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B2 MEER k- A aRAME RN AEEE RS

ARG
[0001] AR KEEHEAR-IR-HE L (glutamate—urea—1ysine) 25 %% ] H Bt 4 e
PEEFE S, -4 e BE B 48 S » LA R il 28 T iR 485 W D5 v - AR R I & Y ml T
YR IT BS80S PR BT R (PSMAD 1) 2T FH 9% 0 2 95 B UEE
[0002] RBEHY =

BRIEREVZ RO ZANRENER G, K] Ly ig 56 f5 77 (b A 2 &
VIR AS [R)38 43 B o A b I o 1 24 ol e i IR R G e —, B A e Y H
&, 70 FH T PR AR i 25 s AR e TR A 2 RN S U 34 - L AR U e 28, 1 A5 e i T 2%
HI M A E 2% (AS Segal, 1964 In: Modern medical monographs, %%
Wright, IS, Green & Stratton, NY, London, #Z55-17T0) .[Htt, How & FHEZ 2% n] M H
IR A M) — A
[0003]  Jfb-& ) EA VF 2 A R H 3 Z 5 AP 280N, 35 R I BAA VR 2 Hig . e Al 11 an
FAAE B Hh 235 5 57 TR — S A B B — S AR A B (NOS) FII 71 o e AT 0% 4 i A
FEOHUE AR F MR8 AR “BrgAe” 254, o il R4 S S2 A B e 2 1 44 o
TS KA AR AK T 28 T s T8 e 22 ) 00 1) v GO0 JE A0 28 72 ) (AGED 1R T ke S 3R i PR i 1) 26
SRR FH (9 0o 788 45309 SERZ AR - RN B 78 38 E AR v AR T7 2544k, 3F H.
CL 2 E I PRAJE T8 A X6 HAE 2 Bl B 16 97 AR FHIEAT T 9F9E
[0004] &5 AT LA o P ik 43 2R g 24 L 110) 72 vy ) A 5 SR R S 3L 288 ) i e g 4 e 2%
P, BT I TR 43 22 o6 40 . 75 a2 -5 IR IR R A4 4 B AH SR BTG &40, LA S T 2 iz
FEREIH e (D Scott Lind, Am Soc Nutr Sci, 2004, J Nutr, 134:2837-2841;E
Wayne, Turk J Med Sci, 2003, 33, 195-205) . ATk Ak & 47 (1) 4H AR E5 B 5 2248 FNa "=
W B R B R G y+k S (CendanZE A, Ann Surg Oncol, 1995, 2:257-
265) .
[0005]  FERR N L FIEP2131867 B1H1, A& (1) K B NIESE , A& 73 FHAE I AL & 40+
A5 T WE I LT T e eg 40 B AN B AT Bt AR A5 T b I 86 4 Sl s HE SR AR T B A R 55
= NEEEE TR PR 2 AAdriamycin®) fPT R TE PE
[0006]  AHITER) 75— KB ANRIRGM S RIEP1137441 Bl/AT 1AL & A e bl i i) 46 &4
J i B8 B0 a2 A AL ] ViR o L AT Y R ) 24 P P ke 12 A A KD R e B S L T D
RAIRIEL PR LN 456 O IR~ BERE D KB .
[0007]  AHRiFE A& BH NK 55— TR & FIEP2274018 Bk K tEFRIE R AR AW L
A TERE I XUBS R BR 2% &4, A TR 7B e (R B 5 8%, e 2 SR MG
PEFT ZI R FEHRPCANFL AR i 1K 5 56 45) , 36 TR T B B AAE -
[0008] i &1 Hs S P ML S5 (PSMAD , R 9 7 S IR 2 Kl T TANN- 2 Pt A0 1) a— 2 22 1) PR
TRKEGL, 2 T BERIFOLHT (BRI fF Bl 1D g AE FIM28 ik Bl 2 Ik 1Y) — SR AR Y T 15 i
HH AZE A AN BB RRY b8 U @ BRI , Q45 S TR TR A2 JIRN- L -1
REAABIE-1-BRAR , HAEVF Z A AndERTFI IR fER/NIFEE EAE /NG AR FAR
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JAM L R5 58 M) FRIE . PSMASELE T 2 Mol M e B8 8 R4 b, Birads S 4 i e
35« B0 AU AR 5 0 SRR LR 45 e RS I e < 52 R B B 2R L R o RE 4T A S AN K
HLWIR
[0009]  PSMATL £ ¥ 7 B 2 2 J7 1 (U2 e Bl o B AR TR 58 1) V6970 1 EE 2 BB AR « AN [
FAFE R W8 ) H e R B BRBR H14E 737 (PSA, Hi 471 AR R 1 W R ) , PSMASE AN /3 b (1) 48 &
21 i, 2 T B 1 3 Aol EL R R A VA 7 () B AR A o 1R 3 465 - B S R 4 i 2 T A
T A O AR RN T BUE AR ST MRS TR A R T DI AR - R s
PEFRIC I PSMASE H FC AR L8 H 7EVE 2 A0 My b3k B 3R020) D 4 B i AR AR N 1 A R e
PRI SR TR AW S AT
[0010]  PROSTASCINT ® (= 2 BL40mi PO A& — Fh Tnbric (9 HTPSMA R 5 14 5 v FE P,
ZEFDALAE T8 2 W A R (1) T 471 it K8 3 1 A AN o B« = D BB 45 6 B PSMA 1) 41
P ERAL L, F IR P A B 2R R PSMARY P 8 &5 R 3k , (R A e 25 45 R 1 4 B BRI 40 e - &5
A FIPSMAFE) i 4 5 g 3_E 1 BA 5 [ 44t ) e U PE AR A0 3 S5 7R 72 S i PSMA B 14 Ry
1) i e g A TR e 2R o (LR, A FH B o T (40 12 T R e R S I 52 PR T SRR R B e R
RIRBIENE
[0011]  EAR B s B PiiAE 2 T IR ARG YT, BT e A7 s b KRB & 1, 78
IREL IR 2 AN PR B DDA PR o 78 SR FR B iE MR A AR 7 T AR K A 3R A = i g o
B 73 bl A R S 4 6 B o b O TR A B B
[0012]  EP 2097111 B1AJF 7 484 BIHURPE G 7 B IR - R 2 FRPSMA L &34
43 XA A5 BR8P TE 2 3 AT A1) i AR S 1 B ) DA SR VRO
[0013]  PSMA HH s A D9S2 JF K U 14 24 ) A A A R0 Vi 7 % 7 1 i 47 i e L e 3R 08
PSMAR) B hE 1 & A W 5| 110 70 T 38
[0014]  JZBEAMLAR

A IR B BB M R R - IR~ R 2 R () S A e W T 4 54
[0015] AU BH IR Ko IR R A 264 » o0 E B i R — IR — 1 2 R 24 335 T v e P A T
BRSSP AN 28 20— Fh 245 BTS2 M7
[0016] A B HE— DA FE L5, FoA B A R - IR 75 G IR 24 K A ) S A e b
B F 2% bl B2 M ER B &9, UL R 252 Bl 852 IR 7l
[0017] I ATF T I697 AR HUREAE I 77325, Forh Brid 75 ik A3 1) 75 B RIB YT I 32 i
it V6 97 A 2% B A R R — TR — 4 IR 24 R 1) e A e i I 2 A o A & /b —
2y b Bz I AR R B i R A 2 S W BB B B R IR - A R 24 A 1) S v A T
VEET 255 Fo 22 T B2 10 Eh B 64 » DA S 24 5 b ] 252 [P IR 750 1 245 4 il 37
[0018] b4l , A% A BHD J% il % 7 A6 6 20 R — IR — 7 IR 243 238 T ) e ik 4 e W I 48 & 0 )
0 Hop B B 0 — AN E R RINAL A 0 5 35 AT A5 T W I AN 2 2 I i — TR — ot = R

I
= o

[0019] [} ] fEiAR

BRI T AR B A2 TR SRR ) B0 T 4540 %45 ML i g PSMA-DX @ A & e -
K- 2 B - dx A, Horb dx 775 -1 e s I
[0020]  [¥[2a) S~ T 454 BIPSMAPH M 22Rv1 Fsd 4l ffe FfLig PSMA-DX FITCZ&4),b)

4
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WESE [ Lig PSMA-DX-FITCZE &Y ARE S & B A FRILPSMAIDUL4540 /10 | .
[0021]  [&|3a) 7R T FERIAPSMAR22RV I A H 1L ig PSMA-DX_FITCZE A 44k A, b) UESE
T ME B PSMAR A 22Rv I g A2k B Lig PSMA (RIIFES M glu-IK-1ys) B Lig
PSMA-DX-FITCZE & 445 6 B 40
[0022]  [E4a) TR T &E B4 e -Lys—R-Glut EAYELFRICHI2- U-Z LT 3E) 1,4,
7,10-PU BRI+ el 482 (GA-DOTA) ()43 T &5 K4 o i AR, B BE W LAAR # 3 FH/ H
(5% P AR ECAARBEAT YT, BLb) SRR T T I A X GA-DOTA 45 [ /EA280 40 11 43 ot
I AR 2%
[0023] R EHVER

RO @R, —SEHIEEAUT R - S &Y E A 2R - k-5 2R UG
A AR - R GUL IR AIC R SR I X PSMART Sk M 1 R RN &K
B T — Mg &4, b PSMAE A 45 & R AR - IR iR = Ik 5T Lot — 2 5 B i B ad
(4 G2 A I e E A TR I 45 6 o X Lo A0 & 0 B0 HE 25 PR EC A, an 4t M i FRIE iz W /6 7
TRURHHEAZ 2R o A8 I BH I SSUIEE A e b I 48 & 4 (it 1 PSMAZR A MRS i (1) AR AR A MR SR L 18 3%
PEER ) R VAR B A 5] IR EAT .
[0024] AR BV B 25 b e R — IR — 3 28 IR 24 25 A1 1) el Ve A T W I 45 0 o AR — N
SEHETT 5 ARG A W FEPSMAZE & S8-B W o AR 5 — Ik St T7 8, 1% e I o il o 2
D — AN R B AR AR Y — 2D AR IR B S 7 5 S AT T WE I 2 AL S )
AR,
[0025] AR HE—AMCIE S 7 58, 1A ZR A Wit — 20 AL 5% AT T R T 0 o A B A4 1 Y
R AEAR KA 55— T Z I B RLARIE BRI &9 an i dm il 25 fn] LB & v BEka
R TBUS VA% R O 4 JE B S ) o A — MR STt 7 B U A R R v R
(85-99m) Tc (CO) sE A BL AW BRI (BR-186/188) Re (CO) s A il & Wk K S U M &
BATAEY.
[0026] AR #& 53— SKhiti 77 58, % Aq e W I 0 43 43 L AR 10 1 <2 JB B S M B . 5 9t He %
A A T 350 23 2 AL A P B [ A DU AHLE , $7ELAR 01 & S8 2 A IR BRI 2 &9
[ IRE o
[0027] W DAV N 2160, 25 6 2 1R — MR — 4 2 R 24 R 1A 1) e P e i I 28 & 0 b ) — A &
M R1,4,7,10-PUR 8+ = ki-1,4,7,10-V0 21 (B FRNDOTA) , HE B A K
(CH2CHaNCH2C0:H) 4HI A AL &1 o 1% 73 T H TR L 1276 DY A% (RIS YA EUR ) PR R
DOTARAEEC A A, JGH A TH R u R B 1 HAC B Y B A 1R it 5 57 MU he Ve o7 1 15 27 B
H.
[0028]  ZF W& 1A DOTA & VY #2 B2 Fo L 45 Fh I JE A 1) 181 5 o 75 BC AL Ak 252 A3k , DU B8 45 K
HaDOTA , H 58 4= 22 JF AR I AT A 0 NDOTA" o {5 FHDOTAZE IS 17 AR 1 2 FH SC Bk , SRV iX
AT AE I8 H I E DY R R B L e m
[0029]  DOTAfTAEHFRANL,4,7, 10-DY B4 Ih 1 Zhe i KA o 38 1 FHIN-CH2C0-HZE [4] 5 AAN-H
HLCSRAB R ARG ] T A3 2 2 R R AE AR TR R A & A 2 N A=A BE S 71
SN 1EEE AN Z HEC AR , DOTAGLTE & 8 BH B 7, (HR B AR 1 4 A BE B T & SR B 5 1
) JUARTAGRE i) 2 o 32 S 9 I Bl R G 2, AE 2RI A, DOTATE 24 )\ I fic 44 , S P9 AN i
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AU RIR IR LR R A & & 8 - R 2 HUERBL &Y B A B K ECAE , SR AL Sl A 3.
[0030] K 2 A add ¥ 4 J@ >R Ut , DOTA 78 24 75 v LA , 38 st DU AN B AN R TR AR 0o ke 25
G LA EA )\ HARELAL LT, AP RIRAR ML . 78 [Fe (DOTA) 1 HIIHOL T , Z AL AA
s LU DOTARE 48 FAE JE L8Ry 7V I — 8840, FE R IR 7 vk, DOTA TS 4 s 5 M [F) Ao 2=
OV EEA T 4R R BUERE N2 BN 1% 70 1k o DOTA ] DL i PLBE i T X 5
UL — B HR B G B R EPUR E RN =R E T TH TS 5431
16 1 1 70 4R 58 78 ke 4 B e, 4R T OOV B RS I 1 . % A R ) 2 ) 5 5% LA
tetraxetan4 B K E FbrAEL R L 4 P°Y) clivatuzumab tetraxetanfl4Z (°°Y)
tacatuzumab tetraxetan) .

[0031]  DOTAXE ] DA% 422 B0H 5 Fh 5 ¥ B A 22 F0 1) 4+ b IR Sk &0 5 15 2 T3UH HEIF]
A28 — i FTRE VR T A2 (5l an B 1 IR 1 R S T E A

[0032]  #RAE—AMRIESL T 2, 2K EM T A 2, B F KN 45 25 Az G LR
HRERIX I gh 24, 1 sk 45 24 2 IR B - B K N 25 25t ] FH T4 B 4h 24 AR N — DLk S e
TR ZEB AT IIEREIT AR EGS W AR 3 FF — Lk S it 77 2, Bl Ja it B 46 S
JiR , ELFE T U R e 5 e SR Mg L e o e T IO 52 AL IR L BB R R BRI Y
I AN 2H 2R PRI o 7E e D028 (1) SIE Tt 7 S8, Il e i A2 A 471 i o

[0033] AR BHIGI I g AR A4, oA 3 50 M2 IR — IR — 3 2 R 24 AU AT 1 o5 k4 e
BRI PN 28 20— Fh 245 BT RERZ e 7)o

[0034] AU B HE— 0 K TR, HoAL S B M2 IR k75 U8 24 3 LA 1) eSU i 4 e m
P2 FL 245 T 52 i) R BRI TG 4, UL R 245 ] 52 TR R 55

[0035] VBTS2 IR FERE (1) 77 VAt 2 AR B K — AN D7 T, B D7 v B0 4 ) 75 ZE S8R T
1) 52 it VR T A6 R R R M R IR — A 2 R 24 0 A () e M A e P 28 5 ) f
Z/b— g5 BTS2 BRI A A B A T R TR 1 R 24 R T S A e
PEIF 256 o227 B mT sz 10 3h sl )6 DL S 245 b T 4352 (R TR 751 1) 1 771 o

[0036] A BH (1) 5 — 77 THI A2 il & 25 A6 W 2 R — IR — 45 201K 245 285 (A1 1 b3k e A e o i 45
G T, Horp B 20— AN A 2 R RN & -5 15 A R A T B I A 2 2 It i — DR — it
RIS -

[0037] 435 & A PSMAZE & — KW L i) A8 R0t 1 B B SS B vh T8 = K o AN [A] -
PSMAZE & = KB 530 O ANy AN S A0, AR BH I AS A 0 45 i@ B I 20 2y A& — M 2 A0 i ddt
s, FRAE T ORISR 77, I BSR4 1 P T 451 G 248 P 0 ) 77 B 2 B P RN/ B o PR TS
PEAZ 2R 1) 22 PSMASKE A P Jiv e 20T M ) 22 e E Ak

[0038]  [K| bk, a0 R, 6T 7 0 AL 1) PSMA G A 385 2k 92 9 1) TC A ) S22 1) i 0 £ i 02 5 1k 58
2B T PSMASE & 24 3% A1 45 2 R — IR — 8 20 BR 1) SR AR A 1 o L i LRI IB 0 A2 48 R 24 25 T 1Y)
Uie 5 ¥ (R 2 R e 28 ) @ I Ab 2 e 2 FH — b iR — R T8O 1t < JB - 7 A« 24 25 A1 1 3R
EYME I B e 11 S L ] A AR S 1 B b 2R, 3XAE [RLBUAE DSR2 HE W) 5 & 1) R 1 B
AT LAAS BESE

[0039] A CH A I RAE “Z 07 2 45 8 ot — P S Y B0 A FC A 25+ o BAIR] I 5%k
PP G A & AEAR KA Z AL TT DL 5% 4 Bebs T34 45 &, A1/ 8 an i FAE
A PSMAZS & = IR AL i A rh B SR IS RE 5 = K45 &

6
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[0040] AR i A A BH , 45 05 “fRp S b L 1) L Rl SR I ) R e S A A ) 7 R i i T A
DUPSMALS & e R 25 5 ) 75 S5 1 B0 1) 40 200 i 24 784w (1 LSRR M FE AN R I E AR 1) 52 A 1)
IE 5 2H 2R AR SR K 8 0 BT IR B B IR , AR SR IR I PSMAZE & e AR 45 & W L e S 1m) &2 1
1 i 4 B L e A S AR B SRR PSMA R 4 e

(00411 H ey 1] Jist 34 , RD 3 ik P it FHEL A 0l AR R A B R A R e 5 MR A R R A
R S PR — AN RO B2 AN AR )R] 431 B TR ) 43 5 Fe VAL AR I R e MR 45 S
BEFREE ) 2 A I BE LA B . B 2 AN R e BLAR R 20 iAn 7 TR XE TR E T 4658 H
HEFRE AT REME XM ) S5 G A S R R ), RIS W BB YT I B AR AR B A AL
[0042] %45 WERE I 50 0 Pl LA B A 8 /b — AN Ui 5 2 R I 5 12000 e I 50 0 R 3 A 2 2
FEM BRI AL S WA o 12355 A AT T8 W I 58 5 4 m A A9 dar gt TGP AT 225 B A o 122 T2 448 £
TZ AL B W ) T 2 2 i I 2 15 ok A T i I 2R 6 P AN AR B o 7E B T, 38 i S A R
TR A T WE I 58 &40, X ALAS Re 08 1EAT S AL S W T8 BCBEE G 10 T 3R Vi 125 22 8 I 1 I
N, B il SR R A5 4 5E 1 i (MatsunagaZg A, Nucl Med Biol. 2005, 32, 279-285) A
SCH AT BIARTE YR A TERE T R G2 F8 78 = R BN () A7 A5 T B A e R I 1) S A 3RAS 1
=4

[0043] VRSN B AR, 1235 A0 AT e W IF 56 6 3w DA A3 dn 5 LR 25 R B G, ot 2 I
B SR X S8 B 5 E A0 e ME I 58 S M AR R B AR R I BRI R AT A T S 2 2
[0044] @, “HUAR S48 00N @& A b gt BB I 5 () Wl 38 , Hoh— A ek 2 A 1% 3
BT & AR T B G S AR AR R T A S BRI BRI B — A2
MERBEE TR REE — DA S RE TS R =8 BRI B
I, BRAE AT HE , B 2R B A — Al 2 AN AR R B 72— S8 st 7 S8 b, AR 2
#1234 5806 B ZE AR  UACEE (1) S5 B 45 - i 3% (RIFCL Bl D) s 20k s e A 2k
B A2 VAR DS R T T A L A R RN A R R e AR s B AR s R T A
FE RIS ; 5 ; BRI B s S B s 75 Je B B s BRI s AL 40 5 ST 5 K 5 e 326 il i 5 i s N-
A s s TE ks I s B B s TR s JOR s JOK s JOIC 5 0 e 5 T 0 e s S SRR il 5 S BB T 5 U
B s B R I 5 V% 5 A 5 B CRICOND i AR e 2 L U Sk e 3 L PR i e 3 I e S 25 55 . 78— M
M6 STt 7 e iUV A T T A ITCAR

[0045] A& EAMIN-REY-FEWR—FLED, BAE AT EM B A RER S
i ERE T o 32 3 B A WA R ET I 2 TN 10°- 1008 ZR il 1% R 5 T A W)l ek
P45 15, 22.60% - A0326: 20 22 50% 0 AN S BRAR , 380 A2 B0, 2245 e AH I 242 v 20-50% 1) 58] 28] A 3
53 R ATCRE [ HUAR

[0046]  FEGIIRIIIEOL N  ZEEN S 52 5 B A M EA e R I 58 & Y00 OV B o iz e v]
PLiE—D ks I, A RS B o 538 B AL A TS T e A A

[0047] AR A VG ENE IR 5 1 S5 PSMALS & I BCAR—E B R H L &4 LA SO P A -1 2
S A BC A WK 25490 1) PSMABH 14 40 B 1 B 3%, 6 A B A I 3 B Se B P ik o A B 3 0 4
PUIE 70 BB A% 2B A7), L0 Hh U 8 e (91 2 B 5 20 A i 1 0 A e W I i 2
.

[0048]  ARiF “B GG BB EF RIBEAWANBIE ZA 0T H T T &8 5 TR 3L
ZHF X5 8 ARG WL T, FRE N Wi . 1% 8 R T s AN ECE 2
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H TR B B A% AR ARE “ R B E A SR B AR AP A TR R AU A
(), I H AR/ B 2 A A =AU 5 F [F I 5 028 S IR & 8 & T 7
X B A IR T X 5 R — & BB T R BC AL s (H2 , /e SR se st fiifd , 28
AT P — AN 8 B T BC A B, AT BRAFAE 2 P A

[0049] 3@ i K IR A FHE TEUS 1A% R A e R 3 B vy 77) 3R A T T S e U R /18
T P 245 751) o ] 58 12 FBOST 1 A 3R B B TR AE AR B AR A T B v A 1k DA 4 %) S b 4
Y1) 2 S A o 224 ) 2 b IS 245 R, o A S DI A A 8 MR 2 S P A 12k o 1) R BATHUS 1
& JRE AT IN2- 2525 IRE T T (chemical handle) ——iZNHo L[], FlK
O ——1% N A TR 1S TR SR A, R B AR OK M i3t T PR M g ) AR A - 1X
T I AEA2804L i3 3 0't e B b A ith 28k SR, I FLBE Ji5 75 & U ) K & AT AR 2 S AL B
TEA2804bHBEAT BUARE (RN RIAEE A FIRER D 1 5E -

[0050] AR PEAS A B , B F A SR - IR — 3 0B — ORI A0k A e i I 8 A it n] DL R e
B A< P A 5 51 G 240 B 0 k1) £ S ) A AT DL ES A TR 2 Wi BRI I v BER R S 1 s
PERZ 2 TR 1 4 SR A 77 AR H 0L 38 1T DAZR A B R ol AT ) H B RIS R sl AT A
[0051] & F fig 1 v LABR It S5 T T B T — st 28 B - R - R 48 & P G o IX b &
YIAFEATT 259 B A% 2 (0 Te-99m. T-131.Y-90 . Re—188.Sm—153) I & I 54t
FATEZFZE K AnAEKINZD (B R PUABE B B B EERR A =B D
U T S RE R AR AT DA RS, sRA H D SRS X H e i 5% AL R
B YRR AU BE B A ARSI

[0052]  JCSRF PR AZ 2R BOBUH 1 & SR BL B S M B R IV 28 B R RAL 2R . a2
H A FHI X 28 B R T2 W SR SR, st 5 v AL = 435 (SPECT, 51 4 (67)
Ga. (99m) Tc (111) In. (177) Lw IR & S W7 JZ 335K (PET, 4140 (68) Ga . (64) Cu. (44)
Sc. (86) Y. (89) Zr) , BA K ¥& 77 I FH (il (47) Sc (114m) In. (177) Lu. (90) Y. (212/213) Bi .
(212) Pb. (225) Ac. (186/188) Re) [ M1 T i 5 14 JoT o 2 - TUST 14 4 i ) TS 1P 245 4 e
AR 4y AT, AR R H R AL B A Wb 45 Az Ui 4 g 3 7 DA L T DL AR A
P& M 5] 3 E T TR T RAR LR AR R AEA R W, 2 A 7N B A T 8A 10 2 I
S e 22 - A, b BR R Il I o) 6 FE VR E A AR TR S R B

[0053]  JRAGIPEALST 2454 AN 25 ) B AR AN R T8 b B 28 B o 25 R0 B Sl 2% B AL A e
TR R PUMETCER IR B S b S RIR S b S AT AR HESCR < AR A L o] 4 i
WA AL s g AL R R IR L T 22 s R AR T IR EUT VAT A L e ek & B B
IS Y R VBT Y Taxotere ® B IG B S R WG R 1285 M
ek IR /NN 2 S EIE RE SN2 3 NN DS g A N N = I P Ry L X N
B HH R AR EEIR I (o] W51 T BRI T 2RI [e ] MR L O—Ac—TF PR R T B 2K 3F: [e] M5 Wi
il R B R AT e PiE & VEIT AR K F AL AR, K FH e KB K
Fe b oy K S S AAT A Y 25 2 Bk K B A i (DAVLBID B KA S Ak 7K AL
AT A2 20~ R AR AR B AR K AR = 2K FR 5 e I R L i 4 2B 2 4 Al A VT in 2 4t
FIARTT 10 K B0 ana— RS B B0 =B AR ST B, S L B BT AR R R R
FRS IR S ZERTAEY)  MESE RVT V55 1AM MAPA R K AL i B 48 FIMIE 28 7] BE FNHBLIG A2 5
B MR R R R v B S A AR 4E S RD (UL AR H e s E R N TR IT
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YIANZG 8 & A R IR 2 59 b I 50 R AR BB AL 2B 1 51 NI i 88 i RE BT A7 A2 T
ik 25 s 2570

[0054] A AR T AR “25281317 2 73 THRFAEI IR IR , B ik 7y 7 FR AL R R i A2
K355 TR Pl 75 1)  TUPACHE 245 R[] 3 N 2 18] AL TR R B 2 i DR S5 R e 22
YRE R ) fo R 701 AH T AR A i i (o BEL W) LA B L o0h 5 7 o B TR ) 245 2880 [ A
BRI G 95 R 2 52 AR AR BB 3 ATBA B 1 o IRFALE A 20 UL C B AT SR Jo
FRIAN TR A 23k P AR G905 2 E A o FH A U 180 24 0 AT 52 4 R — MRk — Mt = R = ik

[0055] 7S BH 1ty — > T A AR A e W T — 25 20 B - IR - 8 2 PR PSMA S & 8] 5 W0k iR
7 ARSI G AL R S P ik R b8 C0 455 « i 2 e e IR LB &5 e S IS IO
S2 A TR L R ER TR A e A 2 PRI R o I3, A R A A A JER AR
[0056] A% WA FI -T2 Wi AN/ Bia 7 PSMASR AL M iR , G HL A2 i 91 i e o

(00571 Jiued /& 25 AR I o IR R IR o 1) 05 bR 157 B0 i 48 b B o 3 3 FHR B, T
LA R GEH L H) OB G A KW SRR Sk R CBRIEBEAEYD 1 5 —lif . R
VB JRAET AR AR SO AR DN (R SRS, I R A

[0058] 7Y BH 14 55— U T i 1 #6 IR—A TRe  TF — 4 2 R - R - s PR PSMA S 5 SRS W i) s
2, Horp BAA 20— AN B & SR AL & 4 535 A0 R A e B I A0 2 s - k- = R TR

I
= o

(00591 A< W I 78— TH A2 25 I » A 35 KA e I — 43 U R — IR R PSMA S 4528
S A5 BRI R N SR B TS, L K 2o BRI I 5

(00601 A< WK — AN TG A& IR 7 T332 » 2o AoRe A0 35 48 2R - R - = IR PSMA LS & 245 34 1]
R SCE A BRI 28 45 4 DA A 28 it P 7 B L) J

[0061] A SCrR T R HE I “A2CR” BRI A AR RIFE S AR I S &4,
B EEVE T AL S AR B S R B, FLDAIE F AR B 26 1 A B Wi aa /
6 LU 28 /D FE S A A SV A o 7 A R BE AR T RO A T AR I AL S TR TR AL
e R IR T R R, B e IR S A IR T B AR A IR T BB e
BRI AL . SA K B S0 A H R AT DU o B5O5 BEARIR T /D R G
FRIREDR B EAL B 52 53— VR 7 7R 7 R0 5 %06 97 70 0 B R N )

[0062] AT BT IR TR “Y6 977 BAEW T 2 W1 TIRT BT FNE & B2 IR T 1 B 2
A it B AR AT Zh 4, B4 RSB, el N2, L RSB AL n B L 7F 58 A4
F LR BRI K E Y .

[0063]  AJ B 53— 7 & R R DL &4, oA 5 5 A A G - IR - W R PSMAZE & 2
S EA Y e P A TR T 68 & D AN 2 b — B 24 2 BT RS2 AR 7R o 5 3 RO A 7R S ) R 1k
B A R AR R R

[0064]  7£ 55— J5i, WEAKMAHIB SN A GO TIHTTARERN M /&Y
S F 2T A RN/ BE YT R AR P I PSMA R IA PR 4 51 S 1 0 s 1R Ak 540 o DI M 2
B AR AN R SRS B, WA AR R S I ST LR
E A/ B ) AR EANR T eV s AL S, AN/ B Rl R A, A/ B Fip
B2 PR, AN/ B P 2 R IR 71, 85 58 o £E o5 — SEME T SR AEAS SO e i iR T A
AL E VMG EVIHRAZ W AR AN/ BI6 T HH PSMAZRIE T 40 1 5 R 500 1) 5

9



N 109312004 A W OB P 8/9 T

[0065] 77T , 1% J7 V5 B0 4 1) B8 35 it — Pl 2 Mo SO R I 28 S W10 25 3R AE )
—SLE T R AEARSCH IR T A& S A A YA T & TS W R AEE 9T
PSMAZR IA 1 41 Bfd 51 A2 %) 5 9 1 245 W v 1) RO o 76— T T i 250 B S0 36 97T A A 1 — Fh ek
Z WA Frik A S/ sl A
[0066] A BA B A e HE I SR A ) A =P AE ANLEE, IS & WAL RUR VR IT 1R
FH o TGS 4 38 3o L el Ar (R 3E 17 (m) g M M R B ) , 25230 S5 PSMALE &, IF BRI T i fE 4k
IR e A AR
[0067]  BLNARFN, ASCH R RIS A S nT DL fE B, 55 e ] TS B ek
BN/ BT B B R N I PSMAZR A& 14 40 51 R IR 5w B A & A & A B0 4 mT DA aE
A8 R BAS R E LG 7 B RO e b &4 hAh , EA R B, A SCH iR I S A &
WimT DL S e G A R it FH AT e S W LR VR T 1% 3 1) L BOREIR , i FH
DL D IR A 5555
[0068] X2k 4> B 25 24, R I Dk N 45 24 o 1% 2 W mT DA JR) s Bl X 4 245 , 4 o ok
YR BN A X L5 25 IR A0 HR 2 P RERY , H EUR T4 8 B9 R IT . .
(00691 H Hl, % B9 BAG AR A7 7E 22 00 B B AT A2 1 122 27 75 3R DA B 2 I e 360 24 1)
BUPIRRIEIE T 77 58, FF ol BB B4 5 o AR B ANAE , A KB PSMAZE & 28 &) (HLRe %
o I 55 e 1k I 1) i DA B TR A AR e %) o AN S RE 8 1 A2 1K b 22 50 B 1 AR A2 1) 75
3K, JERE S L T A 20 e ) s I AN B 4w 2, Rk v LR E i AR AR N PR AR
FSAZIE EET 4 B Va7 I RO UL 22 o FH T I 853 1 AR 2504 15 i i HPSMAR &
R S b T B T 71 A e e A 1 o B AN R, DR ol VL 3 A AR A R
[0070] AR BHIREIR L AAE T R —F & vl H T2 W F0a 7 o A F A K BA ) el P 4 T i
LA VR A ERERR 2 W, FEACER T R ST RE A 71 I AN R 1 B B e 5 s ) AR )
SRR T IR T, HH UM A O SO SR A VE T T AN BE B 8 R R T S A FEI H 2 M EL Y
Fhox R 22 0] L
[0071] Syt fi1

BEME R

A7 e HEF 40 (PhEUR ; 10kD-500kD, flti%40kDEX 70kD) (Pharmacosmos AS, Denmark) FfE
ZREWNE SR A AR AN Merck AG, Darmstadt, Germany) T &AL/ i&EAL . @ IENN L
Z IR (Sigma—-Aldrich, Sweden) FIPSMARCAALS ZFR-NR -4 % R (Peptides & Elephants,
TEHIERBD HT%E . fFAEMEA LA (Sigma Aldrich, Stockholm, Sweden) HTi& J5 14 f%
o PD-10— ik 1% Sephadex G-254F HT-7r B AIZE4L (GRE Biotech AB, Sweden) ,FITCKH
Sigma Aldrichs,
[0072]  JEALANZR G

30 5 A e RE T 51 = 28 18H0M0 19 182 e 1 vy L ER ANV &, FF FHH2SO. K pHif 15 22
1.6 ZIRETERE IR RS A RIS TP ERT R 85954550 8.
[0073]  Zi&

B30 =rd PE A TENERT SpH 7.4 125402 MBRFRENGE i HH I 202 e Glut— IR -
IR + S FEIEMENINRES B S EWE I hi s EAE B R AERT R 721200 8 . 1E
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1204381 5, I 1222 5 s FENURN 2 22 v i 28 R, I 4k 215 7726040 8 o 72 T H RS FR4/ DI S
BE f5 fEPD-104F {5 FpH 9.5/020 mMAHIER £h 2% il AF A e B SRR 4l A0 12 V8 o
[0074]  FITCHRIC

¥pH 9.5/ 1= MNER ER PR P 15 =AY S50 FITCIR &, FE7E B 7
RT N 5535 18/ NI AERE 35 5 %58 S WIAEPD- 104 E4iifh,, JEAEpH 611 2 B b i it .

[0075] iy AR AIRE % 2 A

i 3K H American Type Culture Collection(ATCC, USA) [¥J N#6FE 1T £ HirJed 41 Al
£22Rv1.DUL45FIPC3 . iZ 40l RAESZ TS IR (Falcon) H FHRPMI 1640 (Sigma) B4 9% . [A]1%
A JEAIR N2 MM Z % (Sigma) 10%H4- M3 (Life Technologist) Fl1%T 82/ HE 5 &
(Gibco) o B 4 MR 4 76 & A Wi 25 S AI5% CO2f37 CREFRAR th o 35 77 I A F S 4 B Ik . 38
A PR R B (0.5758) ~EDTA (0. 275%) (Sigma, USA) M%7 LA HY H 400 .

[0076] W54 e Fh A SFLIE I b, 5150 000, & b4 52N FL o 2B 7248 AE A Jofi o
24/ I U B FE IR Eh 2% i £R 7K (PBS) HHIEEWE , S5 Lig PSMA-Dx-FITCZE &4 — ek 7%,
AEAE BUAS A AE 5 PSMATC 4 [ BEL T / # i1] o BT A5 35 72 AEPBSHRAERT T kAT IR B 9627 uMH
PSMABC {4 FH T4l i%Lig PSMA-Dx-FITCZE & PIPSMALE & . fE1043 P 5, LA1. 25 uMEH E n
ALig PSMA-Dx-FITCZX &4 . JoPH Wr I 4 AN HLig PSMA-Dx-FITC 1.25 uMARFE107%f.
[0077]  FE3d 1040 85 , FEPBSHE /N O MV k12 A0 0, 5 76 4% FF S o 18] 52 1040 b o 1% B B e
Ja FHHEADAPT (Vectashield) B %3N i % 2% A% B I Ze 1 ss B AUEL T 40 # , I i
Axiovision®AFFRAEIE F .

[0078] &

% SIS Tit A5 FH 0 S8 A B 1) A e i I — 4 20 R — Rk — ot 2 BR PSMA 25 5 88 6 W A I
YRR kAN S B laR R Lig PSMA-DX FITCZR & WIhe s 4k 4 PSMARH 14 it gg 41 B 22R v 1
1M B 1biESE T Lig PSMA-DX-FITCZE A MIANGE 4 & AR IAPSMARIDUL4540 Y « B 33t — 2P B R
T Lig PSMA-DX_FITCZE-A 45 PSMARH M fed 41 ffL 22R v 1 (1) 285 & mT LA ik = 19 90 25 A Uk
Y= JIR — 5t 2 R 4 1
[0079]  Sijstifs2

TEA AN &

30ZZ 58 A AT HERE T 5 122 T 25 18H.0 1) 1822 7u A i R ANTR & , 37 FH2SOuKs pHifA 5 &
1.6 % IREWAERE Skl 28 b 7F B b AERT T 5595450 &b AEVE LG L 2R S W/EPD1 0%
RWEEE AT Ealifh,, Al AL A BERERTAEpH 6.5110.2 MO BRANGE il b e it o
[o080]  Zi &

30 ZIgFIE A TEPERT SpH 6. 412270, 2 MO EREAZE MR H 40 = 506G lu- k-
AR + 102w EFREMENRE S, B 5 R )5 b 28 7 B h ERT T 4597 1804 %1
TE180% Bl Ja » IMANA0Z 5 DOTA , I 4k S35 7R B e85 57 5 , B J5 76 AR PD-104% L1 FpH
6110.2 MZFRENGE MR T i AR SE % i (TERRAR A B 4ifb 1 =2 TR A D KGR
H 44 H S-S VI RE S, FFAEA280 L £E 73 D BE T R AT W& o 10 SR B I S5 DOTARR 1
i 28 AT P A, T DATH A

11



CN 109312004 A W OB BB 1/4 T
I
CH,
o H
OH
HO h)
H
CH,
o H
HO
H H
NH\ / 2 2
\ NH COLH
s — NH 702
(CHp), H,C~ CHz
HoN NH . 0
/CH‘ Il
CO,H N"'c“‘N--CH
o ; comH
K1

K 2a

12



N 109312004 A W OB BB 2/4 T

K 2b

K 3a

13



CN 109312004 A W OB B M

3/4 71

K 3b

T
CH,

o H
OH

HO 0O
H
CH,
o H

HO
H
(Y) ﬁo H, H,

M |
N N NH \ CO.H

/ NH 2
e 1O \ |

CH
> 01951 cop— |
- 2 ';L—C-N"‘CH

n=2-10

K 4a

14



W BR B 4/4 T

CN 109312004 A

OD 280nm

OD 280nm

15



	BIB
	BIB00001

	CLA
	CLA00002

	DES
	DES00003
	DES00004
	DES00005
	DES00006
	DES00007
	DES00008
	DES00009
	DES00010
	DES00011

	DRA
	DRA00012
	DRA00013
	DRA00014
	DRA00015


