =i, B#E LIFIEBRODC,,
oFILF DI, BHE LIRIFBERDC,IEFEERREAE, B
HULSRIBRD3I~1 OBDHFEHRERENE, BME LI
BIDC, B EHRRRREAE., Bt LIEEEHRDE~1080
FEGERREAE., BHE LIEZHBHRD (CoykRR) Cs7ILF
U, Bt L IIFEBHTD (3~10EDHEERE) C . 7IFIL, &
o U IEIFBIRD (CowBFBHRIRERR) Cre7/)bFIL, BHEE LL
IFIEBRD (Co(yBERKRER) CL7IL¥ILAFT, BHEE LI
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JEBED (5~10E8DEFRE) CT7IFI. PV, ALKRFY
. —C (0) NR:Rb, —N (R2) C (0O) Rb, —S (0) ;NR=aR®
. —N (R2) S (0O) ;R —=SRe;, —C (0O) (CH, 43SRe,
—C (0) (CH,) ,5,R4 —NRfC (0) NRfRs, —NRfS (O
) ,NRfRs, —C (=NRe¢) Re, —C (=NRe¢) NRfRs, —NRf
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