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AREOZE, BMFIE LT, X (2a) ~ (2d) OWTIMLTRI N
2@BEEBTIRMBEIRIEZDREAVD ALY FELL. X (2b)
TRINDIEEEZETD2HRMBFIIETOEEAVD I ELBITHFE LU,

[0047] REVEFORMFIEE REEEE OBFRICBEWTIX, Hn&F & LT, BUE
Rn (2) A, RyA—COOHTHY., Rpy~Rux®>B1DUE3DUTOE
e ROFLETHY BOETNUADEIIKRRFTHZELEYMXIEEDIE
I RHLEE ROFCLREFTBIXIEZEOEEZAWVWS I &ICMA T, RIGKEF
OBFMEZ r 41 F 2V OEMKEEEE (1 MBqg) HieY ORIERMAIOESR
B, TROBBAMIIL IV LM A OREEEE (MBq) [T 2R
KDESBEEDLL%E, ATRRORBIFICEVWT, TRELTHEFFHERLLIES nm
ol /MBagllE, dYUFFLLIE20nmo | /MBagllE&d 3, BiIEE
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[0048]

[0049]

LED ERRIZ. RISED p HZFIEDBRMERGICHIE T 2R, EROFOR
EEBXIEZDEORIGE~NDBFEEOREEEREL T, BERET D &
NTE 3,

BHREELLY ORNMFIZEEDLLE EXDOFAEDH#HEE TSI &ICL -
T, RIBBRHFOBFAEENMEMULALIZETH>TH, BEHEPEXREZRILEDHD
EMNTES,

AHEDBE. RMFIELT. R (2a) ~ (2d) OVWTFhHATERI N
PBEEEITDIRMBAIBZDEEABVWEZENFYFHELL, R (2b)
TRINDIBELZETDRMAIRIEEZDEREEAVD I EDEITHFF L L,

FRIC, AmFl& LT, misexRX (2) A, RyA—COOHTHY. RpRT
RuHEHICE ROFVETHYEBEDRE RuRURDPIWVWTINEKEKERFT
HERMEIRIEEDIE. TROLESVFOUVBRIEZDEEAWVWDIBA. K
ISRHPDBIEZ r 1 4V OEMKHEEE (1MBq) HEYDRMFEDOE
BE, TADLBRIUEINIZV LA TV ORENEE (MBqg) IKNT 2R
MEDEEEDILE., AIRORBRICEVNT, TRELTHFFELCKESE
mo | Ik, SYFFLLIE7nmo | UUEET B, F/AIRLEDLERIZ.
RISED p HEFMEDBMERMICHR TSI, TYFIUVBORISK
AND+RRBEEEEILT 2ERNS, FHELIFT125nmo | AT, &
YIFELLKIE100nmo | AT, BICIHFFELLIEF3Onmo I ATF&ET 2

H

FUFOUVBOEEEBERNMEZ r 1 4 OMETRERICE S W TEICH
WMIDEICE>T, RIGRD p HEFREDEE ICHE L DD, R#ishE%
SY—BEDHBIENTES,

RISEADEMAFILEMEERMBFIEE OBRICEWTIE, RMF&ELT
. BIEER (2) . Ryi*—COOHTHY. Rpy~Rux®>51 DL E3DRL
TORBEROFVETHY BOZNUNDEIEKKRRF TH D LEMIL
FOD/., TAaHLBEE FOF I LREFMXIEEDBZAWVWSIEICMAT. K
IERADORUFILEMDENLE (nmo |) IKNTE, REBKRPORNFIO
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[0050]

[0051]

[0052]

EIE (nmo |) Dib%E, ATEOBRBIFICEWVWT, FELIF60RE
T400LUTF, SYBFFELKIFX70ULE7OOLT, BICHFFELLIE250
LLESOOLTET %,

BRAFEEYICR T 2RMFIO I E EROFEEETZ &I > T,
REDHEFFEDOSEEICHR L DD, EHNRABICEDDIIENTED

AFEDBE, RFELT. & (2a) ~ (2d) OVWTFhHTRI N
PBEEETIRMEIRIEETOREBVWSZENEYIFELLL. R (2b)
TRINDEELETI2RMBEIIEZOEEAVDZEDBICHFE LW,

BRI, & E LT, ik (2) A, RyA—COOHTHY., RyuRW
RuAEHICEROFVETHY EDORy RuBRURDIWTNEKERFT
HDHHRMEIXIEZDE., TALESFVFIUVBIIEETOEREABAVWSISEE. K
EREDERAFIEEMOELE (nmo 1) IKNT 3. RIGKRTORMFD
EIE (nmo |) Dib%E, KITEOBRBFICEWVWT, FELIEF60RE
T500MTF, dUFFELIET00UE7TOOMT, BICHFFELIE3O
OMES00UFTET B,

ATRICAVWLNARIGEIF. K&, KAMBEBELEMEERILEU I &
AIFE LW, RIHEICS T 2KEMEEREEWIE. FMED p HEEE TRE
ERERETZ2EOTHID. SBERORGERP CRICEEERERELT
WK THELIWMEEYTHY, ERULABRMFIEEYROBEBRES IZF0D
LEMTHD, Tl APHBICSVWTARIRICAV O ZKAEERLES
MESTRINEBEIEZ, RBEEFEOp HIZIEU T, p HBEEEREREL
TWAKTHLL, pHEEFERZHEEL TVWTH LW,

ZD&DRIKAEEREEME LTE, BIAKERRCZOE. ) VBR
VED|., 2—73I/—-2— (eROFIAFII) 7ONRVY—1, 3=-TUF
— L (Tris)., 2—[4— (2—ERAFYIFIL)-1-ERSTIZL
1-T4 22K VEE (HEPES) | NCIREMT I /VBO S b—@HEE
Fonhz, KAMERESMORA & LTIE. Bl iU EEiER

H
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A F U RIFEAF U DEFOLND, CHNICMA T, BEF NI D LEDOHKE
BEBRISRMLTE LWL, ThHOKAEBREEMIE. RBUFLEEMPR
MBI OEFERCHEAEDOEICG CTEIRT 2 EBFELLL,

[0053] CZhodH>b, KAEREEME LTiE. BBRUZDIE. XIZHEP
ESZAWRZENLYFELL., BFEERUZDIBEZAWVWS I EARICHTFSE
LW, Thbb, KAMEMILEMEKISARIELKARE LT, BFEg—
Bl N Y AEER. XIEZHE P E SIEERA RIGKICAWS 2 &M T
L, BFEE—EFER T N ) U ARBRERERIGKRICAWS Z EAFH LW,

[0054] RINBEEOERLAVP HELAZIFIL T, ESMNXRs—BEDI2EHINS
. RISGEROKAEE#REEMOREIZ. 0. OTmo | /LELES. Om
ol /LUFTHBZENFFELL, 0. 05mo | /LUE2. Omo |
JLUTTHBZENEIFE LW, AR, KEMERLEDE L THER
EUOZDBEEETHE, RIGERBOREDN, 0. 05mo | /LEE2, O
mo | /LUFTHZZENFELL., 0. Tmol /LEITmMo | /L
UTFTHBIEMNFEITHFELL,

[0055] RWBEMFILEYOERKRWERLE, BONDIRHMEZ r BHROREM
MEEaFRRIEXZ2ERNS. Riy. RpRURE. WFhs— (CH,) C
OOHMLAZETRIN., pHTULIUTOEBRTHZHILRFVTIL
FIETHBIEMNFFELL,

ZDFE. RuURTR DI B—AMN, KRRFTHZ2HMN. XiEZ— (CH,)
L,COOHMNLHZETRIN, pHATULESUTOBRTHIHILRFS T
WHEILETHDIEEWELYL, FLIDBEA. RURTR DA, — (
CH;) ,COOHMNLRZETERIN., pHATULIUTOERTHZHIL
RESTIVFNETHEIN XIEY—T T4V THIEERET DDDORIGE
FHELLRY =TT AV THIEBERBLTWBETHDZEBFFE L,

Riw Riw R RURUR ALk LAtiF#EAREEET 258, RUKRUR;
DIL—ANKRRFTHZEEICIE. RURTCROMAIEY—TT1 7
Bl BT DDDORIBRFEE LGS =TT 1 Y THIEER L TVWEE
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[0056]

[0057]

THDIENFFELWL,

DFEY. RV —T T4V JREERTZOORIGEFEE L IEH—
Fr4 v THEBHELTVWRETHIBERRDKERFTHY. R D%
— T4 VTR EERTIEOORIBEFAELLREY =T T4 v JHIEE
BLTWERETHIBAERR DKERFTHDIENFE L,

R (1) IKBWT, =TT 1 Vv JHIEER L TWIEEZSVRATILE
MEBWBIBE. 9—FT 1V THELTE, HRRTF R, BRRTF R
ELLIEINS0AAEDE, YVRVE, IRELLIREDTISTAY
M RTFRF7THT— RRAF. 7714R7T«4. 2=KT4. T /KT
S, BEEE ZHEE Y3V PUFEVAREE. s i RNA. mi RN
A, BRBB7 74—, TAAREE. c PGAY IR, R7F RxEg. V)R
V—»b, St A—RVF/Fa—T7 XREFF/HFHILBENDZED%E
BURTEOIB—BIEZEULETH D ENFFE L,

ABEMZICSIFZ (9= T 1V THI &, EFEROZENERE L < 1348
BICH T 2IBMAEIZEND FICHT 2HEEERRI T 20D LFEH#E
18T, ABEMETIE. ENESRE L XEBXITENS TERMFLT M2
BIERALL & HW D,

INSDY—FT 4V THIE. BATFIELEWMEBEEEE L TVWTELL.,
PEGREDMORARD) v H—BELZN L THAENICEELTUWTEH LWL

T, INLOY—TT4 v JEIE. HOBELBEETRARINRETFE%Z
BMHIELEOERAVWT., BAFILEMEERTRICERINTULWTH LWL
o MBMFILEMEERFT ZOICIE, FIZIETY) Yy IV RISFEORFD RIS %
KATZIENTES,

BIEICV Yy IRIGEAVWDEBEIR. fIAE 9—5T1 Y TEINETS
RISRFEH. ROBAFILEMDETE—T T4V THIEERET B0
RISEFHIZ. WIThE7Y vy IRIGTRELRRTFHAEZECEETEIENT

T3,
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[0058]

[0059]

[0060]

ZDEDBMEFBEERT 2ERMFLEWERVD I EICL > T, EHER
LIS T 2R/EMERIZEBEMEET 29— T4 VVBEIEBRZILBEIEP
TLLTE, FY—TT1 v JHOENIAAICH T 2R/FEMEXISEEDE L+
DR L7OIREE T, EWEBALICH T 2 HEMISERLEEE T2 MEHMEZ v
EHEENRFBDIIENTED,

Y—TF74 VTEINRTF REEUHE, YBRTHRBEDOD FEHRE
MICHEE T 28IRRTF R BIRRTF R, BLCEIhSOEAEDE,
SUNRVE, iFBELLIEED IS TAV N EEL I ENTFELL,

ZOEOBEFEOHE LTIE, BRTZT7I/VBEENSKHEULTH
BRTFRTHNIEEL, FIZAET gG, I gA, I gM, | gDERUI g
EQDVS2%&BT2HE (FEJ/O0TYY) . FabI730XY M F (a
b’ ) 27374V NEOIKIE. RTFRFFIT—DEIFLND, £
oo SDEDIBRI—GT AV THEENT DT I/ BIEIRADEDTH>T
HEL, ERINEEDTH>TH L,

FRTFREECLRBETFHOD FEIIFICREI ML,

=T 4 v TEICAVWOLNEZRBERTF NE, RERAMDAE. HIX
(. BEERE. BHEERE BEIRTF RERE. BETHEMZE. 7
7—VTARTLAE RUCERES!) 70537, RaPID (Ra
ndom non—standard Peptide I|Integrat
ed Discovery) FHEOFERIIIYERT DI ENTES, &
RTZFROERICHZ>TIE, BEILISLT. AWSNh37 I /EEOERE
DFREEITo>TH LW,

=TT 4 VT NREEECEFEATHIHE. SHEFHRIIFED
DTERENIEET D7V FEVAXKEE. s i RNA, mi RNA, &
TrIT—, TAABEB. c PGA ) IR RTFRBBESOCRFET
HBIEDTFELWY, T, TOLIBRY—T T4V THZERT 2KEIE
BEid, THF2)REEY) REBLEORADEDTH>TE L. K
INEEDTH>THLL,
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[0061]

[0062]

[0063]

[0064]

[0065]

AREBICAVWLNEZ LROBBEZECRTFHIE. RXLAMOAETHIE
TEHIENTED, FIZEREET T4 —DHEIE. 9VINVEREDRETE
DOEMNMEICHENICHEE T 287 79 —%SELEXAZ (Syste
matic Evolution of Ligands by Expo
nential Enrichment) #WTEETDHIENTES,

AEBICAVWOND Y =T 1 v TRIEERT 5 OORIGEFHEZEE
BAFEEME LT, 7Yy VRISATELARTFHAEZSCEDOEAVZBE.
2V VRISTRERRFEIK. 7Y v IRINICERTE 2 2RORRICHKE
TEH2EDEEERWVWDIENTES,

ABEMEZICHTZ TRIGRFEI &iE. —FOtaMettEolbeads %
BEIEIBRORIGHEZEE LZEFRBEEIET, COLIBRISRTFHEE
LT BIAE2 )y I RIGABERBETFELNESF SN EH. ChICRLNR
(A

RETEOEEEEZHZERNS, RIGRFHELTOI Y v I RIGATRE
RETHIZ. ESEMEZ) -0V )y IRISICEWS ZENTEZRTHT
HBZEPTFFELL, BRI, FILFDIUEBLLETYRE, X1, 2
v 4, B=FThRrIUVELKRBTNITZNEFZFOYIVELLRY T/ 74
IWEIF LN 3,

I)yIRBIE. FILFVETY REOHEAEDE. XIE1, 2, 4, 5
—FRSVVETIITVEDIIVEII ) 74N EDHIPEDLEICEL ST
EL2RIGTHD, COLIBRFHADOHEAEDLEILLZ VY v IRBDE
HwHlE LT, EaRT VBRI, 5 WEEEFERFLET 1 —ILAT
W —RBEIEISF SN D,

HBAWICIE., PLEFVETYREOHAEDETOV ) v IRIGICEY &
R 2EEBEX N TV —LEREELHDTHY., IV EPIT /T4
WEDHEAEDLEELTT, 2, 4, 5—FKrSTIVETILTYEDHAE
HDETOI )y IRBICEYERT 2LFBEREY YO UEREST, L
D> T =T T4VJFEERT2ODORIGERTFRICEFEFNES V)
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v I RIGHEERRFEAE LT, ZPILFUXET7Y REECRFETHNIE,
Ty IRBICEY M) TV —ILBREMKRARETH D, . 99— 74
VIREBETHEODORIGREFRICEENFT 27 ) v IV RIGAHRERRTH
ELT, YIURIEY I/ 740 THB1, 2, 4, 5-FrSIURIRT
W o EgURFENEFEANE. 2V v IRIBICEIYE ) I VERER
RETBETH B,

[0066]1 Vv /RBATELARTFHEOEAFFIE LT, UTFORXICTRT LI, 7
WFrvELTIORYIYLYI)OFIFy (DBCO) 220 REFHE (X (5
a)) . PYRELTT7YREEZSUCRFE (X (5b) ) . 1, 2, 4,
E—FrSYVESUCEFE (R (5c¢c) ) . XE7ILHr>vELTt ran
s—=>o0x4057v (TCO) #8CFEFHE (X (5d) ) BHEIFLNh 3B,

[0067] [1k6]

R
/1
N
@
Dibenzylcyclooctyne Azide
[0068] [1b7]
Ry

R
{5¢) N)\ 5
he

Ry trans-cyclooctene

z—2Z2

1,2,4,5-tetrazine

[0069] =X (5 a) #. R & EAEFLEEMXIEI—TT1 v I7REECRFEE
DEEELETRT

X (5b) B RLE BUFEEMIZS—TT1 v I7HEZ2CRFEE
DEEELETRT,

X (5¢c) . R:RUR,DIE—APERMFLEEVIXEY—TT1V 7T
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[0070]

[0071]

[0072]

FlegaURTFHEORBEWMAERL, MADNKRRF. A FIE 7=
BEXIFEYIEETRT,

A (56d) . Rsld, BUFLEMIZS—TT1 v I7HEzaCRFEE
DA ZRT,

)y I RBTELRRFEZRUFIEEMICEAT BIHFBEICIE. mlRSh
TWBELZDOAREAVTEATZ I ENTED, BAENICIE. Vv IR
BAREREREFHE LT, ¥Ry oaFsFY (DBCO) #BUETF
M#%&8AYT %3541, FxE. DBCO-C6-Acid, DBCO-Amine, DBCO-Maleimide
. DBCO-PEG acid, DBCO-PEG-NHS ester, DBCO-PEG-Alcohol, DBCO-PEG-amine
. DBCO-PEG-NH-Boc, Carboxyrhodamine-PEG-DBCO, Sulforhodamine-PEG-DBCO
. TAMRA-PEG-DBCO, DBCO-PEG-Biotin, DBCO-PEG-DBCO, DBCO-PEG-Maleimide
. TCO-PEG-DBCO, DBCO-mPEG/2 &M DBCOHEAZB WD I ENTE B,

AERICAVWOSNZIFEREMFIEENE LT, FIZIEUTORX (1 —a
) ~ (1 —e) KRIIBEEZRETDIDERVDLIENTEDN. IhbHIC
ROV, WIThOBEEETRUTFEEMTH>TH, EHRORE
HaEmEEWIHREZTDICEIND, UTOZRAFP. PRRIERFHZS
CRFE. FBY—FTT1 v 7FZaCRTFHERT, BEHEEORENR
mMEzMZEERHMS. £ (1—-b) . (1—-d) XE (1 —e) TRHRE
h3BEERTDEMFILEDNLYFILIAVLND,
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[0074] =X (1) IZBWVWT. V) v I RIBATRGRFHAZSCRMAFELEMEZRVL
3156, BT EEMEI Yy VRBAELRTEEF. UTOX (P) £
RTYVA—BEICL > THEENICKAELTWAZ EHFE LWL, LB
FIFLYJ)aA—-ILEROEBETHY. X (P) AL nidk, FELCIE2

1 OUTFOER, BICFELE2UESUTOERTH S,
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[0075] [1E10]
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o

[0076] Vv IRBEHRGRERFEEZESCRAFIEEMIE. AFRBOBRI’EI L
BRYICEVT, TOBEBEIFFICREINAWD, UTICRTEEEET S
ENREICITFFE LWL, T4abb, BAFEEMIE. UFIRIDO3IA-D
BCO, DOTA—DBCO, DO3A—PEG4—DBCORUDO4A

—PEG7-T z,
ZEDEICFT LW,
[0077] [1E11]

DO3A-DBCO

DOTAGA-DBCODY bM< &t—TEEET S

DOTA-DBCO

TmT

s
O Ni/\u)ok/\o/\/o\/\o/\/o\/\NL )\

O

DO3A-PEG4-DBCO

DO4A-PEG7-Tz

T

%/\of\/wr@\/t D

LA
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[0078] [1£12]

HO\EOﬁOj,OH
[ w iAA /\)OLN 9 X)
WL% 07 oH Y 4

DOTAGA-DBCO

[0079] RWEREFEELTY )y IRBARLEFHZEOERMUFLEMERWE
ma. BIAIE., EROFETHRIMEZ r 1 V= ZEMAFLEYICERMALI
. TDE. BHEMZ r A F DR L ERUFEEMDETZ7 ) v I RL
AEBRERFEE. ¥y—TT4 VJFICHBFZ )y IRBABERRFRHE %
PV IRIGETRIGIE T, BMAMZ rBFEEEET DI ENTE S,

ZDBE. =TT 1V J7EIE BAETEEMIEIIRBRETHASSE
MICHAT 27 vy I RIGAEARFEICEBHINTWSLEaMEAVS C
ENTE D,

H—TF4 Vv TEEEBHTZ V) v IRIBARARTFEE LTE LR
DERKRDEDEAWVNDIENTES, TOLDBEEMERAVWD I ET,
BRERALICH T 2R EM X EAM 2R BREMEZ r BEERERETE 2,

[0080] LMD TRERTEMRLLBAMEZ rEAFIE. RBGRPISAR L /IRET
BHET %, 2FY. BMEMZ r ##EIEKERE LTEZ &N TE S, KEY
MZ rERESTKERIE. CThEZOFEETHWVWTHLL, HBIWVWIE 5
BT AW — AVTLUI7 48— BAORERERELLEDS L, ¥
AY bS5 74—FEZRVWTRELTELL,

[0081] MEHMEZ réEEABONIEBOTREE L TE. BIAIK. KEHEZ ribixs
BMRD E T 2RAURFNEBZ-HDOEAETRIBF SN D, AT
B3, BE. /T UVBEER. ) VEBRER RUBBRERETO p HRADH
cRYVIR=MNEOEALE, REFIE L BB LERIG E QBRI
RERMLEY., KOEBREBREDERBTHERL THRINERELZTFEL
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[0082]

[0083]

[0084]

[0085]

YTBIEICELYTITENTES, Fh, BAELIRE LT, RN
FIORMBDWNERERBZToLB AVTLUY T4 LY —FETRESB
ZiTo TERFIE LTRHRETZIREZZATVTHE L,

EEBR (2) IZBVWT. RRy,CEBBMIND Z2BHREL LT, AlAENNOY
VEF. ANXEAEMOTIIVFILE e RAFIE PILTERE AL
REVE FUIE FI/E ZhOE IXFLE AVYFFITER—
hNE, FAFVE YT7/E FIRE AIRE VUBE Tz E
CRUYUNNE EVVIIEENREITLONDS, ThHoDOEBREIR. —EN B
TEBRLTWTHLLK, INHLDBHREN _BULEHEAEDINTEBRLT
WTH KLY,

E bl

IR, ERfICEYARRBEZRICFHBICHRAT 5, LHLANSEARBAD
BRI, DD BEBHICHEIRI RV, UTOERFIZTRTAKEICTE
ML, R1A, [—] TRIMEIIEBETHZ I EETRT,

[RMEHI 1 ROLLEFI 1]

BHEMZ reReE LTRZ r 2BV, ELEMFEEHMELT. DOTA
(E&ERX (1) B, Ry. Riw RyRUR ML TTI-CH,COOH| &ET&
Y, R PKRERFTHS, ) AW,

LFEREBAUFEEMEENBKICARIE T, LERUFLEEHNZ 1 0mm
ol /LEUCKAREZRAML .

BN FILEMKBRET. bulLe, MEHEZ riRELTE¥Zr1 4V EER
A A : 0. 1mo | /LIEMKZAR. BIEERE : 3. 4GBag./m
L. tbMsgRE: 11, 4MBqg . /nmo |) 225 ul &, BEFSEKE
"ELTO. 13mo | /LEER—BFEEF M) VL8EE (pH: 5. 5) %
12, buLszaRinass (A4 T7IL) HTERENRE LT,

A1 T RNFE LT Y FIVEE (LER (2b) ) &FHAK
WA L72300mmo | /LKBAKE, UTORTILRTRKBEERS
EOIICEITHRML =0
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[0086]

[0087]

[0088]

(g1 TR, FUFIUVEEERMLAN D L,

ZDEDICLT, UTFORTICRTBRERERPp HERT 2 RIERE %
NEThBERELZ, ThHDORIGEIEFVWTNEBRBENIESEOEDTH S

ZLT. BRIGERO p HE MR L/IREET, MBEE% 7 0°C. MEEEE
Z1REE LTRBBREMBL T, BEMUEZ r ZBELEME LTORZ r 8K
EEUBEREST,

BoONLPZ r EEARDIB2uL5EEI/OT RIS 74— (Ag i |
entf#B BE: i TLC-SG. BFEBE : K/ 7Er=ZbUJL (1 :
1)) #AWT. EEE#H%Z10cm& LTRRALE,

BEAZRDEE/O N SL%ETLCHETEE (GITA Star) il
EALT, ¥Z rEERBARFORRIGDPZ r #ETLELYZ r BSBEHAT V M R
VN7 rSBEOREBEN DY FE TR TRRE LR, TLT, 297 r REIEE
OV MIRHTREZ r (KOREEED D Y FOBDKREEHER (%) & LTE
H Uk, BEEE, BHERSOETEEVWERTHOTHY, BHENSL
IZFE. BEMETIRHMEZ r ZBRIEEMAECERLTH Y., BERIEHFR
FICEITLTWAZEERBKT %, BmRELUTORTICRT,
(MR 2 RO L&A 2]

AEBBITIR. BAFLEMELT. p—SCN—Bn—DOTAIZ,
KRTFRELTTA4HLIY (FE:1265Da) 28EICL>THE
EIHLBEMATFIEEMERWLZ, ZOBMAFEEMIE. £EX (1—Db) I
BEINDIHETHZ, COBRNFILEYMOEEBEDHFHEEZUTOR (E
1) IR,

EEFI2 TIE RNFIE LTS Y F OV (EER (2b) ) ZEHBK
ICBEEL7Z300mmo | /LKBEKR%Z, UTORTNICRTREBEELS
LOICHEITHRML 7=,

eI 2 Tk, FUFIUBERMNLGN >,

ZDEDICLT. UTOXRTIKRTEERERPp HEERT 2 RINKRE Z
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[0089]

[0090]

[0091]

NEhAR L, EHE62 RUCLLEF 2 ORBEIEWTNhE, BEBRES L
TDMS O%ABRIKEES OFBWSLHDTH >,

CNLAEERGI EEBROAETER. FHELAL, BREUTORTIC
=Y,

[RMEHIS ~7 RULLEHI3 ~4 ]

AEREH T, BEFLEHELT. p—SCN-Bn—-DOTAIl, &
KRFFRELTHYIRTALY (9FE:1619Da) 28EICELST
eIt LEMNFEtEMERWL, ORMAFIEEWIE. £iExX (1 —-Db)
ILBEINIMETHD, COBEMFIEEMOEEEEDFBEUTOR (
E2) IERT,

RHEFI3~7 Tk, RNFELTTYYFUUEE (LR (2b) ) #F5
AKICEELZ300mmo | /LKEBKRE., UTORT IR RIGEFER
BBEERDLDICEITHML -,

tEgBI3~4TiEWThE, FUFIVBERNMLAD S,

ZOEIICLT, UTORTICRIBERERFTo HEETZ2RIGKEE
NEhAR L, EHEFIS~7 RULEHIS~4DRERIEVThE, B
BEE LTDMS O RIKRES OFBRELHDTH o7,

CNAMEERE 1 ERBOFETER. ML/, BREUTORTIC
=Y,

[Z=MEHI8 ]

RISBREDT >V FIVBOREZUTORIICRTRESAZLDIC. B
DDMS O RIKRES OFBWEL & D ICHAE L UM, EHEH1 &F
BRODFETERE. ML, BRERTIIRT,

(=519 ]

AFlE LTHY FIER (EER (2a) ) ZBVW. RIBGERFOH ) FIL
BOREAUTORIICRTRELRD LI, BEDDMS O%RIKRED
OFERET & 5 ICHAR LAZLAE, EHEFI 1 EERROAETERME. T L
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AmEleLToNATIB (EER (2¢) ) AV, REBERFOTO
AT VBOREZUTORTICRTREERSLDIC, EDDMSO0%&
RREDL ORBEREU LD ICRRE LZLNE. ERF1 &ERKROBEETERE
MBI L2, BERERTICRT,
[0093] [=fEHIT 1]
B FIEaMELTCDOTAGA—-DBCO (k&R (X)) 2BV, O
156mo | /LEFEE—BEER S M) D LHEE (pH: 5. 5) ILAMEIE
T, BAFEEMEO. 3mmo | /LEGEREAFERL /-,
FROBMFIEEMAKRE 128, QuLE, BEMHZ riRELT3°Z r
AFVEBEDRR CAE: 0. 1Tmo | /LIERMKER. HMETASEE: 8. O
GBqg,/mL., tbiisdke: 25. 4MBg./nmo|l) #85. QulL&%
RnE2E (HSZRNNM4T7I) ATERETNES L
EfEFI1 1 TR, RIMFIELTHY VY FYUEEEO. 156mo |/ LEEER
—EER S M) U LKEE (pH: 5. 5) (B LAZ150mmo | /LAK
ZLUTORTICRTREIRE SRS LD ICEISHML =,
IhRAE, RS EAEOAETERE. ML, BRERTICRT
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[1613]

(E1) DOTA-Physalemine
Q
b g g P
OH
t\ﬂ/ )ﬁrN P

o ﬁii? %ﬁr”’i’q

Chemical Formula: CgaH+17N1g024S5

?’OH Exact Mass: 1815 80
N/\( Molecular Weight: 1817.07
[ OH
HO
HO™Y,
(E2) DOTA-Daptomycin
P
H H N/H P
<N\ﬁA§ o M 0. -OH
3\ |
Sz M °© OH
Ol w9 ﬂHiO Ho o
A AN A AN A DN o LN
CH,CH.),™ N \g/ Ho i HH J:O
07 N7 ~~TN TN
NH, N TON T TO B P
0 O “ho+ © i
D OH
l o
HN
s={

Chemical Formula: CogH 134Ny O34 S
Exact Mass: 2170.92 o
Molecular Weight; 2172.31 OH
/\(o

C
Ir
O\\
Vand

[0095]
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[0096]

[0097]

[0098]

DEDEBY, REDEEEET 2RNFLECRBRENBREI 2
EReFIORESREIE. LEROIOEEREL LR L T, RIGHABIEOKRSESE
PEVWRETERIROGHIRFICETL, Zr44F2EDOTAXKIDOT
AFEFXESTCEMFEEMEDORBICEVWT. BWEHBREZERNTEDZ
EDHIB, Fh. RGO p HEFEABMEBRSOEHE S L TSI &
EEERGORERZEIZ. BWVEBRLENTEZ LB, FHIT. KIK
BHRORMBIOEEEEE LALEREFI6~101d. Z r DE#KREFEILH
HBIENTES,

BB, RIERLTWARWA, 25CTHO0. 78mo | /LEEE—ErfES
MO LRBER (pH5. 5) RICHYFYVERIE900mmo | /L DR
EETHREL, pHIE3. 59Tho%, T/, BEERPICHY Y FILERIZ
500mmo | /LOREFTEML, pHIZ4., 36THo%, . B
BERPIC7OMNAT/BIZ400mmo | /LOEEZTAEL., pHIZ
4., 77 THo1

LT, IhHooRERERIDERE LTHWEEXIC, BB/ 7O NS
T4—ICLYRELAEEZICHITBDOTAICHT ZEH#EALS 0%ULT
HDIEHAFEPERIERL TWD, T BERMFICAWSZ &ICE
T, RIGERD p HDRBERMBIOMEEDRNE = —EDIRETIT> 2 &
NTE, BHOEREEXRAMLTEZ2RTHENTH S,

M E. AEBICELNIE, BEMEINLI=Z964FVEDOTAXXKDOT
AFBREZEVCRMTFIELEMEDORBICEVNT, BWEHXREENTE2H
EHENRIIND,
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[E5KIR1]

Aok DEIH

i CaL e Vi by AR O VRN

TERX (1) TRINDEBEAFEEYME.
ERIGERPTRIGIE T, REED I D=0 LBEERKRIEZT
XN

AIEERISR & LT,

RIS L D20 A & Y ORSEEE N RGFEBRICE VT 6
OMBagllETHY. D,
BIEEEMIFEE®W 1 nmo | HY., RIS VI =D L4 A
Y DRETREER N RIGFBRIEICEWTEMB ol ETHDED % AL,
TR (2) TRINZIANMFIXIEEDEBDEFET CRIRBIEETT
D BEMHMIIL A=Y LEEDORERE,
[1b1]

R15

Rire / :\ _Rua
Ris

N N
C ) e
RQ/N\_/N\

(X (1) A, Ry. RpRURuiE, ThETNMIIL T, — (CH,
) oCOOH, — (CH,) ,CsHsN, — (CH;,) ,POsH,. X
l&d— (CH;,;) ,CONH LR BETHY. RXIER :D—FH
KERERF., — (CH,) ,COOH, — (CH;) ,CsH:sN, — (C
H,) ,POsH,., — (CH,) ,CONH,, Xi{&. — (CHCOOH
) (CH,;) ,COOHMLRBZETHY., thAN, — (CH,) ,C
OOH, — (CH3;) ,CsHsN, — (CH,) ,PO;H,. ELLIZ
. — (CH,) ,CONH, hLARZETHEN, gy —FF4v Y
FEERTIEOORIGRFEE LY =T 1 v THIEER LT
WHRETHY., pRENTNRILTOULSUTOEHTHS, )
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[1E2]

Ros Ra1

Raa

(& (2) A, Ryld, —COOH, —CH,COOH, —CH,0OH
. —COORyz —CONH,XIE—CONHRETHY., Rp~RuD
2B 1 DOUEIDUTOEIEFIE ROFVETHY BOTNUADEIE
KFEERFTHY. Ryld, EMXUIEBHOTIFIL. BERIIEE
BOT7) =, BEREXIZEEBLOTILFILT)—ILTH2, )

[E5Kk182] RIECRSNRD p H A BRI SEI CTdh 2 IRRETRIGE L2217 . KA
1 ICEEEOBELEF I,
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75, BRE2ICBROBERZE,
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[E5°KIE6] gIEEx (2) A, RyA—COOHTHY., RuERURxzHMHEBICE

FOFSETHYEBDRu RaRUVRiIWTNEKRRFTHBH0
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