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1. — PR E R4 R 4 % (PEG) 1b S AL RE G K TR I 792, BT v 4

B R N B RPEGAY. 5 2R 1 (PPSMD 12D 38, Horb BT iR PPSM I BR B0 4544 B A 1E A8 B BE
T A ek Ao S A0 4 N B 0 K B0k () PEGE 2 8] A — S Ak R8T b, O HL AL Bk 7 v e s A
FH/K P S A

2 WREAUR B SR 1 FTIR I 532, T Bl 40 K FORE A& PEG AL I A% B - 5 S A4l oK
IR o

3 MRIEBCRIEE R BT IR (1) 751, Forp BT iR 4K BURL 2 /N T-10 nmfJPEGH I AZ B A% - 76—
AAREG R ITR o

4 AR BRE R LT IR 1 7, FALHE AR Bl 9ok Bk L i 125 MR BB A R B
e A A X 22 1 PPSMT 25 B8 Ji5 I PEGAK, — S8 A0 ik 9 K R 3t 4 T R e A b AT IE 22 3 B REAL .

5. MR HEBCR R 1BTIR 0 7732 , HALFEAE BT IR 4 K B0k 2 i b 2P B 0 AN [R) B RE D
PR 22 I PPSMT 25 B8 J5 [P PEGA. — S8 A0 A P R U it 4 7 A e A b T 1 28 b B REAL

6. MR AR BRI B R 1 AT IR 1) 772, FAFEE TR 9K ROkt e i _E 3 45 Fh 2R AL AN A
B A ECAAR X £ PPSMI 5 8 Ji5 (I PEGAY, — S AL R R A SR 1R 47 RSB Ak AN 1 A2 L g AL

T R RCREL R A -6 -P AT — WA IR (1) 7732, o BT B REEC AR B B B A s
S« e IR I 2 (NHSTR S | 5 SRk WP e Bk L o dit L B W R FDBCO 2

8. MR AR B SR 1B iR i 5325, Ferb B 1 10%8 5 i A 1k AE R IR 75 2 46, B i ok 1
A TRAS & BB P

9 MR HEAUFINZLR LT IR (1) 53, Fer B 7K P s LAY AN 25 5%k B o ) 2

10 FRAE BRI EL SR LTI B 77325, FoA 48K /K 1 I B IR A 47 (%) pHR 7% 28 i 75 (B B0 BT 75 Y
LA

11 AR ZE SR TOFTIR I 77725, Ho A U715 Frid /K 1 I V4542 () pH L F38 S ANt o

12 AR ZE R TLFTIR I 732, Hodb prid e S A e

13 ARFEAUREE R LT (1) 77325, Forp BT iR 9K BR800 3 T oA () — Pl 2 Fhaé 6
Ly S

14 ARHEAUR)E SR 1k (0 75 3 , Horb i Ko PPSMI 45 B8 (1) 77 V25 % A 78 40 K ki PEG AL, A4l
B2 (8]
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B REIL R TR H & AfE 73 0&

[0001]  AHOCHIIEHIAZ X 51 H

[0002]  ACHREER20174E5 H19H 2521 3 E I I B i 562/508, 703 AR Sa il , H A JF
WA TS 5 FHFE AN,

[0003] G T-BRF % A 5% 1Y) 75 B

[0004] AUk B 2 A 3 [ [ 57 P AR B 9 B 452 1 I35 9 CA 19908 LI U SCHF T S8 i o
BN AR 2% 5 B (1) SR L BUR) o

& BHUEL
[0005] R JF AR B35 R AR HE RE AL R AR RIURL K L il o R FH 74 o B B A b, AR 22
T I E RE AU — S AR RIS AR IR 2 40 KSR

BREAR

[0006] AR, “EALTEGK UKL (SNP) | T HBOK R M AR 5 1 A i i) A= A 2 4k
FEVEAERIIR YT /P2 W N 5 T BRI 51 77 o (B 5 K 22 BSNP BAT > 10nmff) )~

(00071 KT 12nmfR) UKL TE 5 AR A A5 BT B 5 I ELIG A AR — mi& o Al T AT A
S E /G, NI AE MK S G R, T H B n s T (Rl A 2RI 8 KT 10nm ) SNP
HAT 250/ S8R PEAE RN & AN k) « BLAR DN 29 8nm ) RIUKL RE 7E /AR P9 45 B 211K, 10- 11nm
IZ33-5K , A TR KT 12nm, WA HTE R BB RS AR T 2218 .

[0008]  H |l , /NI WL K FURL AT D F e AE V2 W iR 7 (14 40 K 24 ) 1E TG 52 38 5 o
THAZHREVEMZ RN, FELE A HLK 259 2 22 b AL T 259058 B se 4 77 JeHL gl
KBURLE K VIR F i e s ZAEAL, IR Al RE AT — 8035, i s L 55 55 HL [l A7 1 P
Rk AR ALR 1 #3258 A A 5% o g oK UL AN S 560 2 2 e bt e A 8 s PR 5 282 50 AR VF 22 EE K
FHAFNE RN L 1 B RS o 5 B (R AR R 2 R A7 1 A o3 A S FLI [R) 3 A (£54030 %, PO i

T 10nmig R, B Fo VF SEEUA R0 B TR BR o A3 H b A B Corne 11 /i B AT FR AC KT
) RE<10nm) 38 2 BRI (PEGAR) %6 H% - 58 — S AL REGNR KL (SNP) k45 1 S [ &
it 24 it B BEJR) (FDA) HOHHEAE , BE A DU AT 7 A8 24 (IND) 15 O T A ARl Rl B AR TR
TR B I AR I8 45 R AR A TSI A 2, (HR X T AR SF /N T 10nm ) 226 A L -
TEMUAALSNPAA , AT5IRAF AL — 5B RS T PR VAR 9

[0009] & 56, B AT LART 5 T-C i BYSNP & B IR 25 0 R IB47 24 IR 1K) Stober J5 %, IXAN T iEHs
12 A 7)o ORI Xk 38 2 W 2 Bl P N2 Y A R )RR S DR KA D S LA Jo o XK
K TaTAG B BT T TURE » D45 R R 0 AT KR IR UARE 1 2 7 9 HLAE B R AR 2%
o BUAL, BAR Stober J7 A2 HI T AR BAR AT GK BROK 20T SNP , {H 2 T8
S N 51y g 2 SR 1], 10nm Az AR BPREAR AL T 1% 45 BT 12308 RO Il B AR BR

[0010] Ly, FHPEGH A 7 o — S MR AR 2K 11 AT e bE BUBR T, A N FEPEGAL B i R R 3R
T P T P 453 2% T R 2 S ORI 3R 4R B 2 /D 7 R AR 1) A o Xk B8 /N DKL, o B0k R T
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HE )0 S A R 5 g B S, R A PR ] ™ SR 8 B0 S A RS 428 il

[0011] 25 =, i F7Em T IS0 A pH 2- 30 A Ab iR THI fur L rL , R B AE — SR AU RE A2
DG B ) e S IR T iy B eR R T B e o 65 1O A DL 2 e ek L A0 3F - SNP
Y RCRARAR o IR T AR AL S b BUAR N FH B 5 LA 214 (NTR) 3 Gk ke il G Fan k.
NIRFUEL B A BRI B ik b 714 &, B2V T /K@% 75 AR AN R 2 N5 U B B e
(I InBR IR ) o 1% L8 Gute} i) A0 3 R AR — A i), B BT — ARORCAS 9 $200- $300/ 2
50, 3T HAERTAG-& B X 18 A8 AR R b - erh 85 kAT B35 1 2 B DR AR

[0012]  fJ5 , % F T/ F 10nmi 5 HSNPRIAZ - 5ESNP, i AL REAT , iB 80 Hioi i 34
LA TR S i, 7 BRI B RE 8 S ECH ML YR A S B S s NI H &),
PR D WA ) T v 5 A e 2 B A1 3 S A o e} 5 O 7 B 4 I EL PR A R AR L AR
IS INFAIAT AR B bE eSS (aluminum alkoxides) 1) A AMEELL G 04 i & NI GGER , KA BT
O R 2 be R I e A A 1) — AR (R B AL 20 3, 9 HARAGER R R HE BV 70D, TR AL
AN AR V5 B KR (high-volume) T .

[0013] X LR HMER B, EHEH I FT R AR 6% - 7eSNP (C ) & BT %, EME RGEHIT K
MK FEET77%, BLP AR CLOnmi A AL - TE LA AL A AL - WL A Ak s BT Bk g RO 42
il 56 B AR 25 P R S P P R AR

[0014] % BHMEAR

[0015]  ARATFIRAE 7KL (B4, B2 5% - ST ANARBURL) o A JT i it 1 i £ A
FIT ik g K UKL ) 772

[0016]  FE—ANTJ7 I, AN IR T —Fhifl & B e AL PR TURL (191 2, B /N B e AL A oK R
Rr) 17545 o i ad T 5k T A 8 i 3 N B AHPEGAL J5 2 1 (PPSMI) F J7 3% , 491 T A SC P ik 1)
(PPSMI) J77%.

[0017] BTk 792 LA2E 15nm (40, 22 10nm) FI 49K Bk (9 4, B A 6 an e 4 B i R
) 5 e 2 AL Dl SN R A B R A AT AAR ) s S DN R S 3 44 K R AT
P2 ROF /N 10nm (140, R~F 92289 99nm) 1 #E /N GRKRIORE , HAL & 2 AN & 1% (PEG)
FE[A], b i — S m A AT DL — Pl 2 M BE (21 BRBE 08 S NI e RE 141 A 2 BT 3R AT RE
1k, Frid B RE 5 BT g K ks (3L T gFR N PEGAK 1) 4K JBURL) ) 26 T 34/ 45 & . it ) 1 B
1R LA — P a2 P i R 5L [T R 9 oK FORE 5 5 6 T 1T AR s S 5 B e 7 1k 6 A 5 i ik 4
K URL ) 2 T AN 45 5, Ik B #e BT AT AR e 5 S Ltk e [ S N, AT 7P AR BT — i 2 i
5O RIORL ) 2 T 0 25 5 B B R 1] ) K R

[0018]  FE—ANJy T, AN A TR B 7 ALE A A T B ik 9K BORE 0 2 50 - BT ik 4 & ) wT LA
AL — M RS (5, HATANIR] - 38 RO A/ 85— b e 22 M AS ] 1) 4 BSORFAE) o BT
HEY T LLELE B B R K R0RL , BTl B B A6 Y oK Rioks B A7 67 T-NPR I L (B4, 5NP
RN 456 B1ZESFD (B, 1,23, 48550 SR A F B fE B ik

[0019]  FE—ADJTTH, AN ITHEBE T A I Bk G oK RIORE AN 5 0 ) FH 388 o P ik 49 oK i
Frifs s FU O AR (B RE 1) wT LLELFE S Witk A0/ 806 77 Pl (91 an 2 49) o B, 9Kk 50 6
B FTIR R RRL ) 205 W) F T ad ik (B, ¥8 7 532 T/ SURUR 7

[0020]  ff ] fajik

[0021] Sy 1 BE A it FRARAS A TF (AR AT E I, B4 S5 A I R 22 DL AR

4



CN 111182891 B W OB P 3/39 T

[0022] K1E/R TC HERRGN REE RC SEamARE I 7 i AN BIHPEGIL
Ja 221 (PPSMI) 1477325 o AT LI DA N AR — 77 sUSE I H 534 B e FCAR X C s g AT R 1B
iz (i) TEPEGAL 25 B H K AN ] 1) S U BT BEPRG- Rk ke JL 4 & , BE J5 FEPEGAL 5 ¥ B RE e A 3L A7y
Bt & T BT ik 7 XUCE REPEG_L , B (11) 7EPEGHL G 2D B (PPSMT) H K B B e 4] (B, fi
BUAREE) AT b A 3 N PEGHE 2 18] Al — Uk iR it b o A8 R 4R o R AN S N A5 B i
RIS X TAFERIZ E/EC s, RSB E R AR T B 75 =K o F 2 € S 28 H (1
RUER F T SH- 259 - ¢ (RGDyC) -PEG-C s e 4 DFO- 254 - ¢ (RGDyC) -PEG-C’ st (1) i 5 -
I N G T ED oA EAMIEAEER T HERRC S0 7R, Ha R mblkiE Rl
TR o IX AR A AL HE 8 T A AR N I IINTRZE Y Cy 5 4L B & HE 2, il i R e ¢
(RGDyC) KR A f2 41 A , 5 — LEPEGHER 25 (1) /N B VR IT REFVZG YY) , 8 iR e DFO & 71147
CHPEE A R ARIC , PA S L 55 R B4 TR TCYL R I 5 3E 4T pHE RS , )5 W5 & AEPEGHE
ZNBVHEAT o F R S BB SRR 1 20 0l R LD R R B R S R A%
R EE, WA BN T

[0023] K2 R T &F—NPjc (RGDyC) IEEE Tt =i c (RGDyC) -PEG-Cy5.5-C si. (AZC) fif
FAFRUEC S T % (A) & EUR) , B AE c (RGDYC) -PEG-TE ke FETHE i 464 T (B) & i , B
fEc (RGDyC) -PEG - fif: e AV AL AL B ¥R BE TR B FH = 9 26 2F 1 (C) A il ¢ (RGDyC) -PEG-
Cy5.5-C HAIGPCHEMLIE . (DAIE) 4lifk.fc (RGDyC) -PEG-Cy5.5-C’ A HIGPCHEML I (D) AIFCS
2k (B) , FriR4ifb i c (RGDyC) -PEG-Cy5.5-C S P& 458/ ¢ (RGDyC) ik /Hiki . (F)
FE MNP EA AN [F] 25 & 1) cRGDY L A& ) ¢ (RGDyC) -PEG-Cy5.5-C sHIUV-visIR OB EL 4%,
FEFINPIY cRGDY BCAR S S T4 H

[0024]  EI3E R T AAEPEGHLE R (F0) Bl f5 () HIAEE T fefbic (RGDyC) -PEG-C £
IZRALE « (ANIB) 7EPUA2GPCAAL 2 1T (A) A2 J& (B) ¢ (RGDyC) -PEG-NH,-Cy5-C s HIGPCHEML
B, Hok E B A FEPEGAL B BR rh i#k 4T o (O) 4lifk ) ¢ (RGDyC) -PEG-NH,-Cy5-C s FIFCSHH K
LG . (D) 7fEPEGIL T FE R B A (40 6) AIARA (BB E) feE Be1bfc (RGDyC) -PEG-Cy5-
C RMUV-vis it . (EFIF) FE4E4L A (B) M2 J5 (F) NH,-cRGDY-PEG-Cy5-C £if{IGPC
Pelbi B, Ho iz B BeACAEPEGAL 2 SR HEAT o (G) ZEALINH, - cRGDY -PEG-Cy5-C s FRIFCSHH G HE 22
FA . (H) fEPEGHAP IR 2 5 B A (L0 6) FIARA (B E) FE etk c (RGDyC) -PEG-Cyb-
C AUV -vis e e

[0025] W45 T PR R 7 25 884 770%F ¢ (RGDyC) -PEG-C sk AT (1) 25 T-PPSMI [ 1
BReAL . (AFIB) 4tk 2 1T (A) 12 J5 (B) DFO-c (RGDyC) -PEG-Cy5-C" A HIGPCHE L& , %) T Fir
IRDFO-c¢ (RGDyC) -PEG-Cy5-C s, il it i3 — B AE —BAENP-& B #5 Hh 4 DFO-NCSIE 42 T-PEG
4 J5 T A2 1 i B BE AL BINH, - cRGDY -PEG-Cy5-C si3K 5] ADFORC A4 . (C) 4l 4k iIDFO-c
(RGDyC) -PEG-Cy5-C" siIFCSAH IS i £& FN48LE o (D) 48 FH PR A AN [H] IR DFO - NCS R & & il 1 4
B EIDFO-c (RGDyC) -PEG-Cy5-C ffJUV-vis iy bb . (EFIF) R4tk 2 /T (B) M J5 (F)
DOTA-c (RGDyC) -PEG-Cy5-C siHIGPCHE il , % T BriDOTA - ¢ (RGDyC) -PEG-Cy5-C' £, it
BE— 25 7 — SN & G B2 DOTA - NCSI%E 8 T PEGAL J& AT 4= A 1% B B AL AONH,, -
(RGDyC) -PEG-Cy5-C sk 5| ADOTARCAA . (G) 2E4LI¥IDOTA-c (RGDyC) -PEG-Cy5-C #i[JFCSAH
K My £ AN A o () {56 FH 5 Fih AN [ FRODOTA -NCS R JE &5 B 484K i DOTA - ¢ (RGDyC) -PEG-Cy5-
C EHIUV-visIE e B % - DFO-NCSFIDOTA-NCSEE A 71 Ak 27 45 61 43 ) B o £ (A) A1 (E) 1)
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[0026] K55 R T IENPERTH b & A = FR A B AL DU B REC Ao (A) B widd B A
ANIZ BB I B REYERIC AR EL . (BAIC) 4iLIFITC-DFO-c (RGDYC) -PEG-C s HIGPCHE
it & (B) FIFCSAH K i 4 54005 (C) o (DAIE) 431 B4 500nm (D) A1650nm (E) Uk 9 K 1] 44k,
[JFITC-DFO-c (RGDyC) -PEG-C" s & S Y6l o (F) bt SRS vty 28 , 3 2o g e A A% SR O B i
5 (525nm) [ LAUEAE 2275 & 531 5 BE (660nm) , P pHAELAEEI 45 2. (A) W /R BUV-visPR o
T 2 EPBSZZ (M VR H X BT 78 I F TTCAS 5 AR, FH DA 55 PINPROFTTCH AR

[0027] K6~ 1 ENPER T & A VUM R B B REFCA I TLE #EC M. (AZ0) UE RERIFITC-
DFO-EFV-c (RGDyC) -PEG-Cy5-C i fIGPCHEMLIE (A) ,FCSAHIG I £k (B) AIUV-visytilh KAU&
(©) EFVZIRIfk 2 /7 (A) W o DFH) RAEBFIUV-visHeil (©) 2K HPEG-Cy5-C £ (D) «c
(RGDyC) (E) \EFV (F) \DFO () FAFITC (H) B 5THik - T ik Je B AR (deconvolution) i i FH
AN B S A ) — 2 AR v (B 12BZED, IR 15EANE170) LA UV-vis i (C) 3545 .
[0028] WE7HEIR T ZEAEC M Ak LL="&fEDF0-c (RGDyC) -PEG-Cy5-C s M,
PORLEE F G T 72 A

[0029] I8~ | AN [FEINTRZLWEL B e Ak i) 42 M) #eiE A ¢ (RGDyC) -PEG-C £ (AFHB) X1
HHCy5. 54 kP c RGDyC) -PEG-Cy5.5-C figitb 2 f/i (A) Fz J5 B) IGPCHEMLE . (C) 2lift
ffJc (RGDyC) -PEG-Cy5.5-C riFFCSHIK M 4 W& . (D) B FIA H A ¢ (RGDYyC) H AefLi
PEG-Cy5.5-C ffJUV-visMW e FEEL . (EAIF) XA Cy54e k¢ (RGDyC) -PEG-Cy5-C A3
[FINP2ifL 2 /i (B) flz J5 (F) IGPCHEMLIE - (G) i1k e (RGDyC) -PEG-Cy5-C s IFCSAH I Hh
& e . ) RAERAREECc RGDYC) B HEALHIPEG-Cy5-C siIUV-vi sl 6L 5. (TF1])
X AL CW800 44 &L ¢ (RGDyC) -PEG-CW800-C s FRINP4tiAL 2 i (1) M2 J5 (J) HIGPCHE it
Kl . (K) 4iifL 1) cRGDY -PEG-CW800-C mifJFCSHEIC I 48 L& . (L) BB RARE e RGDYyO) &
REALIIPEG-CW800-C s AUV -vi sHR G B L 55 o 7E K £9655nm (D) 657nm (H) A1795nm (L) b
AN S Ve 2 BH R D A 3 T A TR R B INTR G )

[0030]  [E9& N T X £ B eI c (RGDYC) -mal-PEG-Cy5-C s ZRAE , FTiRc (RGDyC) -mal-
PEG-Cy5-C" A i ZENPHIPEGAHL i F5 5] Amal-PEG- e i il 75 . (AFIB) FEZlAL 2 1l (A) Az
Ja (B) MIGPCYE ML o« B ARSI C i 2l 2 1l 3 R N GPCIE B HEAT 1, H 2 X T ¢ (RGDyC) -
mal-PEG-Cy5-C ri, & IL75E BT WUANGPCHE A A BeSRAF I 75 1 = 4 B2 (4 (B) W ) o
(C) 4tk ffic (RGDyC) -mal-PEG-Cy5-C siIAREKMEFCSHIZC T 28 K A o (D) 8 FANE] ffimal -
PEG- T etk B & ) 44K ¢ (RGDyC) -mal-PEG-Cy5-C siFUV-visWIOGIE R L #L . (D) H
) 3 P S 7S T A A S DR A R WAL, LB B ma ] - PEG - ik e oA B2 1 T e 1T T v, X AT LA A
TNPH SR BV e B [ 3 38 %

[0031]  E10&E R~ T X2 B ReM ¢ (RGDyC) -DBCO-PEG-Cy5-C 5 Flc (RGDyC) -DFO-PEG-Cy5-
C PR AE, fride (RGDyC) -DBCO-PEG-Cy5-C £ flc (RGDyC) -DFO-PEG-Cy5-C i@ i 7ENP
[FIPEGAL 1L #2 H 5] ADFO-#: 45t AIDBCO - PEG - it K5 il 45 - (AFIB) 7E4fifkc (RGDyC) -DBCO-PEG-
Cy5-C miZHI (A) 2 J5 (B) HIGPCHENLIE , Arifc (RGDyC) -DBCO-PEG-Cy5-C mi i@ it fEPEGAL
T2 H 4 DBCO-PEG-fE: bt K ¢ (RGDyC) -PEG-FeE e FIPEG- i bt 48 &1 & A5 2 - (O) 4ifbiric
(RGDyC) -DBCO-PEG-Cy5-C siHIARFMFCSHH I th 28 K34 - (D) fi AN [F] IDBCO - PEG - £ ¢
W JE A R 246 ¢ (RGDyC) -DBCO-PEG-Cy5-C KUV -vi sH S 61 i B 4 . (EFIF) ZE4lifL,

6
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¢ (RGDyC) -DFO-PEG-Cyb-C miZ i (E) M J5 (F) KIGPCHEMLE , frifc (RGDyC) -DFO-PEG-
Cy5-C st fEPEGAL I A2 H K DFO- T bt 5 ¢ (RGDyC) - PEG- el 5t AIPEG - ik e 3L 45 5 1T & B
33, () 4iftic (RGDyC) -DFO-PEG-Cy5-C si IR MEFCSHI R 28 K3 & o () 14 AN
[KIDFO - Tk S Tk 5 & B IR 464k 18T ¢ (RGDyC) -DFO-PEG-Cy5-C m KUV -vi sMRS G 1% 1) BE 552 o
DBCO- £ X2 FIDFO - PEG - i bt [ 46 5 25 44 43 nll 7~ 1 (A) 0 (B) HR A 4 ] o BB AR AT DL ik 3X Fh 7
A BB ¢ (RGDyC) -DBCO-PEG-Cy5-C fi e (RGDyC) -DFO-PEG-Cy5-C’ fi {Hi TF
B AR C AR ] B P RIS AR BRI AR 43 A, BT A3 NP IR H B S5 R 4 6 1k

[0032] W11 7n 1 i fd A Ao k34T 7 DFOE BE4L I ¢ (RGDYC) -PEG-Cy5-C R fFJUV-
visHR GRS L 852 o 2 (RGDyYC) -PEG-Cy5-C s 5DFO-FEkE 4% SR &0, SR B RELic
(RGDyC) -PEG-Cy5-C s AHEL , TSNP IS e v A S itk 22 57, 3R 1 AR IR R
AN, cRGDY IR A — ANMA S , HonT LB AEHL 5 DFO-NCS 2 M o ¢ (RGDyC) -PEG-Cy5-C fi 5
DFO-NCS2Z_[8] ] B S 7= 0 TR S 6 i 78 24 5nmit 3 H, 9% A 22 30 B AT A AR R SO AF , 2%
BHIX FIDFOZE & (1) % A = 2 0] 28 ANt (45 AR B ¢ (RGDyC) Kk 1 fF /i 3 [4] 5 DFO-NCSH
SSPEABR) X LS8 1 FANC S K IDFOR B BUIK T°0. 5. AHEL 2 1, 24 DFO-NCS 5 5
H PEGAY, J5 FH fic = - fik e 32 T AE i s B2 1) % B BEALNH,, - ¢ (RGDyC) -PEG-Cy5-C rRA I, i
ANC R 2RI AR T 300nm ) B & (WO RS, R IA A7 A 2 25 (I DFORM 45 , Ho A 2 iE it
BHERT LLIABIEENC S35 ~20NDF0 % T o 1IX L £ 45 K B, DFO- ¢ (RGDyC) -PEG-Cy5-C £
L BIDFOKE ] 2= Zd 1 PEGAL J5 51 NI & BE HEAT B & L 10 A 2B & Tc RGDyC) Bk _E 141 %
5.

[0033] 128 7x [l [RGB HRIOE I H M 2 BEeC s AR, ik 2 5 R
MR EE5E 2T MR EREALAK. () A ZSHMKERIC ARUV-visiik
S b A, 78 Al A2 B DFO- ¢ (RGDyC) -PEG-Cy5-C i (4 Fh2H 45 (R Ui S (BRID) &
I M (RGDyC) -PEG-Cy5-C mi IS5 5 (AFR I 2Rt il £8) ek 23 PEG-Cy5-C sy e (5
S (A/BH At th £28) 3K15C SR Fe RGDyC) BRI IS S (CHh gt £8) o 381t M
DFO-c (RGDyC) -PEG-Cy5-C s IS (E 5 (AH 1 35t h 28) 93 22 cRGDY -PEG-Cy5-C s
/55 (AR ISR 28) FR15C 3R TH _EDFOEE A AU E 5 O i i 28) B8 )5 . %
Fi 3¢ (RGDyC) FIDFOM itk 43 5l 59855 ¢ (RGDyC) ik (CHr T B 4% £ it 28) FIDFO- Rkt 23 1
(Db TH 3 0 € 1l 28) IR A S HEAT EL 38 (D) , DA G ) — Btk o 2 i DA 45 & 1)
DFO- ke A B DFO-NCS 4312k S5NP_E ¥ DFOIEAT L 4R, 22 R ADFO-NCS 5 i fig AL B A4 (151
U, J 3 - wE ) IR A 2 S BRSO IS R A B R B R o) o IR Ik, 537 &5 1 DFO -
NCSHHEL , DFO- HERE R AE 5C s _EIDFOFE B B i — 5. 45 BT 3 (I PEG-Cy5-C 15 (B) LC
R e RGDYC) (CHE R 7k th k) FIC 55 _EAIDFO (DA )R J7 B8 (il %) b e e itk it 47
IH—14k,, R 5 8 e AR bt Sk 40L& HLADFO - ¢ (RGDyC) -PEG-Cy5-C AAE S IR OB 1S (B) .
WG TR AR AL 2> B FE (Y R 4L A5, RIF (A, B, C,D) =A% (oo BT o o +C
TpotD s FARF MR T FE GG HE (B) oK S DA B0 & 7 b, R IEUV -vis i B )
RE ) JE 2R m A% o PoL & A d 6 (B) e A &8 BN 2L 43 1) ok (FZEH) , AR 40 2 bl il £
Cy5iF 5 4kl 7 35 ¢ (RGDyC) Jk i 25 DFO - R Jt 401 Y8 06 R, 43 7 Ak B AFINNPH Cy 5 e
(RGDyC) HIDFO4) FHIEE N LI . 623 F04 , B AR 42 [ 1] i v O 35 18 T CySHITH 6 R 23K
E2 8 (©) A1 (D) Hdl AN B 45 5, 23 %I 25 1 ¢ (RGDyC) JR A 25 FIDFO- Rk ke 43 BV 8
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REGHEAT T RIS o

[0034] P& 137 7 I8 ok £ A 28 B0 4% & 4k 2= [ PEGAL J5 1 3R TH 12 4 18 A 4L
(generalization) . (AZC) ZifbLHIHREE B AEALSH-PEG-Cy5-C AHIGPCEEMLE (A) ,FCSHHZ%
i 4 LA (B) FIUV-vislRIOEiE () , Brid 4 AL i iR BE B #e AL SH-PEG-Cy5-C ri i@ 1L /ENP
PEGH. 2 JEAEAE 44k 2 BT TAIPEG-Cy5-C mi R MVR A 5I NGRS - EEE & B 2] 5 A A
H BAMOBREE T A AL AINPHIEL , WL EZ S £E250nm L T RIS A 140 (C) « (DZEF) 4i4LAFITC-
PEG-Cy5-C sLHIGPCHELIE (D) , FCSHHIC T 28 I f0h & (B) AUV -vi s OB (F) , Fridk 4461
FITC-PEG-Cy5-C sidid#t— P I NS - ik Jog 2 J5 {EAENPALAY, 2 Rl n) 7 B B AL A SH-
PEG-Cy5-C" M S SR A4 5] AFITC-NCSYL K& 5 3 . 548 AN BB BRI B RE AL R
PEG-Cy5-C k4T MR & 55 B0 P~ AEEL ,FITC-PEG-Cy5-C s WS AE 5 #E 41450nmi
KA B ZERIN F) %455 X BT FITCHLRAED T/K A IR IS AE 5 5 IXIESE 1 FITCHI I &
PA K SH-PEG-Cy5-C' mi b B 2 1) ] Je Mk o 1V = 7R B BRI B Ae AL IR i e o 2 2
TRARMIFITC S 5, IX R A B8 2 T FITCYLRLIERE T B BIC mi b8 T-Cyb 4kt b
ZE BRI R - e R BEEARHECT A R 7 AR TR B D A P 3

[0035] P14 7R T RZEREHI 2 B REC sl IS E P  FENPHIIE f5 (164~ H I (8] 55, 2lifk (1)
NH, - ¢ (RGDyC) -PEG-Cy5-C" £ (A) FIDFO-c (RGDyC) -PEG-Cy5-C £ (B) [FIGPCY It I o 75 7
TR, FERR E R R o, NPYSAF A% 724 °C (I PBS 22 vl Hh o NH,, - ¢ (RGDyC) -PEG-Cy5-C’
AUV (A) S A8/ INRT B v , 3 550 /IN i JBE 7R B & P 0 AE % , R BHINPRE fif m e 2 i
AR EE R F AR IE S AR . ABEL 2, DFO- ¢ (RGDyC) -PEG-Cy5-C # (B) £EA2 5E 12l
AL R R FFRRE

[0036] K 15%R [ XFAENPR [ b &A = MR BB RERCAAR 2 B REC s IS
Lo (A) FITC-DFO-c (RGDyC) -PEG-Cy5-C sifJUV-visH s il , Hnr DL it Af FPEG-Cy5-
C sivc (RGDyC) DFOFIFITCHIM WS AS ‘5 B 261t H & IR B AL & B R S B 12rh £ X)
DFO-c (RGDyC) -PEG-Cy5-C" s fiid ) s & AR AHARL , (B AE 23 H I B AEF ITCHIUV-visfE 5 o AR
FTEUE Bt (A) X ERERKREPEG-Cy5-C s (B) vc (RGDyC) (C) \DFO (D) FAFITC (E) i 51
Bk o AR 3 T A R IX B BTk, A5 LA PNPHICy 5, ¢ (RGDYC) , DFOFIFTTCA: - B & 43 7l N 4
1.7.23.19%14,

[0037] K168/ T X DU EREC sHIERAE, Frid VU B REC il 1R A R B etk BA K 6
I Y [ B AR A AR 3] (AZEC) Sk H U B AEFITC-DFO-c (RGDyC) -PEG-Cy5-C riff) [ B
FIGPCHE ML (A) ,FCSHHIC 28 K A (B) » LA UV-visHeit (C) A4, Hdr | I 51N, A
FE B IEFEFITCAIDFOR F] (5 EI15H &5 RILED) - DFG) KUV-vis il (O REREKRKE
PEG-Cy5-C 55 (D) ~c (RGDyC) (E) <DFO (F) FIFITC (G) I BTk « KRR TS (1 IX L BTk, £ 22 4
ANPHICy5 ¢ (RGDyC) \DFORIFITCHrF-HIH 43 il N 201 .9.22 4 F13 6

[0038] WE178EIR T HTHI& L EREC M/NUETT AP &S DL . (A) EFVAI S %% -
PEG - i B () 25 & S S, M T VAR B 35 B REALEFVZG 9 70 1 AR )5 , #ENP PEGAL 2 J5 HLAEE SN
DFOAIFITCZ |y , 38 ik A7 B - 45 e 2 A i 453 (O EFV - PEG - i % 23 T S ¢ (RGDyC) -mal-PEG-Cy5-
C fi%H:. B) FITC-DFO-EFV-c (RGDyC) -PEG-Cy5-C" 5 FIFITC-DFO-c¢ (RGDyC) -mal-PEG-
Cy5-C sHIUV-visHtilk b AR o IX AN 3K A8 INECASUS INEFY - PEG - Tt Bt 1) A (7] s 87 4tk
. (©)C i _EEFVAARHE S G , Hl i MFITC-DFO-EFV-c (RGDyC) -PEG-Cy5-C s W
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WA 1 9k Z2FITC-DFO- ¢ (RGDyC) -mal-PEG-Cy5-C sl B W AE 15 21 . 15 21 1) )63 5% BSEFV
WEIUV-vis)uil— 8, RIEFVEL DI & EC i b i BEFVZY) 73 11 IOt R BN AL
TR O EH.

[0039]  [&18¥E 7~ 1 XDBCO-PEG-Cy5-C siHIRAE . (A) HA AR DBCORC A4 %L 1) DBCO - PEG -
Cy5-C ALHIUV-vi sWIOE 3 A B RN A FI L 5 (BEEG) A FhIURL 43 751 B A 32 (B DAIF) Al
64 (C.EFIG) 4A~DBCOZE A fF)DBCO-PEG-Cy5-C s AIUV-vi s % & e B A3 (BFIC) GPCHE i B Az
LA (DAIE) LA A FCSHH S #h 28 & A (GFIG) -

[0040] 198K T XIDBCO-DFO-PEG-Cy5-C I RAL . (A) UV-visHR I 1% B 2 3 AR 1)
Hro B UV-visW e B - (C) GPCHEILE K& o (D) FCSHHIG I 28 S 34

[0041]  JBEHVER

[0042] AR ATFFHEAE T KUK (5140, 1% BUA% - 52 9K BURL) o 78 2 PS5 b, i i 9K i
LB /NG KIIURL o AR 23 TR SR AL 1 i 4 AOASE FH B ik 9 K ks 11 7 7

[0043]  BRAE 5 A U B, 15 WA SCHE AL B A 3 B A0 4 v 78 /NI s A vE B N IR e
{H.

[0044]  BRAESA VLI, 75 WA A B ARTE “FE ] R4 24 245 0 1) R Seh 4 A, =2 45
HA T U5 HARAL 224 S AL A B A 10— AN B2 S AR i R A 57 SIS AR o 2 AT (4] S BIR ) 2 2 BH 14
S L F

[00451 _E_CHW&@ S0 ST DR A 0 5 1 0

[0046] 5 CH—$- a %‘

[0047) -l T 6 L 75 DA S PO AR 8l ™ 2 6 i 0 L TR o
S LRI T, PP 2 P T, S P BT 9, e T Bl S
Je i HL 0 A 5 T R ) 3BT 550100 9 FEL (9801,C,.C.C, o€, Gy G G FIC,) o
Fe T L 2 B T B B — A AR SR A L B B 00 92 9 B4 (R T , 4% L
PRI, I, % (P -CLy-Brf-T) BT MR B (e A 2 Hed) 950 e 0 ik
SRR RS BEIE B O (B, 2B S, B LA

[0048] A% SC/A TFEOHEA S T H8 /N B PEPEGAL 38 — U1K 1k 48 K SBURE £ 7K B 25 i Iy
BRI VAR AT TR LT T 8O BTk A7 T LR A RS 4 Sk
B B AL AR JORIPEG AL ISR 22T 5 A AL £ 25 7 i T 3 T 5 . DA T M
ST AN HL - TE LA LR 2 PR R 5 I 5007 T R s b, AT
BEL 1L T 7 Bl T 2 AR I 50 5 I R 1 22 4 P b TR A5 S0 A PO BRI T
$AE 5 U ARG 3 EL7E RGP AT A AT TR0 2 T — UL BERI AR 38 1, 15 2
KPR AR 22 IR % H K

(00491 A SCAATF T R A S T 77 v , LA B S B 2% T30 B R P 4K 380
¥ (1401, FE 28 4R 22 15 (Cornell prime dots) (C' A7) , BLAT B 4, ZENP A 1 ELAT — %
Rl (1 .23 ABRS ) AR B B ELFRR0 A A FF A 99K BURL (it , /N 10nmb) T 0
PRG35 5% — M B B SRR IBURE) ) o 78 26 T 45 7 ) PR - 9K Sk 2 7
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(1) PEG3: [ H 11 i) it AR ask A A, 491, o A FH % o B B TEC AR B A A1) e FR / BB B R R AL
(R b 23 AT 3 N 4l B

[0050]  #E—ANSEI R, BT B AR 7 a3 4E T B R GRBURL (B anC %) B & B, Brid &
R 2 FhRe PR 2 B ANSNP AR [R] B BEANNP ROST OREE A, 490 2, K T 10nn (51 4, I T~ 8nmk,
KT Tom) , Fradk 22 Fhop P45 G, 28 S WU e e 1A 4 B A ) S TS R R 7 TR 2/ Fad L B 26
T pHAR S L 24 935 306 BRI 20 4 o IX R B R FHC S5 I PEG)Z T /N T 538 X — S RS2
iR

[0051] 45 4im, ] LA A5 B A/ el b I A A () R Je 7138 ANPEGHE 2 8] Flgh K ks (54, ©
RO B AR I _E, B8 J5 0T LUK 5 A e A % 2 B B i A/ B R R AL RN
I3 F o IXFE I e NABRPEGAY. J5 R TH (PPSMI) ¥ 77 VA% 75 75— SR B 7K 52 B 1 7E 4R oK kL
(Blan,C £ FIPEGAL AN Zlib 2 18] & JLAS S5 A5 B8, TR] I AN 23 /b v SR NP 7= A2 o T 43
- EA FHANE RE MR GO BUR (B anC #5) o B B Ak 2 14 5 Bb an K /INFIPEG 25 i 52
T T R 2 A ) K SURE (911 G C ) AT R I PR B2 ) 22 T AT I 7 K TT - oK kL &
B (N, C A B S AELS, 1 an , 4 A siRn B A R & 10 8 e Bk, DL & T8 HL 38 RO
Tl 7 VBT A AL B e A B A BN 2H 43 R B M VA A [R) R T LA 1 LA

[0052]  #E—NJTH , AN FFHEAE T —Fhitill 28 B Be Ak 09 GRBURL (514, &8 /N B AL I 40
KIBURL) 7775 o BT IA T3 45 P AL FEPPSM) 535, B, A ST AT IR (I PPSMI 7575 o BT ik 77 38 1K
PR LA J5T (1 an7K) B4 o 75— AN S R AR 8 T BT Il 1) — Pl 22 Fh g oK BORE (91, 25
BN GKITURE) 8 AN T TR T v

[0053] iR 757k LA248 15nm (5 412 45 10nm) (KGN KATORL (1, LA 3 e K 48 P 1R R ST)
5 — Pl 2 Fhv £ 3 /b — i s S R A 1 B AL T AR 1) s SR 2 Al BT IR 40 K ks o] L A2
JF/NT10nm (2, RSF 92429 .99nm) (18 /N FRE , HoA 5 248 & % (PEG) 24,
Forp g — e ml A ] DL — FhE 2 FeE e A BRE 0% I B B R e A ) S 3 AT B Re Ak, B
IRPEGHE ] 5 BT I 4 K ks (1) 2% T L0 45 & GLnT B FRONPEGAL I 4l oK kD) o A8 B i 2 A
— BN 2 b s B S ] () K RE 5 R R A AR I R, AT 72 AR B — e 2 Bl 5 4 oK
L (1) 2 T FEAN 456 10 B BE A (0 DK BIOREL , BT i e S8 14 266 ] 5 B i 490 oK J0RE (17) 2 T A7y 25
G TR B fe B TR RE 5 I B 3 ] e

[0054]  FriR 7532 mT DASE “— 8k IR Lo BITIR 5 ¥R AT DA A 46 SOBR ) Js BT IR B0 ) 2
] LA B B AR R BAN R I ST s RV A4 (9, PR RRE B Be AL A B RE T A A4
VTR AT E) o i g K RO AT DA AE AT ] B e 2 T) 3 5 o

[0055]  FE—ANsfrh , PEGAL I G KUk 5 — Fh el 22 P ey B A0 A A4 DA J2 — sk 2 Bl gy
BE BT SR o BT I s 82 7] LA DUATART G2 14647, R B o 2 A BT i ok ks 5 22 /b — ey
AT S LR AT o 45 4, A B A B — SR (1) e 87 2 A 1 4t oK R 5 — Fh B 22 Py e T i
IR Lo AE 7y — AN, A B A PR PR 22 FhorE 45 K4 A0/ Bk 2 A [R] FR Js JREk E FAT (491)
W, 2 3 ABSFILE S I AN/ B Ak 2 AN [R] 0 S B 22 ) () oK s 5 1 o 5 B 22 A ) 11
B S I RTAAR SN (120, 2 3 45 Fh2E 45 K A1/ B4k 2 _E R TR B g B AT AA) , Hodh Bk %4
AR B~ 3 VA= A B R NG N B X S S S A

[0056]  m] DA FH & Fh 4 G A0 5/ OSSR B B [ A7 2 4 380 4 K UKL P 3R T o IR LG,
AT A T B % ol s R R T o VT 22 38 I 40 1 2 AR S I A AR AT ) R o 75 45 o SE2 451
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Hh 2 P 35 [ AR ATk L 6 PR TR AR R R A b 2 B 7 HP S B ) s PR B T I LTI
R A 117 A A 2 A S L N I R 5 0B 0/ S S LA T

[0057] ‘B BEAL RTAARE & — Flhak 22 i s 1 3 B AT BT DA -5 490 K SR 1) 2R THI S S A il
B B (D, iR RS) o S SR JE A AT DL R R A4 e ST 55 Bk 4 oK RO 3% T
LS5 G 0 B R o S S I A 1 AR RR )P S A9 A0 5 Jhg i B I i R IR R IR R A L T i
(BN A RO BE L) « TSR I S % I I P 22 L R ity R 3 L B U0 L I AR IR 2 , S LA & . B R
A TR T S8 2 AR 3 2 01 5 ELR v R WD, B T AASE P A 8otk L e iy 7 V25 il 1
[0058]  7E&-FhsLl , B BE A AT A B 75 fi e 25k 2] A0 2 /b — Pl s o7 1 ] (49 a1 288 3+
SOSEPEFELH) B A e 3 P A — Fh Bl 22 P - S - OHIE ] (5 4n 1 < 2883 FhSi -OHFE[A]) o i bt
R [ R g 7 A1 5 (AT R D e ok e A A A e 2, PR e e B A 4, e B (9112, €L Cy o Cy s
CynCnCon C BCHERL) o ANSZATATTRY 5 BAR (1 R4, U N B RE AL T AR S1 - OHZE T g 5 9K A
Fr 2R R R A (a0, TS 1 -OHZE A1) [V o

[0059] B DA —Fr R FIURL B 2 o 4R oK UL 52 2 AT ol 5 T 50 P B 7 1 22 A R/ By
BE [ o 491 2, A5 — T by K R B 22 i 4 oK SR B DA 11 32 100 e oy 1 226 A A/ B0
1, 0456 BT A BRI N PE S PR B AT T2 (B A YE L (481 4, A8 22 Foh gl K J0Rr 2 7, A8 453 5% T
2 PR IR ) 45— Fh g oK IR , T 1T 2 12 1004 JE 1 A/ sl B e A1, B 36 T i e 4
SN FE B AN E AT (A VS D BT s S 3k B RN/ B g B 5 Bk — Fh gl K ik sl 22 Fib
YR TIORL I R S 55 & o 72 & PR rh s — Fh gl K FORL BR 22 Fh gl K UL S . AT 120
£100.25%2100.3042100.35% 1004042 10085042 1003 A A1 /5 B e ] (40, nf LA 2
T K Uk Sz 3 LA P 2492045100.25%100.3042 100,358 100,402 100850 2 100 H
A/ B E Be A, Bl B A A/ 53R fe 4] 5 55 il g oK ORE ) 26 i LA 456 - 108 I B 2%
PE (B, S SR FEE I RST8] e I 4 L B L2 6) DATR 1 T 7 0 ) Sk [ R/ 8 g
P2 AR A SIRE AR N G 1) BE 736 LA 1

[0060] By HE [ Fi 47 1T A -5 G K FHURE 1) s I 4 2 [ S 87 5 DA ol 5 3k 4 K SR 1) 2 T 3%
Wrés-am el 5 e BT AR R & 5 R B (a0, Gkl k4] VB G BE ] BE m) BE [4] L 25 4]
JBURHPERR L/ R 2R 2R A1 56, T AT AR B Gekl oy 1 EEG 710 or F VBR IR 43 1-5%) FIRERS 5 90
KIFURE (/) sz I 1 35 ] e I P 3 [ o 5 e o e 356 [ S I P 32 [ 4D = PR s 2 s 9] B i e 2
Mt L PRI I R R TR A TR 2L (W WS Ak I TR S) 5 R I Jhdg 225 I TR 25 R i b 2 L B
B IR E R 5L S FL A A o AR SRR SE A A, B B A A A A A A O I TR B 4B b 2R B
FNE AR s B — FhEs 22 AR (19, BT i B e A F A B A AT O R 7R i 2 A L e/
S (R s T A2 RS iR BURE ) Js  AE JE F (f5 A i o ) B P — o 22 o I 4]
(ilan, BEE) ) o B fe B HT AR Se 2 AR Stk k01, ¢ H T DA R4S , 33 mr DAfd A
QIR L R 5 1A

[0061] % FiE e A 7E AR O A1) o B RE I E A SO R Al R oA G - B R [ B 2
B R (a0, U/ R AT R B e e A, Fo T BT RS AR IR BE P (9, pHAR IR
B AR AR IR B o AR G IR AR SR B RE ), #EIR e ) (B andu AR B IE I
P CER 0/ IR ORERI R I BCA ) 5 A% R (WIDNARITRNASE) ) , 2B &g 77 (40 , J8Cs v
[FALZR) ,VRTT e 1 (BN, 259 LR 5E) %6, ML & B Al vl LR A G G 7 B Re .
B e AT DL R B RS MR A Y AR, 1 8 I A R AR AU L R 2% Ak 2 A s fEE
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AL AT A AT TE R -

[0062]  Fq 4l KSR 485 5 11 1 A [ AT LA G2 W R0/ 53697 770 (9, T8O 1 R AL 2R 2590
LIREE) o ARk ] LA B A R B RE R 4 G o

[0063] v J7 71 (AT AR 254) WY AERR fil P Se a4 (HA PR T, A2 7 m AR &= PR
7 BUEr AR R BUR R LS DA A R S 1 25 /1 R R S 48] 2 A A
Bk .

[0064]  gK Rk v] LAA E & Fh gkl (9, b %5 P GBI B B BE D) o 75 & Fhacfi e, 4y
BEAENLGR A — A2, JoRA 8 88 B 7 o GRh i =l PR o 4 s ) A48 28 e e gl
(it , T 2r 4 (NIR) Berh) (B GEURE AR OGALRL (BN, o B/ T 1% 9677 3 1
FEROGGLR) ROt E (14N, EBFP2 (i (452 6 8 H AR 4A) \mCFP (5 (4O ) (GFP (4%
B3O EH) \mCherry (ZL B GHE H AEE) iRFPT20 GRZLAMNR N H) ) &, K HATA KL
W A5 P, GRS T HE WA TS AT UV BT L5053 o 76 & Fh s il v, Gl 78 He i ) I 41
ARy (15151650 -900nm) EL A & /5K it

[00651 5 AL G} ) AR PR 1) 1 S ) L 35 A6 75 ekt (Bl 4, Cy5™. Cy3®. Cy5.5%. Cy7"®
25) L BRFHEA (carborhodamine) Jeh (5140, ATTO 647N (A MATTO-TECHISigma Aldrich® 3K
#3) ,BODIPY#¥kl (540, BODIPY 650/665%%) , 544 (xanthene) GeAl (5l 4, ¢ 6 28 Gkl i
AR R (FITC) , BUERLLES) BB AL (B aniB £LY4E) A2 PHI] (FIanTAMRA , PU FF 3 2P
B (TMR) \TRITC. DyLight®633.Alexa 633.HiLyte 594%%), Dyomics®DY800. Dyomics®

DY782F1 IRDye®800CW2% , L), % JuAi7 4k 3L .

[0066] 4l K FIURL AT DAA 75 & A JE I (] o A% 2 [ %) A BIR ] 4 S 4] (0 358 pHA%R B (4] L 29
FARIRIE E AR I AEW) o AR SR R A IR B &5 L A IS F AR AL A W/ B B )
S AG) e A SR L N

[0067] gl K URL AT DAAL 75 & Fh 2 A JE T - 5 5 (A1 1 AR BIR ) 14 S 0355 22 2k ik (DFO) 1,
4,7,10- YRR+ " he-1,4,7,10- 1Y £ F% (DOTA) 1,4, 7- =F R Ehi-1,4,7- =LK
(NOTA) « £ —f% VY 2.1 (EDTA) « V.23 = f fi. £ 7R (DTPA) JHNIKES , DA J2 AT AR S B
HE A AT A RO PR F AL 2 o TRCR MR TR AL 25 1 SAAE A SO A F AR I HOR ARSI L A .
[0068]  JEUSt P [R] o7 22 P LA B R [ o SO M [E) 67 25 v DA 2 W 770 RD / B G 7 711) o A5,
TR RV 25, 5 4n T, P IE H 7 S 2 44 (PET) o FC ST 12k ) £ 2% £ A BRE 1 ek 5 491
FET P A L o U R T O A B A

[0069] ¥t [y B[] th 1] DA 2% &5 22 gl oK Bkiz DA 70 Vi 0L [ 32 326 — b 4l oK SURE B 22 40 K Sk
3 ) L (A1 AT DL R B ) 43I e (R AR B BRI 43 1) o910, R BE 8 456 S5 e 4R B 2R B AH 5%
() 20 PR 2E J3 (80, 6 4 BRS040 P P 8 2 v ) 1) B ) s ] 5 0 K JORE 28 4« e 1) 4]
AT DL IR AR S B AE A S I8 % R ) 43 o R [ S5 (] ] DA K R 1 g 2 Y (48] e JRE 40
) HAA R g A ol A ) AR SR S vh B ) B [ T B T g oK R 5] T 2R E X
A5 400 FFR U < LU 06 55 o 1 A5 T FH T 78 A K SORE LE A A mh 1R 7 BB B 1) 2 A ) SR 4510, (HL
ANBR T, BAEAFRARIK (140, ¥ m] o B4 IR IR CRE 2R - &R - R A HIR , e &R -
IR K c (RGDyC) &5) «Hidh Fr B % FIDNAFIRNA Jv Bt (%5141, siRNA) o

[0070]  BRAE A UL, 75 WA SCAE FHARTE “ArA2” R e L & R R B Re 1) = B
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T RE BT (4, 38 A0 5 I e 5 FR IR 1) S B il ik A1) Ot Ak & Wit AT A 22 A8 i, LLAE
P A &9 L SIE AL 22 S B JE AT S B i R A 2 S I 2 ] e 7 ol 2

(00711 ZRSC IR i) 7592w LAZR AR TBOK, 49140, A 10m1 B 2 1 1000m 1 83 5E K, 1 74 o & 34
A ATART S T SRR o ST TR A0 R RIS 1] 36 0 K R AR EE 2

[0072]  Fridk J5 ik AT AAE KA B A Jot (91 R 7K AR b AT o il 2, 7P A T 25 7K o 4 e e
R AR A AR J5E 19 75 (B A DMSOBDME) F (8 ¥ ¥R A4 2 s in 21 4% S VR & 0 o AE 4%
Fr gl B T 10 % BYCBE 5 L 20 %6 B 1Ry B30 %6 B e (1 AR MR AR A RN A0 KA TR
AEH AP G0, B, iC B CEE) o £ DLBIF K PEA A E AT 1% B .2 % 5L
R 3 %6 BB ¥R 4 %6 B e L B5 %6 B e Y IR o £E — NS R KRS AN S A AR AR
DRI BE o 10, AR SC2TF AR A 5325 (AR AR 25 BR A S A S AR B Hh 7K DA B, AR 3, A
PEAR 573 ALK

[0073]  FETFVEMI A m b, AT LURE pH R 9 22 i 75 4 BT 75 Va9 o n] LB R A Ik 4
T NETR 5 8 pH o 5 36 P s ) A R o 2 i 451 B 476 S SR AL B

[0074] R LAASE FH 25 Fofr 40 R AR o A K FUAE F) A= FIR A 12 S 451 B 5 — Sl AU R P R RSURE AEE 4
R £R 2N R IITRL » 20 R UKL PT DL A% - e K UKL o R K RORE FH B8 £ — W ik [ EAT 1 3R 11 B e
e (Bilhn, PEGAL) , Horp— Ll 4 EfE m] LA F — Pl 22 i i D B RE % S M J R e 141 14 2 1
BEAT B REAL - GUKTURL AT AL 5 PEGHE (] , FIiA PEGHE ] B A RE NS S ML E B E e AT JE 1] - X
L 20 KU T LA — Phel 2 b e RERBIREAT B AL - 10, B REALBC A4 (B RE T T 44 S5 PEG
B [T 1) S LA 35 [T B I o FH A2 4 K BORE & B i 4 PEG 8 A1 3R AT REAL A 53 1) S A =
ANZE AT R S A A AR AT R o 153 PR oK UL % 1) 86 It SIS R KON 1) 7 4k A JFAE 201 T4
1T A2 H 53 ISR E L M HE 5 15/571, 420 , Birid H B A R SR GR R AT T 1R 1K 2 T
N IE L 5 AARSL

(00751 foilhn, — Pl % P 23R £ e 3 [ AT 1 R E REAL (RIPEGAL) FR 9K BT BUA% - 7
G URL R T (0 7V S T ik U5 - B4 - a) AE =R (B4, 15°C 225°C, AL B M E) R IR
RLIRE Y, BTk e LR & V)AL 5 7K FITMOS (O B — AL RERZ [ BAA4A) (B, I B2 9 T TmM
270mM) , He o BT e SR 50 R pH CRL R DA PRl 91 G S 8L A 4 AT TR 19) 96229 (L3 2L
T A% BT A4 49 K BBOREL , I 3R A% 117 A 49 2K RORE B AT 491 41 1 22 2nm 1) ~F- 35 RS (9] dn e K 4
FE)) +b) 1) GRFRIR RIIR SRS 18] (¢ AIRLE (1) F (BlnfE s i £95°C (1) F, (t) 0.5
RETR) » WL R A 221 50m 135 RS (Bl i K 4 158) 19 9 K B0RE (B2 9 K DK B
11) WA 6 2L, 1 S NIV S v BN AR SR JF AR H a) 1Y SN & W) I8 In e e e A (B
TMOSEASN, 3 4l dn , JR AR DY 2.1 , anTEOSERTPOS) (BEAT P ik ¥ I LAS 455 7 R4 ) K
FEAR T IR B 1 UE) 5 AT B AR 222 50nm (91 412 28 15nm) ~F-355 R sF (491 e A 4 )
I - S AR IORL 5 ¢) A o2, 4 S NIR A DI pHi % ZEpHo6 210, ik ;e MR S8 5
SKED) 1) Blib) 1) (A% AR RIURL BA% - Fe 0K BORL ; Ad) AR, £ =R N A S KAD) 1)
5b) 11) A% K RRE B A - 58 4R R RIURL ) B SR & 0 70 Sl AN INPEG - ek e 48 = 7 (RL 2
Stk ek A 25 S I PEGEE L) (4, W P 10mM ZE60mM) (512, 8 AR L2 AR A Joit 13571
UADMSOEDME Y I PEG - ek K 28 ) (LA IR XS A% A oK R A - 52 4R R UKL 3E 47 PEGAL) , IF:
TRFE TR 0 SR SEIR & W ER TR] () RELRE (1) 8 (Bt ZE 530 (19) 7, (t%) 90,540 Bl %524
/INIF) CATITPEG - FEEBE 25 510 70 1 1K) 22 20— Bl 00 4B A5 0K 1 b) AR GHORBURE B A% - 7e oK
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WSORL [ 28 /b — 3B 4y T 1) s e) 2RI 8] (°) AR (T%) F ek @B d) iR (Bl in#E40°C
ZE100°C (1°) T, (%) AN 24N, TR Bt 3B 20— B A B B Ak A 40 K S50k 26 T
BB IR 4 R AR AL AZ - SR 4K R R 0

[0076] W] DA G K ks 34T A Bl S5 I AL B0 B8 1 o, 7R & Rl 2 J5 (B, 75 BA b s 5]+
Fle) ZJG) SRR A 2 iR, AR5 R 2T S (a0, #8843 1 & 410, 000/ i H7 5
B, AT LR 45 2] (a0, MPierce W) ) o F&E M E A TRAED TK HZE AT OK AR 2
SSARFR B 20045 , 45140, % T 10m1 B S8, 48 FH2000m17K) 5 FF H AR R # B #oK, 1 HR6°K,
DL 25 0 4% R 570 5 491 A SR A A R 38 PO BRI 00 1 o AR 1 AR 38 1ok 200nm T 127 20 ik I 2%
(R isher) 38, DABR £ R BRSO 42 407G 2L, 0] DO A0 45 B8 IR B3 Uil Al s 21
AR T8V AE I S AR Ak 7 v B T 9 oK Bk, DLk — 35 i (R A BOBURL IV v FE i AL
(g, ELA 1% B8 5 A AR S SRR BOR R A8 o AEARATT 2iAb i AR 2 )5, GnSRAE R A 7
Hh A FH LAt 750 T AT LUK SR A GRoR BN 5 7% 1] 2 B 1K .

[0077] A% AT LR REA% o T REAZ T B S LV A5 40 vl DA B 33 TMOS A D it — R R A% T i 1
(N8

[0078] A% mT DL R REERER Eh A% - F T4k R R W B 1) S VR &40 ] /B0, 2 TMOS /R M — 11
TEAZ Y B AAR DL Je — Pl 2 P s AL BR A% T BCER AR (51 40, Joe Bt 88 4 — i T B 5 B e B 8 1)
HE) .

[0079] b A B AR IR Sh % I A L , FEVS IR ISR A8 R 1 Bk 2 1T 4 S TR 5 )
pHA T EpH N1 2. BB AR ER IR $h A% < J5 » F I W pHR 717 2R pHoN T 229, FRATR Ikl , 7645
SRS I pHIE T 2 pHoN T 29211, K4 F & AEL00AIL, 000g/mol 2 [A] (R4 P A 4 3UE
AIICA] A YE D BPEG LA 10mMZE 75mM AR A< B (6 4 Fir 7 8 omMAEL AN [a] (1) S D ImoN 21 e 3
BEYIF.

[0080]  FH T JE A A% 4 K FIORE 1) I B TE 5 0k ] DAL G Rb B4k o AE X A L T BT 1)
T2 B - e G R B A w00 3 Bl N LR i — il 2 R Rl o+ a0 A2 4 oK Bk B A
BLE T HAI1.2.3.4.5. 657 Fh ekl o3 1o v] LU Ad H 42kl AR R G 90 G rh a4 o2 Sk
S el 9 i, B B R E 0 i B R PRI Gkl S B Re AL I RE e 2 & o 78— 5K
B e, B A NHSHE B B8 1 A YLkl 5 1% B Re AL I RERE SR A o B G MO REE N4 -S40 24 S il e A
Ak LR o 2 4Rk AT LR A 400nm (4 5) Z800nm G 2T A1) 1) & 5 (B 47 ') K o i,
BURLANTRGY R} o G 3d 1 G BE B SL B FE A SO A R - 72 & Mol , R ¢ e A B e
A B K R 2 T B 58 0 ZRE R A B BR AL I A - 52 4K BIORL 26 Th B G ds TR i —
e DSl S i

[0081] W] LATEAZ G KRRURL b8 il — S8 A HEST o B0, 7E T A 2 S T B B AL RE 52 - TE Rk
AR A T ) AR ) S LS TR AR R DU e L I , 451 an TEOSANTPOS o T LA I il — S AL A
FE TR IR A - TMOSAS & T B — S8 A A 7 1) JiT AR o o] LUK TR jf — S8 At 7 1) JiT A A FE
AR A o -3 550 R (R VR B T 2R N 2 e RV A0 HR o A 38 AR I A o735 750 1 S 451 0 4
DMSOFIDMF o

[0082] 75 EELL 4 1 45 o0 R T 20 IR il — B A RE 52 1R R 44 o 91 Gt 5 DA 0 I 1 25 -3k
FEE X (1 140 22 500455 73 5 0RE) 8 IR 37 1 BR AR o 1% 55 23 iR o] DU 3G — Fh il 2 i
J5E B HTAA (A0 TEOS A1/ B TPOS) A 4 J5T - 7 AnDMS0 o &A™ 55 70 i T LR A 14220
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TR SRR T B IR B o S5 - BURE R N 2 180 (1) TR B v DA 1 226040 B, L3 B 8400y #hE
TR T P 0 ] o S VR B TR pH AT DA AE S8 A A 3 T A 1 i R AR 4 o 75 B2 8 1 pHEA SR KR
pHAT-8,

[0083]  FETE A% B - Fe K Bk 2 5 » v LIS A% BAZ - 58 oK RO 5 — Fhal 2 FHPEG - it
B3 W) R BL o T LU 25 FIPEG - fil bt 28 0 — e TS N B804 85 b L7 13047 8 0 o i3 FRAE AR
S AR APEGA o PEG-RERE I #5443 EL E5 % £40% 2 18], JE H R 2 R M ZEE N
1.3E2. INRZ 4 T/nn” B B 680 B PEG - B (R e 4k 1 49 b 940 % 22100 % , I B
SSREANIURL I B R AR B B8 AL (K PEG - ik o iy 4 O B0 3 290,

[0084]  mJ DA LAAS[A] () Bsf () ZEAS ) 0 B 1 24T PEGAK. o 81 4, %o T S A R A B - 52 40
KITURE , 0] 38 50 40 K R FE SR N 320 . 543 Bl 24 /N (B anid 7%) SR BEATPEGAL - B 4,
X F AL ER - RE R £ g K ok (9, S8 AL 40 - RER £hAZ 9K ik B — b R A AR
YKFRL) 5 i N80 CIdt A

[0085] W LLKFPEG- T A PEGHE A () 8% K (RIPEGIE I 43 T8 HHE N3 E 244 2 8
& (N33 6.3%9.6 5 9.8 1288 % 244 2, —EE BA4K) . 1] DL WPEG - ek J5t [ PEG B K i3 47 1%
5, DL R ] S8 ORI PEG J2 1 )& FE FIPEG AL JIURL I 259 31 77 27 it 4% . mT DA R4 & Ak
[¥IPEG - FE J5¢ (1 PEGHE K SR VR B FURL (¥ PEG J2 3R ThT b BRI P A v Bk, DT 50738 285 45 R )
PERE .

[0086]  PEG-fiEhe 4 &0 mT LAAL A LA o BT iR L AR 5 PEG - HEE 48 & ) I PEG R A 24y
(1540 , 22 HPEG- Tk bt S8 & M B F R i AL 45 &)« Bl v] DL 5 PEGIE A 1) R 48
AR vt A1 i o 22k A 8 1) R i AR K 1T LA FH 5 U BEPEGAL &4 (91l , 5 SR W0 i R g
b ) 5 XU BEPEG , NHSTE B Be Ak 1) 5 XU BEPEG , I B BE AL I 5 XURT BEPEG, Bl B Be Ak ) 5
WUE BEPEGEE) T PEG - RELEZR A4 - A& M ECR (B REH]) IS BIFEA ST A #iIA

[0087] 54, B T PEG- kbt 2 Ab (B 40, ik sifid) H1 Frid) , i s s & B AR 1 PEG - kbt
LA ALIZFIE LT T G KRIORL 2 T 3% - 52 9N K FIORL 2 T 5 BT I 4P oK R 2 10 FH 5%
O IR AL S AR R R £ B 3T TR R, BT IR - SR YRR R TH H R 2 —
it 5 A R B0, B O AR 1) 3R & I B AT 1 B Re Al o FO AR B e A0 1 B S B M 2 A B R A I
PEG - Ff 5t () 3% AL 1 43 b 40 % 22100 % , I H -5 54N F0RE S B ) R A B B8 AL IR PEG - ek o /T
PRI £ 342600,

[0088] 34, #E A INPEG-fEKE Sk &4 (Bl hn, FiRseld) d prid) 2 arek 5 (Blhn, 72
AT EZ JE I 20Fb 253 8h) , 7E = IR F ML & A2 4K BORL B - 7 9K RORE (19 2, 43 3 5K
IR SEHIb) 1) Bkb) 1)) 1 NV AP IS N & BLAR R PEG - REGE A 4 (il dn , Kk FEAE
0.05mMZE 2. 5mM2 [8]) o 44 BT 75 2 i) S 8298 & A 2E I 18] (¢) Rz (1) F (Bl B e 53
(T T, (t%) 0. 548 4hZE 24/ N, HeHPEG - TE bR 45 5 40 11 28 20— 340 B W M 16 A% 491K 151
BB - ST K R (9140, SR B RS2 rh b)) B R b — B4 2R b B S, 2RI A (£°)
FIIELFE (T°) RN SR A4 (BIHFE40°CE100°C (T°) K, (t°) NI/ E24/0i) , Hod
J A K TR 2 T BYAZ - 72 G0 K B0 2R T, T 328 909 K J00H 2 T A/ 25 B AR 1A 3R 20 — T S [ g
1T T EReAL , il A% - 5 49 K 0K 2% 1) FH AL 5 A4 1) 58 & —RE R A 1EAT T B e Ak ATk b,
b 5 1E 2505 T 1) BT AR 5 R0V & 0 Hh VR INPEG - T b 2% -6 (PEG - fik o G TBCAZK (40 94K 55 E 1 OmM
Z75mMZT8]) (140 , 5 e 7 A5 1 E ¥ 75 anDMS OB DME H (I PEG - EE K R &) » AT i e

g
5 o
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TRE WAL B g R BURL 2R T B - 56 R oK UKL 26 THT , BT 29 K ks 26 1) AL S lic iR R 2 —
BB AT T B Redl, BT iR % - Fe g R ks 32 1) FH A & e AR ) 3R £ B T 3 AT T B RefL,
R BT 45 S SR A I ZEIS 1] (£°) R (1°) K (Bln 3236, (19) F 5 (%) 0. 5434 Z 24/ M)
(MTIPEG - FERE SR B 77 1 22 20— 350 73 B W B 0 90 K A0S 32 1T 1Y) 22 2 — 8 43 ThD b B30k -
FEYPRIIRE 2R 1 1) 22 /b — 5843 b, Frid oKk 2R i B S AR R o R R T TE
BEAL , TR A% - 75 90K B0k 26 1 A0 & O AR 0 58 2 R R k47 7 B BeAb) L FRAET A (£7)
FERE (1) TN TR &4 (BIIn7E40° C E100°C (1) T, (t7) 1/ ZE24/N8F) , AT
T B GPK SURE 2R THT BYAZ - FE g oK BIURE 2 THT , BT IR 4 K0k 2% 1T FH 2R 0 B L A A B & i
(15K . BB BAT T B Rk, BT A% - S g oK Bk 2% Th 2% 0 B 2 A AL B e AR ) 58
O TERRHAT T B R

[0089]  7£ J3—ANSEHlHr , PEG-FE b (1 22 20— &R 43 B8R A 8 AE PEG 2 [ 1 A oy b B S W44
FE[ , Bk PEGHE A1) K ity 5 48 A 2 PEG - Rt 438 6 W A ek e 22 41 1) 2R i AELGT OO 2 SR BE AL
[FIPEGIL ST AR 5 H HL A& AELETE RGN KR 2R 1] B AZ - S g oK BN 2R T 2 )5 5 BTl 40 K i
L B e MR ) R 2 L AT IR I 3R 2l L B 3T T B Re Ak, iR % -
FEYN KR T H B N LR R 4 LR T T B R AT, R 2
B 5 H 8 I SRS (B 58— e 3tk S A ] DL 55 gl >R B50RE 2R 1T B K% - 57 4 oK 0kE 26 THI
1) 52 I3 A 25 [ AR R B AN [R5 BT I G oK SR 2 T FH 3R 20 I 2 P AL B B AR ) 3R 2 i 2 4]
HEAT T E R, FriR % - ST QK EURL 3R 1) A 5K 4 I 2L A AN B & FC AR ) 56 20 B B A i3k AT
TEREM) B REALI S AR (BTIR 28 EC AR ] DL 5 g KOk 28 1T BYAZ - 52 9 oK J0RE 2 THI 1)
e AA AR R BN [R] , B 4K ok 26 1 FH 58 2 B L B AN S AR 3R & R L A T T e
Refb, T AZ - SE g oK R 26 T 2R 20 I 2 D AL & AR ) 3R & I R A AT T B e k)
SN, T R 58 —ICAR B ReAL I 3R & 3L B DL AT R 3R 2 B R 1T T BB
BTG RARE 2R 1, FEAE 28 RO AN SR 2 IR A B e AL 1 3R 4 RE R UL AT IR R 2
TR AT T B AR - FE KRR R TR

[0090]  7£ J5—ANs2fHr , PEG - E b (1 22 20— 8B 43 B8R A i AE PEG 2 [ 1 A oy b B I W44
FE[ , Bk PEGHE A1) K it 5 48 A 2 PEG - BRIt 438 6 W A ek e 22 41 1) 2R i AELGT OO 2 SR BE AL
IPEGIL BT AR > - HLAE G KR 3 1] B4 AZ - ST 9K BN R TH T B2 5 (B 4R oK itk 28
[T RT3 1 B A s 7 e 2 A 1 58 20 B 2 A UL AT IR 1 58 < B L AT T B Refh, Brig
¥ - e 4N A BN 2% T R B A S SRR R & LR DL B AT R R R & R T T
Retb) , S0 ER s B FE ] (BT IR 38— e B 3 [ v DL 5 oK ks 2 T B A - 52 9 oK Ak
AT 1 S 7 M 2 A AR ] BN [R] 5 BT oK SORE 3R 1) FH 5% 4 g R AL S LR I 58 4 1
AT T EReA , Frid A% - Fe 9K BUR 2R 10T 3R 0 I R T AN B & e AR 1 3R 2 g 2 ]
HHAT T E R B AR EE RO S N (BT IR B8 EC AR AT DL R oK ORL 2R T B - T2 4K
72 THD 1) TC A2 AH TR) BYCAN ], B g K ARy 2 1 FH 5 &0 B 22 A RS 5 R AR 1 3R 0 — B 2 ]
HEAT T E R, BT % - ST QK BURL 3R 1) A 5K £ I 2L A AN B & FC AR ) 56 2 B B A i3k AT
TEREAL) » AT BCGR K ROk 2R T B A% - 58 9K UKL R 1T , BT i 99 oK S0RE 28 17 A 4% 565 — I
RE RN R 4 ZEE R A AT IE I 5 £ B R AT T 3R 0 B Betl , Fridd % - Fe 9K Bk
R Y AR E REALI R 4 S BE RPN R 2 EE R AT T EReL, TR HE
TEERH AT T E R, Ho 2 b —#B45 PEG- Tk K R PEGEE B (1 K v b B e N BE A, P
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IRPEGHE [ A i 5 28 & 22 PEG - Tk e 25 & W ) A o 2k [ 1) A i AEDN (A SR XU BEPEGAL &4
TER) » I HLAE T IR G K TR 2 11 B A% - 52 99K UKL 2R 1 % 1 = i B A S S B AT ) 2R &
TREFE P E Be A B A KRR ZR 1, A B A O SRR A IR 4 R P B Re A % - e gk
FIORL R T, 4 B A I B M [ 1 2R & B R AR S O AR 1R 2R & — B 2k (A1 B e AL ) 9 K
WL, BOR 5 A I N P 5 A 1) 5 & Rk A RO, 25 B AR I 3R & I R A B e A B % - 7%
YRR IR R 1T, 15 T 38 e 87 35 [ 5 498 s 7 A 35 A A ) 56 TG Ak B . (BT ok 28 — e Ak ]
L5 gl K RE 2 T BYAZ - 52 9K UK 2 T ) O A2 AR [R) AN [ , Bk gl K FORL 3R i 2R 2 =
Pt 5 A A0 & LA 1 58 < ZRE SR I 34T T B ReAL , BTk % - 52 9K R 2R 1 3R & — i 2k
A0 5 B A 1) 58 < e R AT T B Re k) - AT B FH 28 & e R A Al 38 — AR
R ER & R P E Re AL B 9 oK B0 R 11, FH 2R & R B A A 58 oA B B (LI 2R &
TREFE P E Be A A - ST AR BURL R  , FHEL A AA 1 5R 4 S RE AR A e A B A K Bk R
i, 8% 2R 4 R B A AL e AR (BT O AR 4% 28 — e AR B e Ab) I 5 & —RE L A B s AL
- FEGK TR R 0]

[0091]  ghoRFvks v LB A B8 I RS 40 A o A2 5 RS fil o, 7EASBLFE A0 54 Jod an ok Je v
(R o AR RORL/ SRER AR 25 AF R, PR URE 1 RS 40 A (TEPEGAL Z BT ER 2 J5) -1 33k
7 (BN, AR 4E ) 1 +/-5.10. 158520 % o R A% 1] DA IE I AR 4 dak O R0 1) 77 V0 2 - 91 4, R
1238 1 TEM . GPSEXDLS#f i - DLSHL 7 Z Gt i 7% » [K -EDLS R ~J 43471 ] g 5 TEMERGP Sl & 1) R
oA AR

[0092] gl KR0RL o] 0 S AT 28 E B B Be T LLAMY BL kL5 10— Fhalk 2 PhIE R (B o, B4
PURTURLAL S 1 R TR YR o0, A SRR i Gl o3+ 8L RL 23 1 AT A4 5 9K BRI
WAR RGN S5 & (BN, &8t Bk o 46, HonT LU Ge R AT R I3 ) « T3 A 45 &
(R G B A AT AR B B AE G R o0 o AT AR B G 110 A 110 20 BH A = PR ) 14 S A A AR S0
BHRER AR AL, A SR TR Bkl R N A B AR IR SR IR R G, Bk G
BT S 5V R - R — FACRERT AR (9140, -S1 (OR) 1], e ROGKEHE) SE I gukt .
[0093]  #E—ANJ7 I, AR A TR AL 1RSSR AT Bk 40 K ORL 1) 206 0 - ik 206 P mT LA
AL —Fhel 2 PP AL (1, B AR )7 35 RSE 0/ 8 — ek 2 FhoAS [R] () 4 BRE ) « ik
HA AT LU B BRI 9K R , BT IR B BE AL @K ks B A A T (9l an , L0 45 21)
NP B — 2 T (40, 12,3 4855 SRR R B Refi A . (5140, o8 se 9K itk
(40, C w0 ¥ 2 Fhike PR 2 B ANNP ik 22 Fhofee P RIS o't kar 00 5 S5 40 B [ T
SR B/ bR bl 28 2 pHAR RN 24 4356 325, [R] i #E NP RSF PR FFE TnmEL ) &

[0094] 540, ZH-E& W65 2 Az AN/ BUA% - 524N K RIORL (140, — S8 A I A K ORE . — 4
MR - FE AN K BIURE L e ER R B AZ gl K ok R R IR TR A% - Se 9K ORE) o BT I g oK ks v 1)
AE— P o] LU —Fhal 2 Mo B 58 0 R A (il dn, 58 <« e I, B Re AR (9, %
— Pl 2 PG AR AN/ B N PR SR AT B RE L) B REFE I, S HAH ) AT R I ek . B
IRGKIORL H (1A — FhaT DL R A R BT R i ek s g Rt (9, NIRBYRD 405 o Gekt 4y
TS5 YRR ILN &5 & o KRR AT DL i A A I Bl (1) 77 V2115

[0095]  ZH &4 () g KRR T LR 22 FlRST o 9K kL T BL B A 2 22 1 5nm A% KT, A
F5 P A 0. Inm{F AL 8] AR Y ) o 78 & A s ol vh, oK BRI A2 R A5 2.2.5.3.3.5.4.4.5.5,
5.5.6.6.5.7.7.5.8.8.5.9.9.5.10.10.5.11.11.5.12.12.5.13.13.5.14.14 .58 15nmf#] JX
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S AE SRSz T, 2 90% .95% .96 % .97 % 98 % .99% .99.5% .99.9% Bk 100 % [ 4K
WKL (9, 1% A0/ B - e 4 K kD) BAT 228 1 5nmi R~F (40, e K 4E 1) o 40K ik A LA
T2 /NG IIORE o 7E % Bl S 451 B8 /N K ORE (191 4, /A B/ B - e g oK kD) B
10nmE% 5 /N (B 41, 2-8nmEk 2 - Tnm) 1)~ o £ & Fh szl , £/090% .95% .96 % .97 % .
9896992 .99.5% .99.9% 5100 % K8 /N FIRL (511, 8 /INZ A/ A% - 52 4 oK ikn) B
A 10nmEEE /N (1 W12 - 8nmEK2 - Tom) FI S () Wi e K 4 1) o 0T o i 1 R~F 0 A, A
YIa] A HEATAR A R AR X 4y CREAR IR 3R/ e B) 1 A2 (B, ask 8 i iy« €y (8 2, GPC)
BLAE) AT, A3 T T IR B 9K RIORE A2 40 S P AN T 4 K SR

[0096] 2 & WmT L AL S HoAth 2l 43 o B, 2H 5 W03 ] AL 5 38 B e FH 28 AN (51 dnigly L3
Y, BN N) B GE o G2 3 T LA AR 25 b n B2 2 () is #iAA

[0097]  7E & B DL R FEAT AT & B S 00 i 1/ Ab B 2 A/, 4B 0 ml LB A 9K SR | 0k
(5l an2 - 15nm) Ky 2R ks / S AR O20nm) A s S FTRF] (<2nm)

[0098]  FE—NJTTH , AN FFHEAL T AR A TF BT IR 9K RO A A0 100 FHIE o 514, 40 oK itk
AL FTIR 9K R (1 206 F 3697 (B ansss i) A/ 82 W (B anplfg) 7734

[0099] i RAURL#E s I EC AR (B R v CLELFES I 7 A/ 306 77 71 (B an2549) « 7697 77
I SE IS  EANIR T A 36 97 57 BUAE 2 DU B R Puas 48 Bon) Pom aE T R AL A
] LA 235 AL AR 5 K SB0RE S A DA 7o 1 30 1) 326 326 4 oK UKL o 487 20, 99 oK Sz v DA 5 i A
A BRI R U8 45 & 5 e 40 M S B AH S i 0 B 2E 4y (4810 4, 0 440 e R B0 400 P A
FEHIIE ) LA E T AT DL R bR G T AR Tl R 1 T LR T DL R A
SXof o P T i SIS AR (45 G ek R AT B PR R S M 4 S SR R T A R B s vh AR RT R 4K
TR 5] 5 0w XA, ) An AT R 4 o B AR T T M o K R E N AR A
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an, FEA B HINTRZE R Cy 5 . 5 AT [ a B, REIRH H I PVIR O 28 - H &R - R A &R -D- B &
% - ) 1K (c (RGDYC)) B REMLINC s GLBE X e RGDyC) -PEG-Cy5.5-C £1) , B SL7E
T R AR VU B E (TMOS) FICy 5. SHERESE &4 (Cyb. 5-HEbE) I\ 2l pHZ) 81 A A AL
B o KR TMOS FICy 5 . 5 - Tk 73 1 4 & 72— k2 , B B /N i) — S AL ENP, Ho
Cy5. 4R M AL AR i 78 — 20 R B AR LI PEG (PEG-fifkt) A% c
(RGDyC) BRAE1HIPEG - f 4t (¢ (RGDyC) -PEG-fkt) —#E I B e MR &)  EEIIN J& > ¢
(RGDyC) -PEG- i 4t FPEG - i Jo 188 sk 3 117 i e 2 35 (4] FHPEG 2 [ 1) S B XV T W P AENP 3R T
b T2 0B T G 1 A2 K o R I BTR S I iR B S G, B I SR T &
80°C , FE %I L T ORFEFIL AL, LLIG5RPEG - it bt Fllc (RGDyC) -PEG- et ot 5 NP [f 1 Ha A iE 2
RGBSR AV HNE =, I B 2l HEE IR 153% vk (GPC) 4iitke (RGDyC) -Cy5.5-C
5 B S E s T v s g AR I YR DA AT B Al A

[0163] ¢ (RGDyC) -PEG-Cy5.5-C mifIGPCHEL Kl W FE AL AT A — /Mg (Bl 2ARTEI8A) o 7
K L1943 it 1) 06 %] B T-¢ (RGDyC) -PEG-Cy5.5-C 4Kk =4 , 28 K L1543 4 116
3B (1) 06 43 55 BT 2R H PEGIR SRR S S 21K Cy 5 . 5 - HEEJGE I 4% o o WSCER X 97 T 4 oK Stk
PG AARAR , H B IR AE B I GPCAHE DA B R A e R R 46 B o FEGPCAifL ) , B4 C sV
B B AV S5 7R 943 A A T — AN B , R B GPC AL & S £5100% (KI8B) o A, P 4id &R
1R B BEXS ARBTEAR , 9F BV A vl R DU 2 1 R, 3 B o] DLASE FH 5820 ) v 30 0 A i34 7 90
A, R ANPF=Y) LA IR A HIRAR A -

[0164] i f54 4401 ¢ (RGDYC) -PEG-Cy5.5-C A EA7 W A 3¢ e AH 2 3% (FCS) FRAF . ¢
(RGDyC) -PEG-Cy5.5-C W I e 1 5 7R 7E 206 75nm At Y BLXT B2 F-Cy 5 . YL RE i — AN DA
JAEZ)275nmAk L — A~ /N (B8D) , A ¢ (RGDyC) B REfLINPEGHLCy5.5-C £i (PEG-
Cy5.5-C f1) WA 1Z/INE o (R IE, IX AN A7 E 2 ¢ (RGDyC) BRIIHFE , & B ¢ (RGDyC) FiiPhi%
BB 7 C R R A8 FH BB FCS A O B AR 4F Ml & 1 ¢ (RGDyC) -PEG-Cy5.5-C fif¥IFCS
28, ITTIESE NP BA 1R IR A2 50 A (BI8C) o @it FCSHL G, vl LA & /K & kA% Al
RLIAR B o R B RO B I R A5 1 Cy 5 . 5 R (RGDYC) K B 40 IR LA MAFCS SR 75 1) Stk
WeJE, o LU BLAEANC A I Cy 5. 54kl Alle (RGDyYC) it Ak ity Hi & . 45 S L8, ¢ (RGDyC) -PEG-
Cy5.5-C M P EANAG6 . 4nm, 3 HEANNPLIAE1.61Cy5. 544kl f124~c (RGDyC) ik (&
1) o f i » 38k 2H A FCS FIMRL S B I 53w DA BECRIORE 1) 552 B, 1X 3R BHAEFCS 1 B I UK S AF
T KR A ¢ (RGDyC) -PEG-Cy5.5-C s B IF B Cyb . 54kl m &) =% . & Mic
(RGDyC) -PEG-Cy5.5-C R/ AFEACHI LB T OD K, L&t — D H.

[0165] i it I 1T PEGAL 25 A4F 3 il c (RGDyC) 3R THI LA 2 B o 75 5 BT R [ I R 3% AL C mi 1)
G TR FEPEGAL A B8 b, 38 i ¥ ¢ (RGDyC) -PEG - Tk 5t AIPEG - ik ot 9 2 4 & BINP R 1fj
5] \c (RGDyC) i iE ¥ 1] Jik % & 3| (RGDyC) -PEG- Tk i b PEG- Tk b 545 %2, It MR AE VRN
PEG-#E:,tE Z il k-c (RGDyC) -PEG-EEKE s I R MV A , 1815 58 5 R AaNP 2R 1 & 28 ROV
DA SEIIL Fr 75 B e e 30 e RAE IR AN TR T = AR B NP R 215 2920 - 25/ ¢ (RGDyC) i
WIIC & HRBRATHEE 2B — 253 TFc RGDyC) -PEG-FERE MR EA & P2 AT HIC A5
EUAR 2 52 , 7E NN IX B8 = iR FE T ¢ (RGDyC) -PEG-FE Kt I » A TR A 40 5L B AR A5V I, i
FKHINP R AE R AL HSL b, RB=YIIGPCHE I B 7R 7E5 - 1143 % 2 ) B B v i, 1X 15
PR NP SR 4E (B2B) o B AE 285 T 20N GPCAlALAE A Ji5 , NP =40 (1) GPC e i PR ATH 98 43 AT 45
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T A BRI

[0166]  FATKIAEA SIHENPERE M FIHE T, 7EA e AT 4252 1 ¢ (RGDyC) -PEG-fif b (1) 2L
B0 S AU i ENHBOH D PR 94 JEE v FEE 0K o 4am S [NH, OH] MR E F) 2mM i 31 6mM, Wil e (RGDyC) -
PEG - i ot [ % B2 7T LA T i B =A% , 5 L [R] BN 3 e O e R 4F IONP P4 5 & - 7E [NH,0H] 29 6mM
DA AE = A5 B c (RGDyC) -PEG-REREIR FEM 2544 F & R C SUGPCHEL A (B20) Bont T
5 RAE T AL R AE (BI28) o 25 AR 1 i BT NP =4, HASAS RE 4% tn iy B ik i it
fEFHGPCHKC pi 5 HoAth A= 5 4> B ok - fEAiAL J5 , BRIN 48 T % 2 A i ¢ (RGDyC) -PEG-
Cy5.5-C s, HAEANPAETHASSANEL A& (BI2DZEF) Wi A WA , 5 B A BARAC A 1
(RGDyC) -PEG-Cy5.5-C riAHLL , UV-visJEiH 275nmAb i e 15 21 15 5 (K12F) ARPEFCSEE
1k, 5 B A BARKC AR 2L (RI24¢ RGDYC)” ) BRIk AH LY , 1X 6550k 38 B A WS T I = iR 7K &R
12, 806 8nmAHLL T-6 . 4nm (BI2EFNF 1) , 1X 0] 68 F A TN B0RL I ¢ (RGDyC) 7t = (K12D)
T A2 VA R T 3R 1 — AR

[0167]  SFF R c (RGDyC) R IHI B AE AL , XF [NH3OH] %) /& Uk M 1T B8 2 HH T (RGDyC) Ak
S I o B R R 1 AR AR R T S NP ) B A AR AL T S AR
CLEUE B , 7EPEGAL D SR A, PEGRIPEG - TR 2% 45 40415 ] fi i Joh 2 el % P 281 4R 3 1) — 454k
FENPRTH b o 1X AR I PEGIR B 4 F T-C s A s, LA R 2 IENPRI A K FF 2 S e
(RGDyC) -PEG-HEREIS MNP B AR AR , 1 T8¢ (RGDyC) IKER & JUANE = SipH
M AT E LRI B, B e AT 998, PRtk e (RGDyC) JOk ) MRt i AT LA A A0 1 7 36 400 5 1) — 4R
ARAENP R 15 57 R Fi , AN T3 BBONP 2% 26 i L A 2, AT P ZENPER 4 o HH S, 24 [NHL,OH ] & frl 4
I, ¢ (RGDyC) JUK 14~ 24 1 FEL fap B LG, AT (S8R /DN — S A RENPAEPEG AL It A2 FR I B BE 2 11
¢ (RGDyC) -PEG-fit:h , 3 H[F I A2 58 ENPARE M AR TR 2280 R G 7T SR UE Sk TiX —
ML AR, (LA e Jo o A ) JOAC 110 2 T AR 25 P 3 s P A5 DA B B8 T R gt — 2D i mC

AU IR B ) R

[0168]  FEPEGALIL 2 P iE ik M L i& -PEG-EEE R A WL 40 & % R ERER 5INC AR
] o 4155 F 215584~ ¢ (RGDyC) FeAk B GEALC i R THI T & 1) s B 4% A4t e K 22 F s
T HoAh B BEFC AR 51 NC 3R o 1% A2 18 1 7EPEGAK 25 B8 Hh FAS ] P L A2 - PEG - feE ot A1/ 15,
e - HE LR 28 S W 4448 % ¢ (RGDYC) -PEG-FELE SRS I H 2, T & I 2 B HEC 51
Ji &, LA R A FH I 7 VR R e D 2R AR R B B T B RE FC AR PR ARRALE

[0169] 540, PEGAK 25 B Kt ¢ (RGDYC) -PEG- 4% » & SR EE 1% (mal) B AL I PEG -1 )5t
(mal-PEG-FEHr) FIPEG - fE b 40 & 42 B UL BT A B T Cy51IC m R MR &Y B
7 ¢ RGDyC) Jik4h, Fr 5 c (RGDyC) -mal-PEG-Cy5-C s ZEPEGAL NP [T il &4 T sk ik
Je LA, NTTEARC e IS 3 — 22 5 BN BE B Re L 254 - Bk R a Y R ML, FHT1697 12
W 2 (6 8 (B 1) o BARE BN ¢ (RGDYC) -mal-PEG-Cy5-C s (RIZEGPCAlAL 2 Rif) FIGPCYE
Jit B s A R R FINPUEE (B19A) (& 7E DU N GPCAEAL I ¥ J5 3R1S 1 X ARIINPUE LA K 4>
NI B FCSRAEL, SR (KI9BAIC) , R BANPA B =911 i & 2 7] LLEE 52 (1) « MASTA] [Fmal -
PEG-FERE IR & N 3R1F ) 4E 4L i) ¢ (RGDyC) -mal-PEG-Cy5-C AR IO RE B, MY EH I
K¢ (RGDyC) BLAA ) 227 5nmAb Y — A5G , 17 H. 5 X% FENPAH LG 7E250nm A R B et - =
T AT LI T SR BE % B Be A7 AE (B19D) MRHEFCS s ¢ (RGDyC) -mal-PEG-Cy5-C

RIKARAZRLI46.8nm (1) »
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[0170]  4fi ARSI ECARIS , 2 B REC & T RE A SR SR Blan, HEE 52
B IO ) R FE R JE (DBCO) A (A1 HUAR SR B MV e (1, M T A4 a4 2 FH At
BEARXIC AT 1B 1 o BARMRIEGPC UV -vis AIFCSFRAE , v LA FIX Fh 7 5 A2 77 B0 U
DBCO-c¢ (RGDyC) -PEG-C £ (BI10AZD, 1) , (H 2722 f#DBCO-c (RGDyC) -PEG-C i 5 & A
B A4 A0, RS RIDBCOM e Mk  1X R BHC 3R TH b I DBCORC AR 1) o] Je PR3 » it
K, 1X AT e ZLIA K T DBCOMC A 15 T Sk ok 3. fiéz 225 [ A8 b B A T 14 638 7K P o DBCORC A4 (1) 45 22
IR R FECEATEAEAENP PEGIL G 5C st =B ik R I PR KR 465, M T PR ]
TEAT AT Rt A R

(01711 AEFRATHY JFE 45556, ¢ (RGDyC) -PEG-Cy5-CrifEc (RGDyC) ki) Bz B ik 2= EAwic
AT, AT AT DA F IE B TR S T R A (PET) RS o S4B P JE A 5 1 ) 57 25497 dn
(7r) 808 (TTLw) RARICC A, b AR 5 2 S B A A B B AC S Bl , 8k
(DFO) 24t %t ™ 70 BEAT TR PEFRAC I i A RO A 702 — o BAR FIDFOE AKC A, B S 57
IR EE (NCS) B REALIIDFO (NCS-DFO) 55 s - iR e 4% & LA F= A2 DFO - HE X5t , 28 5 TEPEGAL I
R H 5c (RGDyC) -PEG- it FAPEG - ft e — AEC s I 21| e SR A 4 Hh o 8 38 e 1K A )7 7%
FEAE T A2 40 AR [FIDFO- ¢ (RGDYC) -PEG-C’ 5 (B 10EZEHAMNZE 1) , (HIX LeNPLE A= M) 2% S 86 b SR
H T AT 45 5, AT i K A R FDFOZE B AE AR HIC s R 5140 A0 (Bl & &
) o

[0172] B J5— S22 FH kR B B4k c (RGDyC) -PEG-C A5, AT AT LA FH e Sz S B R AT
EABC fLo MAEPEGAL I A2 o 4 i e i Joe (i 2 7 2 - — PR AU - 1k e (APTMS)) Hic
(RGDyC) -PEG- kg FIPEG-Fe i — i 5L , Fr#3f) ¢ (RGDyC) -NH,-PEG-C' mi£EGPCYL AL A
o T I B ORI (BI3A) o RN LE DY ANGPCAAL G 3R 5 , iZ I AR ER tm &t (BI3B) . fn
[1IGPCYE it el 2 BANP I SR 4E , IX 1R ] B A2 HH BT 2 10 i B 5 e 1, ik e B4 A0S 1 -0- S
[T B, AT 3 BNPAR S P12 2% o BRARFCSRAE R B , TEGPCAiAL 5 T35k A2 3 fR F5 7E6 . 8nm
Feda (BEI3CHIZRL) L {H 2 BT 0 T4l A NP ATS e W 5% 31| B SR AR UG, 3R B IX FIINP SR AR Al K 52
M | B 24C s =R = R A (E3B) o 4k, S5AR#ERT ¢ (RGDyC) -PEG-Cy5-C mi AHLL , {1
FHIXAN %4 Bl ¢ (RGDyC) -NH,-PEG-Cy5-C' s (WK 6 FE S8 7 75 29 480nmAb A — AN B il
(E13D) o T A it FEE T A PR T~ Cy 5 4RI B e 7 40 , X ] R a2 B T e A A g — A b ik
T 1 Cy 540 18] 1 AH ELAE FH 8. Cy 5 4 Ak iR 3 b bae A b A 1 SRz 11 28 e =2 B, 9 HLxd T
AW 2 N R R B2 R AR

[0173] @4 AMBIHPEGAL J5 R 1 (PPSMI) ¥4 28 B ReH] 51 2C 3R M . @ i fEPEGIL i
R b L4 AN B B A - T e 28 S 00 28 B RE 1 51 20 s R I I PR IR T A [F] 1 B R
P RIRR 8 1) — S IEENP 2R T [A) 55 A1 g B B R AR AN AR W 2 N FH PR v 22 3 22 ) ' e e A
o B R E I A/ SR, AT AR R AR = 1SR A 77 Wi ET — 5 BT S 2RI
W5 A RE 2 (B I 5m 4 & v] e 2 5 80O DL HoAor A A3

[0174] X ANPhdK 1) —FP AT BE R Aok 7 R4 A 5 S A RE 2 M 46 & 1 80 712  fE 3
R OL T, Bl B AR AR 5 1 — SR A RE 2 8] B — e R 0 2 A0 7 DA & ] B AL 3R 5
— 7T, SR A K 2 5 BB RS EC AR A AT R M DA R A o A AN E BT o KR T 45 1 45 5 8 7
AR AR R XA E 2R R R 1 B AR AR TR 4 A AR 43 S R )
2 15 P BRSO T AN AN [ ) B AR AR AL PEG AR 2% A 2 A R0 3 R KB 38— i T
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IR R ) AR AL NP 2 L ARUE 1), I HLH AR e M B35 B8 9 FEE R pHAE A 1) e B 2% A4
T B RURK, T DLV EEPEGAY, 25 11 FT g 2> F- NP A4 58 11, T S B R W (B 0, E O
[0175] SN 7 o ARIX S8 ) j1, AT 4k SR AEPEGAL B IR R X C A AT B RE AL, AR, AT
SR T IR ABIHRPEGAL 5 2R 11 (PPSMI) () s M. o X FHPPSMI TV H H 1 I C sPEGAL,
05 % Bk K PEGAL 25y 18 HL A e A 5 — A RENP R THI 22 [8] 1) 4 A, i 1% SE i AR 7E 5 — 44k
FENP [ M. 2 HIT A B 2 BB 8] 33 5343 BUAE R SRS 0 H « e 4k, & SCIR I PEGALIR T-C ik
R 1R 22 TR RS 1 N T RS 78 B Bl i ) B S 2R R T DA OR AP oA TSR B IR, e 9 1A
RN ZHSEAE TR R T, TR A EC AR AT A R SR AR S B, IR A
HRIEFR , PEGHUNPIIPEG AT mI e 4 2 1 JRSE A=Y 70 28 188, BARHE T — e S 40, s R 1
PEG# 5 FINPZ T i % o [RI B , REAE AEPEGAL 2 Ji& » 75 S A EERZ 5 PEGAL — S A E 4l K ks
[FIPEG)Z 2 [B] ¥ F T b AH 2 i B A R ot I 25 , AT 38 0 A 73 5 /N e 20 7 1 gk — 20 4
G RN RE .

[0176] it TATE Je S5l AEPEGAL P IR 2 J5 ¥4 DFO- fitbe s N # ¢ (RGDyC) -PEG-Cy5-C £d
() SN TR A o AN ZE I R PAILEAR T 300nm ) Y5 Y A R B UM A RO A5 5 1
T, 2 B S5 DFO - fek e ) S S R R B (1) o X BRI F LR E R o 8 2%, B FDRO- RE ke 4%
SR BE R R EE L C EPEGHL T FAPEG - ik e i 5K, PRt e ] g o 1A St i Bk
L PEG)E F 5 T THI ) A8 Ak 3 T A e P 266 e A e B o IX R BH T PEGALIIC R R PEG )2 A4H
YR X SWATSEAT IR T Fk, KR IDFO- e Gt 1Y) H 4 & A 5C s B A6 AH 3%
Gt . T DFO-F£ )5t 2 1L PEG)Z VBB AR 1S , R IE H 4 A 2 32 B N7 o MR X L6 4T 25 1) 45 S
B, TATESE T — P& A 512K FHIDFOXT ¢ (RGDyC) -PEG-Cy5-C 47 B Ae ik , H ok
KM NP IR (B AR — B rh W s - b I 21 S SRS Y o Jie s - bt
& — PR B INE 43, R AR B A B BUCRIPEG 2 R I A AE T ) AR b
MR e (RGDyC) -PEG-Cy5-C miAHLL , FT#FHINH, - ¢ (RGDyC) -PEG-Cy5-C s AERTKLRFAE Ty
T o S AT A 92 R AR AL (R 1, BN B 3E-HE BISE-Higk AT LL #%) . %l , ¢ (RGDyC) -PEG-
Cy5-C' i FINH,-c (RGDyC) -PEG-Cy5-C' s HIMRISOG 1S J LT 58 42 H B , R BH i dk - b e P 5 2
¢ (RGDyC) -PEG-Cyb5-C g WX B 30RL ) 't 2 R R I A A ART 520 (EI3H) «

[0177] [ 5 vl FH A ) 2 T & 2K 28 — B BB AR 51 220 s8R RERI R TH O 1 B0 UEIX
— AR RIS NG EIE 2 5 7ERE 5 (120 SRR N 1 DFO-NCS , BLZ8 Hi i 2 -NCS e 32 5 4r
TPEGZ T I IZEE I (B1) o 1% 7 I3 AE T, ILAE AT LAt 0 AH X %5 /a1 R DF O B2 LA HE B
DFO-NCS4¥ % iEPEG)E , T 75 S 24 1 A4k 20 B A ] LU Jd isk 85 400 FIGPCHEE A 22Tk 2 R FIDFO.
B8 HIDFO-c (RGDyC) -PEG-Cy5-C s FIGPCHE Mt I 2 BHAE iy AT 45, A —ANNPr=4 I
(E14A) 4t 5 , 3453 BAR N6 . 4nmff) 72 73 A ) C st (BI4BAIC, 1) o 5NH, - ¢ (RGDyC) -PEG-
Cy5-C AAHE, 44k fIDFO-c (RGDYC) -PEG-Cy5-C A {E200 % 300nm. [a] F A S (1 W o
FHIE (B14D) o 2 BEAR 5 X N T-DFO4 1 WO FE , I HL Rl A8 S 82 H A FH I DFO -NCSHR i
b v T e o d e A — RO FE AR HEL G 61 K DFO- ¢ (RGDyC) -PEG-Cy5-C ri IR
i [ B AR AN 53 S ok (B]12) o T8 R FE 9 290 . 2mMF DFO-NCS& HIC A,
BN RURLIICy5 v ¢ (RGDyC) FIDFOZ> ¥ Hfli vh 43 Al 9291 .6, 23814 (B 12F1K 1) o X L 1% 4
LW, DFOE, S TN & FNH2- ¢ (RGDYC) -PEG-Cy5-C' £, JFUESENH, - ¢ (RGDyC) -PEG-Cy5-C
ROE R EE R AT K, RedEAT 1E— 22 OB B T DFOZ 1R B 55 41, AR ¢ (RGDyC) -PEG-
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Cy5-C FEENH,-c (RGDyC) -PEG-Cy5-C £i, fERE— P B % TGPCHIFCSHIC m ZRAE T AR M
FSL AL (R 1) , RIFX P N PEGHL S5 B X 5 e (RGDyC) -PEG-Cy5-C £
REEACE TN 2, AT S5 R FE b v 1 I R AL AL 2R

[0178]  PPSMI J7¥2: 3 4k » th AT PAfdE FLEDFOM % F-c (RGDyC) -PEG-C £5 i ZRABLIK) T 92
e I HoAth B B REBCAR G0, 1,4, 7, 10- DU 3R+ —%%-1,4,7,10-PU 2. & (DOTA) 2
PRSP ) 25 (00T L) HEAT U RR T B B B R A 77 2 — o il ik FHDOTA-NCS AR
DFO-NCS, 7] =42 45 73 A (IDOTA B BEAL A ¢ (RGDyC) -PEG-C’ /4, BIDOTA-c¢ (RGDyC) -PEG-C” £,
T A 45 8 5 34T 1 a0 Lt PEARAE (BIAERH) o 1% 5 vt ] B T AR B I 28 A ik 2
Bi4n , 3@k FEPEGAL J5 1 R TS 1 20 B Hh A B - b AX e 2 - ek o, ] DA P~ AR B I B e AL
[1C R, FERTIRC s 53 A1 ) i e 22k A o] LA 3 3ot A1) G s 1 - s i o Je B 3 — 20 55 1l n 5 >k
T SV e 225 B e AL T A S 2 o DR 1 AT IR B, 38 e X R VK B I - FeE Jt 51 A BIPEG-Cy5-C
A AR L AR T A AR IISH-PEG-Cy5-C A (B13AEC, £ 1) ARG, fE4ifh 5
PR, B TSR R W B B AR FTTCY R (mal-FITC) hi A\ FISH-PEG-Cy5-C ff) S M VR &
ViR, DL I B I - SR 1 28 A P pHAR IKF T TC L BE XS NPREAT B A Ak (B11) 13 311
FITC-PEG-Cy5-C mAE4ifh J5 on T I GPCYE I B, 2 B 2 v B NP~ 42) (B13D) «
FCSEAE R B T ¥ki 42 46 . Tnm (BI13E, % 1) . 5PEG-Cy5-C fiAAEL , 44k A FITC-PEG-Cy5-
C RAELI450nmiE AL T 1 55 SR SCRFAE , BT IR R A% B T-FITCHL AR R REAE P W (B
13F) o &5 R B FITCYL R} i i B I - Mmoo I B I3 AT 1 B 5 DA BB - PEG-Cy5-C ki
AR B A ] R

[0179] & 1 _E3d i) e 3k - e o /NCS - B A R B - ik e /ma 1 - e A4k 2 DL Ak, 38 AT DA ik FH 2K
ACLA 5 ik B F A R AR I 28 A A 2, 491 n 28 R - bt /B - A (LR 30) o

[0180]  PPSMIG /7AW LA A B ANE B RETEIIC 5 S0 , A0 45 i B R B I 8 1 e Ak
[IC 55X L [ RiEC i v BE 2 O P & BL R VAT 5 82400 , REZENP I 4% f5 , iR 4 H
Fa L FE A8 FH 45 R RAA o L2 L %5 31 A2 75 FNH,, - ¢ (RGDyC) -Cy5-C TAEI , AN B 52 e AT
7 H B AR RINP AR E P o X F-NH, - ¢ (RGDYC) -Cy5-C £, 5 /)N EE /% I 5 ) ol A 5K F) 06g ENP 1) 46
JE 64~ AP UE H BLAEGPCHE i (B 14A) o3 AT 58 VA PR T 451) a1 AANP 2 T R 5 140 Jok 2 4] » A EE
Z R EH e RGDYC) -PEG-C i EZ /DA I (] Py B HH R NP RS 2 P , TEIBNPHREE
A PN P RE XA A 50 o DRI U, FRATTIR BE A C o PRI B A vT 6 2 BB T AA e 228 ) BB 1) J 38 v
pHIEE IR 1 ik be 7K e 1 51 A T o

[0181]  AH )% , 7E 8 F 2L T & I PPSMI J7 ¥ il % NP5 61 H , fEDFO-c (RGDyC) -Cy5-C s
GPCYE It FNFCS AR H oA WL 2% 21 s i 1 A8 4k , 3 B B A BT 7% BINPASE 1 (B114B) o iX ] e &
FH T-DFO-NCSTEPEGAL Ja (A& i S Mk R vh s oy 1 A S , AT i 4 1 A W AR = C
R A TR, AR TR U AT DAAENP ) £ Jim B p 1) 4% e 35 RNt I 32 B RE AL I C
B DU AT 3k — 2B B , H 5 FRARL ) 2 38 1 ENP 1) 86 3 R b 51N HoA B AE PENPRC 4k T 22
XSS B RE I [ 87, DA RIE 5 1 3k 06 g 17 4 5 [ DA SR A5 AT 75 FRINP AR 52 1 RS K PR 7 i £ I
.

[0182]  HA = MR & RER M BCAARM VU B REC £ : PPSMI 7 VA A B4k o v] LAEPEGAL
JEREAE M RS A E FRANFEME S, N2 BREC Mgtttz
B #7E— Bk A RN 31T
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[0183] NV #HATUERH , 7EPEGIL J5 , B 2t G R B g ft.c (RGDyC) -PEG-Cy5-C ki, AT AE i
NH,- ¢ (RGDyC) -PEG-Cy5-C" £ o 48 5 ¥4 DFO-NCSEE £ FIl i Jiie 5 - NCSZ A i e I ix 4 C
b, AT S AT L SRS ¥ TR IRIDFO - ¢ (RGDyC) -PEG-Cy5-C siiidk— 45 PR 45 - fik bt
B HEAL , 42 B SH-DFO- ¢ (RGDyC) -PEG-Cy5-C M. 5o, K FITC-mal pHA% &L RlHE APEGE
o, I R - 0 R O L S AECT A AR AR R T, AT g e e A e 2 A (P
1) o W B & 45 SRAIE 52, A58 28 20 A FITC-DFO- ¢ (RGDyC) -PEG-Cy5-C fi st & T
VU0 E Re ] (B]54) , [E] I GPCRIFCS KA AR HE 7~ 6 . 8nm I RLAR AT {458 78 73 A HAIK T 7nm (K158
HIC) AR EIRI AR TT I, 8 A R R A B b 2H 53 1 — B O A v A1k 5 B AN P (1)
Cy5.c (RGDyC) \DFOFIFTTCE: ] 1) i (B 15F1K1) . c (RGDyC) BAF ETEC FIPEGEHIAME,
N T B 8% = Bl 4 ) Ji8g o K53 73 R 8% J3E AT TSCH 12 ) 437 2 % 5 Al pHA% SR ¥ DFOANF T TCC A< 47
APEGZ o X A TH ol # AR B AT 10T 5 /N 2 2 i, AR R BF y 2D 7 X0 C s A P P B 1) 9 7 1
TN o« 24 7EA88nmAb A BT, NPYEAN ] i pHAE T 7E £9525nmA 7 H 22 B (1) 26 e o 5 (B
5D) o 3X A % AT I P T4 A PEG 2 pHEBURF T TCHYL R & 5 o MEEL 2R, 24 7E 645nmAb i &
i, NPTE 2167 5nmAh . 7 B Al 37 FpHIK 2% 6 (KBE) « 1% 58 6 5 AL RERZ N 3B (1 Cy S YL kAR
X N o 3X A BH S RINTRZE A T CAAE FHC A AT e pitg (Bl TG 5 SHFER) 1
A AR R pHAR IR 225155 o NI, T Ik R e A5 848 U B o B2 (525nm) [k DA UG 2225
55 B (660nm) 1 pHE BRI K, 75 H Lb R AR v h 28 (B]5F)

[0184] 5 HRF , 1556 BT R 38 Y pHAL JRRC SSUMHEE (B MpH 4.5%pH 8, HhAlpH A Z16.5) V',
FITC-DFO-c (RGDyC) -PEG-Cy5-C s i pHR. 25k o5 1 58 %% 1 pHyu [l (E5E) (B MpH 4ZpH
10, HHAIpHNZIT) o X AR AT g A& FHFITC-DFO-c (RGDyC) -PEG-Cy5-C' i HIPEG)Z T [l ) 3t o {1
Jile 5 51 I, L2 MR E T TCY ) JE) [l 1) oy 3 R o o 1 LA SURE B B 41 , PEG 2 AR F T TC AN i 3
[t e 7R T C sUMURE A pHEBUBE A o SR Fh i 11 SRS IR S AL 1 — /NS T a8 o A1 41 1) 5
K B A 22 A8 (R AL EAZ RTPEG)Z) SRk — I HEC e 2t

[0185]  PPSMIJjiEMI IERS M o LIRPPSMI 5 ik i il AR il — A2 , ‘B A2 SE 38 10 A Ak
IER I A F 8 TR SR B, B 1 b3 ek - 1k e /NC'S - Jic A4 A B - ik e /
mal-FCARAG AL, 3 v] LS FSRALL IR J7 320k B A 2R B B 4 G A0 5, il , B 800 - R e/
FRE - TR o A T 1 S5 B A [R] A 22 (1 48 S B8 o A 2 B ARFH0, R mT UK AN [R]
B e FLARIFI IS B 25 FC 05 E

[0186] Ay T #EATIERH , S5 H4IR 7 is Infg 3% - ik e , DFO-NCS , B B2 - ik e AIF I TC-ma l #H S , %+
2 3 -tk e AR - B Je — 2 8 I Bl e (RGDyC) -PEG-Cy5-C £ S Joi R, LA R s i 32 N 5
FEEBRALC A5 LB 5 — EC VR NDFO-NCSFNFTTC-ma 1 LA [ I 447 fide AR 1 35k (4] 5 4 B B O K
afift 5, TS IFITC-DFO-¢ (RGDyC) -Cy5-C miliznth 1 BIGPCHE i &l , 7F H AR RFCSHK
TEAS B 296 . Tnmff P4 B AR (B 16AFIB) o J8 i A 4l AL ki UV -vis e ik (B1160) , ¥ &
A BB A TR ISR AT I B R, 4035 Cy 5. ¢ (RGDyC) DFOFIFITC (1 16DZG) - 1% 2 B il it
DFOMIFITCIA] B BEAT 2% & N, R DL 3EAT 1 SR 21 - PPSMI 7 ¥ 72 X PEGAL — S AL FENP i3E
1T B R LI 58 K 515, [RUR A8 FHPPSMTHEAT SR A 10 IEAS PR B S5 40 k. 1 SR TR BT 75 (140 )
i (], AT E— 2B fiifk 7 2 B A S AL RENP il 4%

[0187]  FEPEGALIHIAI A Ji5 , i i BEAT R M2 1 4 545 20 HA DO A28 AL B /8 R T
I TLE REC . FRATE LR I v LLAEPEGAL 25 B3 18] 53l 1 PEGAL & 1) R IS 1 , AN
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F SR E B RE 5INC AR T X PR 7V A 3R AL T AR AL AN IEAZ IR 2R 2 B e
C REARZRNE R BHE, i MK EN B ) —8E G BN 31T Nk, o 1k
ATUER, JATE R 7 LB REC s, HAENPER I B B S L DY FhA R ) B Re B4 (BI1) , AT
AT DA R B 3R AT 6 27 7 B R S 0 PR RS I B SR AR A R L 1 4 SR A RN LR 1R 245 W ik
[0188] AT AMILEREC A, H A EPEGHL A IR i b Bk i@ 13 ¥ ¢ (RGDyC) -PEG-FEKE |
mal-PEG-HELE FIPEG - Ff ot FL 48 & B — S A AEAZ 19 3R 1T b 5K R e 140 440 e 4 1) 22 [ (EP ¢
(RGDyC) JiK) 1S SR B V. fig B AT A NP R TR IEAT A& 1M o FEPEGAK. Ji5 , A4 B SRS (1) 24590/ O3 1
IO B SR AP, DU i i B - s e o SO FE E T (AA T 2% 1k) C 3R T ) S SR Bt P
B 3Ll o N T AT IR, oA T B4R E F 6 (BFV, 20 145 7 WK 6A) 1 N/ NBUVA T 2541 —
AN, 3K A — FhA T FE RN B 6 9T A TRBTHIV/ ATDS 1) 138 % 5% i 58 259 . EFV & Bk
5, TR R AE — AN B D Rl I ST A R B S S OUE AR B U3 - PEG- B B R
A it B 2 B ARERV (B 17A) o 5346, EFVAEAR T 300nm 1) % v el P 2 B0t b el (1) W AT Al
PE, X5 HERC M bpy A se MO R (BI17BAIC) o B iR, iX B n] DA A At
2GR SR RS, LR FRATT S T A 0 B T AR 250 - Bk AW AR R BB 1)
EFVEft & Fc (RGDyC) -mal-PEG-Cy5-C mi )&, LAIEAE b SCHGER M VU B REC sl IPPSMI & /7
TR » B e 2 - ik e A DFO-NCS B B - fe e FIFTTC-ma l N B e MR A 70 , LAt — 25
DFOFIFITCHE[A] 5| AEFV-c (RGDyC) -PEG-Cy5-C s, AT 53 S0l SEBILTHUR 4 42 JB 5 & ALl 22 7Y
pHA%

[0189]  FF3HIFITC-DFO-EFV-c (RGDyC) -PEG-Cy5-C fifE4lifk Jo &om H 75 A GPCHE i
B, 2 B RIORL A0 RE 4 (E16A) o A B A XA OC BR BBUR Bt 40L& T FCS H A G 45, SR I
Fiit o A7 (Kl6B) -FITC-DFO-EFV-c (RGDyC) -PEG-Cy5-C i MR BEAE BEAN il Hh o
T 2 AN I B — RSO B AR v XS R AT LG, AT DL DR L R B AR B A
H o BT Tk (BI6DZEH) o Fifl J 18 3 4 R Pl 2H 20 1 9 P B LA ANFCS SR A NP R B (R 1AT
Kl6CEH) , B HC A LM E REF B B8, ik S LRl BARTEC SR E A
LB T DU AR RAS R B RE ] (E 2P R4 A6 . 9nm, AT T Tnm, 475 35 230 G R AL
C s RS GRD .

[0190]  FEIXANSLa i, FATHIR T — 8B & B 12 T DB AL RS 4y 122 1 75 5K
22 Bl (PEAL : 23K DY Fh) 27 B B RERC AR 51 N 2 56BN (BL4£<10nm) 3% FPEGHL — 41k
FERI QR BURL (A RC R IR THT - AT LB W A [R] 1 57 XU REPEG - b L 48 6 31 — A
FERZ B SR T _F SR AEPEGAE AP 3R A I AR R AL B RE ] (2 , FRATT D BAIESE , ¥ R AEPEGAL
IR GINE e B X Fh S AL 52 B — SeBR ], I B & w T80 AR E R
151 4r T B8 4 & 3 6 PR o1 AT LA 3 3 Al A B APEGAL S5 22 1T (PPSMI) (1) &2 3 3K 72 IR - ZEPEGAL,
Jei > AT DIRE /N DA R IEAE S S (R C AR (f91] dan g 35 - AR/ BB I - ek e 43 ) il AN BIPEGZ
Himt EE e 4 A B T AR SR T, AT SE IR AL NPAE i, LR RE M T H B
5 UL £ ¢ ' 0 bR 0L i) C A o 4514, 0 T80 0m, SO Ze A T LudRAT , — L B 2K ) B4 7IDFO
HIDOTA, AT LA 43 ) e ik 15 e mli s g 2 [ s 87 > B 25 T-PEGHE < [A] FICT R B — S A FE 3 1 o T
IR AR T2 A8 T 2864 5 5 32 (LG IR - 0 A 2 800 - B i IO R
R C A PEGIL — S RE G K BIURL B RE AL A PPSMT /5 538 1k o B4, a7 DK@ it AN A
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(48 6 A2 7 AT I PEGAL J5 SR TH B N1 4 & 2 R, DUBEH AL A IE 22 i 7 Uit 2
REC mio B )a, N TR B fe R4k, il UK I I 7EPEGHE 2 8] 4 A BC AR T 3547 IR PEGAL
J& R B 5 TEPEGIL 25 BRI R AT I R B R AH S &, INITTTESS A B PEGHE 1) 2 1 (1) 4036
FEAERECAE A T AT IER , FATE T U E BEDFO-FITC-EFV-c¢ (RGDyC) -PEG-Cy5-C K,
HAE AR B854 T SIS MR R R RIS /B Re M AT AT Y622 00k e 1% 1) Sk
R FINTRZ S Gkl , FH T 3547 4 e e 2 B 4 i) 1 B EC A, FH T 32047 e R bk 6 U AR I3 1 pH
FERGeR], T 1047 1IE H 7 R ST I 2 3330 (PET) BA% DA SRR 792 0 U 4 S B 5l , DA
JABAS RN L &6 7 2 W i AUE1S B IR I7 BE ST ECAR - 258 6510 - B A 1R IR SE 7
SEILP RN S 3B PREE T GRR IR B R5 1 » 5 I T 7Tnm (1) B /NRLAR , B IR PEGAL 25 5, 1 4T
[0 P A i 5 A DA B o) B8 A R AR B /2 THI %5 P58 1A 4 ), JHG 97 R R JORE 2 At NI IR BT 75 119
R B AE W) 3 A7 DL R PR YE  BARE 2 /NMREERIC £ T FDARLAEAE S IND T A AR I PR X
5 AHRIX I TAERC U PR R 83— 2 BT 7 K1 T,

[0191] o2 i A1 o B G A4 ) 35 4 AR A FH o — B AR (DMSO) S TR\ (3- S BE 7
3 = HEIEREE MPTMS)  (3- Fdk A 3E) = 2 8k rd ke (APTES) « (3- & P JE) = A Jkfik
L5t (APTMS) « JEAEERR VU g (TMOS) kv & (EFV) F12. OMAI & 1) L BE % W H Sigma
Aldrich. AR B iR E (2 89 8 (PEG- ke, BE R i N Z1500) I H Gelest . B A Dk
Pk 7 % FINHS Fig 255 (1) 5 XUE GEPEG (mal-PEG-NHS, BE /R i & A Z1870) ) H Quanta
BioDesign. o+ H BB &k - PEG- i iE (BE/R i & N Z1600) i H Nanocs Inc.Cy5MICy5. 5% )
BB [ GE , LA A2 CW800%¢ St Yk [ Li-cor.S-2- (4- R E IR S -1,4,7,10- VU ZR 30
+ =k DY £ 1. (DOTA-NCS) AI1- (4- REFEE AR -3-[6,17- —¥85:-7,10,18,21-PU%A
f£-27- (N-Z W BRI -6,11,17,22- V0% 4B K= WY&
(tetraazaheptaeicosine) ik (DFO-NCS) g FMacrocyclics. IR AL - H &R - <&
TR -D- M - M= R) K (c (RGDyC) ) Wy HPeptide International.f# HIMillipore
Milli-Q&RG AR 77K D1K) .

[0192]  FFHEIRARIFEC mALSEI 48 G iy 4232 LA A BEI CA K B ST X 0 ANE HIC £
e ay Zikon TRTH (B2 IR B4R, W2 IR S — AN ARIERR/NPFEY T 4 L
I, 3 FKINC B LA FL ARG K B0k , mC 25 ENP T & S5 T (36 5 248 T
LR AR I TP R Gkl (9, B THR R Cy'B) o F5 5 A M Y 2544 B 26 U
IR T M TNPR I 5 (T AR B Je & RN, R e B B A1 AN 2 G A
465 2 —FERIEA D) oA T S BURLR 0 B e R B, AT T UL R IX
i)« Y BRLCE R 2R A5 M HO 4143 320K & B4 5 T2 2 A2 I 290 o AR, W BSR4 4 B BILAE R
RILRH A M, W% 20 5y BRI 5 T AL RENPI R, 10 N B & 1% 1 228 22 00 i) 76 Rl
Hoyr GHTRAEREER (B, mal -Gl , AR T 5 R P & R i 52 [ 2 8] 1 2%
) A, PR AR AR A 22 7~ BR e D Re i 2H. 43, 491, 38 m) 2 P Ak i LA 5 S Gkl (2 LI 7
M) o B e g 1 1 PEGHE 5 — FUALEENP R & RE , WK ) 2 I Bk s i 80 A, 4
UWIPEGEEKPEG1 2. 415 5 ATk , GH K FTURE (1) 44 AR LA I Fr g 485 5 A 5% LA R 77 T R e A 45 2.
(DNPF& 5 (1) BRI 26 R (111) FEE BRI E fe vk R H 5 W0R 8 (v) FF
EMB AN, (V) BRI, 5% (vi) 85 8 MPECHEK .

[0193] AR R INIRIL KL B R4 C A (4 k)) -PEG12-mal - Bl - ¢ (RGDyC) PEG6H

35



CN 111182891 B W OB P 34/39 T

E o c RGDYC) B REALHIC s TEA G BUERATCART I R h A i . o8 7 B EAH
RRIFINIRY R, 7EC A R 5B — b B eE e B Re AL Jetl (B4, Cy5-FEkE . Cy5. 5- kf
FE FCW800 - ) 5 TMOS— RE NN B [ RV A 0 o F AR INPA B SE AT HiE Y ¢ (RGDyC)
BHREC s EAEIA
[0194] A EC s (YR -PEG12-mal-#if¥ -c (RGDyC) PEG6, HoAEFh vk H A BrE N c
(RGDyC) «c (RGDyC) -PEG- T 5 A i FE M #T A0 . 69mM (L — A 4 4NC A (RGDyC) ik %k
EAE16F25 2 [A]) Fim 21, 73mM, LAk — 28 38 hn i ASNP i ¢ (RGDyC) B EE . N 1 Bl IENPEE
£ NS A B 1 N IS B I 2mM I 5 1) 6mM o S B 77 V25 AT LA 2 7 6mM I &L AU AL B B T I
GC RUE R, BUIEPEGAL 25 BR 2 B/ S RIUS I oy A1) S A B DU S A B R FE$ T &2
EmM o Wi 5% 31| 38 i 1% 7 S A AN IR 1 7 3 PR AR I B 4 C m PR AN AR 22 L TR, A T
fRT A ) B Ak R , A 328 DL 6mMIK) £ v B T IR & i«
[0195] C & (Yekl) -PEG12-mal- i -c (RGDyC) PEG12-mal PEG6,C fi (Buk}) -PEG12-
mal-HREE -c (RGDyC) J&2E-NCS-DFO_PEG6AIC £ (44k}) -PEG12-mal -#REE - c (RGDyC) PEG4-
DBCO PEG6II & . 9 T 1A1C & (4ek)) -PEG12-mal-HifE-c (RGDyC) PEG6 3| N HAh B E AL
1A, TEPEGAL 5 B ol o A4 - TR 4 28B4 5 ¢ (RGDyC) -PEG- i J5 MIPEG - ik e — RS s I 2] )¢ 3
TRE Y o X SR - ik e 2R A AL 5 5 SR IR IV % B RE AL A 57 XUE REPEG- b (mal -PEG-fif
) \DFO- " BRI FE T (DFO-NCS- iz 2% - it be) FIDBCO- B REAL 1) 7 XUE BEPEG-fit: 4 (DBCO-
PEG-FEHt) o IX SEPC A4 - fi bt 58 - M0 B MR FE T L 20 . 01mM %2 0 . 34mM, A2 B 1% R 11 i 44
T EER B X R TP A RC f (GeR -PEGL2-mal - i EE - ¢ (RGDyC) _PEG12-mal
PEG6 ¥ 71~ HY XA I B e A 1) A A AR L 1) ) Bt o AH A2, C sl (k) -PEG12-mal - Bl -c
(RGDyC) J#&H:-NCS-DFO PEGEAIC s (¥ekl) -PEG12-mal- i -c (RGDyC) PEG4-DBCO PEG6
R T ANRE L R 1 0 Bl AN 250 50 B BC AR 40 A
[0196]  C & (Yekl) - PEG12-mal-fifEE -c (RGDyC) PEGOAIC & (Yek}) -PEG12-mal-Hi
fig-c (RGDyC) PEG6 R&MIA o N T HEC i LB NKEE, 7EC A A AN [E] 20 B vp 4 e 22 -
feEle (RIAPTMS) SI R MR G P o — P07 e , 78 B Z40HE TR B L. T APTMS i
AR SRE P, S Vs e (RGDyC) -PEG- kbt FIPEG - ikt , e 42 & i AR R A28 L i
BEIC A Gkl - % PEG12-mal-BiEE-c (RGDyC) PEG6 i T 58 NP R ~F 49 A o [RI I
MR T Cyb G4 kB4 fift . TEPEGAL 5 51 , TEPEGAL 5 B8 2 TG TS INAPTMS o 3547 7 N B 4G
TEPEGAL 25 5 235 PRI K s I3 P AN 80 °C I 22 25 3L, S8 J5 0 B 204 4 B2 . 3mMIFI 3 B ¥
APTMS o SR J5 TE R ZUBEFE K e NIR BT 2R T B IR, SR 5 EAT 4lifk . GPCRIUV-vis R
fER7R, FrRHIC /L (GeRh) -PEG12-mal -BilE-c (RGDyC) PEG6 NZRILH T AHZ NP R~ 4>
A AR B R W IO o X R 77 v, AT ALK A0 . SmMIFT APTMSIR & Al Bh il 2 C i (Ul -
PEG12-mal-#ilE-c (RGDyC) PEG6_Jiz , [F] I NP =) AN 2 2k 2 5 e s 87 14k FRC A P s 87
[0197]  C /i (Yek}) -PEG12-mal-#iE% -c (RGDyC) PEG6 H#3k-NCS-DFOMIC fi (Yek}) -
PEG12-mal-fifiliZ-c (RGDyC) PEG6 itk -NCS-DOTAM] FE T PPSMI )& i o 38 3 76 N e 32k - i
Yi— KRG, LRI ZIERE T T 2 I DFO-NCSEEDOTA-NCS 73 I AC & (ekl) -PEG12-mal - i
Iz -c (RGDyC) PEG6_JZM) e ARG KA RC B (Jkl) -PEG12-mal - EE - ¢ (RGDyC)
PEG6 ¢k -NCS-DFOMIC 55 (Yel) -PEG12-mal-fifi /% - c (RGDyC) PEG6 f# & -NCS-DOTA . £E 41
A 22 H 5 B S N AE i B9 BE R S IR E 1 R . DFO-NCSAIDOTA-NCSHI IR FELE0 . 02mM £
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0. 4mM 8] A4k, DA 2048 B3 FANP [ DFO B DBCOI) £ & - APTMS FIDF O] A< 5 347 ] ele A% , LA 42 ffil|
FHNPHIDFO% & .

[0198]  C s (B4k}) -PEG6 FiFEMIC s (Gk}) -PEG6 il -mal-FITCH) & T-PPSMIF & o
N T KR EE LA 5] APEG-C LU BB B B RE AL C 0 (k) -PEGE Bl , id i FH e -
Tk e B A g 6 - e e DA R A FHC 050 (9B} -PEGOAE A FERENPTIT A FHC A (Gekl) -PEG12-
mal-FilE-c (RGDyC) PEGERIHHEC s (Yekl) -PEG12-mal-fiilE-c (RGDyC) PEG6_JZ K& Ao
NP& R AR AT 5C i (Yekl) -PEG12-mal-HilE -c (RGDyC) PEG6 M4 AHE N T
B FITCY R 2 T°C A (k) -PEG6 BREZLLAERRC A (4e k) -PEG6 i -mal -
FITC, @it FFITC-mal BUARDFO-NCSLA S FIC £ (Yek}) -PEG6 ik B A Ay S AN 1 A~
C 5 (Yekl) -PEG12-mal-fifiliE-c (RGDyC) PEG6- & RiHEEC s (Yekl) -PEG12-mal-filE-c
(RGDyC) _PEG6_Jf i -NCS-DFOR & Bt o NP i R 3 70 5C i (k) -PEG12-mal -ilE -c
(RGDyC) PEG6_fi%3& -NCS-DFORY & i AHIF] o

[0199]  PUEREC #i (Cy5) -PEG12-mal -#i % -c (RGDyC) PEG6_fi% 3 -NCS-DFO_fifi ¥ -mal -
FITCH) 3& T PPSMI [ & il o 3B i 28 i ATl £ %5 C A5 (k) -PEG12-mal - Hi % - ¢ (RGDyC)
PEG6 iz 3L -NCS-DFOM & A 7 1 1 5 K DFOJE A 5] AC i (Cy5) -PEG12-mal-HBiliE-c
(RGDyC) PEG63KAAC s (Cy5) -PEG12-mal-#iliE -c (RGDyC) PEG6 %3 -NCS-DFO fi [ -
mal-FITC. 4R 5 , @I T iR & T VIR B N2 C 5 (kD) -PEG6_BREEH , AERC A
(Cy5) -PEG12-mal-fiifiE -c (RGDyC) PEG6_fi%E -NCS-DFO B . fE i J5 — 2, L ik &
T IEKGFITCY R % TC A (Yek)) -PEG6_FilE -mal -FITC. fx & @t GPCA LTS HIC 55
(Cy5) -PEG12-mal-fil# -c (RGDyC) PEG6 JZ2E-NCS-DFO_fiif -mal -FITCH HEATFCSAI G2
FAE B —Fh B A & 8 T HIERIC & (Cy5) -PEG12-mal - i % -c (RGDyC) PEG6
JfZ 5 -NCS-DFO_Hii i -mal -FITC, 7E BT IR 77 VA HR , W ik - ek e AV B2 - ik e — S VS I 28] S 34
REYH, A ARSI AR J5 W [ N ) T 2 A R B3 RE R B 4 /N, 48 )5 TR B % T
DFO-NCSHIFITC-mal o H: 4% S NARFEAEE o

[0200] C f&5 (Cyb) -PEG12-mal-#ifE-c (RGDyC) PEG12-mal-fil#-PEG10-EVF PEG6 fi&Jk-
NCS-DFO_fii i -mal -FITCHI A . B JoiB L & 8 AU - Hue sl i AL S AFEFV 5 B 5 2L - PEG- 1
Mt L AEFYV : 18 % 5 - PEG - Bt 11 JBE JR LL ZE DMSOHR (EFVIK 290 . 021M) 454k & R C
(Cy5) -PEG12-mal-fifii¥-c (RGDyC) PEG12-mal-fifif#-PEG10-EVF PEG6 f%%E-NCS-DFO Hi
i -mal-FITC. ¥ iZ X MR B WITERS P E 6K , LUE B AT 75 (45 77 . SR G 1EPEGAL 5
R e (RI80°CH BB IR J5) ¥ BT 1S B Wi s B e (b FIEFVELL . 15mM K FEINANC &3
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