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[ Abstract )
neovascular endothelial cells and various tumor cells, but lowly or negatively expressed in normal tissues.

Integrin is a kind of transmembrane glycoprotein, which is highly expressed in tumor

Integrin-targeted diagnostic or therapeutic radiopharmaceuticals can non-invasively display tumor characteris-
tics in vivo, evaluate angiogenesis and perform targeted radiotherapy for tumors, which have great clinical
application value. This article reviews the research progress of radiopharmaceuticals targeting integrins in

tumor diagnosis and treatment.
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A E( integrin) JE 2N MO B o3 SO B0 EE AR B A
TR BT A LAY PR B 200 % 22 ol 8 200 L o v s T X 2
ZURFIRHALIL, BEREM 1D o WHEHM 1A B WHIE
NG IE L R, HETIL R B 18 Filh o MEHEFN 8 Fh B
WA A 24 RS Z L AN IR R G R R TE R SE 19 i
FARYh RIRACFAN ] 38 3o %8 5 28 R AT % 2 2 AR T
DARE S P ) fi 737 25 89, 51 HL B B WL S e 5 R i R bk
S HETT DU R AR T8 T S RS R AR SCRIR T T Rk
VIEATAG 6 97 SORE, Ak, 38 5 A 12 A [ 36 97 M %
(A" Lu P Ac) T LA RS G R 1) 1 S MR R IR
7o PRI, B B ) O 25 W0 A A N S AR P
AR A HET ISR 1) AN [F) 5 5 28 3 Y 14 TR P 2 W S BUIR
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—EBf5% o, B,

BER o B, SRR RFEAMREZNEGRIER
Z— o FUAERMIREHT AR 105 PR B 20 B 0 22 Ao e A P 1 v

ik AR LA | B R R TR A AR e i 98 Rn B
BT IR (eyelo, o) KR MR-H & MR-K & B (Arg-
Gly-Asp, RGD) T ik, & ¢ (RGD-D-Z X A H MR-B AR ) [ ¢
(RGD-D-Phe-Val), ¢ (RGDfV) ] ¢ (RGD-D-7K T % R -1 2
2) [ ¢ (RGD-D-Phe-Lys) , ¢(RGDIK) ] Fll ¢ ( RGD-D-E& & B&-
HZ W2 ) [ ¢ (RGD-D-Try-Lys) , ¢(RGDyK) ], W # & & o, B,
(R R Rk P TR A R BT, AR A
KAEHET RCD A A4 A 2 RARRET Bl > A
R LRI AR o B, BARFNRITEY,

BFHE3EAL RGD( galacto-RGD) 1M TGRS
BERDBRNAY) , BET 2R O EA R, M
TRICRL P 2 B e P T o, B R A AR T
{RIZ Y B B IR 2 FERTHG |7 3, S O I IR 4
TRHAZRR, 2T ALSF ARIE R ALPF-1,4,7- = 2 =5
T-Hi-1,4,7-= B2 (1,4, T-trizacyclononane-1, 4, 7-triacetic acid,
NOTA)-RGD, , A" F-NOTA-3 £, — T [ poly ( ethylene glycol ),
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PEG],-A% - (RGDIK) —Z £ { H,N-Glu-[ ¢ (RGDIK) 1, ,E[ ¢
(RGDIK) 1, } ("*F-Alfatide ) FT AI"*F-NOTA-E[ PEG,-c(RGDIK) ],
(" F-Alfatide I ) FTZEZY 30 min P58 A0 fgtfbad 78 , ik
BERT 95% AE 25 PR AT FPE R R B st S JLAR R T
FE W NEHE AL | 5 0 i T8 0% 48 I i ggg v g R
EAHY . *Ga #ric i) RGD BRBLBEH TG K o B, WIE, X
S AR AR T (¥ 26 5 580 0 1,47, 10- DU B 48 36+ b
1,4,7,10-4 2.8 (1,4,7, 10-tetraazacyclododecane-1,4, 7, 10-
tetraacetic acid, DOTA) ) NOTA!"™" 2-(4,7-221)-1,4,
T-Z R T be-1-% R [ 2-(4, 7-bis ( carboxymethyl ) -1, 4,
7-triazonan1-yl ) pentanedioic acid, NODAGA "> f11,4,7-=
R THE-1,4,7-= T BEBERR[ 1,4, 7-triazacyclononane-1,
4, 7-tris ( methylene ( 2-carboxyethyl )) phosphinic acid,
TRAP ™ REF M Bl A7 22 50 S T 48 o8 R A e Fi g 1Y
BRI BB RE , — 22 PR i 0F 70 £ 1 22 5 Ak SR ol 4
RGD =Z{& (% Ga-TRAP(RGD), ™)  JU T Ak H: 2 A\ B ik
(tn® Cu-DOTA-RGD tetramer.* Cu-DOTA-RGD octamer' ™ ) |
SR W RIRE B PE BT A 2 B 22 R AR 56 i 42 T
1 25 G AT ] 45 Te" ARICHY 3 4> PEG, i RGD — 3K
PAERET T -3PRGD, , %5 AT A, 7 My i Al i o x4
GER o By WA S AEAS R 28 1 g £ 2 rh B UG
ARIF 0 AR SRR TR 2 AR W i Sl I
Shi ZEUS 548 T F T b6 97 19" Lu-3PRGD, , Hix /N Ui
AR — € R I BOR (5 i T 22 IR BR B R | i
TR AR E A B, T BRI 255, Gao 55" ]
HEHAZ A0 T 4-(P-IZERL) - TR [ 4( P-iodophenyl ) butyryl ,
IP &M Lu-3PRGD, , i H) i 4" Lu-AB-3PRGD, , H. A7
A 4 L P8P 0 S0 0 v ) A e R SBORIT B , HU BEE/IN B 5
BIAT d 2 )N BRUNR ARG, S S R A T R 2
BETE MR IRE . A R 5 38 W FH R SCJE 85 ( Evans blue, EB) 45
MV E A S A1, Hil % — &5 EB B 1fi Y RGD 2824
Y1 4530 Cu 807 Lu 5 #-A T IPRE AT TR TR0

BZ KT RARS W AE ORF 8 5 1E 5 4% 5 4 L
AR b, SR AGGR R PR M I VR L R TR 25 9 B 5 X T A%
FARIT  EAR RS — E M 24 ok BE AR 8007/ FT A 66l L,
SRR IR B RS L L E TR AR 2 e
PR e S A g B ) P, G A I 2 28R B B R R
1, R AT RE RS 22T 22 1 SR W LA A6 43 F 44T, SE iz i A
TRTT AR 25403y 2K

ZEBAE oB,

BOR o,Be IUTE b B A R R 1 I 40 i rhad 3k
B i g | i e | Sk SR | FLNROE 45 W e LT R O 5
SN RATRG SR 2 AR SRR AL AR AR
o, B MRS AR BIA YT IRET AT B3 S Mg A0 i 25
M T 200 L R AT B A% 40 e e A M

HATHE AR o, B, MRS P25 4 3 T 2 ik
/N> Hausner 2527 145 T F-N-(4-FR A W BERL) [ Bz
(4-F), FBAJ-TK A Tk e - T 2 1R -1 2 - I 2 - R 4 Tt -
STRMAEER- TR -0- K ZH R0 H R -1 AR -5 = R
SE R -TN IR -3 2 R -5 IR - 91 2 R - TN R TR 4 R - 03
2 ( Asn-Ala-Val-Pro-Asn-Leu-Arg-Gly-Asp-a-Leu-Gln-Val-Leu-

Ala-Gln-Lys-Val-Ala-Arg-Thr-NH,, A20FMDV2), il 77 PET/
CT BRIIE T H, AR o B FHMEMIE PET BRI AT 4T,
SR (VR AR E 1, Hausner 2570 ] PEG &
' F-FBA-A20FMDV2, 15 F|'® F-o, B¢-45 & JIK ( binding pep-
tide, BP) ,SZARETTERE R MMM 45 s L s AR e s 28
FH Y PET/CT BARSE R R AT LURR 5 M A6t o It
JERVRE RS AL (LRGN i RS kL)  RTHAEZ RS
R o, B PP BRI AT BN T I 25 A P A
Pyt e R B g 2 AU Ty 2RSS AH
R A45 5458 (albumin binding moiety, ABM) T A5 AR F-
NOTA-K(ABM) -, B-BP (K ft £ #1212 ) 7" \* Cu-DOTA-K
(ABM)-a,B,-BP' [ * Cu-DOTA-IP/EB-a, B,-BP!?” | i 4 4%
BT g ) SR ECER A i 3 I A E R 2H LB B T
H RGA75 4L T 1 AR A BF 58 By Bt . Ganguly 20301 1 Davis 2503
HT o, Be-BP il £ Ga-DOTA-5G F1'"" Lu-DOTA-ABM-5G , Jf:
TE G (83 T AT RARFINAST T ; 25 0 R Ga-DOTA-
5G EEEHEM, RROS G I I R84 F AL  Lu-DOTA-
ABM-5G EZLZ WA, FLREWL™ Ga-DOTA-5G 5 Hi okt e
PRI EIRYT R (RN 5.55 GBq) T HA RAFAY % 4R
i A2 P, AR IR BN 25 W) AH G A R fF, B2 fE ) 4
B o B RIS I K i #E , FEF A20FMDV2 751
14 22 KK 245 W B AT R 14 s AR O T S5, T HG 2 X T Il i s
2B RNA YT

JHERER %S BK ( cys-knot peptide, knottin ) J& A X435 & 4
(3~4)x10° (2 Ik, BA Raa MRS | VR0 BR PR P51 ml A5 ik
SRR A S VR A B 2 AR IR L Kimura 25 ] 45 Ga-
NODAGA-ROI-MG . "*F-FP-RO1-MG-F2 .* Cu-DOTA-RO1-MG , 3f:
e BRI R R S0 R TP AT I R RARBIE Y 45 R R
W], knottin PET #REHAE1F 5 1 X it | 9 i 1 Y 500 s e
AR FEHE G R o, B B o A b B s AR H L 42k
BN AE R 2B A% B A0 B B0 AR {E e A BB
L ATRE S A R o B IUFRIBA K, ZbEik H2009.1 RERR S
PHE A R o, By, 2T IT A 1Y% Te™ K 2R - H &R - K4
RIR-5E A TR-TN AR 75 B R- 50 A TR-K R E B M- &
BR-IN AR AT - B IR-R & AR T B R-0 A TR- R
PR~ T 22 IR -4 2 TR - 2 TRt %4 R -1 Ik JE o 1t i ( HOOC-
Arg-Gly-Asp-Leu-Ala-Thr-Leu-Arg-Gln-Leu-Ala-Gln-Glu-Asp-Gly-
Val-Val-Gly-Val-Arg-Lys-6-hydrazinonicotinyl, RGDLATLRQL-
AQEDGVVGVRK-HYNIC; HKK) "™ 3% Ga-DOTA-3 (ki &
i) [ DOTA-cyclo( Arg-Gly-Asp-Leu-Ala-Thr-Leu-Lys) , DOTA-
cyclo(RGDLATLK) ; cycratide | BORRIC AR ST B WRE . Ga-
cycratide BT T 1l R A%, R 2k B 2 % 32 245 19 T 52 7 R
U BRI RS PET/CT RARGIR R IR 57012 W AR FI A
Je MR A 2 W 7 T 5 F-FDG BRI A S A R
# T ZRIARE® Ga-TRAP- (R Z R-HS MR- T A R- KA &
1R -5e 2 TR -TN 2 IR 2 R-N-MP 5ROt 2 1R ) #F ik = R 1A
[ TRAP-cyclo ( Tyr-Arg-Gly-Asp-Leu-Ala-Tyr-p ( NMe ) Lys ),
Trivehexin ] 77 Hoxt sk S | 98 M 728 H6 2 b %) fifogg i %
FVFe RS K AT B0 ARG RS, s iR i2 Wi ), Wk
B, ®Ga-DOTA-H 2R - K 2 MR -~ e 2 R - o5 2 IR -4 9 T -
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R R R H 28 BR- KX & B R-58 S IR- PP B 4 IR -7 24 Bt -5
- - R - - A SR Gly-Arg-Cys-Thr-Phe-
Arg-Gly-Asp-Leu-Met-Gln-Leu-Cys-Tyr-Pro-Asp, GRCTFRGDL-
MQLCYPD; SFITGv6) F1® Ga-DOTA-H % B2 -k & MR -F Mk &
PR-IR R H Z R K E - T R - R A R IR - AR - H = R-
R -5 28 PR-~F D 2 R - s 24 IR - 2 R - K & %R ( Gly-Aurg-
Cys-Thr-Gly-Arg-Gly-Asp-Leu-Gly-Arg-Leu-Cys-Tyr-Pro-Asp,
GRCTGRGDLGRLCYPD; SFLAP3) X # & %K o, B, 4 A A #
e AR Ry ELAEAE /D240 i A0 Sk 508 F8 8 v 3 B A
PSSR, (EX 2 P B 7 R85 J 2 o {ELAS v | B JUE A i
I8 22 1l A5 5 R R i PR B v, 7E — e R EE b5 T
HEFR I KB | DR HATS 5 A A AN ks 22 KRG 245483 g 2
PERRTP) A 2 R £ T % Ga-NOTA-c (45 & MR- & - K
KR IR-L-30 O BT HR-5 = MR ) -B e [ ¢ ( Arg-Gly-Asp-( L-
cyclohexylglycine) -Glu ) -CONH,, SDM17 ], iz FEH 45
FEHEE 7 T 5 SR B ORI, 7 iR A5 R e 3 R
PERRHC S O T REBRIRE XA R o, B, MR B
TR Ak MO SF- W 5 4L LA g T = R IR BEY Ga-TRAP-
(SDM17) ;, BEAREFTE o, B FHPERY/INE H2009 JifrJp 452 50 v A7
g A5 B TR ) £ B DI ) PR BORT L RE s R A
SR R AT 1Y

Zilb  HETEA ZRE S R o B, MU T2 YTE
Ik PR A6 (SR BRI Sk st A (R 2 ) R EAT T I AP
WOUE , Fe b A A R A NP AT AR R 12 T A%, H
i S F-FDG 1 AN BE AT S8 3 065 R EAT A%, EL IR 22 151
Ja B 28 AT 2 — 6T I AT R Gl AN WO AL R e
R o B, BTG I 250 Ty E B, AR IC A ] 1912
Wity T PR AR D) AT X IR e R4 A7 1 P A% B = AR LA
KA EHRIT A R R 1297 T B A i st

Z HAEGRTAR

WA TR IR T H AR 5 WAL, I 7R 45 iR 2
RIPEAT TR 2 AR, $EI RS R o, B, ML EE 4R
FHA® Ga-DOTA-6-Z 5 C FR - 2 AR -6- 2k O R - ( H &(k-
KA R R-H A TR-1 B IR-N & FR-D-19% = FR-H = R ) 35 ik
[ Ahx-Cys-Ahx-cyclo ( Gly-Asp-Gly-Glu-Ala-D-Tyr-Lys ), A2B1 ],
*Ga-DOTA-PU ZTR- H & IR-#5 B R- T A IR-TH A R4 AR
SRR T4 R - - R B DU ) [ DOTA-Gly-Lys-
Gly-Ala-Glu-Gly-Asp-Lys( Lys (Arg),),, TABtP ] 251440 L5
TZ KT ) KA R IR B R-4% A BR-N Z B2 (HOOC-Gly-
Asp-Gly-Glu-NH, , DGEA) , 7E#BJ3 51 e 5 B4t )5 ( pros-
tate specific membrane antigen, PSMA ) {& 235 AT 51 B i
DGEA ¥R A4 W 1150 PSMA BAZR# 7™ & EK
o, B, B AR S TR, T R T ROKWME L
PEEBERSE . N-[ [4-[ [ [ (2-CHEAHE ) EUHE ] Pk ] 0k ] R
H] ZMEHE ]-N"-6-[ (2E ) -1-5F0-3-( 3-ML E FE-2- N 4 56 ) ] -
L2 P k- L-2- 5 B © Mt AE- (1- K- 1-3R 2 e ) Y I
[ N-( (4-( ( ( (2-ethylphenyl) amino) carbonyl ) amino ) phenyl ) a-
cetyl ) N°-6-( ( 2E ) -1-ox0-3-( 3-pyridinyl-2-propenyl ) ) -L-lysyl-
L-2-aminohexanedioyl-( 1-amino-1-cyclohexane ) carboxamide,
LLP2A T R A A K o, B, WEAK, BT 5T L LLP2A ¥
0] 43 -1 4% Cu \* Ga 57 Lu FRIC I BURTEZ5 9 O T2

S bR PR O SRR B2 A ap, T
HEL PN B2 AT B KPR AR (EL7E B A i v S
F B 5 I I A8 AR S VDA G, 2V TE 1Y IR iR o T U
RS ZRET osB, FEHHY K e (D-EHEAR-F K
MR- H =R -K5 A RR-D- i % B2 ) [ c ( D-Phg-isoAsp-Gly-Arg-
D-Lys) , c(phg-isoDGR-k) ] Z k""" B H%H FH T B 7 2
ME WG, BER o By FESHHMREKEMHMMEIRE, &
WZ AR A E T, o, By RIATHE 5 B E HUS A RAH
K, CHARE TEAR o By HIHHEE®Ga-TRAP-22" F1* Ga-
TRAP-c(H 2 BR-5¢ 2 R -k A MR- H & BR-R & AR5 A -
N-H A E R ) Ik = 2K [ TRAP-c ( Gly-Leu-Arg-Gly-Asp-Leu-
p(NMe) Lys) 5, Triveoctin | ; Hidr | A 253218 Ga-Trive-
octin PET/CT RERIIZIFH AT THEE K o By, KLKF
PRI, DA K #E 5 3R o, B AHDCIR YT HIT 1Y) £ 2 07 B AN 7 280
Mo a5 B, BB, WIS IIE S FE oB, I
oo B, , HAE AL M 4 TR AR AE S BU R
BTN UG AR BRVEAERREAR S AR o BARTENTF A0
I LR R G LR TR AR i T A I R I TS
TG ; ZFEE T AR o I c R RR-H = iR-6
JK[ ¢ ( Cys-Arg-Trp-Tyr-Asp-Glu-Asn-Ala-Cys) , ¢ ( CRWYDE-
NAC) ; RWY J IR B AiE , WF 78 & il i bric Al i R 4l
AR SRR AEERE X RWY 2 k#1701
DA B SR R A AR PR E T DA AR AR
M EBEESREREMIEESR NI EER
BRETRT G R RIRETOh, LT R ILH R T B &
FOFUR [RIREEE 100 508 — SR ARERET T 0 T AR B0RY7 .
SR " IRARRE LA SR — 25 W 1] Z2 T MR A G, SE ISR i
AR PR IR 1Y S B I, SRR AT — il 2 o
BRI RE ], ERT, 2EOR IR SRR R i R A R
WA o, By, oA AL N 2B ZHEAL
HE RN K SZ 4K 2 (somatostatin receptor 2, SSTR2) 7E KR
Ay ZE N 43U IR Pt ik BT SSTR2 1 21U 1 12
BT 259 2 AR5 52 B B 5 R 24 5 MBS 3R] (Food and
Drug Administration, FDA) it # ,® Ga-NOTA-3PEG-. ] Jik-
RGD # ik 5 4K (3PEG-octreotide-RGD, 3PTATE-RGD ) AJ
PRSI ) SSTR2 K& K o B, FEME . (B W) #h
2N B IR B P R AT Ga-DOTA-D-AE N E R 1-
& & R 3-75 2 BR 8- il ik ( D-Phel-Tyr3-Thr8-octreotide ,
TATE ) (4 W8/ A JES LU AR R 6 B g A th 3100 R I L7
Pl R 43U g v T BB A BEAT IS TSOR . AT 4 A
%1% 25 H (fibroblast activation protein, FAP)7E 90% LA I f9 I+
B Mg v sk 3R 35 AN ZLARSE | 45 B AR | B e R
ael6d) SR T FAP #1)5 ( FAP inhibitor, FAPI)02/04
FRGD A 53 I8 — AR B O I I %, Ho ™ Ga-FAPI-
RGD(*Ga-LNC1007 ) E A7 il i | o A g | LA A 45 A () 56 2
(RG34 T AT PET BAREAG ', 5 F-FDG M Ga-
FAPI PET/CT #H, * Ga-FAPI-RGD &7 Hi 5 4F- () o oA 45 H
R/ A LA, HA 2 e RIE R AT 472, TR, * Ga-
FAPI-RGD 7 /Mg 38057 (14 45 FU R B8 Bsf ] 3445 BT S 4G, X fiff
HAE R ST Lu/* Y/ Ac ARiC B MR R ik
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B IAERRAE . (2) AR RET IR R FRAE I AR A7 S AL AE /)
BAZ Fh FEA T PRATE ST , ik = K BA S ) T 5 oK B UE AR 9 2
PRI RENE . (3) 357t — 20 TR ) B Z A2 1 1Y
e RAN B AE o B X AN [v) 5 5 38 S0 07 AS [ fe 8 v )
FIKPE A TTRARDL 4 B PR 259, LS B X 4 i 98 28 7
HORSHEZWIANG YT o XTSI SRR ST, 75 204 2 A
R IB R AN T AMESCE TERO A F B B 2
IRAEAL, DL S R RS (4) BEmIEC IR 259047
it — A, FUR R 22 R A BB M 1 2 1 455 2 1 SR s
TESEIN TR X6 7 k25 45 U [T s, 2 30 245 90 7 ' A
SEIET P RO BRI, IR ARAR A Hu s B RGO RE” 1 F AR,
DRI AT e B — 20 S LA SR 20 A 25 W R A AR s 1
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