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L. —AD-A-DRIE W 73 Tk, AL T, AW 7212, 1, 32K e
Agh e 15413, 6-— (BEWy-2-58) -2, 5- & Mkig I [3,4-cIMtig—1,4- .

2. —MD-A-DRLG PRI TR RE, HRFAEAE T, P D-A-DARLG HLIG HVIN ) 144
INESYAEWAR

~~

3. —FD-A-DELE WO GH NI T AR )28 7%, FURFEAE T, (3G DA R AP 3R

(1) 2-FFEBEW; 76 BULEE AURUR BEAN VR A h 5 T R — 7 N B8 1 & M. 5 » ¥
H, BN B B RO B AR B AN, ¥ 20 2 =3, e TIE 77, R K FBE . & Bk
GAhyE 153, 6-— (BEmy—2-3%) -2 5- S Mg 3 [3, 4-c ] kg -1, 4- — il ;

(2) 7E LG IO IR A R B AP IR (1) BTl i3 3, 6 (BEMy—2-38) -2,5- &
mEng (3, 4-cIbmg—1,4-—F , &3 B R B, )RV 2 Ja e T CNEH 7 KA &R b
ZH, A WA BE T, B FARFREE D91 1) S e AU i kR & P dE AT A = A3 2, 5-X
Q-2 FFE) -3,6- - (BEWy—2-3L) —2,5- A Mg IE (3, 4-cTMEnE—1,4-

(3) ¥ IR (2) Frilf3HI2,5- X (2- £ FE L 3E) -3, 6- - (BEW;-2-3%) -2, 5- Ak 5F
[3,4-c]Mbn&—1,4- ZFiiE T80 B S AN-RARCT B Wi & 07 i & i n 12, 5-XL
Q- KO AR -3,6-— (e —2-3%) -2, 5- St g IF (3, 4-cImtig -1, - & iR &
W RN S, BETIE55, =& A8, B AR L 18 & e A TR &
Yk TR E T 15 33— (5-JRBEN —2-3E) -2, 5-X (2- 2.3 OV ) —6- (BEmMy—2-3) -2, 5- &t
5 (3, 4-c Tk —1, 4- i ;

(4) ¥ 58 (3) B8R 3— (5-ngEmy —2-3) -2, 5-X1 (2-Z. 3L O 3k) —6- (MEmy—2-3) -2, 5-
TANE IR 3, 4TI —1, 4 T B2, 1, 3R R ME -4 T- XU, 4= NI
fil, ARG I IR, B = e B A 5min 5, IR, 285 S B, B & e 26,
& B BT A TR S B a TE 6,6 - CGRIE[c] [1,2,5] 18 -4, 7 FE X (e -
5,2- 348 ) W (2,5-X (2- £ L 5E) -3 (MEW;—2-38) -2, 5- &M - [3, 4-c k-1, 4~
)

4 AR PR ELR 3 — FD-A-DRLA WG RN TR ) 5 07 v, HARRAIEAE T, Bk 28
IR (1) w5 [l S N ) 3L P 90 ~95°C IRl it s M T B 8] 12~ 14h, ¥ E12260°C .

5. MR IE BRI E K 3—FhD-A-DAUA HLOG I N 73 MR i 28 732, HARHEAE T, Frik 2
TR (2) A BB A ok B (BSR4 [ 8 S 2 ) 0L 2190 ~ 95 °C [ 98 S B [P B ) A1 15~ 18h.

6 . tR Y& BRI E K 3— FhD-A-DAUA HLOG N 73 MR i 28 732, HARHEAE T, Frik 2
Q) HEAN-EAR T ZEE L&A HOAN-RAR T B e S5 &R A BELRR0 . 11mol/

2



CN 110950894 A W F E Kk B 2/2 T
LEVAT :2,5- W (-2, L 3E) -3, 6—— (Eny—2—3&) -2  5- S M% 31 [3,4—c Mg —1,4-—
P AIN-VRAR T B Z B BORLBE IR EE 10 1.2, =R S S Y B 18] N 3he

T AR AR FE 3R 3— FD-A-DRYF WG N TSR 1) 28 071, AR AEE T, Brid 2P

TR (4) v BN B T B BB TR A, (AL R (1, =X (2R FE ) — k] &l — & e
LR, I N IR FE 90 ~95°C , ) W ] 18 ~20h,
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—HMD-A-DERUBHL AR NS TR R HIE A

BRARGUE
(00011 A KB RAHOE IR, BAR P J— FD-A-DR A WG H I 1 AERE K il 25 5
e

BEREA

[0002] YAy —RhiF i AAF RO REIR , FE2EWD By S REVR S AU FH T2« ti T ml 4%
PR A AR 22 B NG A — LW B B A 22 P ook 2 FUI I R8CR ok fl D' 7 AR 0%
PSR B FORIR T A 1 G E o 3 L4 K, A HLDG DB I TOBOR 32 5% 3E - A AL
JCFAN R} 32 ZRAB A A ISR S PR RURL AR B A7 AE I — A 1] 2 RER LR R
NI A HLSEHE SR & W i A AR R B0 Ik S50, £ 3 70 o 8 A P 22 R S ) 90 K R 4
R LA 73 WS PR MRS S 11k 22 A5 L AE 2R W)« e Y S5 AUk 1) i FH 32 2R #] o A1 FID-A-D (Donor-
Accept-Donor) HYBL T R HURESRME A be AL BEZ 1K 25 48 (Donor) 55244 (Accept) Z5&, il %
SRR B A RINIVESS H, RA — @ e 2 7 a5 R A IR N 7 iz &9
2 K RIURL I 5 #2808 nm ¥ WO IS B AT R4 1 7 FABe D ADG Az € 1k« R ik, A 7>1
2548 _E A FID-A-DARY BT SR, e it HAT RGP B e 38N 1, 4 L ) RN ORI
T AR AR RN SR S -

b ES

[0003] A BHHRAE T —FhD-A-DAL G R RE S e KL 1 i) £ RG22 MR ot , & A W e
TFHRM2,1,3- I M MR H TR 13, 6-— (EMy—2-38) -2, 5—- A% I (3, 4—c ]t
W =1, 4~ i o BT il 2% 1) G KORL 43 B 47, 7E808nm O I T B R 4T 1 et it
775 BT R FH ) ) 6 7 VR A T 5 L O S AR it A

[0004] N VAR FIREM, AKKH T RIEARTE:

[0005]  —HPD-A-DELEHLIEIN I F AR, S AR 5512, 1, 3- 2R M R 25 F 1
FEMA3,6- (MEMy—2-F8) -2, 5- A MEms H: [3, 4—c kg -1, 4- .

[0006]  —FD-A-DEIA NI F IR S R -

~

[0008]  —FHD-A-DELAHIIEHIN I TAPRI #4575 32 AR LA T D 3R
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[0009] (1) 20 J2k M Wy £ AU B AR B BN VR S IR 5 T R — 53 TR R [l 0t Je B2
Ja o, P10 TN R B 3 A L T AU R AN, 4 ) 28 2 0, e 138551 RO R K B &
B E I £ (D 3, 6= (238 -2, 5= SUIIEF (3, 4-c] -1, 4=~

o — —
[}_CN+ )\OJ\/\Q’OY BIBAATH

90°C, H

[0010]

U]

[0011]  (2) FEZJEH s AR IR T e AP B (1) Bl 004k &9 (1) 3, 6-— (MEWy—2-
5) -2, 5- M I (3, 4-cImbig -1, 4- i, &3 Bl R N, OV 2 S5 e+ 2 % 7,
AR AR, K A HLARBE T, 75 FARAREL ML Ui & e A T kR A 0t A7 4 2
roflfgib &4 (1) 2,5-3 (2-Z B L 3E) -3, 6— — (MEmy—2—-38) -2, 5— A Nk% 31 [3, 4—c it
Mg —1,4- " :

1\ H Br BRER4I Z. I
\

o]
{ . + Nj/_/ ——

) )

[0013]  (3) #2208 (2) PRl ERIL& Y (IT) 2,5-XW (2-2.FE L 3E) -3, 6 (gEmy—2—3) -2,
5- A Mg IE[3, 4-cIMEmg—1, 4- s T 507, B 5 AN-BRART B W i U007 VA & T
WhnTay (1) 2,5-W Q-3 %) -3, 6-— (BEMy—2—-3&) -2, 5- &M% 3 [3, 4—c ]t
-1, 4- A AE PR SR, IR E , BETIE5R, & A0, B AR N
L) =& e A T BE VR S AT M E TR A &4 (TT1) 3- (5-mEmy —2-3%) -2, 5-X (2- 4,
B K -6 (WEMy-2-3%) -2, 5- S L% 5 [3, 4-c]mEng—1,4- i :

[0014]

U} U]

[0015]  (4) ¥ 58 (3) FRf3 AL &4 (T111) 3— (5-JRMENy —2-3E) -2 5-X (2- 7. 3L %) —6-
(BEMy—2-3E) -2 5- & MEI% I [3, 4-c]mkng—1,4- B8 2, 1, 3- K IFME k-4 7- XU
1, 4= 5N, AR 5 IONTY S, 2= 8 & 5min & , B IIAEAL T, 0t W,

5
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M SRR G AE G, f H S P e AT A R A % S 2 & (1) 6,6 - GRIf [c] [1,2,5]
Mg -4 7 R (MW -5, 2— ) ) A (2,5 X (-2 FE L 3E) —3- (MEmy—2-2%) -2, 5- &
MR 3 (3, 4—cTmEmg—1, 4= ) .

L~ ~

S,
T\ N NN
\ L M ol mmE, 1L aCRAEK
[0016] DL R W B > 0PNy
/\/O\f‘ W/ PdCly(dppf), 90°C /\fi

(i (V)
[0017] @k —2, Frik —FiD-A-DEY A WL TN T MR R il 2% 51 AP 3R (1) H i R R
R B 90 ~95°C, [RIVAL I B[R N [A] 912~ 14h, % #12260°C 6
[0018]  g3k—2, Frik — FD-A-DEYA WL TN T M R B il 2% 51 AP 3R (2) H B ik
PR e A TR B [ VA e I PR HRLBE 90 ~95°C, [ ¥ s I B 1] 915~ 18h.

[0019]  FE—20, FTiR —FID-A-DELE NN TR 1l % 75325, 20 B8R (3) R & A N-
TRACT 2 () @A S HOAN-IRA T LW S &R S BLK0 . L lmo 1 /LEIE W A6 &
Y (I1) 2,5-W -2 R 3k) -3, 6-— (BEWy—2—4k) -2, 5— S Mg 31 (3, 4—c]mtig—1, 4— i
FIN-JRAR T e A B0k BE JRLE A L0 1. 2, S I B R R 1] A 3hs

[0020]  BEE—20, FTiR —FID-A-DEUA NG N T MR ] 46 777, 2D 3R (4) H BN
Tk B E BB B A A (1, 1- X0 (2R ) — k] — &bt — S e 4 &4, IO
R N90~95°C , N B ] 218 ~20h,

[0021]  —FfD-A-DILF MG /NG F P4 I g K kL 71 1) & B FH 00 A LI 750 2 DY &k
IR

[0022]  —HD-A-DELEHLIGI N> F PR G 2 5T, FARRAEAE T, Wl b T4 B
R F I A A — X

[0023]  —FHD-A-DELE HLIE AN T IR LGRS -1 e 2= M 0, AR AELE T, fE 40 4h
— DX, R LA R T B B B I B 5E R B (1) 6 AR E

[0024] I H A ARG A A B AR 5 RS, < Ak B SR FH A5 B A B #30bE ) 2 4y 1
B, I A, AH LG A DL IL B0 SR & W Bl b fid 1 22 00 Il R ELAE IR GF A 3 o [RT I, 453
F) N3 T B B AT DL S R K RIORL 73 BRAE K I , B B D e e, 72 4F
YA B A VLR B HANME

B (=135¢ BH

[0025] [ 1946 &4 (TV) RIEGURRLT K K AMBAO LT 5
[0026] 296 &4 (TV) RIEGRRLT K 50 A S 61 5
(00271 [E3A4E W) (IV) KK IR RLAS 53 AT 5

[0028] [ 4S4kE4) (TV) KR e P RE

[0029] (544G (IV) UKk ¥ efa e e .
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B AT

[0030]  Sijiti {51

[0031] 1) 7E250mLI = TR R BEHE H 2e I BURBESA (3.00g,27 . 2mmol) , FUK EE20mL , i
PS5, BN 2—E FE Y (2.67g,24.5mmol) , &5 AN T B — S Al (1.66g,
8.2mmo1) ,90°C Bl [ N, [ B 12h 5 , ¥ Z1560°C, I\ 30mL B % , ¥4 # 2 =05, e T 57,
IR FZK D R R U e e b, 18 B4 A (D 2. 14g, 77 %87.0% . 'H NMR
(DMSO, 600MHz) §:8.27 (s, 2H) ,8.03 (d,2H) ,7.35(s,2H) ,3.35 (s, 2H) ;

[0032]  2) 7E250mLAYy = M [H K Fe i AL &4 (1) (1.00g,3.33mmol) , WA ¢ Lt
(5.14g,26.7mmol) , iR (6.43g,19. Tmmol) , FEHIA50mL 2 i , 90 °C Bl & 87 , [ N 15h,
RN JG 5 F ST, K& B KN Z G e 200, A HULARIE T, B AR EREL 91 1 =
S e A T VR A ek b, SRSl PR s, £330 55 b A (TD) , 77 %31.5% o 'H NMR
(CDC13,600MHz) 6:8.90 (m,2H) ,7.63 (m,2H) ,7.28 (m,2H) ,4.03 (m,4H) ,1.85 (m,2H) ,1.23-
1.42 (br,16H) ,0.84-1.01 (br, 12H) ;

[0033]  3) 7E250mLI¥ & 1 B e H , IMAA Y (TT) (1.00g,1.91mmol) , FFHIA70mLT)
A, AR Ja P VR VRO S — T — 3 o N B 20mL & 45 ¥ R NIRRT Bk P #% (0. 40g,
2.25mmol) , Z i T B 3h, 45 18 S B, A4 e T, FH S b A<, B A AREREL 910 1 =
SRR B AN T R VR A R W R 4l 4k & (T11) 0.50g, 723 43.4% . 'H NMR (CDC13,
600MHz) 8:8.93 (m, 1H) ,8.65(d,1H) ,7.67 (m,1H) ,7.30(d,1H) ,7.25(d,1H) ,4.03 (m,4H) ,
1.85(m,2H) ,1.26-1.49 (br,16H) ,0.86-0.95 (br,12H) ;

[0034]  4) £ 15mL )R I A AL &4 (IT1) (0.21g,0.35mmol) ,2,1,3- A -5 —e—4
7= (WA AR I 1) (0.054g,0. 14mmol) , fik & £ (0.28g,0.86mmol) , #1375 78 & 5min
Jei s BRI (1, 100 (R R ) — k] &b — & e 4% A4 (0.022g,0.027mmol) , 78
AAbGminG , FFAEM G, 90°C R B, R MV 18h i » F & F B AR H, P FH & FE b i A, Ui gE 4l
(146 &4 (IV) 0.082g, 2 %49.6% ; 'H NMR (CDC13,600MHz) 8:9.10 (d, 2H) ,8.95 (d,2H) ,8.11
(d,2H) ,7.95(s,2H) ,7.58(d,2H) ,7.24 (t,2H) ,3.97-4.16 (m,8H) ,1.99-1.87 (m,4H) ,1.42-
1.25 (br,32H) ,0.76-0.87 (br, 24H) MALDI-TOF-MS (m/z) :1080.2[M],

[0035]  Sizjsti )2

[0036] 1) 7E250mL 1) = 1 [ JE B S I N BUR B8N (0. 59g, 5. 4mmo) , AU BE5mL , $i £
W2 G, BN 2- G REBEwy (0.53g,4.9mmol) , FEHMAT 8 — %K (0.32g,
1.6mmol) ,90°C a3 ;e B , J)e M. 12h 5 , A #12260°C , I\ 20mL FF %, ¥4 F1 & =05, e T-95 57,
IR FZK /D R R S0 e e b, 15 B4 L A9 (1) 0.35g, 773 72.8% . 'H NMR
(DMSO,600MHz) 8:8.27 (s, 1H) ,8.03 (d,1H) ,7.35 (s, 2H) ,3.35 (s, 2H) ;

[0037]  2) [AJ St fi1

[0038]  3) 7E250mL I & 1 B I Beif H , IMAA Y (1T) (1.00g,1.91mmol) , FFHIA70mLT)
S0, AR T FE S ¥ VR S — 3 — 3 i N F 20mL & 05 W MR NIRRT Bk % (0. 53¢,
2.98mmol) , Z i T [ 3h, 45 1 S B, A4 e T, FH S b A< H, B A AREREL 910 1 —
SRR B AN T R VR A e R W R 4l 4k A (T11) 0.35g, 723 30.4% . 'H NMR (CDC13,
600MHz) 8:8.93 (m, 1H) ,8.65(d, 1H) ,7.67 (m,1H) ,7.30(d,1H) ,7.25(d,1H) ,4.03 (m,4H) ,
1.85(m,2H) ,1.26-1.49 (br,16H) ,0.86-0.95 (br,12H) ;
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[0039]  4) {E15mL )R I AL &4 (I11) (0.21g,0.35mmol) ,2,1,3- A -5 —e—4
7= (R AR BE ) (0.054g,0. 14mmol) , kR (0.28g,0.86mmol) , [1, 1-X (2RI JBE)
TR SR A R RS (0.023g,0.028mmo1) , 7R A S 5min/E , FHAEE , 90°C K
B, N8N G, F & e A8, 5 A = & e A, e ER Al it 4k &4 (TV) 0. 062g, 7= %
37.5% ;'H NMR (CDC13,600MHz) 8:9.10 (d,2H) ,8.95(d,2H) ,8.11(d,2H) ,7.95(s,2H) ,7.58
(d,2H) ,7.24 (t,2H) ,3.97-4.16 (m,8H) ,1.99-1.87 (m,4H) ,1.42-1.25 (br,32H) ,0.76-0.87
(br,24H) MALDI-TOF-MS (m/z) :1080.2[M].

[0040]  Sijstifs3

[0041] 1) [R]<itaf 1 s

[0042]  2) 7E250mLAY = M [H K Fe i AL &4 (1) (1.00g,3.33mmol) , WA F ki
(5.14g,26.6mmol) , FRIREF (2.72¢,19.Tmmol) , FE I A50mL 2 i , 90 °C B3 & 87 » [« N 15h,
RN JG B ST, R E B KN Z S e 200, A HUARIE T+, B AR EREL 910 1 =
S e A TR A ek b, RSl PR e, £330 . 55 b A (TD) , 77 %31.5% o 'H NMR
(CDC13,600MHz) 6:8.90 (m,2H) ,7.63 (m,2H) ,7.28 (m,2H) ,4.03 (m,4H) ,1.85 (m,2H) ,1.23-
1.42 (br,16H) ,0.84-1.01 (br,12H) ;

[0043]  3) 7E250mL I 5 1 B I Beif H , IS (TT) (1.00g,1.91mmol) , FFHIA70mLIT)
AT ARG IS T-20mL & A7 FIN-VRAR T =Lz (0.40g,2.25mmol) |, % il T [ 83h, 45 1k
SE W T, F & e A0, B AR AR LE O L L) & e A SRR S 0 A, Ik
itk -A9) (111) 0.30g, 72 %26.0% ; 1H NMR (CDC13,600MHz) §:8.93 (m, 1H) ,8.65 (d, 1H) ,
7.67 (m,1H) ,7.30(d,1H) ,7.25(d,1H) ,4.03 (m,4H) ,1.85 (m,2H) ,1.26-1.49 (br, 16H) ,
0.86-0.95 (br,12H) ;

[0044]  4) [&] =251 o

[0045]  Sijitif1)4

[0046] 1) [l <t fa1 s

[0047]  2) [R] St fal 1 s

[0048]  3) [m] Lt s

(00491  4) {E15mL )R I A AL &4 (T11) (0.21g,0.34mmol) , 2,1, 3- A Ff-gE —e—4
7T-X0 (BRI B ) (0.054g,0.14mmol) , BREREH (0.12¢,0.86mmol) , 1 2= 78 %< 5min
Ja s BN LL, 1R (o3 3 — k] — &b — & k2% A (0.23g,0.028mmol) , A<
smin g, ¥FHENEE , 90 C M., IR M. 18h 5 , F & FF e 2L, B — & e ad A3, W SR 4l 4k
&% (IV) 0.035g, 72 2%21.2% 3 'H NMR (CDC13, 600MHz) §:9.10 (d,2H) ,8.95(d,2H) ,8.11 (d,
2H) ,7.95(s,2H) ,7.58 (d,2H) ,7.24 (t,2H) ,3.97-4.16 (m,8H) ,1.99-1.87 (m,4H) ,1.42-
1.25 (br,32H) ,0.76-0.87 (br, 24H) MALDI-TOF-MS (m/z) :1080.2[M].

[0050]  SEjafsi5

[0051]  Fit & 2mg/mL 28 2K £ ¥ SR ER I SL 28 W (PSMA) F DU WK IR Y R F110 . 25me /mL A &
W) (TV) PUS R I VA 7, BL60uL 2mg/mLf PMSAPY &k i V& Vi A1S00uL 0. 25mg/mLA AL &4
(TV) VUSRI AR S 2 2] a8 A N 10mL/K USSR L 4% & DU &k , 5 24k &4
(IV) B9 KRLF o

[0052]  Sijitifl6
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[0053] Pt #i20ug/mLI A& 4 (TV) DU S eI V9 1 0mL o AE R RS BL2 . OmL I A\ B (I, 4R
JGAEHITACHT UH5300%8 AhR USCASC b 2 , IR 7 = 3R AN Ah 5 KSR R 3BT, Wi gy
645nm. [F] £ , B 2mL il B A -S40 (TV) oK F- nN Bb £ 0L A 0 I i e i, W AT g Sy A
645nmA1790nmill i H— a5 R ILE 1.

[0054]  Sjstifs7

[0055]  FZHW2mL 20ug/mLALA 4 (IV) DY S0WE: R 3 T Lk L, S8 5 fEHITACHT F-
46005 64 W 5E , WK B 4% 56 FE 9 10nm , & 53 4 4% i FE 28 20nm o UK 9% K 864 0nm, 7
700nm~800nm |A] 45 %5 55 1) & 5t MARAE =I5 AN AN ALK AR N HE4T . AR, B 2mL il 5 i 4L
4 (V) QKR DO B € L 0 & F A i, LA R S o IR 2 5 L 2.

[0056]  Sijiti {8

[0057]  #2HY2mL 20ng/mLAGE W (IV) BRI GKRLF2)— PR EG b, 78 5 JR SOk FEAX B
DRLAR I3 » GRKRL T 1 PS5 R AR 7E 146nm , ) 5 45 5 LI 3.

[0058]  Sijiti {59

[0059]  FZHY100uL 20ug/mLAib&4 (TV) BIGKRLF ] 500ul i) &0 H , 7E808nmiEt: iR
S, FHIFLUKE-T14804L 4P AR AR AN 1L 35 I\ 43 B PN 1 3L B AR A ol 28, %o L 2H ik FH 100nL i 4l
K R REIE S AE808nmFT WO HRS T J\ 73 ) I B AR Ak it 2%, W 465 2R LI 4.

[0060] =S f5I10

[0061]  FZHL100uL 20ug/mLAb&4) (IV) B 4KAL T F500uL i B0 H , 7E808nmis i i
S8mina , #F e, [ 2 =I5 5 , 4k 252 FI808nmis e FE T , b A Tk , FHFLUKE-T14804T.
AN ARG GRS IR AR 28, b &9 (TV) 9Kk 7 B R 4F i #v e v, 4 5 LK
5.
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1.2} - AW (IV)
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i gl
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m
450 600 750 900
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