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HREERZAE avB3 HHRE 5 I

BRI,
A W e T AR W) RE 29 BOR WU 8 1 53 2 ISR 259 b BB o TREAUs, Bk [
HREE R AR ovB3 FHICHI 5 IR

HRBAR

ERT, #iE AN GIRARIE I R E R 2 —, MR ey riE i £ 2%,
B8, HTAEGRAZ S D E R 4 R e, 8T AR AR — 8 B w1

BEREENARHEA) ZNERE, REHMMRLH A LLE ML ERBESER, X
A AN S HE A K. S ST AR, I HAE SRR ER R R
LN ELERER . BARFIEOFE 18 Fl o ALK 8 Bl B WAL, 1M of WAIECAT T T
TR R et BEGBRKET, BERZE avp3 R S RNGTT S TEMIEH .
BT8G5 4K avp3 FEZ PR R SR, FLIE, SRR, BP0 IAE 2 00 5108 h 32 &
RIBN), FIIEES RS2 avB3 oA LECE AW Al BRI T 5k 2 iR - RS AR
3 BRORIEN AR avp3 BARSEMAKZIR GERLH.: 58EER ovp3 ZIEAAE
SEMAMZHE, HiES 201310019870.9).

SRS

AR ERFET IR BERE 08 5 BB R AR avp3 AHICHIEL ) 22 Ik, L REAE X B & K 24K
avp3 RIS R BT IZ W

A EBER ovp3 BRARSRMAMZIK, PS8 Arg-Trp-Arg-Asn-Met.

A I B BT (¥ 22 B £ 11 46 B R 12 iRl P (R R S

FITi AR e ade e RIS B 5 2052 AK avPB3 BB Bt DRI iUR . FUIE, SRR
i, AU e L N B .

A 2 BRAE I R T IR 25 T I R

FITi AR e ade e RIS B 5 2052 AK avPB3 BB, Bt DRI U™ . FUIE, SRR
i, AU e L N B .
AR

N T REINA R ] 2 IR B G 3 S AR R RIS M MR A ML 1 2R AN 77, AR A SRS E L DO Ge k)
Y B XS 2 BRHATARIC, DU TN XS R (R S8 R TR o AE A S SR 7 SR AN Sk 36
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KRR 5 PRFEBL T R AF R0 R i 5 2 24K ovB3 FIEEFRIBE S, HAEA1 BT 3
IRe FEARSMRMEVESRIG T, ARYIN 5 IRRILHE 40 S, RS R RS
EZININZ TR wril B

e P e B

Bl 1 AFZK GRICFHD X UST i A 7

Hoihgk A /8K RWrNM-RhB, HhZE B 4% cRGD-RhB, HiZk C f{% RWr-RhB, HhiZk D 0%
RGD-RhB, Hizk EfU% RhB, HiZk F /{% Cell only.

K2 REIZIE GrRicZ ) X% MDA-MB-231 4i i[5 1 77

Hoihgk A /8K RWrNM-RhB, HhZE B 4% cRGD-RhB, HiZk C f{% RWr-RhB, HhiZk D 0%
RGD-RhB, Hizk EfU% RhB, HiZk F /{% Cell only.

IR TTR GG Hy A>B>C>D>E R BB 414 2 Ik RWeNM B 5403 795 b 4 i 1) S 1 77
ST FRR RGDyk, B R4 F =k RWr. LR TR RGD #RIR £ .

B 3 Bt I AN M R SE B M 42 0 FHI B AR e (R E S A [R] BeR 4 R A 3R L CA Sy USTMG
408, B N MDA-MB-231 4iiffd)

& 4 WO R AR AN B PRSI0 5 2 T B A 1o IR AT of A [ Jie 8 200 M R 3 B (A 2 MCF-7
4if, B AN L02 4HfE)

SEIRRY: AR LLE H, U8T. 231 4 midkil B & R AR 140 M S5 H T IR Y BE F7 1R B 5
ifii MCF-7, L02 SR{IKR L% A 2 2 AR A NS TR SRR 73 AN, [ o0 4 H Fr) S 77
Et cRGD A1 Rwr 5.

K5 34 FH K sE 55

SEIREER: BT cRGD 5EARZHE avp3 KFEFES, HANEREEARSS T, IERX
S/ INJUR (K 45 A B0 S SE 2 avB3 e

] 6 RS B PRSI E 52 S IR AS R ML Be v, SRIR . 5 IR0 K2 PEAR /)N, P
PERIZHNA A TE 224

HARSEHETT 7

Ll 1

5 BRI R

1: fREX

551 Fmoc-Met-Rink amide MBHA resin (4 F 8 Bt ik — % P 2 M —rink 2 A& /i) 0.33/2 mmol
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6.06g EK T —HIERB I, 10ml/g #E, HA5 H 20% FSEALRE/ — F R B Bl iR 2
Fmoc TRYHE (LUNFRZ ABENED , Y A AR S e gk B B ) BRI, NN J5UBE Fmoc-Asn
(tBU) -OH 2.3g, 4657/ HBTU 1.44g, SN 30 4348, kaiser YAKGIN, ikl 5 A1
Ve, VLB R SR, R AT BRI, A1) 30 4B, kg AT N R, I A4
R BLR SEBUR LA T84T, 7B AL KARRERT [ BUE B ORME L, BB MR e S EE
FiREE, HRAEEE; Fmoc-D-Arg (Pbf) -OH; Fmoc-Trp-OH; Fmoc-Arg (Pbf) -OH, 52k
BTl EREIR A 5, H R B P2 2011 peptidyl resin, B2 TIRAR B 784 T8

2: IS5 R0 7 B AR

% 120ml fFER (10ml/g peptidyl resin) JIAMAET, 25°CHAF N, BEAIHitE 2.5h JERRP &
e SRR S IR B, FEEMR, (RIS FIERZE RIS 10eq MUK ITK 2Tk
W, N, BV 30min. S8 SR EGOALE G 10min (4000rpm) , 72 FIGR,
TREBVIVE, WGP FULE/ET AR 182 8-10h, 133 F-¥HLin .

3: itk

Bk 1g, H 0.1% = 4R/IKEM. 2idiffa, BB C18 fl&HE, Hmiuk
FHBEATBEIEBEIE, OB B ARIRISe B iid, Rk 2l . HEEAE IR IR A G E A, &G
FETFHUET, 153 Arg-Trp-Arg-Asn-Met, 41 KT 98%.

FFF)N: Arg-Trp-Arg-Asn-Met

Rt E A BLE Y Arg-Trp-Arg-Asn-Met 7> 1542 381.7%2-2=761.4

AN 273nm A R AR U

S 2
—. ROk

AR R TAR SN0 B S 36 1 e 6 4ok N % FF 8 B (Rhodamine B), f&i#K RhB, 435
Bk 3K, AR 5 PRAET B g, IR )9 RWr-RhB 5 RWINM-RhB, ¥4 77%
HARRNEL 1 mg 718 B(FEWS2% ik: Cao, I, et al., Fast clearing RGD-based near-infrared
fluorescent probes for in vivo tumor diagnosis. Contrast Media Mol Imaging, 2012. 7(4): p.
390-402) ¥AT 1mlPBS (pH N 7.4) 1, AN 1-Z3E- G- " H AR IL) it W IR
#h, N-FEEHIEE % (EDC/NHS) (BE/RLEE Rhodamine B:EDC:NHS = 1:1.5:1.5), #Jt&
B 4h, JEHe 43 AFREL Immol 3 KA S IRIEANSHROGRELZ S B 1 1ml PBS S
(pH7.4) W, Z BRI . RBLEE G, RSROIRAT o8I R B G-25 k%, PBS
ZEMR (pHT7.4) VBB, 1531214L K RWr-RhB £ RWrNM-RhB, -20°C %47 % 1. ¥Rk RGD
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By AT HIAH ] B9 7 VEFRiC fi 89 ¢(RGDyK)-RhB .
T AR BUSE R S SRR

NEBVER SR 40 (USTMG) AT FLIE 41 i (MDA-MB-231) 7E75fLAR H 5 5% 12 /N
AN 100 pL #3107 GRS PHEE B 1 2 IS8 JeiREr (ZIREEN 250uMD, 37 CHRIR 45 35
G 2/hBF S, 0. O5%REEIG 4 H M ASFLAR LI AL BENL, 40 E 2T ImL PBS 220" (pHT. 2)
H1, B0 (3500r, bmin) WFF BiEWR, JFH PBS G2l (pH7. 2) Btk 2 K. Wk mAREET
pH7. 2 PBS e pPili vy, M3 Al 40 M3 S 412505 Ot B2 (mean flourscence indensity,
MFID o 5B B R IE 5 A M (S A iR . IR EF S AN b 09 52 4 A0 iy, 3 a4l
FLASCHR I P 20 B T 0 SR A o B 1y 2 Fro, AR AN SN F7 St 68 TR S o ok S A I 11
FRIC T RhB 1 3 ik, 5 IRHHREN 0] 585 R 2 mR L UBTMG 40Uy & 5, /£ USTMG
b 3 BRIREFFRIVOIRE N 98, 5 IRIREFFRITORIRAE N 123, 25 AR 5O
25, SRR LLREE LS USTMG e M 77 xt tb o, AR B S IRpysssm ok, A
REET 3K,

N N ke S,

W BEFRUT B NI SR A1 USTMG, N FL @41 MDA-MB-231, A\ ¥4 i MCF-7
AIEH 4 Lo2 FeAp RIFL R m b, &0 5 5 2 nU A RIVR B2 P B ARt i 5 K
(500 umol/L), A% FHI] B FRIC IR RGD fEAFHTEXRE, 37°CHEA 2 /MG, IIAGE %
7 12 ug/mL Hochest33342 Gy tf, & i FIBOEIE R AR WA L 5240 e N AR BT T U Ot o £
AR avp3 FRIEN USTMG Hil MDA-MB-231 #4iiffad (B 3 fizn), FRR RGD Al 5 ik
PN H TIRBRIODECIRSE, MRS 2246 avB3 IKRISM MCF-7 #1 L02 4if (1 4 fr
AN, XPIMAREFHI PG EEANE, X R U] 5 IR S R 2K avB3 mRIE R4
A B e e 1T 0o B R A4 a3 IR PRI i A [ B
VU ARAh 58545 A SR 00

N TR AR Y] 2 ISR ) T4 G R S AR A I K R S, JRATFIN T 58 4+ P WL %6 B Block
SERRIGEIX — o FAT e T AR AP 2 AR BRI 5256, HAKAIHE USTMG Al MDA-MB-231 412
RAMEEAER MBS 12h J5, 250NN 0.1 mmol/L IR RGD, #4:0%E 30 min 5l
A 100 nmol/L #RENEMUITM G 2h, ZEr$EFEE, RSH pH7.2 PBS WEMUBH =k, 2
Ja R FH L TR AR LB W S M AR BT USRI 0. &5 SRANKE 5 PR, iR B ammkis
(11 USTMG 41 il i /& MDA-MB-23 1 41l i P A 22 IR SR BT 1 45 5 R B g R AR L AR I PIR RGD
T e VERENT, RIAE IR AR A RO IR R IR X PR T TR AR SN AT T
HAMIR ER RS R AR G R IR R
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T RSN FE I SR

US7MG 4iffid. MCF-7 410 5 1E 5 I L02 40, FFK % 90%Lh BRF, A 0.25%f# & (1
WG, w& R EIR (e KREFRED, L3000 N4/ FLEE 96 fLiR, T 37°C,
5% CO, B FRAE T IR, FER55F 24h Ja#0 1% FBS RRILIERE IR 28 INANAS [k
BERER 5 ik, (EARATTRI 2R E Y 2.5,5,10,20, 40, 80,100 1200 uM. 2558 (K 6 i) iR 5
PR IX JURP A B A7 ZE I 7E 80% LA [, Ui 5 Rk ix Se i o B AT 5

gr EJA, AR 5 IR GRS HE ) B B 5 R 24K ovB3 EIRIS AN b, TR S R 24K
avB3 ICRIE AN EE AT EE M PR, JFH S BRI EEATE AR . BRI AT L S IR BR A8 il i) %
BRI avB3 SR ISR AT RIS W

ARSI S U FH SE R 1 A G BRI T2
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W F E KB

v M EESR avp3 HARRMAKZIK, HFH0y: Arg-Trp-Arg-Asn-Met.

v BOMIEER 1022 BRAE 28 iR 2 Wrsksn) v i B2 AT

v NAEBUCRIER 2 PR U RLH], LR AL T ik (OB D s R B 5 224K a3 (KR
v NAEBCRIZER 3 Frd RLH],  FLAFIEAE T ik B B B s . FLIE, MR,
R 51 Jifee e B SR

v BOMIEER 1 122 BRAER 3677 B B 23 TR K R o

v NHEBCRIZER 5 Pk RIH], LA AL T ik (OB D s i B 5 2 524K a3 (R
v NAEBCRIZER 5 Pk RIH],  FLAFIEAE T i B B B i s . AL, R,
R 51 Jifee e B SR
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