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L. i BB IR 2R 0 7, BUREIEAE T, Frik ik & an AP R

AR ) Foe R = b 22 S R R e 41 Cois BN AU , 8 AR FAI  / F R A A AR &
WIER N ERES-29 B, £5 2IH-Thr (tBu) -Phe-Thr (tBu) -Ser (tBu) -Asp (0tBu) -Tyr (tBu) -
Ser (tBu) -Lys (Boc) -Tyr (tBu) -Leu-Asp (0tBu) -Ser (tBu) -Arg (Pbf) -Arg (Pbf) -Ala-Gln

(Trt) -Asp (0tBu) -Phe-Val-Gln(Trt) -Trp (Boc) -Leu-Met-Asn (Trt) -Thr (tBu) -Wanghiflg;

SBR2) BLUUK Fr BrFmoc-His (Trt) -Ser (tBu) -Gln (Trt) -Gly-OHiERE R | iR5-29 1 EX

I b, s Fmoc 375 , f5 8H-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-Thr (tBu) -Phe-Thr
(tBu) -Ser (tB u) -Asp (0tBu) -Tyr (tBu) -Ser (tBu) -Lys (Boc) -Tyr (tBu) -Leu-Asp (0tBu) -
Ser (tBu) -Arg (Pbf) -Arg (Pbf) -Ala-Gln(Trt) -Asp (0tBu) -Phe-Val-Gln(Trt) -Trp (Boc) -
Leu-Met-Asn (Trt) -Thr (tBu) -Wang® g, k& , B PUlik i BéBoc-His (Trt) -Ser (tBu) -Gln
(Trt) -Gly-OHi&ER: & FiR5-29 Bk g |, 15 8IBoc-His (Trt) -Ser (tBu) -G1n (Trt) -
Gly-Thr (tBu) -Phe-Thr (tBu) -Ser (tBu) -Asp (0tBu) -Tyr (tBu) -Ser (tBu) -Lys (Boc) -Tyr
(tBu) -Leu-Asp (0tBu) -Ser (tBu) -Arg (Pbf) -Arg (Pbf) -Ala-Gln (Trt) -Asp (0tBu) -Phe-
Val-Gln(Trt) -Trp (Boc) -Leu-Met-Asn (Trt) -Thr (tBu) -Wang#/I§;

AUR3) KD RR2) 13 2 VIR IETR AR T DR B 5k M DIIRAS 20 i m IR ZAEL A 5

AP BRA) K2 B 3) 43 2 1 R UK o A & ) e A e g 2l 13 B 4l b

AURE) KD BRA) 13 B S T 515 20 B8 = IR 2R 2, SERR T Ak ;

A BRL) 5 p5 - 29 iR Fr B T BB g Wang S IE , AT 46 I IEFmoc - Thr (tBu) -
Wang i TR EARE 0.2 ~ 0. 5mmol /g s NI PR P EL ) Thr (tBu) AWang S TR LLBI 1 -
6:1;

TR BRD) AP ER2) v, R BRI iR S S RTINS SRR B BE JR L 1-6: 15

ABR2) h 1- 47 Br g s BE R HFmoc sk Boc PR, Hi s K M B PR 4738y = IR FRIEL
Ser K HIMEECR I AR FE, GIn R FH M (R 9758 = 2K 3L

2 ARIERUR SR LR Ty 3 HARHIEAE T, AR 28R D b, a7 W HOBE , HOA t 55
DICIYTE 5, 5Py Aop . PyBop 5 A LIRITIE 59 , skHBTU HATU 5 A U TR 10 5 ik A
FaZk A DIPEA \Et N NMMA ) — Pk £ PR & o

3 ARIERUR SR 2Pl Ty i, FURHIEAE T, A58 D) vhy, a7 U HOBt 55DT - CY
Hie.

4 AN ER 2R 5 i HURHAIEAE T, Fr R A ML A DIPEA (Et NEkNMMHH ) — ik J L
it

5 AR ZER TR Ty 7, BRI T, B AIBEIY SR I 711K FHDMF 6

6 ARSEAUN ZR TR 57, FURFEAE T, I PR 3 5L K UITR Hb e FH ) i) o =
TR S A ek AR FH R L = NSRRI 1, 2- £ il sl — Rl S LM 4

pas
= o
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—HER S MR R RHIE A

ARG
[0001] AL WIL K Z AR5 s WU, TSR B — PR Fy B ) £ B LA 20 7
5o

BEEEA

[0002]  fifsy I 25 (glucagon) s&—Fh HHRAE IR S o- 41 3 WA 3R, B 7 FH 29 2 TR
A R ELEE 20 I, PR JBE G R 22 ek ol i 2R sl i 22 B, S50 ZAHDN e, A o 19 N A
(IR FH L 195345, s IUM 25 i 20 B8 DUTE 1 BT 45 it o HEAb 22 5548 9 H-His' -Ser®-G1n®-
G1y4-Thr5-Phe6-Thr7-Serg-Aspg-TyIJO-Serll-Lyslz-Tylﬂg-Leu?4-Aspl5-SerﬂG-Arg17-Arg18-
Ala'?-G1n*’-Asp® -Phe*-Val®-G1n**-Trp™-Leu®-Met*" - Asn®®-Thr**-OH, 4> 11 4348511
(00031 fie iy 1B 252 — Fh LB 2 A 291K, 45 AL AEN S A J L S R R . 12
A5 1 A B e R R A RS AR /D o T FIICN1063795CHR I T F 2 il 2% i HIUAH 22k
B, R e B AL PRI RIS LA 7 Fi s IR 2510 75 75 % FICN103333239B4RE 1 —Fhil e
MWEZR A EAR S BT 1, %05 2 DA st HiE g g okt , # FRIEAR 5 Bl i 5 R AR e
T MK ER: B A Fmoc (RIPEEPN LR B 2K, fEaE ek #e b, ] T OO 2R PR 47
IR A TR G 12 % PR SR BORTT IR A A TR B NS SR TR
(R IRLEL, AT BE IR & TR o SRR S RIS, S TR 5 R 2 K&
il SN R R B N e By DA & R gt — 20 R H T OB R PR3P R BRI 28, LT
ST AR , DU PR 47 ZIRE ) — PR SR S R IR , M A 1l S AR B v, N T2 I
JC Y H ) AT AR, AR T AR

[0004] 77 H., Nig A ) LN SE R OE B, BB E B R N, 4 — A2 5 R ) [ A
B AR R, FR S BN SR, 1 B S e R, ml SN R ZS | X A P BRI R SN 22
R XFEEE S iR T e A e MRS AN AR UG, AR LA S SRR B 1
MERE AR, 10 LA AR S , 1% & R AR I A BRI AT R X 2 )R

LIRS

[0005]  AF YTk, JF A —Mh G 155 i A it /D FL 29 AR (R I s TR 32 1 25 00 71
Or ISR N SSIAR  H I A AR A M R 5 -

[0006]  —Folifige = LA 2= il 257 v, B0

[00071 LRI F2 My A1 M FHIEIAH & Bk B 425 -29 4 B, #43 H-Thr (tBu) -Phe-Thr
(tBu) -Ser (tBu) -Asp (0tBu) -Tyr (tBu) -Ser (tBu) -Lys (Boc) -Tyr (tBu) -Leu-Asp (0tBu) -
Ser (tBu) -Arg (Pbf) -Arg (Pbf) -Ala-Gln(Trt) -Asp (0tBu) -Phe-Val-Gln(Trt) -Trp (Boc) -
Leu-Met-Asn (Trt) -Thr (tBu) -WanghJig.

[0008]  UR2) BiPURK B Fmoc-His (Trt) -Ser (tBu) -Gln (Trt) -Gly-OHiERe & FiR5-29
Fr B IE |, i Fmoc 375 , 45 2JH-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-Thr (tBu) -
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Phe-Thr (tBu) -Ser (tBu) -Asp (0tBu) -Tyr (tBu) -Ser (tBu) -Lys (Boc) -Tyr (tBu) -Leu-Asp
(0tBu) -Ser (tBu) -Arg (Pbf) -Arg (Pbf) -Ala-G1ln (Trt) -Asp (0tBu) -Phe-Val-Gln(Trt) -Trp
(Boc) -Leu-Met-Asn (Trt) -Thr (tBu) -Wang#Jig.

[0009] &k, B PUjik i EXBoc-His (Trt) -Ser (tBu) -Gln (Trt) -Gly-OHER: & FiR5-29)
BEIKAIE |, 73 %8)Boc-His (Trt) -Ser (tBu) -Gln (Trt) -Gly-Thr (tBu) -Phe-Thr (tBu) -Ser
(tBu) -Asp (0tBu) -Tyr (tBu) -Ser (tBu) -Lys (Boc) -Tyr (tBu) -Leu-Asp (0tBu) -Ser (tBu) -
Arg (Pbf) -Arg (Pbf) -Ala-Gln (Trt) -Asp (0tBu) -Phe-Val-Gln (Trt) -Trp (Boc) -Leu-Met -
Asn (Trt) -Thr (tBu) -Wang#Jig.

[0010]  PER3) MBI PR 473 M UIITR A 2 ks IR ZpELA , 2220k kT e 45 20 B I
R 2l .

00111 PESNak , PR 5 k5 - 29 B v Bl T IE o Wang b4 i , FL 4046 KA T
Fmoc-Thr (tBu) -Wang# ISEVACE 40.2 ~ 0. 5mmol /g

(00121  {E Mk, 22 EE2) fh VUK Fr BEFmoc-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-OHik
Boc-His (Trt) -Ser (tBu) -Gln (Trt) -Gly-OH, ARG T A J L2 3R Fe Xk DAZE B2 [n) 7
KeHis B eSS BT IR

[0013]  fESN{ak, BB 1) AR ER2) rh Al OB IBE L7 O HOB t HOAt S DICIIE ¥, 5k
PyAopPyBop S5A MR 54, skHBTU HATU S5 A MU TR 590 - Forp A A UARISE FIDTPEA |
Et,N.NMMHH )t BEACE U HOBt S DICHIEH & o

(0014 st A5 BE3) Fh T PRI R T = S R TR , = S
kbt Ky, 1, 2- Sl , K5

[0015]  HEShftak , SR LL I — 3 LR R Ik - 2K - 1, 2- £ ks : /K =90:5:
3:2,

[0016] A LHIAHLLIA A S, RALL TR st .

[0017]  FERFFERE AR PR ERATT AN, Ao [l A 22 7 20 K 5 B SRS 15 B8 Mok v I 3R 110 o) 7
MR Gy I, S SRR AT AR R R A s (RO B PR A, T B s i
BRI B0 3 KSR A1), Hi s o7 5 AR T4 e 2 o 2 3 00« 5ot T 4l o At
(I T3 125 M doc 28 B H R 28 Jo 47 T B AN o AR R IR 25 A ) L S R R 1 4
R R s I s s O T B TR, B A Bt ot P KO M A DR IHE A S BH 220 200K 4 11
I, R T AR D 45 - 29 ) By, FPREL -4 BefE DU, FFEIAR & i a4 21K
Bhrp o 1-4 5 BT E N UG G WR] , AR R A7 i 2 BT B 1 2 A6 BHM ST s At I DA
i), T REE T %40 5 1 g T e 2 o TRl o [T, (o FH L -4 5 Bera UK, e B m] DAE I T
SR JD T BSOS o« BICHE 5 INA B AL I 7, OB T 2580 sl BE bR, /I S R
D AT m LAV R AR

AfFxiernR

[oo18]  AKBASKIE] A T T — s IR 2= RO ) 25 5 7 o ARTUER A BT LA A
WA, P TR BOT A B 5 25055 L 2 28000t R 5 2 ha tR 0, A 26U
BHRIBES ARG BN SRS 1 2 W, BRSSO AR A I A
5k B el B S e B EA T 1t ARG AR B R AE AN B A N A RS RRTE

4
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PN AT AR 1 5 A el sl sl AR 5 S 20 1, SR ST A A IR AR

[0019]  SjEdhil :

[0020] RSB AT FHEORTT & -

[0021] 581 o LB o= 1A 22 7 H0 0) T [ AR 5 sl ik AN 455 - 29 4 B, A3 BIH - Thr
(tBu) -Phe-Thr (tBu) -Ser (tBu) -Asp (0tBu) -Tyr (tBu) -Ser (tBu) -Lys (Boc) -Tyr (tBu) -
Leu-Asp (0tBu) -Ser (tBu) -Arg (Pbf) -Arg (Pbf) -Ala-Gln (Trt) -Asp (0tBu) -Phe-Val-Gln
(Trt) -Trp (Boc) -Leu-Met-Asn (Trt) -Thr (tBu) -Wangi .

[0022]  HL{Aktth , A A B AR 22881 5-29 4 B I & a5 1508 - KFmoc - Thr (tBu) -0H
EjWang M IEIRIBAF 2 Fmoc - Thr (tBu) -Wanghtf g . Horpr, BB 0h 2, 6 - — S8 FH e
e .

[0023] B &M, KiFmoc - Thr (tBu) -OH 5 Wang bt 57 75T DOMHR i, IINILERE 52,6-
SR B RY o

[0024]  fE Nk, Wang Bt /IE S Fmoc - Thr (tBu) -OH. 2, 6- — 52K F RS2 I IE (1 BE SR b M
1.2:2.4:4.8,

[00251  E g ffeade , AIDE SN IS5 1 2 S R 3he

[0026] [ iAMEIDE S I 45 TR, SR 4k FHDME S FR S DMF L FRE e 56, B0 T A3 Fmoc -
Thr (tBu) -Wang fI5 . #% M U0H 227 71, B MDA B 4 (R 97195 - 29 B BB JTiH - Thr
(tBu) -Phe-Thr (tBu) -Ser (tBu) -Asp (0tBu) -Tyr (tBu) -Ser (tBu) -Lys (Boc) -Tyr (tBu) -
Leu-Asp (0tBu) -Ser (tBu) -Arg (Pbf) -Arg (Pbf) -Ala-Gln (Trt) -Asp (0tBu) -Phe-Val-Gln
(Trt) -Trp (Boc) -Leu-Met-Asn (Trt) -Thr (tBu) -Wang /g

(00271 FLrpr, BRI SR G yHOBt \HOAt S5 DICITITR 54, 5cPyAop  PyBop S5
(IS, skHBTU HATU S5V 5 o, A AT UaZE F DIPEAVEt N NMMHR ) — T o BEAC G
JWHOBt 5DICHIH 5 -

[0028]  {EMffut, 2 3R SSHOB L DICIH BE/REE L 10 1, Rl B BRI iR (I S DA B — i
TR0 W KA SN 28 11 o QAR IR JC a5 B, SRR s B e 45 B R i, I 3o
RGeS, T AR

[0029]  FIE2) B PUfik Fr B Fmoc-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-OHikBoc-His (Trt) -
Ser (tBu) -G1n (Trt) -Gly-OHM4E 2 | uk5-29 Bkl | o

(00301 Forfr, FaRfHIBE SN AAEYEG 7] U HOBt \HOAt S5 DICH)TE &40, 5Py AOP . PyBOP i
(IS, skHBTU HATU S5V 5 o, A AT LaZE I DIPEAVEt N NMMHR ) — Tt o BEAC G
JMHOBt S5DICHY4H A o

[0031] [ oA P RR AT oA P SN DA B — 32 0014 O R B R 25 5 o Qi R JIB €z
MR RN 5E 4 s IR, MR RN AN TE 4, 7 PRI o

[0032]  #fii FHPUNK Fr EeFmoc-His (Trt) -Ser (tBu) -G1ln (Trt) -Gly-OH, N T4 R 72 Al S
I ERFmocfR 4P .

[0033]  PIR3) WM PR 473 M U ITR A 28 ok s IR 22 UKL, , 228l R T e A3 2B
A ZE 2l

[0034]  FL{AcHh, K4 OR3P 11 g s un 22 IR IR D N 2 B il e i b b SO, B0 52
JE b 8, B SN IR TR NG RN T HIN bk E, 0 H 1 e i AT H B v UH ZORELK , 20
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K BRI, 15 BN TS AR FR CRRPEG B0, B =R, i Ja B2 64 280 JR e A 20k

HHo

[0035]  {E Nk, P EE3) Fh AT IR 4 R A0 =0 TR , Tar o ik, 2R FH R, = S phy 2
fEbe, KWy, 1, 2- £ s, /K JUMRO AL S 32 ek, 24 bb ok =S R -
R K 1,2- £ g JK=90:5:3:2,

[0036]  {ENffids, PER3) Fh T IO KON B 0-40°C |, BEAR M 10-35°C o

[0037] RSNtk , 2P EE3) Wi I VDI S SR TR 2-Th, B y2-4h.

[0038] RSNtk , 2P EE3) W R I &tk 5 0 il & ohE (s

[0039] NS5 G SE, dE— 2 AR A A .

[0040] S RAUM ZER AT T 6 4R S 0SS R

DIC R T
[0041] HOAt 1-FR -7 SR I F = 5
HOBt -2k A =
HBTU O- 2R 3 = J e U FR B Jl 7S o 1R
HATU 2-(7-SE A I =) -N, N, N N'- Y PP 2 I 7 9 Tk P i
PyAOP (3H-1,2,3- =4 3 [4,5-b]Htk g -3~ k) —- 1 - gt Jo e 836 7 o 1 79 2
PyBOP 75 TR I 2% e = - - A = g e L
DIPEA N,N-" R
NMM N-FP gy npf
Et:N B
[0042] DMF N,N- " 2k R e fr
DCM RS
Trt o B
tBu BT Ik
OtBu BT A
Pbf 2,2,4,6,7-11.F H — S 2R IR g -5 - Tl 19 B
Boc BT E A

[0043] =451 BUARE /0. 23mmol /gfyFmoc - Thr (tBu) -Wang SRl 5

[0044]  FREVHVAC)E A0. 79mmol /g2 I Wang B IE50. 00g , Fmoc-Thr (tBu) -OH 9.41g,7E
B R IINDOMPS AR , FE NN A T2 R AUMEIE 7 . 65mL , i fr 2 M2 NN 2, 6- SR H S
6. 78mL, Fi SOV 3hJi, FEAE R S N, 2 SR, FHDMFPE 32K, PR B 746 LR, DME
P3P B 1 3R, fh A 7 e B8 145 2 Fmoc - Thr (tBu) -Wang B g, A0 01 B
“50.23mmol/g.

[0045] =452 BV 0. 41mmol/gfFmoc - Thr (tBu) -Wang ARl 5

[0046] BRI 40.79mmol /g% I Wang 550 . 00g , Fmoc - Thr (tBu) -OH 18.83g, &

6
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B e IINDOMES e , FEIINA Yt T2 B R AUNEE 15 3mL, i Jr 22 M N2, 6 - SR H e S
13.56mL, it HE SOV 3h i, S688 2 SOSAE R, il SN, FHDMFSER 32, FHEEBE I 12, DMF I
PE3UCH T FHBE e 32, Al T 71 5028 T84 2 Fmoc - Thre (tBu) -Wang S5 , A8 AR
50.41mmol/g.

[0047]  SEABI3 : HUACE 0. 50mmol /gy Fmoc - Thr (tBu) -Wang #5114l 2%

[0048]  FRHWEVALE M0, 79mmol/g[f)as A Wang#I550.00g , Fmoc - Thr (tBu) -OH 47.05g,78
EIa IINDCMIA A, B INNA Y 1 T 2 B MM e 38 . 26mL , i 212 N2, 6- SR HI 5
33. 9L, FHE SN 120, RS 2 SON AT HP, 25 S R, FHDMESE 3¢, HHEEHE 3 1K, DMF B
P3UCH T FH BB 32, Al I 71 32 T 1845 2 Fmoc - Thre (tBu) -Wang i , A8 A
“50.50mmol/g.

(00491 =454 :5-29 Fy BRIk # iEH- Thr (tBu) -Phe-Thr (tBu) -Ser (tBu) -Asp (0tBu) -Tyr
(tBu) -Ser (tBu) -Lys (Boc) -Tyr (tBu) -Leu-Asp (0tBu) -Ser (tBu) -Arg (Pbf) -Arg (Pbf) -
Ala-Gln (Trt) -Asp (0tBu) -Phe-Val-Gln (Trt) -Trp (Boc) -Leu-Met-Asn (Trt) -Thr (tBu) -
Wangd I 25 o

[0050]  FREWHUARE 0. 41mmol/gfJFmoc - Thr (tBu) -WangfI§67 . 1g (27 .5mmol) , JIAZE
[ AR SN AT R, FHDMFSER 22, 1 FHDMEZS AR IE L . 5ho DI = A5 TR AR 20 96 WIRIE [IDMF
RIS 30mi nfiit 2 Fmoc PR 47 o S 25 I PR 5798, TR INDMF P i IS5 2% B HX49 . 2g Fmoc -
Asn (Trt) -OH (82.5mmol) ,11.1g HOBt (82.5mmol) , % F-DMFH, JK/KIE N UIN12.8mL DIC
(82. 5mmol) J& A 10min e I AR N A FR , 2= SN o DA BT — i A 4 i SR 28 5o S
IS 25 SRS Fh T SN, IINDMEYE AP I3 UK o A R SR Fmo e PRI I NAH R S8 IE TR 1
IRIR P B , e Fe k= TR B , A Coif BNy (R AR SE A5 - 29 v BRFIIBG , S R S5 TR i FH =A%
PRI 20 9% WK IE FIDMEIA IR SR 30mi nffi 2 Fmoc PR3, FE I NDMEF e A IE5 2K, FHRZ WA
25, RIS T 435 - 29 4 BRI -

[0051] =455 1-4PUfik Fr B¥Boc-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-OHf & #2

[0052]  BREXSLADI4 A3 2 [15-29 7 BOAIR2 . Smmo 1, HIN R [ AHS S ATEH, FHDME 52
R, I FHDMEE KA IS 1. 5ho FREX13.34g Boc-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-OH
(12.5mmol) ,1.68g HOBt (12.5mmol) , & F-DMFH, k7K R AIIANL.95mL DIC(12.5mmol) I
P 10min = N AR SRR H 2300 SN o DA = A 04 7 S R 258 r51 o IR 25 o il 1
SRR, IIANDMF LR IR, FHEE WO , TR B2 T 431 - 29 5 BRI -

[0053]  =256: 1-4PUJtk Fr B¢Fmoc-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-OHf &£

[0054]  BREXSLADI4 A3 2 [15- 29 ) BOUAIR2 . Smmo 1, HIN B [ AH S S AEH, FHDMEE 52
K, T FHIDMFIA KPS EL . 5ho MW 14 .87g Fmoc-His (Trt) -Ser (tBu) -G1ln (Trt) -G1ly-OH
(12.5mmol) ,1.68g HOBt (12.5mmol) , & F-DMFH, k7K R AIIANL.95mL DIC(12.5mmol) I
P 10min = N IR RSAE H 2300 SN o DA = A 0 4 7 S R 258 51 o SR 25 o il 1
S SEIRL, IMNDME P TR 3 2K o =A% A IR AR 20 9% WK IE [¥) DMEYA IR SN 30m i nffif A Fmoc
ORI, FLIINDMF BB IR, FHBE WO , a2 T 431 - 29 4 BRI -

[0055] =257 1-4PUfik Fr B¢Fmoc-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-OHf &£

[0056]  BRELSLADI4 A3 21529 7 BOUAIR2 . Smmo 1, JIN R [ AH S SAEH, FHDME 52
K, FE HIDMEIE KA S . 5ho #REX 14 . 87gFmoc-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-0OH
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(12.5mmol) ,1.70g HOAt (12.5mmol) , & TDMFH, JK7K¥ R AIANL.95mL DIC(12.5mmol) I
e 10minfe PN A BN A FR 230 SN o DA B = A IS T IS 7 25 0 o SO 485 e il 1
S SEIRL, INNDME A R 3 2K o =A% A IR AR 20 9% WK IE ¥ DME YA IR SN 30m i nffif A Fmoc
ORI, FEIINDMF LB IR, FHBE WO , a2 T 4531 - 29 )5 BRI -

[0057] =258 1-4PUJik Fr B¢Fmoc-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-OHf &£

[0058]  BRELSLAZI4 #3215 29 7 B IR2 . Smmo 1, JINFI [ AH S SAEH, FHDME 52
R, I HIDMEIE Ik 51 . 5ho Bl 14 .87gFmoc-His (Trt) -Ser (tBu) -G1ln (Trt) -Gly-OH
(12.5mmo1) ,6.52g PyAOP (12.5mmol) JINMIAGHT, JINDMEFAAARE 44, 43 £1:5min 5, 3 I
4.08mLDTPEA (25. 0mmo1) %3kt SNV o LA B = F 7240 04 7 S 7 25 i o S5 N 68 B I il 1 s i
T8, IINDME B AR B 32K o FH = FE AR B A FR 1) 20 % WRE I DME 595 5 7 30mi nfli K Fmoc fR 47,
FEIINDMF B IES K, HHBZW A , BB L2 TR 415 1 - 29 B I

[0059] =259 1-4PUJik Fy B¢Fmoc-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-OHf &£

[0060]  BREXSLASI4 32 [15-29 v BOUUAIR2 . Smmo 1, HIN FI [ AH S SATEH, FHDME 352
R, I HIDMEIE Ik 51 . 5ho Bl 14 .87gFmoc-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-OH
(12.5mmo1) ,6.50g PyBOP (12.5mmol) JIANMIAGHT, JINDMEFAAAE 44 , 45 £1:5min i, 7 I
4.08mLDTPEA (25. 0mmo1) %3kt SNV o LA B = F 7240 04 7 S 7 25 i o S5 N 68 B I il 1 s i
T8, IINDME e AR B 32K o FH = FE AR B AR RR 1) 20 % WRE 1) DME 7595 5 7 30mi nfli K Fmoc fR 47,
FEIINDMF B B K, HHEZW A , BB L2 TR 115 1 - 29 B I

[0061]  =24510: 1-4PUjik Jr EFmoc-His (Trt) -Ser (tBu) -Gln (Trt) -G1y-OH[R) %R

[0062]  BREXSLADI4HHAZ 2 [1)5-29 v BOUAIR2 . Smmo 1, HIN R [ AH S SATEH, FHDME 52
K, HIDMFIE Kk IEL . 5ho #riX14 . 87gFmoc-His (Trt) -Ser (tBu) -G1ln (Trt) -Gly-OH
(12.5mmol) ,4.74g HBTU (12.5mmol) JIAMEH , INDME 5 gk B 4% , 43 4+ 6minf , 4 1
4.08mLDTPEA (25. 0mmo1) %3kt SNV o LA B = F 7240 014 7 S 7 25 i o SN 68 B I il 1 s i
T8, IINDME e AR B 32K o FH = FE AR B AARR 1) 20 % WRE 1) DME 5945 5 7 30mi nfli K Fmoc pR 47,
FEIINDMF B B K , HHEZW A , BB L 23 TR 115 1 - 29 B I

[0063] =511 1-4PUjik JrEFmoc-His (Trt) -Ser (tBu) -Gln (Trt) -G1y-OH[) R

[0064]  BREXSLADI4HHAZ 2 [1)5-29 v BOUAIR2 . Smmo 1, HIN B[ AHS S AEH, FHDMEE 52
K, I HIDMEIE Ik 51 . 5ho Bl 14 .87gFmoc-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-OH
(12.6mmol) ,4.75¢ HATU(12.5mmol) JIAMEH , INDME ik B 4% , 43 4+ 6minf , i 1
4.08mLDTPEA (25. 0mmo1) %3kt SNV o LA B = F 7240 014 7 S 7 25 i o SN 68 B I il 1 s
T, IINDME e AR B 32K o = FE AR B A FR 1) 20 % WRE 1) DMF 7595 5 7 30mi nfli K Fmoc fR 47,
FEIINDMF B IES K, HHEZW A , BB L2 TR 415 1 - 29 B I

[0065] =512 1-4PUjik B Fmoc-His (Trt) -Ser (tBu) -Gln (Trt) -G1y-OH[R) %R

[0066]  BRELSLADI4 AT 21529 v BOUAIR2 . Smmo 1, JIN FI [ AH S SATEH, FHDME 352
R, I HIDMEIE KA 51 . 5ho Bl 14 .87gFmoc-His (Trt) -Ser (tBu) -G1ln (Trt) -Gly-OH
(12.5mmo1) ,6.52g PyAOP (12.5mmol) JIANMIAGHT, JINDMEFA AR 44, 43 £1:5min 5, 7 I
2.75mL NMM (25 . 0mmol) ==t S W7 o A B = A M T S N7 25 5 o SN 25 SR il T SN IR
DINDMEPETFA B3I o FH =15 AR AR 120 % WRIGE [ DMFIA IS 57 30mi nfiii 25 Fmoc 47, F-
JINDMF B IBS K, HHBEWS 4 , B IE B 2 T 415 1 - 29 B T
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[0067]  =2f513: 1-4PUjik Jr EFmoc-His (Trt) -Ser (tBu) -Gln (Trt) -G1y-OH) %R

[0068]  FRHENSLAAI4HAT RIRI5-29 v BKA IS2 . Smmo 1, HIN S [EIAH S AT, FHDMEF e %2
K, FE HIDMEIE KA S . 5ho #REX 14 . 87gFmoc-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-0OH
(12.5mmo1) ,6.50g PyBOP (12.5mmol) JIAMIAGHT, JINDMEFA AR 44, 43 £1:5min i, 7 I
2.75mL NMM (25 0mmol) ZE ik SN o DA BT — FRTEAS I BT IS R 2 5 o SN 25 o il BRI
JINDMEPETFAR B3I o FH =15 AR AR 120 % WRIGE [ DMFIA IS 57 30mi nfiii 25 Fmoc 47, F-
JINDMF B IES K, HHBEWS 4 , B MIE 23 T 415 1 - 29 B T

[0069] 5514 1-4PUfk FrBEFmoc-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-OH[)&ERE

[0070]  BREXSLASI4HHA3 2 [15-29 7 BOUAIR2 . Smmo 1, HIN F [ AHS N ATEH, FHDMEJE 52
K, I HIDMFIE Kk IEL . 5ho #riX14 . 87gFmoc-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-OH
(12.6mmol) ,4.74g HBTU(12.5mmol) JIAMIEH , IINDME 5 fige B 4% , 43 4+ 6minf , 4 1
2.75mL NMM (25 0mmol) ZE ik SN o DA BT = FTEAS I BT S R 2 5 o SN 5 e il BRI
DINDMEPETFA B3I o FH =15 AR AR 120 % WRIGE [ DMFIA IS 57 30mi nfiii 25 Fmoc 47, F-
JINDMF B IES K, HHBEWS 4 , B IE B 23 T 4015 1 - 29 B I

[0071] 52515 1-4PUfik i BEFmoc-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-OH[)&ERE

[0072]  FRENSLAAI4HAT 215 - 29 v BOIRA IS2 . Smmo 1, HIN S [ AH S AT, FHDMEF e %2
K, I HIDMEIE KA 51 . 5ho Bl 14 .87gFmoc-His (Trt) -Ser (tBu) -G1ln (Trt) -Gly-OH
(12.6mmol) ,4.75¢ HATU(12.5mmol) JIAMEH , I NDME i B 4% , 43 4+ 6minf , i 1
2.75mL NMM (25. 0mmol) ZE ik SN o DA BT — FTEAS I BT IS R 24 5 o SN 5 o fili - BRI
DINDMEPETFAR B3I o FH =15 AR AR 120 % WRIGE [ DMFIA IS 57 30mi nfiii 2 Fmoc 47, F-
JINDMF B IBS K, HHBEW 4 , B IE 2 T 4015 1 - 29 B T

[00731  SA516 « J vy TN ZREL S IR PO 1) 25

[0074] B fhl6H] 25105 .10gH-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-Thr (tBu) -Phe-Thr
(tBu) -Ser (tBu) -Asp (0tBu) -Tyr (tBu) -Ser (tBu) -Lys (Boc) -Tyr (tBu) -Leu-Asp (0tBu) -
Ser (tBu) -Arg (Pbf) -Arg (Pbf) -Ala-Gln(Trt) -Asp (0tBu) -Phe-Val-Gln(Trt) -Trp (Boc) -
Leu-Met-Asn (Trt) -Thr (tBu) -WanghtJg ¥ T 2@ S M as b, LA 15mL/ g IE I LL I IIN S
B (CICIR/ 1, 2- C T/ 151 A ik / 4093 /7K =87 .5/2.5/5/2.5/2..5) Zili i+ 3h. [T
PR D SR B8 ORI, PR H DR TRAR 3R S TR ISR E HA 11
ToKCER B U TTRE , FHTC/K BRI 3IR , BL25 545 B0 FE A BB s Uk 2R AL Ik
2.90g,HPLCAE 452.45% .

[00751  SIAB17 « J v TN ZoREL S IR PO 1) 28

[0076]  Bafhl6fh 25115, 10gH-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-Thr (tBu) -Phe-Thr
(tBu) -Ser (tBu) -Asp (0tBu) -Tyr (tBu) -Ser (tBu) -Lys (Boc) -Tyr (tBu) -Leu-Asp (0tBu) -
Ser (tBu) -Arg (Pbf) -Arg (Pbf) -Ala-Gln(Trt) -Asp (0tBu) -Phe-Val-Gln(Trt) -Trp (Boc) -
Leu-Met-Asn (Trt) -Thr (tBu) -WanghtJ5 ¥ T 2@ S N as b, LA 15mL/ g IE I LL I IIN S
WA (CIOIR/ = N /7K =95/2.5/2.5) il fit P 3h o RN H e R, e
SEVEIR , PR DR TRABR 32K, K5 I IR BRI N ZE P TR K Sk b, BLOW SR IT
UE , MJC/K Sk B3 UK, F02s T 45 2 kT4, BB =0 i w2085 Ik2 . 70g , HPLCAE B2 N
39.20% o
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[00771  SA518 « Jirms TN ZREL S IR PO 1) 2%

[0078]  Bafhl6f£51105.10gH-His (Trt) -Ser (tBu) -G1n (Trt) -Gly-Thr (tBu) -Phe-Thr
(tBu) -Ser (tBu) -Asp (0tBu) -Tyr (tBu) -Ser (tBu) -Lys (Boc) -Tyr (tBu) -Leu-Asp (0tBu) -
Ser (tBu) -Arg (Pbf) -Arg (Pbf) -Ala-Gln(Trt) -Asp (0tBu) -Phe-Val-Gln(Trt) -Trp (Boc) -
Leu-Met-Asn (Trt) -Thr (tBu) -Wang# /5 e T-24ff S N s H , DA 15mL/ g b g1 B B N R4
WA o CR /R R/ 2K /1, 2- £ g =90/5/3/2) i i hf:3ho SN IR TR
LI W B ISR, I IB BT /D R TRAYE I 3 UK, 5 I e BTN ZE P4 oK S ik B
DM DTTE , HTC/K C IR 3, 3023 T 1A 280 [ 44k , BRI = I b Z0kEL S IR 2 . 93¢, HPLC A
JE 148,24 % o

[00791 DA 1 Sty bl W - T 335 BB AREAS 2 I 5 1 M H A0 U AR B M iR H 4
TAEORAUIE ) E 8 HARN GO, AE A AW BRI R £2 &,k AT RO AR IR T
A T BB , XS Bt 7 AN WA ZER I AR APTEEIN -

10
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