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RIS, AR LS A ARG, HEH AR R 1
TRG, Hh—AEEZNHETALEAR. A SO m £ 0 2 )R ET, HR
WEF Ak, R 6 £ 14 76, TARIEN 7 5 10 6. WRIEHBIFHELE 7] DL AR, =
P VIR B M A0, DRI B =3, BEARIE A 5 7u/5 JeEk 5 70/6 TeXUAHZ 3R
“BRZRIR TR AR AR IE PR R o AR PRI (R AR PR 1B P S 1) A 65

@*’158? *C@

ARIEHF ARG 5 & 14 7o, EEPDIIL DA BEGERN 7 2 I 5L A,
HAlBL g7 — s D, HEh M AEAEeiln o i R85, Hp— Pz 0
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JEFRIEA R A SO)u(Hh m 2BE 0 2 )T, HARIEF . ikl e =
14 7o, HARGEN 7 % 10 7o HABRLLRIA AR E A L NXUE . =36, DUIRELE MM R 3R 2,
PLIENAIA . =R, AT IAB =3 M 2 A2 (1 AR BR 61 1R S 1) B4 -

b S A gh
v{\% ﬁEXM N

FITR IR ] DI &5 T 97 38 . RO R BORGe A |, Herh B RMA SR ERAE — B 3R
NZRIAZE, HLAR BRIV SE ) B

o H H A H
o dn Yo
(@) (0] %IZI S %o

ZR IR BT DL R B B AR B R AT, el B, BAREAR S A — P DN LN & A,
Hopordhi B e ks, JEE. BRI, EE. ERE. EEE. MR, FE. BE. EE.
S, bt kel SR A AR, R E . bR, bR
EACH: ., BRI R .

RiBFHH GBI ¢ A RE 6 2 14 JTTe R AR & 2 (B 2 SL =L 4R
BRI 5 IR, Rk 6 210 Ju, BIERAEMZERE, Bk 5 3 n] D& T 4405 4.
JRINFEE AR AL IR |, Ho BRMA S FERAE B N FE IR, <FHIR RS S T T
o 7oA AERR P s A s

Y (O G oG e
H H H
G OG- T3 GG 00 €0

75 30 DU BRI BARBAR K, 2 B, BRI A — B AN L R, Hoh
ST R L. KRR BRI, R, GEREAE. KR, FAE. Bk . FUE.
Wfedk. JeIfbedt. J59E. 053, MBS, RIRREIE. M. R, R
BURIRER L, ik ait.

AREEHHERH AT DU 8-14 NIRJR A HH A B AN DA _F IR 45 1% 3t F AN HH AT
(1) J5 F i Bt R B B AR LA 55 B PEAR IR 540, IR JRFHi% 8-12 4. Bl 3G 43
AEAFEIR I, BanZE, F65%, O AT, FlaZkIt 3-8 SRR IR R 5
v JRIF 3-8 LI AN BB ER IR L . AR R R B ER T A R AR R . PR T R s
iltn 2,3- “A-1H-EE . TH-gf3E. 1,23 4-PUE 2, 14- A2,
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RERFHEOE 1 BADREF 52 WAREFRIRARER, KRR FiEH
%\%ﬁﬁo%%ﬁﬁﬁﬁsﬁminWW%@ﬁ WRHE AL . WEWy L, WEMEIL . Mt g
MR MG, PUMREL. mEmEEL. wEUERL. WETME, MEMRILSE, (UUEJYMBKMEEL. mEmeIL. wg
WGE S BRI s S )30 g bt P ot R e %ﬁ*ﬁ%ﬂTU%%?ﬁ%\*H%ﬁ%ﬁ%

Wb, Horh SEMAGERAE B NI IT IR IR R T IETPI R 2857
AR PR A PR S A4

%?}Cﬁr %]@%]@4]@

\

N ;FD N

7% 75 2 ] DR AR A BAR B, 5 A, SRR A — A A LR ],
HRor vk Fofedk . MR BREE. BREL. Behilk. BRRREOE. pER. L. RRdL. EAEL.
1B NEE V5B NS AN i N2 NI S~ 2- N e NP3 7 e B SN2 9 1t 8 < NP E I it 8 2
R BRI R .

ARl BT AT EH 5-14 DT RS - ADRIET) BB
A FRAR G K18 38 FT IS A AT ) B S S R I AN AN B B A 55 B PR R B 454y, )
IAFERR IR 1 B MR 7] DA, Uik 5-12 JelzR o7 2L L "7-12 JeiZR 5 2L
"9-12 JUMMZRIF AL SR, BUBNRIFIRINAE . RIF RN . JRIFHEy L IIIE . Rk, O
FEMERREL | DRIF KM, DG ML | DRE =R nanbR . 2-WRIKER . 4-WEOKER . 1- SRk ER
FEMEMRIE MY NERL . FENERE. DRJFMAMREE, BRREE. nemubkR: . MEUZME . MyWRdE. mENEHE.
WERG L. ZRUEHE. WylGR. WyMEWRSE. “HHA T IARM LN 20T H RO R
ﬁ%%%ﬂ%%&ﬂ@ﬁ%jﬁﬂﬁ%,%Hﬂﬁﬁ,ﬂﬁ%%ﬁﬂﬁﬁﬁﬁﬁuF%
B2 YA Ep Vi S B5E SN B SN 5L N 1B N ot BN 5178 B SN = N 18 N i N |
VOEGEL PBREE. RIRGTEE. SR, JO5EE. FRLuAEdE. EMNBRAEE. PRLEERIE. I
Bk, RETURMRERE.

ERIRpERL ., JRFRAE. SFEENIR TR A 1 N EHMERE T B E AN EEF TR
Bk, B2 N EHE B R B AN F PR S B R PSR T AR s, B0 “ AR
B, « T RIREET, “EFAELT, RIS,

REE 52 H-O-(BE A FI-O-CIENUR HO3F A5 28, Seb b5 S B . e g
AEPR M Ve AG. WAL, QR A, ToUE, RS, T AR s,
WOk, ettt n] DU BRI BRI, SRRy, SRR A — A a2 A A
AR, HSIME E B MEAE . PR BREE . BeRAR. BRRREE. R, R, fRAE.
THEE. W Mbedk. Mbedk. 9. JRO5E. MmEE. RIEAEE. M. R
Behndk . BRAEBURMER 2.

WH
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AR “PRindt” $8-S-(be i) M-S-CIERR R b AL), e iipye L BRTR . ek
(AEPR B PR SE 0 HE: AL Z0nAE. RS, TR, A, T, R,
WOk, GemmkEn] DO R AR BERRRR), s AR, BURELE N — A B A A
NEEA, RS B bR L M. BuBE. GRAE. Bemmh. GRAREUE. R, S, R
A, EUE, PRbRAL. JRIRGTHE, 5. OBk, PRLREUE. MR PRLEERdE. IR
eI e o R — N B2 A B i AR

ARG fa R BRI ekt , b besk i B prE o

ARTE ARG T i R AU e, b B R E o

ARE TG Fa U FEUR R e, Hop b FRrE Lo

AREFRH15-OH £

AREEM IR =0 £H. B, BIEF 58 R Fd e, o ki s 2.

RIEIRATTE =S B wlw, IEFS5EEFEE 0T, BRI ERIE-C(S)-.

RE KRR S IRE,

RIERHETE-NH,.

ARiE“FH15-CNo

AREHHHE$8-NO,.

RIEFRIE"FH-C(O)OH.

RiE “WEH” $5-CHO.

RIERIREE L F5-C(0)O(JEFL)TH-C(0)0 (A k5edk), Hrpbedk, Hbedan EAreE Lo

ARAEBE 7 45 5 A7 -C(O)- 1 3 K92 F AL A4

ARIETHEIE L $5-S(0)(0)--

RIE DI F5-S(0)--

Ao 27 2 T )< LS5 HEAA D SR I A (R ESORBA PR BT e Ao B A . i, DY MR PR TR
SRR, PO BRI 5, B E A AR AR 50 DRGSR IR T
V2 ] BE 10 FL S HE B e b (0 b — b HoAth mT TR 0 R L H S HE A9 $5-SO5HL.
-SO,HNR. -PO,;(R);+ -PO3(R);~ -CONHNHSO,R. -COHNSO;R FI-CONRCN, M1 R % H @l
RSO SCRVE Stk MiFk. Bk, BRbedh. 5L, Z 5 RZRIRdtE, Ah, RS
HHAT A5 S o R 7 U IR BRI, BTk 8 A & AR AL 28R A S TS L R Y CH,s O,
S BN FATE A, HA Bk B 510 AT AT — PR F7E— DB N B AR AT IR B 7T B
TRHEAAS, T, AU RIS N 22 P A i P SRR R, AL S IR B R 125
BRI . FUHRE, YRS L B bL R e R R B—ANEE AN TR X
ARIF, U BEHURE (substitution) FHEARA B, DAMEH A SR AW R B i S HE i
FAH, BT, WR—ABEA R R SR AR B 55 HE R, IR
REEFERRIF B IR TR F SRR LA B A R T A A P I R T e SR R o R e 4
BUONSER ) — AN B EA R U

AT B AT > SRS B S BT R I S BOR B n] DMEA R AR, 1% U B AR A
BB R AEBARER G B0, ARt bR BRI Z8 30 2 A1 B e 2 n] DAEAS 220
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AFAE, 1% UL B ALEE R A T [ A e 5 FA A7 TR R 2 B (3] AN i e FE BRA R 1 T

“HARHP TR BRI — A BN AR, ik hmE 54, BHIER 1~3 NMEE
P I AH S E BRI AT, BRI SN T Re i 20 B, AU
BARN FREMEAEAT s 2 45 0 O 0 T 1 8 (e SE IS BOFRE) AT RE BN FT RE R B, a1,
AAEFEAME SRS B A AR 8 SR R 45 A 5 n] B e A RE I

KAFFFRE IR E5igrh, 8 “ 77 JERIBEMAL, Mg “ 77 "Ly -
oA, BE RIS LTI . RAF TR AV T, g« 2
FERSREMA, BIRTLLN Z M B M2, B R A PR 2

BRI Y TR A DL A o &5 4y ) e e 28 e AR T 2, HR AR A FF AT DAL i 1)
Tk, GEAR AR BRE A JUAT S X iR AR AR AT AR R S AR A

AR S 2 AL SR 0 e, s BN AR AL A S BN AR B L
fbo  XPHRMNHE FEEEFER TR, (EREE BRI R I e . — 205 I
(AR SR R B-H T PR - PR B % PR I e - PR I IV~ S ) S 72 0 R BT ) A
B ZH,

NH> NH,
N “
\ | \,A D '}j | \A
HN N N N’
O
A OH B

TN, BUNE A H (DOTA RAUPR) 25 A )i B 1 Jm S AR TR P 2 T R DT 5 S AT (SAPD
AT TG 7 Se bk (TSAP) PIFha S, LT DUIEIE 2 A PRI e e s R0 A T A AR e Ay
s 4k, EREA MR R R R A R . BRI (Dalton Trans. 2018,
47(31):10360; Dalton Trans. 2016, 45(11), 4673; Nature Communication 2018, 9:857; Bioconjugate
Chem. 2015, 26 (2), 338.) Hfiftk:.

AT FTA A AP mT LA al A BB B 8, BT 16 B AR F b FE AT AR A 1IR3 L A
WAV A 44 AHRRR AT AR FLAS AR

KT IR EWE AT 25 2 BUH S M AR AR ART R 7 3 AR D AT AL WD B A A T P
Bii. BRBHFAM RO E FEBEARTA. k. & A, B #. & S e
SRR EFME HD). H. Uc. Be. Mo, BN BE, Py Pp. 35S cl A1 T A
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Bo BRAAUY, G MBS A (D) B, A E NI HA K TR
RERE (2 0.015%) %70 3000 F5H=F BRI (BT, 2/ 45% M N0,

“HMA A TR G — P M A SCTAME S B AR B [ 255 Bn B2 (1) #h ok
BIRZ59) 5 ot AL 2 A0 2 (VR A, DA HAt L 40490 fin A 38 22 ] 24 P IR s AR IR 7). 259
AN B PR ERES AR AT, T35 PR R A3 (R MRS T 4 AR s 1

A P 56 B
Kl 1. PSMA-617. L&) v Fll x BEFTSSEIO XS LE
2. 68Ga-v 1 68Ga-x £F LnCaP a4 §&, *F 1) 2h 2905954 -

3. ®®Ga-PSMA-617 M1 ®Ga-v(SZ a5 9)7F 1L % & b Iy A St i 2%

F AR T7

PN RE 25 1 SE R S PR AR A AT, AR AR R SE B ] T AR A EOR T 5,
RATFHISEFATEEDFA R R Tt A TRR U], AR RS oy I i 7 o

NMR {7 #(8)LA 10° (ppm)¥I S 4745 Hi . NMR {3l 5 52 F Bruker AVANCE-400 #Z R4,
TSE A FA AR R EAR(DMSO-d%), ARSI (CDCL), JifEF B (CD;0D), A AR AP
HEREST(TMS) o

MS 1305 A Shimadzu 2010 Mass Spectrometer B Agilent 6110A MSD i #543

HPLC ¥ 52 f# fH] Shimadzu LC-20A systems. Shimadzu LC-2010HT series 5L 22 $# 46
Agilent 1200 LC & 5B (i % (Ultimate XB-C18 3.0%150mm {43 kE 5K Xtimate C18
2.1%30mm A,

FPE HPLC 43 #7JU5E {# F] Chiralpak IC-3 100x4.6mm LD., 3um. Chiralpak AD-3
150x4.6mm L.D., 3um. Chiralpak AD-3 50%4.6mm 1.D., 3um. Chiralpak AS-3 150x4.6mm L.D.,
3um. Chiralpak AS-3 100x4.6mm LD., 3um. ChiralCel OD-3 150x4.6mm I.D., 3um. Chiralcel
OD-3 100x4.6mm I.D., 3um. ChiralCel OJ-H 150x4.6mm I.D., Sum. Chiralcel OJ-3 150x4.6mm
LD, 3um G AL, R R MTREBAR AN & 55 HSGF254 BT it GF254 REHIR , )2 il
YA(TLC) fi I FOREBARCR FH B ARG A2 0.15 mm~0.2 mm, /)2 /28 4B 4iAh 7 5l R B RRS A&
0.4 mm~0.5 mm.

FEE BT — B ATAR & B L 100~200 B+ 200~300 H B 300~400 H i Ak .

F P il % #1148 1] DAICEL CHIRALPAK IC (250mm*30mm,10um) B¥
Phenomenex-Amylose-1 (250mm*30mm,5um).

CombiFlash i 41| %1% ] Combiflash Rf150 (TELEDYNE ISCO).

P 31 28 K 1Cs0 1AL HII E Al NovoStar AR (5 E BMG A 7).

ARATHH CEN A G VRN AT BLR F Bl I AU AN A 12k & i, BT S 5 ABCR
GmbH & Co. KG, Acros Organics, Aldrich Chemical Company, ##iZft22F(Accela ChemBio
Inc). IAFGALAA S AE AT .

SRR T TR U], SR RENS AR TR R U P EEAT
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FARBAR AR R IEE M 1L BRI BES SR
AR R SIINEE— M) IL FREARAEK

AL S SA#E A Parr 3916EKX B AALSCRITE W QL-500 A AR A 43 B HC2-SS A
A

SR BOEEMES, RANER, REEE3 K.

IR IR A ] CEM Discover-S 908860 78 fiif 5 5 %5 .

ST TR UL, TR TR AR

SR T ERFRR UL, MR N EE, N 20°C~30C.

St 51 o s LR A WA N SR P 7 2 (4822 TLC), S P A T AR e R 701, 2liAb Ak &K
FHRIAE 2 B B0 R A8 R A2 BB n e e RAHE: A: S P5/FEAER, B:
EC/ G TR R, C: A LR CER R, D: Ml L8 OB/ P, TSR
MRIEA A B PEAS R AT T, A mT DU 2D 8 1) = 2 e A B 1 S ol P B R A R 34T
AT

RSB BT 46 S AR B S R

EtOAc (EA) : 4FRBE; DCM: S F 4%; THF: VIS ; DIPEA: N,N-— 55 A2 414
PPTS: X FHERAAFRMLNE £5: Boc: #UT %k, MeOH:H¥: HATU: 2-(7-AZRIF =4
I4E)-N,N, N N'- Y FREE IR 7S S R T s DIEA: NN- R 5 2k

I =l

Szl 1

“"NH2
O N
oosd
07 > NH

/Ho /(\COOH
AN
H H
a

HOOC COOH

(((S)-5-((S)-2-(4-(Z L F JE )R e - 1- FF B 20 )-3-(2- 25 38 N BE 2 3k )-1- R 3k R At ) ‘&L At R
B)-L- 2R
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'INHFmoc ,INHZ
©©/lNHFmOC 0% NH EIDO NH
2O OH )) DBLK j
0 NH — COOt-Bu
X " @/\O\/ 7o COOt-Bu d\@\, 2 f
J COOtBU upI OrHJ’*H COOt-Bu Og/‘u N"~COOt-Bu
BUOIOC ° a2
54
¥ O

’I““ 5. NH
NHBoc 07 NH J:
HN B __TEA 0”*NH
SFC
= @/\O\/ o COOLB
k4 -BU
£ ) COOH
o L8 L f
N -
Y\ H

HOOC H COOH
a

AR il %Wﬁaﬂc’\% S-4):

Fmoc-Lys(Alloc)-OH QS O
OH  pic, HOBt, DMAP

NH(Alloc)

NH(Alloc)
DBLK
w NH(Fmoc)

B o ©
j}OOtBu H(Alloc)
-
k COOtBu Pd[P (Phigla
- NH Phenylsilane NH
J I\COOtBu J kCOOtBu
BuOtOC BuOtOC
S-3 S-4

o BT s R B R B S JON T8 2% P4l 22 == . R B 25g Wang Resin( sub=0.38mmol/g,
8.75mmol ) FF i, T [ 74 2 W e BHE A BR A 7 DN 500 mL 2 IR, i\ 250 mL DMF,
B TR 28454 30min. JIIA Fmoc-Lys(Alloc)-OH (19.8g,43.75mmol) (N-[(9H-%j-9-F % 3%)
P IN[Q-TA M A ) B R L e, W H & /RAEM AT D, DIC(S.5g, 43.75mmol).
HOBt(13.0g, 43.75mmol) (1-FHIRIF =M, HIEH/R AR ). DMAP(0.11g, 0.875Smmol)

SRR, T %D BT R A SN 23h. R TR N A SO RE, AihBR R
N . MHEH DMF ¥tk 3 ¥k, &K 300 mL. MARLAILNE: ZBEREF=1:1 (V:V) 150mL X4
HEBEAT B . A3t PA 8h, A g R B T8, 793074 S-1 (8.75mmol) .

FETF, B S-1 (Tmmol) I 150 mL DMF ¥ fiK, JG A 200 mL 20%DBLK  (20%MR
WE/DMF V59, T F 220 2 2 7D ARY 10min, #ilif5 B I 200 mL 20% DBLK R4 10min,
Kaiser test Ml 2, T, F DMF Seikm g2 d o, B3 S-2.

FET, B S-2 (Tmmol) NN BN F 2B e SRR S SN, AR 1H i IR % 28 2 184
FESB 18h, Kaiser test o UM G AT (o KW IR N [BIAH SOSIAE, RS S #4iE FHf DMF
el 3%, BRR 300mL, BRI S-3.

Zim T, A S-3 (Tmmol) MARIRRBIAEH, ¥R (4.6g, 42mmol). JY=7K
FIEFE (0.81g, 0.7mmol) T 180 mL DCM 1, K ILIEBINIA B R M, B0 R N
0.5h, VAR, HESEME LADE 2 R, @il Kaiser test #5008 g 215 B, [N 5EHE
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TR, F DMF % =ik, T, B RENSE =k)E, 30CHEZ T 2h, 23174 S-4
(22.2g, 7mmol) #%Hi.

IR 2:

IR, BRI A S-4(4.0g, 1.28mmol)H] —E H ke (W E 245 F LS 704 PR A
A) K 0.5h, ST, DMF ¥k =4 1.

FREL Fmoc-2-NAL-OH (1.68g, 3.84mmol) (Fmoc-3-(2-253%)-L-TH 2082, T 13 T H /R A 7))
HOBt (0.52g, 3.84mmol) (1-F£FE2H =, W 5 Hi/R A 7)) HATU (1.46g, 3.84mmol) 2-(7-
GAAR ORI = 0M)-N, N, NN - Y RS R 7S B PR TR ) 5 22 s MR A ] D, DIEA (1.01g, 7.68 mmol)
(N,N-— SRR, WA E), A DMF (25mL) (N,N-_FRREB, WE 205
TS IMN 280 A ) S-4 (W AH S REAE T, JOBZ 2h, Kaiser test R IUA RE TS (. Al 0L
¥, F DMF Bt s =k, 15380Fr 81 a-1.

IR 3.

FIRT, ECA a-1 BIE A SN AN 40mL 20%DBLK (20%WRE/DMFE VA&, T HE
G AT BFARYT 10min, #1775 BN 40mL 20% DBLK [ {547 10min, Kaiser test |
PIIEWE €2, #hT-H] DMF BRim g 2, B2 E a-2.

IR 4.

IR, BibAY a2 (1.0mmol). =J:5(0.2g, 0.68mmoL)NZE 6mL DCM i&EWH, &
% 0°C, /N DIEA(0.65g, Smmol), N, {RIEKAL 2h, Kaiser test Krillff g oth, A
4-Boc-Z I AEWRME, FHA = E XN 3h, TR, A DMF (NN-HEEFEBE S is
=W, BB = KA, 30°CHEZ T 2h, BRI EY a-3 & .

IR S:

HET, IR G TFA (=R AED: H0: Tis (ZFRMERE, WHZE K
AT =95: 2.5: 2.5) 40mL, FHFETIIAMKMIBAEY) 4 B 2he Z JaHhdE, BREmE,
PEM R ZWAS , RGBS 100mL JABEF, hiE, WIEMET, A2HK 0.40g, 772
60.9%. iRl Rk alifk, SRR EY) a (105 mg, F2Z: 26.2%).

MS m/z (ESI): 657.3 [M+1]"

1H NMR (400 MHz, Deuterium Oxide) & 7.82 (t, J = 9.1 Hz, 3H), 7.64 (s, 1H), 7.46 (s, 2H),
7.37(d, J=8.4 Hz, 1H), 4.51 (t, ] = 8.1 Hz, 1H), 4.14 (s, 1H), 3.85 (dd, J = 30.1, 11.1 Hz, 2H), 3.71
(d, J=13.8 Hz, 1H), 3.22 (dd, J = 13.6, 7.5 Hz, 1H), 3.14 — 3.01 (m, 1H), 2.97 — 2.83 (m, 1H), 2.67
(dt, J =33.6, 12.7 Hz, 2H), 2.40 (dt, J = 15.4, 6.9 Hz,4H), 2.12 — 1.97 (m, 1H), 1.84 (dd, J = 143,
7.5 Hz, 1H), 1.68 (s, 1H), 1.49 (d, J = 19.0 Hz, 4H), 1.36 (s, 1H), 1.13 (d, J = 7.4 Hz, 2H), 0.93 (s,
2H), 0.66 (d, J = 12.2 Hz, 1H), 0.54 (s, 1H).

SERER 2
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O/\NHZ

|

s, _NH

0% “NH
HOOCAH N"~cooH

(((S)-5-((S)-2-(((1R,4S)-4-(& F& F 7 )3 O 5k ) FF 52k ) & 3k )- 3-(2- 28 58 ) IR MR ik )- 1 - R 3 R ) &

B L- B ER
2, NH,
Seps
o " NHBoc NHBoc
NHBoc NHBoc &3 ! AN
HOw RN - . e f)
~ A < o on
e-1 e2 0”0
o4
NHB
f O e -
y O"NHBQC O/\NHZ .
|“' " “

4, N
/H 0% 0oH
o

5 _NH
e .. NH /INH is)
COOCH [ - © - 07 NH
f ° o):NH 0P NH
\[(\N N coocH;
56 70 J\/\COOH
0 fCOOCHS JL fcoocHs oL

HOOC”™N”~N”~COOH
N N COOCH; N N COOCH3 H H

e
o7 e-s

IR 1

IR, BRA-4-Boc-Z FE)YIF bt FEENAY) e-13g, 12 mmol) ¥ #T 60 mL DCM
1, IR E-60°C, I DMP/DCM W (7.95g, 18mmol,DCM 60mL), Nk, HAFAEZR
WIRFEIRL 4 /NBF o TLC M S B 5EHE . e BIVEAKIR AT 100 mL NayCOs Al NapS,05 7K VA
100 mL ORI SACANVERIGE S, ToKBRER BT, 08, EMURUEIRAE, FITERAE (il ik DLt
WA RAEPERE/ 2. 6=10:1~4:1 ¥Ei4ift, LAY e-2(1.8 g, 7%: 59.7%).

MS m/z (ESI): 242.3 [M+1]"

IR 2:

FIRT, BUAEY e-3(1.56g, 6.8mmol). LAY e-2(1.48g, 6.1mmol). ¥EfET 40 mL
DCM/THF (V1:V2=1:1) W, bt 2he SN EEEIIE LS (0.5g, 7.9mmol),
VKBEEZ (0.3mL), FidE R AL 3he SO KEES DCM 28 (40mL*3), A IFFAALIAHE, 50 mL
RN SN A E, TOKIREREN T8, 08, DSR4 F e BT (v DAY 71 1 &
IEBELE L BE=10:1~4:1 P 2idk, 1thEe-4 (154 g, 77Z: 55.6%).

MS m/z (ESI): 455.3 [M+1]"

IR 3:

FHT, G e-4 (1.5g, 33mmol) T 12 mL THF F1 S mL 7K, NG AL

(0.24g,9.9mmol), N T2 S RIS A o 1] BV I 10mL 7K, LR ZBEZE L (10 mLx2),
GIFAHH, VKBS 0°C, H 0.5N RATERER YT PH=3~4, 7t [E{£, *Min H,O 100mL. DCM
S50mL, iEFEM 0.5h Bl pH A4, obyE, BEUFE= T (40°C, 4h) ZAEE, H3Mk
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G e-5(1.1g, 7EE: 75.9%).

MS m/z (ESI): 441.3 [M+1]"

IR 4

RN, BILAY e-5(0.13g, 0.3mmol) . HATU (0.16g, 0.42mmol). DIEA (0.18g, 141
mmol), DCM(ImL)IIARBIRA, HFETE, MANEY e-6, BRI . KB K
ek, EA ZEHEL (30mL*3), A IFAEHNA, 50 mL MR EALANTER TS, KRR TR, o
P8, DEVRIR AR 4 FH ek e i 52 AR I 7l R 1 Db/ 2 BE=E A (0%~90%) P i afifk, 1937
Y& e-7(0.13g, 72F: 59.4%).

MS m/z (ESI): 784.4 [M+1]"

IR S

FETF, BIEW e-7 (0.13g, 0.16mmol) ¥AET 2mL LB ZEEMN, HEFE NI 2M 1)
HCL/EA ¥ (2mL, 4mmol), $it#ESN 2he TLC WA N 56 e . NI R I 48 S 4e
BRI e-8(0.11 g, F=F: 92 %)

MS m/z (ESI): 684.3 [M+1]"

IR 6:

FET, BEY e-8 (011 g, 0.16mmol) ¥ T 2 mL THF M 1 mL K+, SIS
# (29mg, 12mmol), T EE NI . BT I TFA ¥ PH=2~3, #HiikxM
0.5h Bl pH AN, i 1 il &M i alifh, 153 2065 B A5 e(80 mg, 77 2E: 78.4%).

MS m/z (ESI): 640.3 [M-1]

1H NMR (400 MHz, Deuterium Oxide) § 7.94 (t, J = 6.7 Hz, 3H), 7.91 — 7.80 (m, 1H), 7.54 (p,
J=72Hz 1H), 7.46 (t, ] = 7.8 Hz, 1H), 7.38 (d, J = 7.1 Hz, 1H), 4.18 (dt, J = 9.1, 5.6 Hz, 2H),
4.05(d, J = 7.6 Hz, 2H), 3.69 (dd, J = 13.3, 4.9 Hz, 2H), 3.53 (t, ] = 12.3 Hz, 2H), 2.94 — 2.70 (m,
3H), 2.42 (s, 1H), 2.08 (s, 2H), 1.80 (s, 1H), 1.68 (s, 2H), 1.58 (s, 2H), 1.39 (d, J = 9.7 Hz, 2H),
1.27 (s, 3H), 1.02 (q, T = 10.5, 9.9 Hz, 3H), 0.63 (s, 2H), 0.46 (s, 2H).

L) 3

/:\ ) /(\COOH

HOOC N N COOH
H H

(((S)-5-((S)-2-(4-(F F: FH AL )-1- Wb b L )- 3 B PR M e 3k )- 1 - AR 256 T B0 R LB L 3 )- - IR
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Q F
OH 0=5—CF  N=y NHBoc N=\ NHBoo N=\ NHBoc
OX —— oy " 2 oy 4
® - E— i)
0”0 l - ©/l
\ oo 0”0 0% oH
g-1 g2 | 93 g-4
NH,
O [:]— NH,
3 ONH N}/NHBOC " NS
OO)\NH 7., N V4 O/i
¢ L oy
J“ COOtBu 0" 'NH
BUOIOC
s & o} COOtB : JOL ,(\COOH
= t-Bu bt
o U ,(\ ™ HOOC”N” N7 COOH
NN cootBu HoH
o H H 9

WER 1

FIE T, ¥ Boc-L-FRAME BB A g-1 (0.5 g, 2.78 mmol) ¥EA#ET 120 mL DCM H1, i
AMEBE (1.2mL, 14.61 mmol), FEIEZ 0°C, A= FHHELEF (2.4mL, 14.10mmol), fHtE,
HARTE B IR 3 /Mo TLC WIS e . RSB AKRIRH 100 mL M AR SN E
K+ 100mL IN HCL. 100 mL MR EALENERBESR, ToKBRBRAN T4, I8, JEREIE IR 4E,
ETREMLEY g2 (0.84 g, T7H: 99.0%).

IR 2

FIRF, ¥ 4-Boc-A FHHMLME (0.61 g, 3.01 mmol) FfET 25 mL DCM ', fi A DIEA
(0.49 g, 3.72mmol), FEFERML 1The FHANEY 2 (0.84 g, 2.69mmol)/DCM V&, HitHk R
. RS 30 mL MRTRREREEATAR . 30 mL YRGB TA e, KRR T
P, EUE,  DEVROR R MR A AR AT (i LB IR A RO BRSO TR=10:1~3:1 Felidlifh, &
G -3 (051 g, 7RH: 48.4%).

MS m/z (ESI): 360.2 [M+1]"

IR 3:

FIRE, B EW g3 (051g , 1.4 mmol) ¥AET 1.5 mL THF 1 1 mL /K9, JIAEHA
8, T =ERMNER . BRI 10mL K, ZFBRZESFEE (10 mLx2), A3fK
A, VKIBFEZE 0°C, ] 0.5N [UFFEE BRI ST PH=3~4, I\ ZEEZEL (10 mLx3), &G HM,
RIS AN GRS, TOKBRIREN T8, 98, JEMREIRYE, 152365 ik 54 g-4 (039,
Py 80.0%).

MS m/z (ESI): 344.5 [M-1]

IR 4.

FILN, KsiEhl 1 dd] &2 M EI 5 4 S-4(1.1g, 0.38mmol)H] DCM ¥ fiK 0.5h,
1T, DMF i =K% o

BAAEY) g4 (0.36g, 1.04 mmol) . HATU(0.4g, 1.04mmol). HOBt (0.14g, 1.04mmol ).
DIEA(0.27g,2.08mmol). DMF(10mL)IMA RN, IRBGIETE, K52 a0 K fps g i 22
NN, Y% AT,  Kaiser test KB g, TS, H DMF ¥ ig =ik,
FLH A G T, & BRI IAY g-5.

IR S:
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FIET, BEHIZMER YA TFA: H20: Tis=95: 2.5: 2.5) 10mL, $iHE A SR
B AY) g-5 IRBL 2he ZJG e, BRimle, JEMBEZSMYE, BIRGEMIMNE] 40mL 574 ik
HbT [, Fh e B EA RO, ARARE 0.15g, 7228 72.1%. sl A& VU i s 2k
th, 1FEFRE =AY 226 mg, 7EE: 17.3%).

MS m/z (ESI): 547.8 [M+1]"
1H NMR (400 MHz, Deuterium Oxide) § 7.77 (s, 1H), 7.54 (s, 1H), 7.26 — 7.13 (m, 3H), 7.13 —
7.06 (m, 2H), 5.07 (t, J = 8.2 Hz, 1H), 4.17 — 4.08 (m, 1H), 3.95 (s, 3H), 3.32 (d, J = 8.2 Hz, 2H),
3.06 (dt, J=12.8, 6.2 Hz, 1H), 2.92 (dt, ] = 13.4, 6.5 Hz, 1H), 2.37 (t, ] = 7.3 Hz, 2H), 2.04 (dq, J =
13.1, 7.2 Hz, 1H), 1.83 (dq, J = 14.9, 7.3 Hz, 1H), 1.59 (s, 1H), 1.47 (dd, J = 9.4, 47 Hz, 1H), 1.25
—1.17 (m, 2H), 0.98 (d, J = 6.7 Hz, 2H).

L 4

/

8 /(\COOH

HOOC” >N~ N~ >COOH
H H

(((S)-5-((S)-2- S FE-3-(4-THL ) TR B L 5 ) - 1 580 5 T 5 PP - L- 8 R

N
NH2 o Q @/’ (S)NHz
4 L e,
0\“\\' NH
o] %\
& “nm

| =
N
{ H “NHBoc
o Py o COOH
\\“K ° o NH /:\ )l\ /(\
CoOotBu N HOOC” "N” "N~ ~COOH

COOtBu H H
COOtBu )

o coosy” | 4 i

R 1

FHET BRI A S-4(1.7g, 0.65mmol) ] DCM ¥ K 0.5h, #ili T DMF ¥tk =ik & H .

# Boc-3-(4-MLIEJL)-L-N AR (0.54g,2.01 mmol) HATU(0.76g, 2.01mmol). HOBt(0.27g,
2.01mmol ). DIEA(0.52g,4.02mmol). DMF(15SmL)INARNIRA, IRGIEE, BRATEKET
PEREINE RSIEAN, $R% A 2h,  Kaiser test UM IRTE . TN, F DMF $Liit
HE=, I PECAE ST, &0 /SRR Y& j-1.

W 2.

FIRT, FHZRAR G TFA: HyO: Tis=95: 2.5: 2.5) 20mL, HiFE NIANKMK /TG
WA 2 KB 2he ZJEAbDE, BRBASTE, RIRREZRIRAN, HEIRATHUMAZ] SomL S ARk
HEA, g EIE AR R T, SRR 0.20g, FF 66.7%. 64 UM LAt
BRI AEY § (75 mg, 7RE: 37.5%).

MS m/z (ESI): 468.8 [M+1]"
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1H NMR (400 MHz, Deuterium Oxide) & 8.73 — 8.66 (m, 2H), 7.90 (d, J = 6.3 Hz, 2H), 4.17
(ddd, J = 23.5, 9.1, 5.6 Hz, 2H), 4.00 (dd, J = 8.9, 5.0 Hz, 1H), 3.50 — 3.30 (m, 2H), 3.08 (dt, J =
13.6, 6.8 Hz, 1H), 2.95 (dt, J = 13.5, 6.8 Hz, 1H), 2.40 (t, ] = 7.3 Hz, 2H), 2.07 (dq, J = 13.2, 7.2 Hz,
1H), 1.85 (ddd, J = 16.1, 14.1, 7.1 Hz, 1H), 1.59 (dtd, J = 55.3, 14.5, 14.1, 7.9 Hz, 2H), 1.25 (s, 2H),
1.08 (d, J = 9.0 Hz, 2H).

SR 5

: £ /(\COOH

Hoocis)\u N7 "COOH
o

(((S)-5-Q-(4-((S)-2-(2- B R 7 BEf)-2- 38 Z%)ﬁ%ﬁ%)&@kﬂﬁ)-l-ﬁ&%)ﬁ%EF'E%%)—L-@%@

o
BuOOC,_uNHFmoc 0 "y NHBoc ~ e Osy”~NHBoC
@ HOOC™NHBoc 9\ NH /\r * BUOtOC. T\II/H\
- 7. BUOIOC NH u
OH ~
Frnoc-L- I AL T 1 o OACOOMe og COOH
N
NH; )
o"'{fgc S S0 HOOGS R
NH
NH2 >Lo NH o \LO\
B o
o~r0 oY
s Jcli COOCH; o~ rC _ [ NH
O3 SN N~ co0cH, H
o Hof H\
0 COOH
. o f\coocm 3 J‘i J:\coocm i N/(\
Hacooc@” N®coocH, HaCOOC/S) N coocH; HoOC TN SN cooH
05 06 o)

IR 1

FIRN, ¥ Fmoc-L-BR &AL T B (5.0, 10.9 mmol) ¥&f#T 50 mL DMF o, JnABRER
B (1.81 g, 13.1 mmol), ZIEHHRKM 12he A Boc-HZAM (229 g, 13.1 mmol) F1 HATU
(4.98 g, 13.1 mmol), VKIFFFEZ 0°C, N DIEA, =IEHEFE 2he 8] SR I 100 mL
K, HCBRCERZER (100 mLx2), SIFAVAHE, AIEMBREREMIER (100 mL). WAL
YRVEWR (100 mLx2). WAIEALBNIE IS (100 mLx2), Fo/KEREREN T-EE, Uk, JEMIHIE
Wedi, IR R (it DLV 74K 22 PE/EA=100:1~50:50 et Zifh, B3 iba4 0-1 (3.8
g FUE: 70%).

MS m/z (ESI): 395.4 [M+1]"

*9% 2:

BT, BHE O0-1(3.8¢g, 9.7 mmol) T 40 mL DMF H, HIABRERHH (1.81 g,

13.1 mmol) FR RS (2.22 g, 14.5 mmol), F+E 80 CHIFE MM 5-10ho [ MBI
100 mL 7K, F Z.BR B8 A EL (100 mLx2), & 3B, A SALNE R BES: (100 mLx2),
ToKBREBRAN 1, bk, JERREIRYE, 132 EM 02 (42g, 7E: 110%).

MS m/z (ESI): 467.4 [M+1]"



WO 2023/030434 PCT/CN2022/116453
41

IR 3:

FET A 0-2 (4.2 g,9.0 mmol) ¥ f# T 50 mL THF A1 50 ml 7/KH, JKiGFES 0°C,
ZEAB NN GBI T, TN T SR RN 2h [ OB N 2.8 2 ES A (100 mLx2),
AR, VKHBER 0°C, A 0.5N B SRRV Y pH=3~4, I PR ZEE#EEL (100 mLx2),
GIFANAE, oK T8, U8, EVRRUR AR, F R AT kv DAY R R R
DCM/MeOH=100:1~20:1 J i 2lifh, B2 WE% 0-3 (3.5g, 7 Z: 80%).

MS m/z (ESI): 451.4 [M-1T

IR 4

FiRT, B 5P 0-3 (500 mg, 1.1 mmol) ¥ f#T 30 mL DCM H, LA HATU, K%k
£ 0°C, W DIEA, =4+ S8 0.5h. UK FE %R 0°C, LG O-4, ZiESiH: S 2-5h,
[ S REV NN 100 mL 7K, FF DCM ZEEL (100 mLx2), & 3 AN, FH AR B S A (100
mL). VRIS RIEES (100 mLx2), FoKEREREN T, b8, JRBORIEIRYE, AIRERH:
ik DLEE IR 774E 52 DCM/MeOH=100:1~20:1 ¥EAR ZEAk , £33 7= ML) O-5 (970 mg, 772
80%).

MS m/z (ESI): 796.5 [M+1]"

IR S:

FIRN, BLEY 0-5 (970 mg, 1.22 mmol) BT 5 mL ZFRZEET, SN 2N &fk
[LTROBEER (15 mL), Hikk M 1-2he RS RBIR, 1S~k 5% 0-6 (12g, 7™
. 110%).

MS m/z (ESI): 696.5 [M+1]"

IR 6

FIRTF, BILEY 0-6 (200 mg, 0.29 mmol) ¥Ef#ET 10 mL THF A1 10 mL /K, VKiBkE
£ 0°C, ZEIMNAENLH (4176 mg, 1.74 mmol), T FiLS 12h. A KSR A
IR EEAEEL (20mLx2), & F/KH, VKIBBESE 0°C, IN IFGERER I PH=2~3, /&1Ll &
HHERELAAL, 13RS~ O (20 mg, 72%: 20%).

MS m/z (ESI): 598.3 [M+1]"

1H NMR (400 MHz, D20) & 7.15 (d, J = 8.6 Hz, 2H), 6.85 (d, J = 8.7 Hz, 2H), 4.52 (s, 2H),
4.44 (dd, T =8.9, 5.1 Hz, 1H), 4.09 (dd, J = 8.6, 5.0 Hz, 1H), 3.99 (dd, J = 8.2, 4.9 Hz, 1H), 3.73—
3.58 (m, 3H), 3.18 (t, ] = 6.6 Hz, 2H), 3.10-3.04 (m, 1H), 2.84 (dd, J = 14.6, 9.1 Hz, 1H), 2.37 (t, J
= 7.3 Hz, 2H), 2.07-2.00 (m, 1H), 1.88-1.79 (m, 1H), 1.67 (s, 1H), 1.55 (d, ] = 7.5 Hz, 1H), 1.46—
1.39 (m, 2H), 1.20 (d, J = 15.5 Hz, 3H).

St 6
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(((S)-5-(6-(4-(FHE P ) 2 VY Tt fe ) UL e T e e ) - 1 - Tk ) G B PV R 4 )- -V SRR

9NHZ N?LOK ?‘~o>< O _/ioL /(\COOtBu
ﬂN&OK o%0” Oﬁ/©/\H . OYQ/\ h \IOI/\H S-4H oo
° ol S — A

OH

g-1 Z 2N
o007 02 0H 94
g-3
c)’\_o)( NH,
N o}
oﬂ H
RH o~ NH
I/N 2N
_TFA
O”°NH 0P NH
:))o COOtBu o COOH
O NN cooEy e /(\
O H H HOOC ” N® "COOH
g-5 q

IR 1

FiIR T, BHAEY q-13 g, 11.94 mmol), EF T 60 mL & Led, A EDCI(5.49 g, 28.66
mmol) (1-(3- = FZUIEREL)-3- L0k Wik h iR Eh, M HEZE Ak an]), DMAP(4.37 g, 35.82
mmol), 7£ N, R H N4 20min, JIALEW ¢-2(2.17 g, 14.33 mmol), FEEHEHER R 16-18h.
[ SRR AN 60 mL 7K, ] &R BEAREL(100 mL X 3), A IFA N, FI A &ALARIE (50
mL), KRB AN 1, 1 U8, JE VRO IR Mk 4, IR A vk LA G B 7714 5 (PE/EA=100%-50%)
AL TR, 13 UME -3 2.0g, T7E: 43.5%).

MS m/z (ESI): 386.2 [M+1]"

R 2:

FET, HBWEY q-3 (1 g 2.59 mmol), ¥&ET 6 mL PYEMMEF, JNA LiOH(187 mg,
7.77Tmmol) i) 4mL /KIEW, FIEHPEN 16-18h. BN H A 20 mL 7K, 2R ZER%E
HU(50 mLX2), /KA 0.5mol/L fFFIR YA T PH=3-4, SR J5 H LR ZBEFEEL(S0 mL X 4), A
FEANAE, AR SALEATER(S0 mL), JoKBRERAN T-0E, U8, IR HIRET, 1920 hrr™
YHLAEY) q-4(0.6 g, 772 62.5%).

MS m/z (ESI): 372.2 [M+1]"

IR 3.

FET, BRELAEY S-4(2.11 g, 0.68 mmol)fH] DMF(20 mL)AfiK 30min. #4b&4 q-4
(760 mg, 2.05 mmol), HATU(779 mg, 2.05 mmol), HOBt(277 mg, 2.05 mmol), DIEA(529 mg, 4.09
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mmol)iEf#ET DMF(15 mL)fE A EIEMKM G 2= i 8 2.5h. VD&M IERIDE S | DMF(2
mL X3)¥%, A5 e =8 2 (oo th, OB g filljE f5 Fl DMF(50 mL X 3), DCM(50 mL X 3),
FEAITE(S0 mL X 3)ik, 1R b IR 54 g-5.

IR 4

FIRTN, LML S ¢-5 IINZE TFA:Tis:H,0 = 95:2.5:2.5 (20 mL)H Z il &
N2 h. HEHIIE S FH TFA(S mL X 3), P8R8 YE 2 o A8 5, B e iRBAR TN 2 7 A
(20 mLYH, I 9EfE IR & A 5 S B AY) q 2 20mg.

MS m/z (ESI): 573.2[M+1]".

1H NMR (400 MHz,D20): § 8.04 (d, 1H), 7.86 (dd, 3H), 7.65 (d, 1H), 7.49 (d, 2H), 4.18 (s,
2H), 4.18 (s, 2H), 4.12-4.06 (m, 2H), 3.29 (s, 1H), 3.36-3.20 (m, 2H), 2.32 (t, 2H), 2.03-1.94 (m,
1H), 1.87-1.72 (m, 2H), 1.70-1.47 (m, 3H), 1.37 (d, 2H).

OYMNHZ
s,, NH
O NH

_)joj\ /(\COOH

Hooc/\H N"COOH

SEitf 7

r

(((S)-5-((S)-2-G-(AZEHF H) I [1.1.1] R SE-1-BR L E B E E < 2 Bt & H>)-3-(ZE2- ) AR
)-1-RERE)FE P BL)-L-A 2R

r,, NHy
O NH
NHBoc NH,

:/iol\ I\coopau OYQ/\ Oﬂ\
o t-BuoOC” N~ "N~ COOt-Bu ~/u, NH ., NH
SR op oOE
%LOH r-2 07 NH 07 NH
O_HN
>|/ b

J )) ))
-1 Ego) /(\COOt—Bu 0 /(\COOH
A N A Al
+BuOOC” N "N” COOt-Bu HOOC”™N” “N“~COOH
H H H H
r-3 r
1l
iz AF

FEHE T, % r-1(106mg, 0.44mmol ) HATU (166mg, 0.44mmol). DIEA (113mg, 0.88mmol),
DCM (10mL) AR MIEAN, HEFEaETE, IO -2 (200mg, 0.29mmol) , ik NIT# .. TLC
WIS sE e, MR AR EES . DCM B (30mL*3), &3FANAH, 20 mL A &I
VR, ToKBRBREN T, U8, DRI 4 AR B A A i vk DAV I 7R R S P e/ P B
=HEE(0%~7%) i 2lifk, 33 r-3(200mg, 77Z: 75.4%).
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MS m/z (ESI): 908.9 [M+1]"

IR 2

FIRF, ¥ -3 (200mg, 0.42mmoL) ¥Ef#ET TFA (SmL), fN¥ET 33°CRMER. KM
AT, BEH A RAHEREEAA, 152 r (71.5 mg, 7% 50.7%).

MS m/z (ESI): 640.4 [M-1T

SEitfsl 8

ZT

(((1S)-1-3R FE-5-((2S)-3-(Z5-2-F)-2-(6- R B [2.5] = be-1-BR A BB B < 2 —BEE > )W B R
F) By = A B - L- A 2 R

NHCbz NH,

NHCbz 2
/H /H )) 4, NHFmoc
P COOtBuU H Q COOtBu 79 'COOtBU 07 NH
+ A — S
Y XY
° . o FgNe] COOtBu
t3 +4 A

>|/O\H/\NHZ HN Ncoou N7 cooBu cooBa
: H
- BuO(OCAu N7 oot

H
t2

Fee 5
Boc Iy

N,
o]
[¢] NH O'I:|7 e %

QT

—_— _ NH

N H
BuOoG™ T T TeootBu BuOtOCAH N7 coorsu 70 /(\COOH

HoOC” N7 N7 NCOOH

6 H H
t8
t

IR

¥ N-EAEEREE-L-BE R AT BREh FR# (10g, 0.03mol) . DIEA(3.84g, 0.03mol) &
fi# T 120 mL DCM 1, FEiR%E-10C~0°C, fit#k 0.5h, MA=ItT (4.4g, 0.015mol), ML,
-10C~0C NN DIEA (19.2g, 0.149mol), {5, fREUXAL 3h, A L-BZABR T Bah
iz (10g, 0.039mol), AT+ 2 2 E AR B . TLC MR BL5E R . S BRI 100mL
TR NaHCOs &+ 100 mL WFI SULAATE GG, ToKIRBREN T8, L8, JEMRIE k4,
FH R B € 8922 DA AR 7R 2R 1 Bt/ 2 Bi6=10:1~1:1 B &lifh, Z T35, 15 31k Y t-3 (9.8g,
FEE: 53.2%).

MS m/z (ESI): 622.3 [M+1]"
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IR 2.

EET, -3 (9.8g, 15.8mmol)VAMET 100 mL HEVER T, HHHERE, A Pd/C(4.9g
TKE 58%). IR BORAE A ER 3 Ik, EAER 3 K, FEMFERAL Sh, TLC WKk
SEHE . MM UE, JERREIRAEZE T, BRI t4 (628, E: 80.7%).

MS m/z (ESI): 488.3 [M+1]"

IR 3:

ZIL N, ¥ Fmoc-3-(2-253%)-L-TH & 2 (2.3g, 5.3mmol JHATU (2.0g, 5.3mmol). DIEA (2.1g,
16.4 mmol), DCMQOmL)IIAS SRR, #HHEE, A 4 (2g, 4.1mmol) , FHH:AT
o TLC WIS N 5e5e, RN K#EE . EA 258 (30mL*3), & 3FAHAH, 50 mL RIS
BN RS, TOKBRBREA T, D8,  DEVRIROER I 4 R O B vl vk A Tl A4 R — &L
5/ PR = (0%~10%) e I 24k, 733 -5 (2.8g, 7. 76%).

MS m/z (ESI): 907.5 [M+1]"

IR 4.

FILF, K t-5(2.8g, 3mmol) - DCM (20mL) SIAXMIRA, HFERE, I 28,
PN R . SN KB EA 2EEL (30mL*3), & FAHIAM, 50 mL WAL BAE R
Ve, TCOKTREREA TR, 198, DRV A 4 R Fe i 12 LA JUE 7R 44 & 1 Pt/ 2 B
=BA(0%~100%) el 2lifk, 13EIFRE=4) -6 (1.4g, F=Z: 66.7%).

MS m/z (ESI): 685.4[M+1]"

IR S:

FIRT, B 6-Boc-6-HARM[2.5]Ft-1-FE (145mg, 0.57mmol). HATU (216mg,
0.57mmoL). DIEA (226mg, 1.75mmoL), DCM (4mL) AR A, EEEF, A t-6
(300mg, 0.44mmol), FiFE: S BLIF AL TLC il s B 58 5, e RV 7K e EA A2 HX(30mL*3),
GIANIAE, SO mL MEAEABETRBES, ToKBRERBI TR, 08, DEMIREAAE F Rk R it
L DA R IR 22— G0 e/ R I = % (0%~ 10%)BE iR 24k, S 20bR R4 t-8 (300mg, 7~
e T4.2%).

MS m/z (ESI): 922.8 [M+1]"

IR 6:

FWE T, K8 (300mg, 325mmol) ¥#fi#T 2 mL DCM H1, A TFA (3mL), fnT
30°C ML - MR ZE T, o il A TROAH R VL 2l , 15 BIRR =) t (T0mg, 7732 32.8%).
MS m/z (ESI): 654.3 [M-1]

S 9
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HOOC
N

oM /IOK__N; \/\i\' COOH

z N \/\N\
0 COOH
/INH
O~ "NH

?)j?\ /(\COOH

HOOC” ™N" “N” >COOH
H H

(((S)-1-FR FE-5-((S)-3-(2- 25 H)-2-((6S,91)-4-(2-(4,7,10- = (FRFE A 3E)-1,4,7,10- WU B PR+ e dk)
B )-1- 5 24 -4- A MR [5.5] 1 — e -0- P I i 228 ) TR I o 2 ) 13 6 ) e 0 R B 2 )-L- 5 IR

y t+BuOOC
+Bu0OC— 1Bu-00C— \\N‘/\
™ N—""N"cootBu NNy N"coots
2 S S 3 COOtBu ~ 0 u
i NH o o S 0 S
NN 2 s
\/0\(0\/ HO)‘\/ ~~cootBu _/\’LJK/N\/\N NJK/N\/\N
DOTA o HO. .
o) N \cootBu COOtBuU
v o v-2 © V-3

o NHy . Buoocj HOOC~,
)y Ne—r
o N
)/:NH S “cootsu { { cooH

A

3 N
i X\/ E )\/ N
)) \cootBu “cooH
o o.
J\/\ooomu i
t-BuO.
ol QO QU
07 NH 07 ™NH
V-4 )) /H
F jJ)\ fooomu P /(\COOH
-8 ; H
t- uO\I(\H J\

N cootBu HOOC” N” N7 ~COOH
H HOH

V-5 v

R 1

=T, ¥ DOTA (1636mg, 2.86mmol). HATU (1087mg, 2.86mmol). DIEA (N,N-
T RAH N, 851mg, 6.6mmol), DCM (10mL) JIN SR A , HEFEETS, I v-1  (500mg,
2.20mmol) , PRSI . TLC WIS e, MR KBEE . EA 28 (30mL*3), &
FANA, WAMEAERGEE:, KRBT, 08, DEIRR ik 4 P Rk (0 7 V25 A
Ve RIE R SR e/ e R Al AR BEREEY) v-2(1290mg, FREE: 75.1%).

MS m/z (ESI): 782.5[M+1]"

R 2.

FIE T, ¥ v-2(800mg, 1.01mmol) JA&f#T 12 mL THF A1 10 mL 7K, A A E AL (73mg,
3.2mmol), fNHE, TRERMIEA. RS INAFERER AT PH=2~3, eS8 0.5h &
W pH A4, B CERRERL, GIFANIAE, WA KBS, TR TE, Tk,
PR R A8 25T, 1B v-3(675mg, 77Z: 87.5%).

MS m/z (ESI): 754.4[M+11"

IR 3:
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ZIR R, 4% v-3(600mg, 0.80mmol ). HATU (303mg, 0.80mmol). DIEA (316mg, 2.45mmol),
DCM ( 8SmL ) JIASNIRN, EHERE, T v-4(420mg, 0.61mmol, % )7k WL 8
Ht-6) , BEFESS. TLC M R5E 5, SRR A K TR EA 2HL (30mL*3), & IFAHL
AL VAN EU AN R BE S, TOKIRBRAN T8, 8, MR A IR 4 FH AR AT (i vk DA BE I 7
R AR by PR R 24k, 133 v-5(638mg, 7E: 73.3%).

MS m/z (ESI): 1421[M+1]"

IR 4.

FIRF, ¥ v-5(500mg, 0.35mmol) T 4 mL DCM H, A TFA (5 mL), N+
30°C I BLI A o SBIR 78T, e R il 2 YRR 0B 4tk B BIAR R v, (27 mg, 773 7.1%).

MS m/z (ESI): 1084.5 [M-1T

1H NMR (400 MHz, Deuterium Oxide) & 7.84(t, 3H), 7.65(s, 1H), 7.47-7.49 (m, 2H), 7.38 (d,
1H), 4.55 (t, 1H), 4.18-4.19 (m, 1H), 3.10-3.87 (m, 33H), 2.42(t, 2H),1.91 (dt, 1H), 1.89 (m, 1H),
1.87 (m, 3H), 0.84-1.42 (m, 14H).

SEHEE] 10

(((S)-1-FRIE-5-((S)-3-(2- 25 FE)-2-(4-((2-(4,7,10- = (RFE F 55)-1,4,7,10- VI R A+ e 5h)-1- 4
P ) P 5 YWIRWE - 1 - FP TS 2 ) AT T g e ) P3¢ e ) e PP G 4 )-L -2 PR

nnnnn
N,

OY
- 1., NH
OANHBM Oﬁmc Ye’ f
s, NHy \ @ {co0cH 07 NH
E ]] :[ is) 0O: N. O A f
nnnnn olo’ Y Oﬁ/ YN 000,
HN. w2 el Ko —_—
Wt oo OH /OY:\N N7 COOCH.
w3 w-4 bon oA ?
w6
BUOIOC—, BUOIOC—,
N—""N"co0tBu N—""N"cootu HOOC™

N—""N"cooH

I3 S )
N N

O/\unz O/\H > N coorsy O/\ﬂ)\/N\/_N\—coou;u O/\")l\/N\/_N\_cooH
O N Og N o "
Y e " oy

4, NH , NH st NH
Qo E QOH QO Y "
O NH (o} NH O NH OJ:NH
. j\ r\coocm j\ /(\COOCHS j\ /(\COOH _))o COOH
O N SN coocH O SNTN ScoocH 1O, HO_A /(\
B s N7 N7 COOH NN NCOOH
7D(.\H H ) H H o H H jo(\H H

w7 w8 wo w
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IR 1

FEIRF, ¥ w-2(3g, 113 mmol) . DIEA (1.45g, 11.3mmol) ¥&f#T 120 mL DCM 1,
FEIEE-10C~0C, $itdk 0.5h, IMA=IR (1.7g, 5.7mmol), JNHE, -10°C~0°C i N DIEA
(7.3g, 56.6mmol), e, 1#IEA 3h, I w-1(3.2g, 14.7mmol), AT+ £ FiRHEHE SN
W TLC WA M58 e . B A 100mL YA NaHCOs VAW . 100 mL YA S ibahiE
WBESS, ToAKBRBRAA T, 08, JEORR IR, PR (i LB IR R i &R 1E Bebe/ L B
=10:1~1:1 geMalifh, ZTFER, |2 AAakEE w-3 (4.0g, ™%F: 75.5%).

MS m/z (ESI): 470.6 [M+1]"

IR 2:

FIR N, B w-3 (4.0g, 8.5mmol) VAT 20 mL THF A1 10 mL 7K, In AR A4 (0.62g,
25.6mmol), AT =R SMNIEA o 18] S S AN 10mL 7K, LR ZBRFEEL (10 mLx2), &
JEACGH, VKRR 0°C, HI 0.5N [IFFEER E Y PH 3~4, Hribi[E{A, #HHks M 0.5h Eill pH A
A5, e, JEUEES T (40°C, 4h) FAEE, SEARETY w-4 B.4g, TRHE: 87.6%).

MS m/z (ESI): 456.6 [M+1]"

IR 3:

ZEIRF, B w-4 (1.0g, 22mmol) . HATU (1.02g, 2.7mmol). DIEA (1.39g, 10.8 mmol),
DCM (20mL) JIAXMIREN, HEFEEE, A w-5 (0.66g, 1.8mmol), #HiFERMNIEH . KM
W 7KEEE . DCM HL (40mL*3), S IFAHAE, 50 mL WM SEALATEBIGE R, To/K R IR B
T, 1UE, TR R AR PRI AT (A 1 DA B A 2R SRR e/ R =R (0%~ 10%) e i
alitk, 19EIFREEY) w-6 (0.86g, FEF: 59.4%).

MS m/z (ESI): 799.4 [M+1]"

IR 4

FIRF, ¥ w-6 (0.86g, 1.Immol) FfET 2mL LR ZBGH, HidE FIIA 4M ) HCI/EA
Y& (8mL, 32mmol), fitHERML 2he TLC MM 5EEE . R MR R IRAE AR E, S 24R
) w-7 (082 g, 7PRE: 95.3 %).

MS m/z (ESI): 699.3 [M+1]"

WIS

=T, K DOTA-tris(t-Bu ester) (209mg, 0.36mmol) . HATU (137mg, 0.36mmol). DIEA
(464mg, 3.6 mmol), DCM (3mL) MMAKRIEH, FHEE, A w-7 (170mg, 0.24mmol),
PR SR, BRI 4, %N DOTA-tris(t-Bu ester) (139mg, 0.24mmol) . HATU (91mg,
0.24mmol), 4k&E M 2h, RPSEEE, RBEHKEES. DCM 28 (20mL*3), AIFAMAH,
20 mL IRITSAGENTE OGRS, TOKIRBREN T8, k8, JEVR0RE R4e AR RO e vk DLBE I
A R P e/ P =T EE(0%~20%)Ee i 2k, 33 w-8 (110mg, 7™ ZF: 36.6%).

MS m/z (ESI): 1253.4 [M+1]"

IR 6:

EET, ¥ w-8 (110mg)AM# T 2 mL THF I 1mL 7K, IIANESEAGER, T 508 8
2h. RMSEEE, WA T, 133 w-9.
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IR T

FIRTE, ¥ w9, TFA 2mL) MARBIERN, HHEEE, METEERKRMN 2h, 5
e, WEZAT, &SRR AREEAik, SRR w (13 mg).

MS m/z (ESI): 1043.6 [M+1]"

SEiEfl 11.

QL
:))j)\ /E\COOH

HOOC/:\H H COOH
(((S)-1-FRI-5-((S)-3-(2-252£)-2-((6R,95)-4-(2-(4,7,10- =(FRH F 5£)-1,4,7,10-PU S A4 3R+ e 3k)
L) - 155 2% -4- R IR [5. 51— J5e-9- R B 3 ) R Bk e 31t ) F30 3 )il At FR R 3 ) - - U PR

SR O M F 7 iEH SR A Y <.

THEF) 12. AW T Lu-v K&

SR EAERRR 400uL, 15 nmol LA v, 15 mCi 'Lu, 7E 1.5 mL B NN 321 ul 2.
- BREN R (0.1IM, pH4.5), AN 15uL LAY v IEBEGZE 7ul 'LuCls  GFE:
15.23 mCi; JEMHIRIBSI b, PR35, R 95°C, KM (A 15min, #EE: 15.15mCi ,
HPLC %5315 2]>99%,

S 13. HED PGa-v K%

FREL 13.5 mg (L& W v, A4 KR E R 2 25 mL, FREX 136 mg =/K& ZRE.H 1 mL
LK, AR R 20 ul 5 1 BRI MR E RSN FEHIR, KK 4.5 mL ®GaCls
ERERITEIR. 0.5 mL DU 2 ZEih. RMIERIRS, BT 95°C XM 10 5, BRAHEE
EK. .

PR 1. PSMA i PE
s SKIRMORL R A
1. Zj5eMEFRX  (SPARK, TECAN)
2. thPSMA (R&D, 4234-ZN)
3. N-Acetyl-Asp-Glu (Sigma, A5930)
4. OPA (Sigma, P0657)
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L OSERDER

PSMA #1557 5 PSMA &5 4 K BH 1L PSMA B 43 i 4 N-Acetyl-Asp-Glu. A< SZI6H
TG I JEEAA 43 SRR 7 A ) ER AR AR A SR VEAT PSMA 157 5 PSMA B &5 5 B8 71, JFE
i 1Cso KNV A PIITETE o

i 22 MK 1 (50 mM HEPES, 0.1 M NaCl, pH 7.5) A& 0.4 pg/ml [{thPSMAEH, LAK
40 uMHJJEYIN-Acetyl-Asp-Glu. HrhPSMALFREI/N G +-7£ 96 fLARHIR G, {R¥FrhPSMAK]
& E N 50 ng/L, [FINE I B, /N F2IKEHN: 1 M, 100 nM, 33.3 nM, 11.1 nM,
3.7nM, 1.2 nM, 0.41 nM, 0.137 nM, 0.045 nM, 0 nM. J1-15% BPSMA-617 {F A [H PEXT B . B 40 uL/
FLEIThPSMA-/N3F5 40 uL/fL 40 uMAIRYIN-Acetyl-Asp-GluiRB 534)%), 37 CEDEIFE 1
AN, B ROBIAE 70°C RN S B ER, AAIRER. SR 2 (0.2 M NaOH, 0.1% beta
-Mercaptoethanol) FLfi| 15 mM OPAVE W - ¥ 80 pL/fLFIOPAVETRIMAN X Rk &R, IR A5 )G,
EREMNE 10 2% . B 100 pL/ALIE AW 96 FLFlat Black, % B #R MK 330nm, KEK
£ 465nm, HUE S IRE, I E- N 28 RICs.

=L IO
EAFAEY S GCPII B4 46t Syl DL RIS HEATINE , TS ICs W 1.
R 1. AW ICs1H

A4 ﬂ ICso (nM)
}T 6.232
7 o ‘COOH
HOOCANJLH’(C:)OH
a
oL,
142.6
7 0 ‘COOH
HOOC/.\NJLNIC\OOH
H H
g
N -+, »NH;
NI — OiNH
)) 1775
(o] 'COOH
HOOCANJLH COOH
j
o NHy
|:N NH
P 2422

7

HOOC’ N N COOH
H H
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2.833

ZT

: /ﬁ\ /[j“‘COOH

HOOC/A\” N~ >COOH

2.396

HOOC~,
[o] S V\Nﬂ

Q-./\>\1 /IK—N S COOH
NN

~COOH

1.518

4.135

PSMA-617

2.358
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WA 2. BEvEVESR AN &

{8 FHZE P8 1 (50 mM HEPES, 0.1 M NaCl, pH 7.5) Fit'& 0.4 pg/ml fIrhPSMAVEW, LK
40 uMIJERAIN-Acetyl-Asp-Glu. FrhPSMASRFI/N 3515 96 FLIR HiRA, (REFrhPSMATK
& [E E N 50 ng/fL, [FIN I ER G RE, /N 29K E Jy: 1 uM, 100 nM, 33.3 nM, 11.1 nM,
3.7nM, 1.2 nM, 0.41 nM, 0.137 nM, 0.045 nM, 0 nM. Jf- 1% B PSMA-617 1E A BH PE XS #E . B 40 pL/
FLEIThPSMA-/N3F5 40 uL/fL 40 uMIFIJERAIN-Acetyl-Asp-GluiR &35 5), 37CEDLIFE 1 /)
B, K OMAE 70°C RNk s aahER, AEHEEE. FHZMM 2 (0.2 M NaOH, 0.1% beta
-Mercaptoethanol) ALl 15 mM OPATA W - 15 80 uL/FLIJOPATEBIINN R NAK R, R 54125,
FERENE 10 2%8F . B 100 pL/ALIE SN 96 fLFlat Black, 38 ¥R MK 330nm, KE
K 465nm, BEHUE S HE, 8= R B4 RICs.

*2.
&Y ICsp (nM) 5PSMA-617 HLAE
PSMA-617 1.654 1.00
LIt 9 1.231 0.74
SEfE 11 13.01 7.85

HARZ R 1 Fron, W EEEseI ] LghE, X Eesia] 9 Bt &4 v Al 11 1)
WaE x, H, ey v B AR,

WRBI 3. AEWIRTE B E T

TN SRR R KIS A TG, W8 Ga FRiC LAY v L] 9) AT x (SEHER
11) 7EFAME LnCaP far 8 o B44 P 43 A1 1% D o

PRI ISR S04 2h, WiSARBESNY, 353 Randy, WAL, G, O, h. JF.
BB B . s L BN MERIR. K. BRER. MR, JeRREAZUEE, ERA y-i
O BT U ZUEAT O e B . D AR e A A /N RS R ZURIE 2% P 1 A A Lo [
BF, RS2 A RE S HER AR RS 100 £, BX 0.1 mL Tl o, 1EAARIERT 1%ID (RIS 2555 =1 H
32, Tyt B LRI E 1%ID bRAE R A PRE S s T 5 A A S R 1A
e v A AR BUNEAR HBOR PRV B B S 2GR ORGP0 1IH 47 b (%ID/g).

AR R 2 fin, S&RER, ®Gav (Ll 9) 78 LonCap MR HAREUE & =, 7F
~10 Id%/g, R BF. i B, HRSASURIEEIRM, W IR ®Ga-v (Ll 9)
XiF LnCap 8 B AT B UF ORI 2R - ©Ga-v CSEHER 9) MR EUEAL T “Ga-x (SLHEMH] 11),

WA 4. 2540 % B 1
4.1 **Ga-v(SE it 9)M - 3% 1
MR/ R SRR R IR S 45 2, 3T ©Ga-v(SEHEf) 9). PSMA-617 BEAT ML Z51R5) 1%
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W

£ H/NR YA ZS 50 uCi/100 uL, FE45245)5 0.083. 0.25. 0.5, 1. 2. 4h JEITARHEHR L,
N, FRE SRR S, R -
BGHAT B T FIRDR A2 R RE S AR R 100 65, B 0.1 mL T30 o, 1 FRHER 1%ID
(RIEZFHE N T 52 —), T y-iH s LIEIEIE 1%ID B Rl AR S s 4. ik
(KB 21 A A S MR R TSR VRV S 25708 OBGHEETHE0 . 19 43 H(%ID/g). M4 1L

AP AL 4 REhW, R T AU IRE AR

53

R LB H AT BB F1 2 B4
IR/ R T R TR 3 (n=4)

[ e

FHE

PCT/CN2022/116453

3.
Blood %ID/g BGa-v(SLitit] 9) %Ga-PSMA-617

Time/h 1 2 3 4 1 2 3 4
0.083 589 498 526 411 422 429 366 422
0.25 133 111 152 103 212 253 271 173
0.5 115 052 079 099 055 084 086 055
1 033 019 019 016 014 016 010 013
007 013 010 011 004 007 010 013
4 006 002 010 008 029 0.10 / 0.09

Gt LN P BRI T 4 (0-4h).

x4

ZIREH LA BGa-V(ELHEK 9)  ®Ga-PSMA-617
tin h 0.13+0.04 0.22+0.02
Conax %ID/g 5.06+0.74 4.10+0.29
AUC h*%ID/g 1.67+0.26 1.6620.14
AUCKF obs h*%ID/g 1.66+0.24 1.65+0.13
Vz_obs uCi/%ID/g 4.97+1.09 4.06+1.39
Cl _obs uCi/h*%ID/g 12.17£1.77 12.10£1.0
MRT 5 h 0.39+0.02 0.33+0.05

PAESEab st BEIR, ®Ga-v(SEHEH 9). ®Ga-PSMA-617 i3k A IE 8 /N B LB A0 P4 5
R A3 A 5 ML RS EAEEE SIS 0.25h A 1.25 +0.22%ID/g. 2.27 + 0.44%ID/g, FH R,

MRAEZERAN N 013 h (7.8 min). 0.22 h (13.2 min).

S Ga-v(SLtF] 9)7E/IN A A [ IR 22 A 0.13h (7.8min), HFRAHFZE M4 54 0.758h,
AL 5 ARG S AR I (), BOZ 2GS 3.9h FEABEHACH . 7 A R B L
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4h FIEESREARAGE S &R, ARCEEN Te=0.45 h % 5 MG RCEZIMGE N
2.27h.
4.2 FESTIRIGR =
L Bio-D A¥a A IEE, B H 2R AUC, W\ OLINDA 3fF, Apprf ks
(%8 SR O
RS NEBEERAFEGE S

mSv/MBq
Target Organ
BGa-V(L M 9)  ®Ga-PSMA-617  Lu-PSMA-617  Lu-V(IZHEH] 9)
Adrenals 8.50E-03 7.49E-02 2.43E-02 1.74E-02
Brain 3.99E-02 7.80E-02 1.38E-01 6.03E-02
Esophagus 3.77E-03 1.79E-02 3.39E-03 4.33E-03
Eyes 1.84E-03 1.25E-02 2.74E-03 2.21E-03
Gallbladder Wall 5.52E-03 3.22E-02 3.58E-03 4.67E-03
Left colon 6.87E-03 1.63E-02 4.60E-03 4.81E-03
Small Intestine 1.31E-01 1.00E-01 4 48E-02 1.73E-01
Stomach Wall 8.54E-02 1.91E-02 8.22E-03 2.73E-02
Right colon 3.43E-03 1.34E-02 2.74E-03 3.03E-03
Rectum 1.99E-01 1.83E-01 1.49E-03 1.91E-03
Heart Wall 1.62E-02 3.93E-02 2.41E-02 2.72E-02
Kidneys 3.54E-02 5.47E-01 1.47E+00 8.83E-01
Liver 2.50E-02 1.75E-01 3.15E-02 7.43E-02
Lungs 1.05E-02 1.21E-01 1.12E-01 1.95E-01
Pancreas 9.51E-03 1.86E-02 4.36E-03 5.14E-03
Prostate 3.77E-03 7.73E-03 1.23E-03 1.29E-03
Salivary Glands 1.81E-03 9.39E-03 2.18E-03 1.67E-03
Red Marrow 2.12E-03 2.11E-02 3.80E-03 4.16E-03
Osteogenic Cells 4.65E-03 3.14E-01 5.58E-01 6.52E-01
Spleen 5.13E-02 1.79E-01 9.86E-01 6.84E-01
Testes 3.51E-04 3.69E-03 5.04E-04 5.84E-04
Thymus 1.99E-03 1.16E-02 2.04E-03 2.83E-03
Thyroid 9.11E-04 1.08E-02 1.83E-03 2.41E-03
Urinary Bladder Wall 2.27E-03 5.54E-03 7.53E-04 9.14E-04
Total Body 0.496E-02 3.61E-02 2.91E-02 3.07E-02
Effective Dose 2.10E-02 4.68E-02 4.74E-02 5.46E-02

it EEAE, ®Ga-v(SZHEE] 9)MIXT T ®Ga-PSMA-617 Fa5HR I HI EBAK—fF, BA ¥
2z 4tk T Lu-v(SE ] o) s & T " Lu-PSMA-617.
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BURIZER A

1L —fa V) Fronfe S We 2557 sz i i,

T/®'R3

(N2

W. Y,
COQ
i f Rz
QO,C /K COQ

vy
o
Q 1% H H BRI, ik Hi
Ry B AMIHE H Hy Crg fidt, RIEXN H, ik Cr-y FedE i — 82 N HL
ﬁ%lzl P EUACEUR BUAR

Q. Ry Ry MYBER I AT LR AH [ BAS [F] F

Y & S 3O, ik O;

T 1 H-NR4(CO)- -NR; (SO;)-+ -NR4 (CHy)-;

RyIEH Hy Crg Bt 6-10 LA KL, BE 5-12 o5 3L, AR Ci-6 itk 6-10 Jur5 3t 5L
5-12 JOAR I HEAT AR — DB A U EE ] P U ECR AU

FARE 3-12 TTEEAIAHE, HApFHR 3-12 o& M A AT — a2 B G
P HUARECAR LA

Wk H 6-10 Ju A%, 5-12 Julf 43, Brik-10 joiFiE. 5-12 o R A STk g — A
B2 N EAREE ] P B B AR B s

ik BRI P& H C-Co bidh. 3. it FIE. i, -NRR;. AR, . -C(O)Ry-
-C(O)ORg. -S(O)Ri~ -S(O)ORy. -S(O)O)Ri~ -S(O)O)ORy. -C(S)Ry~ hEHE. FIL. C1-Co kit
A, C-Cofililfs:, Cp-Co ik, Cr-Cobidh, 3 % 10 UM AL, 3 £ 10 TR, 6 &
10 5. 5% 10 o5 5. 8 & 12 oS IEA 5 & 12 o353,

Ri« Ry & A7 H0E B SR FoFE . C~Co JitdE . C~Ce e A R MOk B &5 7
Ci~Ce Jiidit. C~Co fRKEIE . C1~Co R IE. FRHE. -NRR;, HH ARG, briadt,
REEFTIEBEE C~Ce Kk, WE. B, 3. -NRR;. EAL BRAC. BRI, k. &
e, C~Co i HE . C1~Co il Co-Co Mtk Cr-CoSiFE. 3 £ 10 JuIhkEdE. 3 £ 10 Ju
FRIREE, 6 & 10 JUIF A 5 A 10 Jo2R T B ) — AN B A U I B

vy~ zv g h FEHMLH N 0-6 [F84]

R3; 16 H H BUE 57,
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2. ARIEBCRE R 1 ik fI=AVO st B s L 2525 B a2 K 2L, irid T N-NH(CO)-,
AN 5-12 TR & ISR, fLik 5-12 oI & BB IR IAEE, %N 3 Ju/4 Ju. 3 JT/5
TG~ 3 JG/6 TG~ 4 T0/4 TG 4 TB/5 TG 4 T6/6 TG 5 TT/5 TG S TU/6 TG 6 TU/6 TOE BRI

> ﬁ"\*ﬁ > NE i § ﬁmf N—ii%j>
PR vl ;VQ\; \ VD WE) ‘ ch VA
s N , . 0
NOFSGING) ivGN; %@ OQ“’ L
ST : v o N s o
/EO\/ Nﬁ\ & . }LO\) ﬁ/ﬁo\) , %gwﬁﬁg)&@\/ Nggo

3 MRIEACRIESR 1 & 2 F TR R V) IR S e iz Brliesz i, Hidr,
W IE H 6-10 JuA 5, ks,

4. FAEACRE SR 1 2 3 F TR i (V) Frntb S el i 2g 2 Eariesz ish, Hid,
Y& Oo

S, AREEBCRIESR 1 & 4 T—TATRK (V) Prnfe G WEiZ2: Lz, Hip
Ry AT R, % H AT N He

6. MAEBUFIER 1 2 ST K (V) Prafe GWE S Bz i, HdhQ
HeH HEURYIER, Uik Ho
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