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1. —FfDar2 % BRI M 259, FAFAEAE T - W48 Dar £ ik SRR AU PEAZ &, FTid i
S AZ BB W) RE 2 A AR I ik Dar 22 ik — 2844 s FridDar 2 ik — R A& 2 #4666 5Dar £
IR FRAR IR , B PR E A GGG I Dar 22 Ik B4 — SRATIT & il 22 Ik — 2844, BT IR GGGHE =4~
B H R T FrikDar £ Ik B4R N 4 e DAY R FLBR 2k ME T 0 2 K, 51N :anedywr ; AT
B A% A" e %6a M Cu M In OV AN T Lurp AT 52— b, BT WD RE A 7 NHYNIC
NOTA.DOTAFIDTPAH F & —Fh o

2 MRPEAUCR B R 1T IR 1 Dar2 2 JRTBUR PE 254 , HRRIELE T« fridDar 2 Ik — Ak 5 Fr
I REE & 5 A 250380 05350, Pk 25 4R80) 3 53 R N B8 & 4y 1 8%
8-HIAEFIR

3 AR FEAUFIE R TR i Dar2 22 KR 1 259, FARRAEAE T« U PE R 2 87" e, "' e
I W I RE 2 A FIHYNTCRR & A 2530 /1 & 87 Dar 2 Ik 54k, frid 25K 3h 1122 3%&
PN L T T 8- A R

4 ARPEAUCREE R 3FTiR I Dar2 2 KU PEZA W), HARHEE T iR R 4 B0 TR G
B N4

5. MR PERUFIE R BT IR K Dar2 2 BB 1 2549 , HARFAELE T« BT id UR M 4% % 8 °%Ga,
O8Ga B It XU TN HEEE A FINOTASKDOTARR IC AN & 4R 80 124 4257 i Dar 22 ik - J 1A

6 . BUFEL R 1TIA B Dar2 22 B 1 26 W i) 4% J732% 7" Te i i X I R 24 FRIHYN T C A
0 A 25030 12 R ) Dar 22 Ik — SRAKTE B BT ik Dar 2 22 K TSU 14 24540 , HLARp AR A4E T2 i
BT FAFELL R IR

a HYNIC—PKM—COOHF) 1] £ «

PLPKMZE 71 AT i 265 1R 5l 1 2% 8 3257, 5 Fmo e £/ 47 it PKM—-COOHY T~ £ 34 FE AR FH 43 5020 %
W WE A DMEYA R » 23 I 153070 8 i » NN 2B A PKM—COOHYITTE » B9 0y » 745 B35, UTiE H
BRI B 2R BRI 218 3K A3 T #INH2~PKM-COOH ; ¢ HYNT C-NHS FINH2~PKM-COOH T
DMF, N ADIEATA T pHE 228.5-9. 0, I FEt 47, K 7 i &2 YMC—Pack ODS-A Cis} il 25 A4
HPLC/3 B 4lidh , e 5 H AR B T 50, & ISR R T, SRAS T = JHYNTC-PKM-COOH;;

b HYNIC-PKM-0Suff] il % :

J+HYNTC—PKM-COOH% F-DMF , N ANHSAIEDC * HC1, = i3t #E5- 10/t 1) 5 Sk b in N
AAFA3 $050 % ACNIR) KV R FE e UE , JE £ YMC-Pack ODS—A Cisf- i £ FEHPLCAY B 4lifh., Ui
£ BRI, & IR I R T, 3RA5 U~ JHYNTC-PKM-0Su ;

c. (GGG—-Dar) o—Gluft) #1145 :

#4GGG-Dar MOSus—Glu-Boc & T-DMF, I ADIEATE T pH{E 2£8.5-9. 0, IR M FEI 7 , ¥ 7~
i YMC-Pack ODS—A Cis*:fill & AEHPLC Ay B 2lifh, , S 4E H AR BI85y, & ISR T 5T
RS HHA =) (GGG-Dar) 2~Glu—Boc ; 5% T 7= #) (GGG-Dar) 2~Glu-Bocia T TFA, i [ B
5min, VIR FHEAWK T, 3R T =4 (GGG-Dar) 2~Glu;

d HYNIC-PKM- (GGG—Dar) 2 1 % -

¥ (GGG-Dar) o~G1luFMHYNIC-PKM-0Suiz T-DMF, i ADIEAH 5 pHIE £8.5-9.0, % iE it kE
R = 4 YMC-Pack ODS-A Cisf- il & FEHPLC /3 2 4k, , Wt 5 H AR 18 43, & I EE
IR T SR TUHF=PIHYNTC-PKM- (GGG-Dar) 2;

e "Te—HYNIC—PKM- (GGG-Dar) off) il 4% «
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B 1) B = R L B — R IR A . — R R R L DR EAIR AN BRI R AHHYN T C—-PKM- (GGG—
Dar) ofFVR AT FHR B R T s TEVR TR K HFOI AN T 04753 » 100 °C /K INF 2 M. 20-25
I3 RN RS S IR A, H AT R Dar2 22 BKCH 14 2454 -

7 AR EL R 6 BT iR (¥ Dar2 2 R P 25 W0 i il 2% 5 32, SLRFAEAE T : BTk 2D e
) =R I B — IR A . — e W L H R R L BRI IR — 4 BE R FHYNTC-PKM- (GGG-Dar) 2ff) 7R
HRF S SR RN |

IR BRI T RR AN 5.0
=R 6.5
BRI 4N 38.5
TR 12.7
HYNIC-PKM-(GGG-Dar), 0.050.

8 . BUFIEL R 1FT IR [ Dar2 22 AU M 259010 1 £ 778, SGall it XU Th RE# A FINOTAAR I
AN 2R 15 BRI Dar 2 Ik — SR IE il ik Dar2 22 RRTEUR Y2590, , FARpAEAE T2
BT FAFEL R IR

A, (GGG-Dar) o—Gluff) il £

B4GGC-Dar M0Sus—Glu—Boc & T-DMF, I ADIEAH i pH{E £8.5-9.0, S im i HE i % , i
i YMC-Pack ODS-A Cig*: il & AEHPLC Ay B 2lifh, , I 4E H AR BI85y, & IR 5T
A WA= (GGG-Dar) 2=Glu—Boc ; K% T 72 #) (GGG-Dar) 2~Glu-Bocia T TFA, i [ B
5min, & MR H B SR, S-AF FUH ) (GGG-Dar) 2—Glu;

B.NOTA- (GGG-Dar) 2] i % :

¥ (GGG—Dar) 2~G1uRINOTA-CNSE T-DMF , JH ADTEA YA pHE %8.5-9.0, Ei| M FLid % ,
F = Fh & YMC-Pack ODS-A Cis - iill 2 #EHPLC /B 4k , W £ H AR 1008 7 » & H IR 155
T, KA = INOTA- (GGG-Dar) 2;

C.%¥6a-NOTA- (GGG-Dar) off) fill 4% «

M5 e A B R e 2%GaC L s, FINH4OAC T F pHIE %3 . 5, IIANOTA- (GGG-Dar) 2,99°C
TSI £ 2 37 45 R g 2= 3R A 30, 1l BT iR Dar 2 2 B JBUS 14 24540

9. UBURIEL SR LTIl (¥ Dar2 2 SR 1 29 0 B, LR AELE T < Fridk Dar2 22 JIR Ui 14
29 ] FH T 1) 2% B R s PH VR IR IR AR 2 B B U PR 259

10 FRAE BRI ZL RO BT IR (1) Dar2 2 R FECH 1 25 () 8 FERFAEE T« TR B & R asPH
() e CL 8 At e LIRS S iides . BN . 4 B AN Sk 3
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—MiDar 2% BRI M Y R BB & 730K

RAR G
[0001] A W B JBUR VE 25 B AR sk , FLARSS B — Pl B (0 3 T Dar 22 K B B 1 24
Y EN IR R

EREA

[0002]  #&5 R KR E — R RIBP AN B AL DL AR SR B 25 6 T8 ) S — SR AR 25 B 2
H . H AT 2 2750 FLah P & DL 8Fha i BAz N8BT A7 o IxX 6 W B W] 4 45 T J 24 o
HEREAAWAN, BERMN A AL IR AR . —Fh A R T LLE 2 A ECAE 1
— PPECAAR AT LA 2 B2 Rk 4 & B G 3T S S M N SN AE S i 5 T R4 & o B 2
(1) 20 AL DO RE , QRSB B 0 AT RS AN 7y S BB Rl AR A R R R —,
F B RIB BB HL A 45 A, 2H FlaeBy FllasBa , A2 2 B0 7% B 1 IR S PRS2 4R B A R ae TEFL IR
Jeh  FF IR B MR AR 0088 55 2 i g 2R8 _E R  T FE AH . ) I R AR R R T A
Fae E MBI K AR BN AR VS AR R 2B AN RS TR, R ¥ FE AR o A, R Hh B ZR e
(PR RIE , H5H TG I AHIE . BRI, BE A 2 ae 1] LUAE A IR 2 W 0TS PEAN 10 A b 6
Y, B0 S R aoF K IR 7 T AR R AT LN 2L

[0003] 4T ilk S cCRWYDENACST #1) 22 Ik 2L A AR 4 (1) ¢ & FRael Il PR RE , U HEAZ AR IE 1)
PREF 5 A S OGS [R] e 240 0 1) 2 TR e RAR - U AT VPN o 1ELA2 22 B A A ity -
PR 1) — W B BB 7 2, AR T 2 IR 2 I 245 Ak o 1T B LA R I K E 2 K25 4
(cKRWYDENA{ soE) , I e v FE i 3A , BE R T- 25 25 b o R , cKiE SR Ak 2 Ik bL H A B
A T = SR AN ), 850 25 W0 52 AR - TR A4S A AT LI 215w 1 e e o (E A P AR i AR
SE SISO 5 U A% AR IE I oK i E R AR 2 IRAREF"Te—HYNIC- (GGG—cKiE) o7 7E A4 P 4%
o3 o i, ASKRE ) ] R

RAAE

[0004] AW H B AE T S AR A _EBOAREREE , 32 46— Pl B 10 3 T Dar 2 K AU 125
. AR B fiDar2 A 2 ik —F AR (BL FDar2¥) R orDar £ ik % A4K) , &4 =N HE R T
(GGG,G=Glutamic acid) 54D % fkanedywr (Dar) Z %, 285 FARF L R AL , A R 4K
70 TR AN 22 KA A2 W I B 20 R W08 [R] I 25 5 P A B S TR ol AR, AE T AR A A 2 1
80 25 B0 A3 Ak R (R IR , 38 i e A B 0 P o S A XU 18 3R 46 5 T DA 3t — 20 1 5
TR 25D B, T8 B AT A2 W BUR o 12 25038 5 XU RE B 7R T8N P ZR AR il 2 Dar
LR ARy 1 b AEAR A BRI 245 W38 1 Dar 22 JURHK) B8 1R 4 TSR 21 e Az, M A = 2
K] LTI /2 R AR (SPECT) FoARBIE AL 3 A S5 TH AL E B AR (PET) B, X #5 FasFH 1
R REAT AR S W

[0005] 77 WIH H B B A4l DL BOR T SRS »

[0006]  —FiDar22 IRTBUH 1254 , B 4fDar 2 Ik — SRARMEES R R , Ik U P A% 2
I REEE A TR L T ik Dar 22 Ik — R4 ; JridDar 2 Ik — R K& K GGG S5 Dar 2 Jik HL 4
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Bz, FK AN IE B GGG Dar 2 Ik 4k — SR AL & B 22 Ik 3R 4%, LA (GGG-Dar) 237 s BT
A Dar 2 JIK HAR DY S B R ZGME TIC Z 1K, JF 410N  anedywr (DB!-P & B2 -DAY— R A& Bt %D
- AR -DR - R K H B -DM-F A B2 DR - (A S FR - DA S & R) « TR U % B N
P e BGa . Cu M In OV AT LuH T 2 — ol BT XU g 2 4 577 AHYNIC\NOTA . DOTARIDTPA
TR —Fh.

[0007] k25, FCET P AZ 25 O Tl , 9T o3 o XU Th B 24 YN T CARc B 24X 30 7
R Dar 2k RARTE BT ik Dar2 2 BRTBUS 1 259 , BTik 2530 125 & 8 R &
—WE 5y f (PEGn,PEG=Polyethylene glycol,nAN/NTF4,HLi%k N4) 88— I ¥R (Aoc, 8~
aminooctanoic acid) .

[0008] 3ty , TR 1 A% 2K 9 O8Galtt , 9BGail i XU Th A & FFINOTABRDOTARR1C A 25 244K
B )15 B Dar 2 Ik — SRARTE BT IR Dar 2 22 RSO 1 254 «

[0009] i (1) Dar2 £ B JBUHH: 24 9010 i) £ 7325, 79" T e JE i XU Th R 2 FIHYNT CAgc
A 2R 11 E B Dar 2 Bk RARTE BTk Dar2 2 BRURE 259 , BT id 75 1k AL dE DA
ez L

[0010]  a.HYNIC-PKM—COOH[¥] i %

[0011]  DAPKMZE 5 AT IR 2548 5 F1 24 825, o Fmoc £ 37 1 PKM—COOH 2 - £ 34 J& R 743 %
20 % WR I X DMF VA » 5 18 S R 153043 8l i , 1N 2. T3 PKM-COOHITTHE , B 0, i 13, U1
VE I CBEDRU B RTR R 10 40Tk $RA5 TUH P PINHo~PKM—COOH 5 K HYNTC-NHS FINHz~PKM-COOH
75 F-DMF, JH ADIEAY T pHIE 5£8.5-9. 0, iR AP 7, L= il £ YMC—Pack ODS-A Cisf il
FAEHPLC A B 4lifh , U 45 B AR 18 2, & HRUR SR W R T, 3R A5 T 72 P HYNTC—-PKM-
COOH;

[0012] b, HYNIC-PKM-OSuff] 4%

[0013]  H$HYNIC-PKM—-COOH¥ F-DMF, I ANHSAIEDC © HC1 , 2 3 43 £ 5- 10/, [ s B2 i
IINAARFR 53 4050 %6 ACNIKI K IO I 8, WEIRZE YMC-Pack ODS-ACis il # ALHPLC Sy B 4lAL
V£ H bR T8 53, A FFURER T R T 3845 TUHA P2 JHYN T C-PKM—0Su ;

[0014] ¢, (GGG-Dar) »~Gluff) 4

[0015]  #4GGG-Dar A0Suz-Glu-Boc ¥ T-DMF, I ADIEATH i pHE 8. 5-9.0, FiE it kit
&, H 7 A YMC-Pack ODS-A Crsf il 4 AEHPLC 3 B 4lidk, , We B H AR A8 4y . & FF U AR R
FRT, A HUH ) (GGG-Dar) 2-Glu—Boc ; #4474 (GGG-Dar) 2~Glu-Boci T~ 1mLTFA,
U S Bmin, JNIR RS, SR TUH ) (GGG-Dar) 2~Glu;

[0016]  d HYNTIC-PKM- (GGG-Dar) off] il %

[0017] % (GGG-Dar) o~G1uMIHYNTC-PKM-0Sui T-DMF, SR ADTEA Y F pH{E %8.5-9.0, % i
P A R 22 YMC—Pack ODS-A Cisfe il % #EHPLC A BS 4lifk, , W £ B AR 1855, &9
W EE W FHE R T , 345 T P2 JHYN T C-PKM- (GGG-Dar) 2

[0018]  e.%"Tc—HYNIC-PKM- (GGG-Dar) o) i £

[0019] P& = 28I Bk = WS RE 4 (TPPTS) = H 3L H 2R (tricine) <BEIAMR — 4N BEIA
12 FHYNTC-PKM- (GGG-Dar) of#1 V& & ¥ 500uL T-10mL AR 1 , IR A T - ZEVR TRy AR o
JIAT.0-1.5mLNa”"TcO 7&K , 100°C /K INFA I B 20-2543 8, £ S B 45 3K 5 S A #1104y
B, il Bk Dar2 2 FK™"Te Ui M 259 « Z8HPLC /0 T 4 F
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[0020]  E—B1), BTk 2 Be o ) = 2K BL B = RERAN . = F2 1 L H &8 VBRI R — 4. DR
R FIHYNIC—PKM— (GGG-Dar) o)V A , - W 5 1 B &4 BN

IR BEI TR 5.0 mg
= H R R 6.5 mg
[0021]  BEIAMR 4 38.5 mg
YRHIM 12.7 mg
HYNIC-PKM-(GGG-Dar), 50 ng.

[0022]  —FlDar2 2 ks S 1 24 W I il 4% 5 vk, %Gl ik XU Th RE 25 A FINOTABK DOTAFR ic A
BB 1 I B Dar 2 Ik — RARTE BT iR Dar 2 22 IR TBUN 1 24570, ik 7 i B 4& DA T
IR

[0023] A, (GGG-Dar) o~Gluf#) 4% :

[0024]  ¥4GGG-Dar F10Suz—Glu-Boc & T-DMF, SN ADIEAYA T pHIE £8.5-9.0, F iR M FEL
B, KL= 2 YMC-Pack ODS-A Cis2F- il 45 FEHPLC /3 &5 4k, , W 82 H AR5 & 3R I
FET, K5 A=) (GGG-Dar) »=Glu-Boc ; B+% T- 729 (GGG-Dar) 2~Glu-Bocia T 1mLTFA,
U S RBmin, JNIR RS, SR TUH ) (GGG-Dar) 2~Glu;

[0025]  B.NOTA (DOTA) — (GGG-Dar) o] #1l#% -

[0026] ¥ (GGG—Dar) o~G1uFINOTA-CNS¥ F-DMF, JI ADIEA A FipHfE £8.5-9.0, =i i FF
R = 4 YMC-Pack ODS-A Cis2f il & FEHPLC /3 3 4lifk, , Wt 5 H AR 18 43, & I Bk
W T, A TIHAF=INOTA (DOTA) — (GGG-Dar) 2;

[0027]  C.%8Ga-NOTA (DOTA) — (GGG-Dar) 21 4%

[0028]  MAE—5 Ak AE B8 B Mk R 55GaC s, FH2 . BMIINH4OAC Y FipHZE 3. 5. A 50ug NOTA
(DOTA) - (GGG-Dar) 2,99 C/K¥E INF2057 i, 157 S B 25 T J5 25 v FN 1043, il il Dar 22 Ik
S8Ga g L 254 . ZHPLCAM M 4 F .

[0029]  FFFIRHPLC 7 ¥ 918 FHAgilent 1260 HPLC R 4L 4 YMC—Pack ODS-A C182F |44+
(250 X 10mm, I.D.S-5um, 12nm) B4k (250 X 4. 6mm, T.D.S—5um, 12nm) , #f FE ik $E30820
Iyl HA R ESIAM A 2 B 1K (50.05% TFA) , i shBA N 20 (570.05% TFA) o 25 Ba: il 4%
i £ ATE, L 2 . 5mL/min, WRGEAH B E AL AR 80 %6 AFI20 %6 B, 2553 1 60 %6 AFI40% B,
3073 BEF 80 %6 AFI20 % B 20 b« it £ 43 BT A% , YL 1mL/min , WK AH B AW UGS 90 %6 AFIT10 %
B, 17.5%3 %060 % AF140% B, 2043 890 % AF110%B.

[0030]  FrikDar2Z MKTSU 1L 2540 F T %4 & 2 a6 BR 4 Mg R 5 1) AR 2 T .

[0031]  ACSEEG & A4 (I Dar 2 Bk 254 (anedywr) , 42 [RDALK) 2 ik, ik 2 Ik & R T,
29 2 AT 5 SN (R B , DY 22 UK 7 B AS 2 0 4k P 1) B 1 B0 5 B A I B v A
P AR A e v, DT B v R 2H 2 B U A, Dar 22 iR — BRAKAE A 22 Bk 22 18] 5N AL 8
KR IEREF, A8 SRRy 1 TR A 2 IKE 2 K 1 R B8 e 8 [F] I 45 5 385 2R ae it
AU PR B S RS ekl G 7T, SR 2 IR 2 AR TC A4 5% A DA 21 B S 1Y R 45
HY o 7E FH T T80 1 A% 2 h R0 0 W ) B B 4 FIHYNTCEDOTA S5 Dar — B4k Z ik 2 [A I\ 7 24518

6
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BN Ao PRV, LA T 254R80 735718 5T, LAk 21 S8 4 (1) bed 12 W 80 R

[0032] AR PHRHIA i AR :

[0033] 1. Ak BHDar24 BRI 1 254 , 45 [ DB 22 JIk 5 F1AS 2 i A4 Y 1 2 1 B AR a1 5 RE %
BRI HE A P9 AR A E P 5 AT v P Re 2H 2 HE

[0034] 2. A BHDar2 2 KIS 1 254, 1 ek = AN H &R 77 T (GGG) HDar 2 Ik 4k 1%
2, ARG TR I 3R AL A AR TR AN 2 IKCE 2 85K 1Y FE B8 R A R I 45 A AN B
B asl g, X OO T IR 45 6 mT DA — 0 3 5 Ji IR X6 245 40 10 $e L, 98 31 58 4 112 W Rk
R

[0035] 3. ARBAAE F T U A AR L X IhRE# A FRIHYNIC 5 3 & R a#l [ [ Dar2 %
BEZ 18 51 N T 254830 )1 250845 7 PKM, BIHYNIC-PKM- (GGG-Dar) o, 3% 7 #R4H 1 4= M AH 2%
PE,ARAL T 23RN J7 M 5T e 2 AR TR 2 2R B T R 3 1

[0036] 4.7 BH A A FHHYNTCAE N XU Eh R 2 & 71, [ A8 FHTPPTS Al tri e ine 9 B L
PR MNITAE " Te-HYNTCAZ” A5 T 0 R A1 A P b e e

[0037] 5. AUk BiDar2 2 KB TR 2454 , /& — Fh A 8T I B G 2K e S 1) 1 20 TR AR R ED, 7T
PARL T 2 Fh B G 3 ae i 2% TR 1) A% = 22 40 7 BRUAG , DT SI2 30T Jigg 1 5 1A 12 Wiy 5 i
.

[0038] "I ik & Bt T b B sy A A A AR — D FEAR A

F3 35 BB

[0039]  K]1. (A) DarZ ik #.4k, (B) Dar2Z ik (ElDar 2 ik — & 44%) , (C) HYNIC-PEG4— (GGG-
Dar) 2, (D) HYNIC-Aoc— (GGG-Dar) 2, (E) NOTA- (GGG-Dar) 2, (F) DOTA- (GGG-Dar) 2ff) 45 #4 7~ B
K,

[0040]  [&]2.Cy5.5-Dar27EHepG24H il AR 4L 23 ) A it % e et I

[0041]  KE3. (A)Biotin-Dar25 NEPERE G RasB B A 45 &5 A1 7 E i 5 (B) Dar fl
Dar2 2 ik 41554+ 45 & it 26

[0042]  [&|4.9"Tc-HYNIC-PKM- (GGG-Dar) sbnic ¥ i 4 M =K .

[0043]  [&]5. (A) "Tc-HYNIC-PEGs— (GGG-Dar) 2 5 (B) %"Tc—HYNIC-PEGs— (GGG—cKiE) o7 IF
HTCR/N BB AR A e M 1

[0044]  [&]6.%"Tc-HYNIC-PEGs— (GGG-Dar) 25%"Tc~HYNIC-PEG4— (GGG—cKiE) ofE 1IE % TCR/)
BB TR 4T I 7 ok S R e L P o (Ol 2 B 8 s A g S50 £67)

[0045]  [&|7. #FHepG2 FF 4 o Ji 455 5 b 3 56 99" T e ~HYN T C-PEG4— (GGG—Dar) 2 (A) 0.5 1 FI2h J5
[fJSPECT/CT 244 Kl ; (B) 0. 5hA JkBH Wr 2H ({1 SPECT/CT A% & 5 (C) £EHe pG2 4 o Ji A2 78 v v
S99 c—HYNTC-PEGs— (GGG—cKiE) 20. 5h /G HISPECT/CT 25 K .

[0046]  [&]8. (A) F 59" Tc—HYNIC-PEG4s— (GGG—Dar) 20.5.1F12h 5 , fEHe pG2 i yRg A 7 b 4k Py
AT LS B (B) 1S9 Tc-HYNIC-PEG4— (GGG-Dar) 20. 5hJi , ZEHepG2 /i3 155 A F1He pG 2 fit Jp7 15
TR oL b7 S 56 R ) 4 PN 0 A 45 SR ST EE 5 (C) T3 57" Te—HYNTC-PEG4— (GGG-Dar) 2 A1%"Tc-HYNIC-
PEG4— (GGG—cKiE) 20. 5h/5 , #EHepG2 e #5144 v (1) 44 A 73 A 485 REXGT EE .

[0047]  [&]9. (A) 7EHepG2iT J5 A7 Jeg A% 78 A i B 99" T c—HYNT C—~PEGa— (GGG—Dar) 20 . 5h 5 ff
SPECT/CT A% & ; (B) iR J5 1 B4R SPECT/CT AL I o (19 2 Sk H 7 A fHogg 0 7))

7
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B A

[0048] A< B Si it 451 A B S FH R A 6«

[0049]  1-(3-Dimethylaminopropyl) -3—ethylcarbodiimide hydrochloride (EDC ¢ HCI1,
1- (- &N IRE) -3-2 75 — WL EEER ) ,N-hydroxysuccinimide (NHS,N-$5 3£ 55 FH
eV %) ,succinic acid (BEIAER) ,disodium succinate hexahydrate (BEIHEE —4H) ,
trisodium triphenylphosphine—3,3",3"—trisulfonate (TPPTS, = 7 & —MEER4H) LN,
N-Dimethylform amide (DMF,N,N- " H EHEIZ) ,tricine (R HFREHZ®R) W H FEH
Sigma—Aldrich” "] HYNIC-NHS (Bt Jé 5t %) » NOTA-CNS, DOTA-NHSIY H 3 ENoca-
biochem’ & . GGG-anedywr (GGG—Dar) £ Ik B4R B HH [l 75 /R AE AL 2 7] o Na™"Tc 04398 i
b TR R A R A A .

[0050]  SEjiids1 -

[0051]  ASEjitfsi PADar2 % Ik (REDar 2 ik — JEA4) A 71 ee S5 14 S A0 3 e o 3l

[0052]  Cy5.5-Dar27EHepG24H i A1 20 2L 0] B (1) 7 S Ge th - 2 6 Z Cy 5. 5 5Dar2 £ k%
%, & i Cy5 . 5-Dar2. ¥4 Cy5. 5-Dar24) 7l 5 He pG24H i A1 i gg ZH 21U 1% & » HepG 2.4 Jfa A1 e
JEH D) I AR 3 RE T BB R Je (55, FERR T SEIG A, U 5 S IR R ()
2) , UiiHDar2 Z KR W R 58S Raedh & o

[0053]  Dar2Z k&40 730 : ¥ Biotin5Dar2 Z IKHEK , & MiBiotin-Dar2. ¥
AFEHKERBiotin-Dar2 5 N & HKasBilm A 45 &, MFBiotin-Dar2 5 NIFHEE &R
aeBa 2R I 45 G355 1 1Ko 9294 . 8+42. 50nM (I3A) o 75 4+ 45 & il 2 45 )R\ 7R Dar 2 fliDar £
FRFI TCsofE 43 1 9231 . 3+1.43nM, 1.3+0. 01uM (B3B) , 15 B £ ik — B AL A 15 H 584 FKasl)
AR A s T AR 2 K

[0054]  SEjifsl2:

[0055] < S f5] LA 99T c~HYNIC—PEGa— (GGG—Dar) 255 JIk FEUH 1 24 4 Ko L) 4% 5 1 6l
[0056]  ¥"Tc—HYNTC-PEG4— (GGG-Dar) 2HF , Dar £ ik B4 DAL £ ikanedywr , Dar 2 ik — 5 &
TR E B GGG HDar 2 K BRI B2 , TR P /N 1% 82 A GGG Dar 2 JIK Bk — B4 A Dar
2R R U R R Tl i — AN T RE A FIHYNTCRR i BTk Dar 2 ik — 3R 44, Dar £
JE SR AR 5 WU e B A FRIHYNT C 2 ()R I B2 A 2454880 11 2248 i 4 F-PEGa, FTiRDar2 2 K
259 7" Te~HYNIC-PEGa— (GGG-Dar) 2, fITidDar2 2 U 14 24 4 76 €037 BH A4 55 o
[00571  99"Tc—HYNIC-PEG4— (GGG—Dar) 21|45 7340 K -

[0058]  HYNIC—PEG4—COOHM] il £ : ¢ Fmoc £ 47 I PEGa—COOHZ T-DMF , I AR BE f 249K B2
20% , Z iR 205381 5, IEAN10mL 4°C Z {8 PEGa—COOHYTIE , 4000rpm 4 °C B L2553 %, F¢
P L3 UL FHA°C L BEYE U 3R, TiE 28R 225k B 11 2Tk , 3R 43 7= ) INH2—PEG4—COOH ; K
HYNIC-NHS FINHo~PEG4—COOHYA T-DMF , I ADIEAE ¥ pH{E £8.5-9.0, = i HE i 7% , 7=
Z2YMC—-Pack ODS—A 45 kEHPLCA) B 4fifk, . HPLC 732 J9fdi FAgilent 1260 HPLC ZR%:iH0 %
YMC-Pack ODS-A Cis il £ 4% (250 X 10mm, I.D. S—5um, 12nm) , B Bk B304 8, iH 2. 5mL/
min, AR RBIAFA B FK (50.05%TFA) , M SIBAH N 2 (570.05% TFA) o ke B %
SE AR AT 80 % AFI20 % B, 2543 £t 60 % AFI140 % B, 3043 £t 80 % AFI20 % B. s £E H A= 41K)
W4y, B IR I VR T 38 P A MALDT-TOF-MS i % 43 #rm/z =568 . 60 ([M+H] ") , #fiik
TR~ #IHYNT C-PEG4—COOH.
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[0059]  HYNIC-PEG4—O0Suff] il 4% : #HYNIC—-PEG4—COOHIE T-DMF, I ANHSHIEDC * HC1 , 25 i
FET/NIE 0] SN I NARAR 53 45050 %6 ACNH /K VR T i i , B4 YMC—Pack ODS-A~ |
2% FEHPLC ) B 44k JHPLC 5 3% A fd FHAgilent 1260 HPLC R4iAC % YMC—Pack ODS-A CigF:
& AE (250X 10mm, T.D. S=5um, 12nm) , B BEMRHE30 70 8, YLk 2 . 5mL/min, HH i shAFH A 2 58
TK (£0.05%TFA) , iR ZNBAI AN 2N (£70.05% TFA) o WHRPe b 14 52 A AR HE I 80 %6 AFI20 %
B, 2574160 % AF140 % B, 3043 £ 80 % AF120 % B i £ H Fr# 482y , & H SR WO 1
T, G P ZMALDT-TOF-MS 5T 3% 43 #rm/z =665. 67 ([M+H] ") , BIA 9 P A 7= HYN T C-PEG4—
OSu.

[0060]  (GGG-Dar) 2~Gluff) il 4% : K+GGG—-Dar Fl0Suz-Glu—Boc ¥ T-DMF, I ADIEATE ¥ pH{E &
8.5-9.0, S IEMEFEL I , ML= il 4 YMC—Pack ODS—A i) 4% AEHPLC /) B 4l Ak, . HPLC J7 ¥ Ay i
FiAgilent 1260 HPLC &AL 45 YMC—Pack ODS—A Cis2F il £ 4% (250 X 10mmL.D. S—5um,
12nm) , B FEMRBE304 B, I 2. 5ml /min, F R BHAM N 25 T 7K (£70.05% TFA) , i ZhBAH
NENE (F0.05% TFA) o IR 5 % e N 46 80 %6 AFI20 % B, 254> B 60 % AF140 % B, 30
535180 %6 AMI20 % B WS 48 B ARYIHI T 4y » & FRUER I IR T, B A P M) AMALD I -TOF-MS Jit
B3 Arm/ 2 =2459 .49 (IM+H] ") , #UCA TR =4 (GGG-Dar) 2~Glu—Boc ; #4145 T 724 (GGG—
Dar) o-Glu-BociA T 1mL TFA, 2 & Fibmin, K M AR SR T, K18 =4 MALDT-TOF-MS
Ji 3t 73 Afrm/z=2359. 37 (IM+HI ) , #IA N TIUH ¥ (GGG-Dar) 2~G1lu (K] 1B) .

[0061]  HYNIC-PEGs— (GGG—Dar) 2f #i £ : % (GGG-Dar) o~G1uFIHYNIC-PEG4—0Sui& F-DMF, il
ADIEATA T pH{EE8.5-9. 0, iR #1757, M = £ YMC-Pack ODS—A- il % AEHPLC /) B 4l
1k, HPLC /7 M f# FHAgilent 1260 HPLC RGEHC 4 YMC-Pack ODS—A Cis il £ 41 (250 X
10mm, I.D.S—5um, 12nm) , 56 EERRBE3040 %, Vi 2. 5mL/min, F A i sIAM N £ B 7K (&
0.05%TFA) , i BIBAHA LM (7570.05% TFA) o WWRBe i FE 1 8 N 46 1 80 %6 ARI20 % B, 25414
16026 AF140% B, 3073 BT 80 %6 AFI20 %6 B. Y 48 H A W18 43, & FFUSCER T 1, 3-49 77
MAMALDT-TOF-MS 1% 73 #rm/z =2909. 96 ([M+H] ") , #IA N FiUH P~ HYNT C-PEG4— (GGG
Dar) 2 (] 1C) »

[0062]  ¥"Tc—HYNIC-PEGs— (GGG-Dar) 2] il % « it fill & = 2% L — ff iR 4 (TPPTS) 5. Omg, =
$2 3L H 2 B (tricine) 6.5mg, BEFARR 438 .5mg, JEFARE 12 . Tmg M50ng R HYNIC—PEG4—
(GGG-Dar) o) VR A W 500uL T LOmL PE AR H , IR S VA T B4R TR R IMAL. 0-1. 5mL
INa”"Tc 047 (10-35mCi) , 100 C /K I N H P MR 5 92 202543 , 45 S I 45 oI &= 3R 74
104388, Hi i Dar2 2 KU 254 .

[0063]  S¥Dar2Z2 BR a4 25 W BURE 3347 U EHPLC 23 AT o HPLC J7 ¥ M 4% FlAgi lent 1260
HPLC &4 it % YMC—Pack ODS—A CisZ3#rAE (250 X 4. 6mm, I.D.S—5um, 12nm) , B ik EE20 7>
B, L ImL/min, H A IR BIAR A 25 B 7K (50.05% TFA) L i shBA N 2 (£70.05% TFA) .
TRGEAH P 1 B N AR 90 %6 ART10%6 B, 17. 573 B 60 %6 AFI40 % B, 2043 P 90 %6 AFIT10 % B,
9T c—HYNIC-PEGs— (GGG—Dar) oI bR 1E 5 >95 % , U 1k 4l [ >98 % (B5A) -

[0064]  “"Tc-HYNIC-PEG4— (GGG—Dar) 25" Tc—HYNIC—PEGs— (GGG—cKiE) ofF IF % TCR/)N B 5
TR AR RS B P - B2 RICR/NRR, , — N & R 5 k3 5 1001l (~37MBq) **"Te-HYNIC-
PEG4— (GGG—Dar) 2, FH4h— H/INR 4 B # ik iE 5 100uL (~37MBq) **"Tc~HYNIC-PEGs— (GGG
cKiE) o, TV 5t T 2/INNF , USCER /IS BROPRVEL , X R VRS it i AT U 1 HPLC 3 At - HPLC 7 ¥25 R
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Agilent 1260 HPLC &% £ YMC—Pack ODS—-A CisZrHr4E (250X 4 .6mm,I.D.S~5um,12nm) ,
B BE RS20 70 B, LH ImL/min, F AR BIAM R 2B F7K (550,05 % TFA) , Y shBAH A 2. i
(£70.05% TFA) o WRIE A B ¥ 2 NASHAIT 90 % AFI10% B, 17. 5> 4N 60 % AF140 % B, 2043 4
I5F90 % AFII10% B, 9256 25 5 B R *O"Tc—HYNIC-PEG4— (GGG-Dar) o fE /N A N B A B T HIfa e
M 23R P AR BE R BT SO R 1 X 58 A I 25 0 oRe 3 B (B15) & 1T " Te~HYNTC-
PEG1— (GGG—cKiE) 22 75 /N B A PN 4 350 0 P A (BE15B) «

[0065]  “"Tc—-HYNIC-PEG4— (GGG—Dar) 2 5%""Tc—HYNIC—PEGs— (GGG—cKiE) ofF IF % TCR/)N B A5
TP IR0 B R B TCR/NRR 3 24, 43205 H o — 4 /INER &8 R e kiR B 100nL (~101kBq)
9T c—HYNIC-PEGs— (GGG-Dar) 2, 53 #h—41 /N 48 B i ik 5 100uL (—~101kBg) **"Tc~HYNIC-
PEG4— (GGG—cKiE) 2, TVES J51.5.15.30.60.90 120 15011804344 H i1, /R 2 - 5 JC St ke
T & RRIE G E A SO H LU H 4RI E 2 (%6 1D/ g) « SLI 45 R Wos P AP 24 R 1
M BB IR, 9" Te—HYNTC-PEGs— (GGG—Dar) 2 L3 ~F- 3F R 2 BT 4R 38 19" Te-HYNTIC-
PEG4— (GGG—cKiE) o ff ¥ — 8%, 5545 F| T SPECT &A% (K6) -

[0066]  #"Tc~HYNTC-PEGs— (GGG-Dar) o faf J8 it 7 i SPECT/CT R A% : 7EHe pG2 AT 41 B8 i
R b, 99T e —HYNTC-PEG4— (GGG-Dar) off] Hpa 45 U M v W, B3 75 B B sl ah , e i
A SR, B 22 IKAE e A v B I 18] B G, SE A T s 2 W (I 7A) o 78 FH T S 36 20
Hh R R B R A (B TB) , P00 2 Ik 58 A a0 R St 25 A o b Ak, 7" Te-HYNTC-
PEGs— (GGG—cKiE) ofF 417 I8 B, H I SPECT/CT A W B 7CHT R , *"Te~HYNIC~PEG4— (GGG—cKiE) o
LLE IR A B, A5 T L AR PR s &, 5 350 AR Tl BE R A, AT A8 75 L AS B o) ifrRe it
1T TG 55 -

[0067]  *"Tc~HYNIC-PEGs— (GGG—Dar) o fif J8d B, A A 443 A ¥4 BALB/c Nude i fafHepG2 T
O Pt T R 0 AL, R A R L e = N 2 R B KT S 1001l (~T74kBq) " Te-HYNIC-
PEG4— (GGG-Dar) 2, T3E 4 J50. 5 L2/ AR FE 5 3 b — 2 /N 48 R v ik L3 2 100uL (~
74kBq) *"Tc-HYNIC-PEG4— (GGG-Dar) 2 f1500ug DarZ ik, TVEH J50. 57N ALFE 5 B o f 3 %
FRE 2% , BRI U B AR E S R A ST A EH 0 ES IR F (% 1D/g) S5
CERIGUE T BARLE R BN T IREE S AN AR T 44 (KI8A, 8B) s Ak, 599" Te—
HYNTC-PEG4~ (GGG—cKiE) o £ fur J8 i 1 AE 40 40 A AL , *"Te~HYNIC-PEG4— (GGG-Dar) 27 ff e
(45 5 HARAL A" T c~HYNIC-PEGs— (GGG-Dar) off 15 I 45 B B . PR A , X BE £ i 13 4 6 11
AL T , iR R AZ R AT (K18C0) .

[0068]  99"T¢-HYNIC-PEG4- (GGG-Dar) 2 fEHepG2H J5i A7 fifr 83 #8588 vh (¥ SPECT/CT 44 : 7
HepG2 T JE AL R i Y ey, 99T c~HYNTC-PEG4— (GGG-Dar) ot 45 %5 i 1) IR B B (4 94) , REXS
JHF JE A7 98 34T SPECT A5 » & 28 B B AR SPECT/CT A4 &5 52 S 7 , JIFE b (%) b A5 B S TR i
SHER S S (F9B) , STEMR AR A —EL,

[0069]  SLjitifs13

[0070] A< SE 451 DL 2" Te—HYNTIC—Aoc— (GGG-Dar) 222 Ik TEUNT 14k 244 Kz L i 4% 77 V8 Rl
[0071]  9"Te-HYNIC-Aoc— (GGG-Dar) o7, Dar % ik B4 DAY £ fikanedywr, Dar £ ik — 8k
SR IERRIGCC SDar 2 Ik AR IERE , FR N IE A GGG Dar 22 JIk 54k — AL T Bl () Dar
2R AR U R R Tl i — AN T RE A FIHYNTCRR i BTk Dar 2 ik —- 3R 44, Dar £
K 54 5 XU Re A 77 TR I3 e 25 R 8h J1 #4240 4 - Aoc , FirikDar2 22 IR BUR 14 24

10
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YN Tc~HYNIC-Aoc— (GGG-Dar) 2, FITidk Dar2 22 ik U 245 W 8 6 037 WA BT 571

[0072]  99T¢—HYNIC-Aoc— (GGG-Dar) ol & ¥R

[0073]  HYNIC-Aoc—COOHM] il % : ¥ Fmoc{& 3] Aoc—COOH F-DMF , I IR e 5 28 94 £
20% , TN 2043 %1 5, TN 10mL 4°C ZB# i Aoc~COOHYITIE , 4000rpm 4°C &.0055 8, 7
P B UTUE 4 °C YRV 3R, e 75 % 22 5% BE 10 2Tk , 3R 45 7= ) INH2—Aoc—COOH ; K
HYNIC-NHS FANH2-Aoc—COOHYA T-DMF , JI ADIEAE i pH{E 8. 5-9. 0, % G bk 7%, 7=
ZEYMC-Pack ODS—A Cisf- il & AEHPLC/r B Alifk . HPLC /5 % FAgilent 1260 HPLCRSAEL
& YMC-Pack ODS—A Ciseihil £ 4% (250 X 10mm, 1.D.S—5um, 12nm) , B BEWRBE3040 4, 77 5
2.5mL/min, HHP IR EIAM A B T/K (50.05%TFA) , M EBAH A Z 0 (£50.05% TFA) o ik
T 155 14 5 NS HBIT 80 %6 AFIN20 %6 B, 2573 41t 60 %6 AFI40 % B, 3043 i 80 % AF120 % B W £E H A%
YRRy & I BOE T SRR P A MALDI-TOF-MS i 8 43 #frm/z =462 . 52 ([M+H] ) ,
BN T P~ YN I C-Aoc—COOH.

[0074]  HYNIC-Aoc—O0Suff il £ : FHYNIC—Aoc—COOH% T-DMF, I ANHS FIEDC * HC1, 25 7 $ik
FET/NET 5 7] S S A I ARFR 53 4050 %6 ACNI K I R FE I 8 , JE A YMC-Pack ODS-A Cis*f:
2 AEHPLC 3 B8 4lifk . HPLC /7 7 A8 FlAgilent 1260 HPLC R4:iHC 45 YMC—Pack ODS-A Cisf
il 4543 (250 X 10mm, T.D. S—5um, 12nm) , # FE#RPE3070 8, 2 . 5mL/min, Hrh iR BIAFH K 25
BT K (50.05%TFA) , Wi shBAH N 2 (£50.05% TFA) o ke Hh FE & & ot 45180 % AN
20%B, 254 860 % AF140 % B, 304340 80 % AR120 % B W &2 H AR 185y, & IR U SR 3T
T SR PR AMALDT-TOF-MS i 3 4> #rm/z =559 .59 ([M+H]") , B\ A T 2 I HYN T C-
Aoc—0Su,

[0075]  (GGG-Dar) o~Gluff) fill & : H il & 5k H L

[0076]  HYNIC-Aoc— (GGG-Dar) off) fill % : ¥ (GGG-Dar) o-~G1uMIHYNIC-Aoc—0SuyE T-DMF, Ji A
DIEAY 1ipH{E 228.5-9. 0, = im Mt Hf i &%, f ™ i 2 YMC—Pack ODS—A: | % A HPLC ) B8 46
1k ,HPLC /7 M f# FHAgilent 1260 HPLC RGiHCL 4 YMC-Pack ODS—A Cis il £ 41 (250 X
10mm, I.D.S—5um, 12nm) , 56 EERRPE3040 %, Vi 2. 5mL/min, F A i sIAM N L B 7K (&
0.05%TFA) , i BIBFHA LM (7570.05% TFA) o WWRGe i FE 1 8 N 46 1 80 %6 ARI20 % B, 25434
IF60%6 AF140% B, 3073 BT 80 %6 AFI20 %6 B WS 48 H A I 18 43, & FFUSER MIE 41, 343
MAMALDT-TOF-MSJii 1% 73 #rm/z = 2803 . 88 ([M+H] ") , A N T = #HYNIC-Aoc— (GGG
Dar) 2 (B1D) .

[0077]  9"Tc-HYNIC-Aoc— (GGG-Dar) 2 1|45 « Fr il & = 2 3L s =i R4 (TPPTS) 5. 0mg, =
FHIEHZER (tricine) 6.5mg, BEFHEE 4438 . 5mg, BEFHEL 12 . Tmg F150ug HJHYNIC—Aoc—
(GGG-Dar) o) VR AW 500uL T LOmL PE AR H , IR S VA T FER TR R IMAL. 0-1. 5mL
INa”"Tc 047 (10-35mCi) , 100 °C /K I N H P MR S5 97 202543, 45 S5 I 45 o I &= 3R 74
104388, Hi i Dar2 2 KU 254 .

[0078]  XJDar2Z MRS 14 25 WHUREBEAT TS EHPLC 43 # o HPLC 5 R f Agilent 1260
HPLC &4 it 4 YMC—Pack ODS—A CisZ3# A% (250 X 4. 6mm, I.D.S—5um, 12nm) , B ik EE20 7>
B, L ImL/min, H AR BIAR A 2 B 7K (50.05% TFA) L i shBA N 2 (£70.05% TFA) .
TRGEAH P 1 B N AR 90 %6 A0 %6 B, 17. 573 B 60 %6 AFI40 % B, 2043 P 90 %6 AFI10 % B,
T c~HYNIC-Aoc— (GGG-Dar) offI FRICZ>95 % , U122 4l >98 % .

11
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[0079]  ®*"Tc-HYNIC-Aoc— (GGG-Dar) ofEfi & i, HH I SPECT/CT 2% - #EHe pG2 T 41 it 42 il I3
FEAL R, 9T e ~HYNTC~Aoc— (GGG—Dar) 2] i yR7 £ B W T . » {ELJE 38 A0 T 75 BH 2 45 7
BELIT S 5 2H v, g $e BB S A, S0P 2 IR 5 85 Raefir iR R IR 45 6

[0080]  SLjitif4

[0081] A< SEjiif5i L %8Ga-NOTA- (GGG—Dar) 222 Ik TEU 1tk 2454 B JHL 1) 4 5 1 6«

[0082]  ®8Ga-NOTA- (GGG-Dar) o1, Dar % ik DA £ ikanedywr, Dar 22 ik — B A& & ¥ i 12 57
GGG 5Dar 2 ik B A 122 , TIPS 3246 GGG Dar 22 ik Bk — B AL T i Dar £ ik — 5844,
TR A% 2O Gal@ il — AN EE A FRINOTARR L BT ik Dar 22 ik 544, firidk Dar2 2 BRI 1t 259
N%Ga-NOTA- (GGG-Dar) 2, AITidR Dar2 22 Bk Jist S 14 26 4 A 6 €375 BH T A4 41571

[0083]  %¥Ga—NOTA- (GGG-Dar) offill & /7L U1 R

[0084]  (GGG-Dar) o~Gluft] il & - i &5 7% H) L.

[0085]  NOTA- (GGG-Dar) off) fill % : %4 (GGG—Dar) o~G1uMINOTA-CNSYA T-DMF , i ADIEAH 45 pH
H2%8.5-9.0, S HEE 17, FH ™ S 2 YMC-Pack ODS-A Cis il 44 #FHPLCA) 85 4lifk, , HPLC 5
98 FHAgilent 1260 HPLC R 4iHC 4 YMC—Pack ODS—A Cis2F |44 4E (250 X 10mm, I.D.S—5u
m, 12nm) , B EEWRBES0 2380, 82 . 5mL/min, F AR SIAR N £ B FK (£70.05% TFA) , i 2B
NG (£70.05% TFA) o ke teh FE 18 8 AR 4B I 80 %6 ARI20 % B, 2543 £ 60 %6 AF140 % B,
3073 B 80 %6 AFI20 % B W 2 B FRII 1R 43, & FF WSROI E R T, 3R1F 7 A MALDT-TOF-MS
[t 3 Afrm/z=2809. 88 (IM+H] ") , A N TIUH ™ #INOTA- (GGG-Dar) 2 (| 1E) »

[0086]  %8Ga-NOTA- (GGG-Dar) 2] il %% « { FHO . OSMIFJHC T M5t 85 & A= B8 vp A ImL — /N 4>
WE8caCls, FibkyEomL o 3 B A 1-2mL 1 %3GaCls, FH2 . SMFINH40Ac P pHZE 3 . 5. i1 A 50ug
DOTA-PEGa— (GGG-Dar) 2,99 CrK I IAR2053 1, F5 [ B 25 W Je % i VA E1570- Bl , il il Dar 2 ik
IR e

[0087] S Dar2 2 RIS 25 W HURE 1EAT TBURHPHEHPLC 73 A . HPLC 77 V2 9% FHAgilent 1260
HPLC &4 it 4 YMC—Pack ODS—A CisZ3#AE (250 X 4. 6mm, I.D.S—5um, 12nm) , B ik EE20 7>
B, L ImL/min, H A IR BIAR A 25 B /K (50.05% TFA) L i shBA N 2 (£70.05% TFA) .
TRGEAH P 1 B N AR 90 %6 ART10%6 B, 17. 573 B 60 %6 AFI40 % B, 2043 P 90 %6 AFI10 % B,
%8Ga-NOTA- (GGG-Dar) 21 FRiEZ>95 % , Uk 224l >98% .

[0088]  ®5Ga-NOTA- (GGG—Dar) o7E fij I8 b, -1 FJPET/CT A% : #EHepG2 AT 41 i Jo b yig A5 AU o
%%Ga-NOTA- (GGG-Dar) 2] iy £ HU & B v] UL, B 1B A S s f o, Hoe i a1 St B
PRAFTE g 500 A7 v B N TE) 4, A R T IR R0 2 W o 75 L T S 36 28 b JifrRe e 1 B 2 B A1, a0
BHIRET 5 A R aeor s H R M 45 B . 9%6a—NOTA- (GGG—Dar) o fEHepG2 T JELAS fi 8 A 74 v
AR I MR B, BE XS IR St TPET 245

12
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HepG2 cells HepG2 tumors
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20 -
" "Tc-H YNIC-PE Gi{GG GCKIE)z T cHYNICPEGL(GGG-Danz
Half Life (Siow) | 1381 16.36
Half Life (Fast) | 1.581 2.762
154
o
(&) 4
= 10 .
- “'Tc-HYNIC-PEG4-(GG G-Dar),
- 9T HYNIC-PEG,-(GGG-cKIE),
5 d
0 —————
0 120
time/min
K6
(A) (B) Dar Block (©)
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