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] B o 1% 77 LA i 2 Sym1inth &, T 20055 3R /G FDA R HLAE Ty 97 128 A2 2 4 PR 9 « 1%
7 it WA AR BT — /NI AR =R B T it DA S5 48 I R4 ) o i IR AE R 1t pH T B 1
I H A IR N AE U pHK -5 . 5 JR -0 . 7E B FIUS 5,686, 41 1H IR 7 A4
[0011] Rl , 24 ARLE Fh P pH R BC I, iZ 2R R R e M7 T A RE & N

[0012] 24 Mk, I3 A 7 kR e NIETE 2=, DA L & 2597 b o SR T, X T B R
1o NP5 3K R 3 R A B EOKs A2 8 R o BE A 7E A itk pH I TE i SRA A B ke 2= 52 1R i )
LA A R o

[0013]  WbAb, 20 75 B i it FH FRE 25 JHRVE 3 SR A BRBRE 22 32 1 BBl 77 LA B 2 i Jie
I, BE S AE KV R IX TR R TR A R 2 A A 1) o XK 75 mT DA — 2D B A
DRI T Pl 2R E B A i . Tt i S [R] 43h , DA A I IR

[0014]  SRTf, %5 FE R H T b 2= Aa o PE R SR R , 88 3 5 2R VA pHE U A MR I — 5, R
AT BESRAFLE VA AA M RNAS E 1 J7 THI G A2 24 0 B3R 1) /K o

[0015] At , ROCHE¥) % F) HH i5US2016/0010024 & T —Fh4 , 1% 52 60, 2 P AN B i e 77
a5, LAE BR 08 R FH SR AN B2 7 2 B 3 () it IR PR RIS SR % % RN A AR R AE I R R IR
T PR PR R 1 ) R, AV R TR G X R PR R A4S T AR T 3 B & — AN A7 2R Y
IR EA

[0016]  XERISIH % FIHI1EW02013067 0224 1 — s FH A HLVE 71 4R 85 7K SR At e ke 2= 11
Fe g M R G 55 I 5 2 (%) AR5 P TG 1T I R 7 58 o YRR AR AT A ke 1 A 1tk ) R, R {ef
FHAE WL TR BT 08 JR 98 S5 3 e 2 A PE D ThI 1) ) A, FF LR IE R T S bR e T35 B
TE BT VB 5% S R 38 28 70) J7 T 1) B2 1 1) R

[0017]  NOVO NORDISK[H % | H1i5W02007 1047864 AR 1 — Fii i Vs InfiT 4 B H i i H
TH R 0 A S R I A H U R H il (DMPG) ) 8 i R s i 22 ARk (— b g iie 25 004)
IR B 28 BB 5 3 SR AR 7 58 75 A8 FH K B (I DMPG, X 1] B 2 16 it J=) 3B 52 14
77 T P4 18] 5. 4k, DMPG 2 S 3 & WD A2 0-4°C T 25 T B A 6 22 1 4 B R o 1k, 2 o iy
W02018122278H1 FTik o

[0018] AN HH & A BT A0, I A A N B0 T VAR K VA T P A A A N 5 RN i v
B E R RSN B =R, LUE S e B

[0019] P&k il 35 pH AN JiR 21 A2 345 3 T e 28 A 22 MRK A Ak M pH R 1 254
I B A, AR 8 B v 28 B 22 MR 5 At 5 M 2 P i 4 R A R B B S 1)
5.

[0020]  ACHITE AW R, & NARF 2 , iR A 2 B L R AL PR 7E6 2 811 H MEpH T A2t
SE R 25 EUE RS2 B sh AR Bl e 2 A A - bR b, B SRR AR LR &
FERRZH A I IRE 3R SR VE 252 AR BN 71 B 22 SR 2H 5 It I (8] SR I H 19 ) & e
PR, XX T 249k BAAEEE .

[0021]  AHIiE NI SR, iR A B 1) 3L 3R S B IR gt — 2D 1145 ] LIRS A0 5 B g
7 DL R JBRE 2 TR 2 S AR BB A B E = R A A, iR 46 V)2 s i 3 B A
A s JE LT Fa e T .

[0022] & & 1 ol R RS S R 1) o B 5 VA B A PR 3% 2R T (W FR A ThT) &2 iR 4F 4 7
P o 127 2845 0] LAAE R DITE 120 SR P R B RT3 e 2% A1 1 i a0 = 2 Y %) 4 ke & )&

12
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ZFAETY SCHT B P AR o AR 48 A BH 1 2H 6 WA R A 4 T B B3 AR BH B A T BB 1Y
pH I (I JRVE 2R JRVE 28 32 AR 8 77 BRBRVE 22 AR T AR

[0023]  #R¥EA K B A& PIAE BT 75 pH N R H A N30 = M B AR e P AT IR i A 22 A2
ETE

[0024]  FE— ALt T7 B, AR W S —Fh B RS KE ORI H A, Horh pH A H
6.0%88.0, ZHAEWHEEE/D:

[0025] &) JERVE 3R JHRIE 25 S AR Bh 771 BUERE 2R 5

[0026]  b) w7 A FR R AR F Aif A1 22 2 — MR HE AUX I i 7K - Hy 1 3 SR R R, ik L 2R ik
R H AR TR R TR

(00271 [Q (PLG)«] [Hyl;[Hyl; =TI

[0028] H.i.

[0029] -j=1;0<j <n 1Hj+j =1,3 Hk=2

[0030] PR 4 A IR LR A RIR A 20— DBk -Hy R R B A7 B 2/ W
Sk 2 /D T U S R [ AT R R Q [ ]k 4 B 7E — I I B R BUR & =R B T B
PLGEH 8¢ » v 22 (4] 55 1) B 22 DL T4 A« B 8 — A B 2 Ak B b BN S -2 B 2L 1)
IR iR A1/ B A — AN B A H BRI T A R ) 2% i T 1) e SR e, DA R/ B i A — N R
2 H BRI EUR 1 2 R 2 i 7 A/ B T RE B 2R A

[0031]  — ik 25 [4] B ] R 25 Q [+ ] kil BE G B se A1 5 2 /DA B R IR BUOR A 2R BT B
PLGZ &, 3 H

[0032]  —Pirid M N B 45 & 5 P idk 28 /9 S A U lR B R 4 2 IR PR T i 45 6 1) ok 2 4] ¢ 1)
B 22Q [Tk £l 23~ 1) Hh Py ok 22 [ B 1A B 22 Q [+ T K R BT AR QT B H 75 2 IR Bl R A& 2R FR T By
I E s B SR B Re ] 2 A 1 [ 3= A

[0033]  —PriR /K -Hy 5 K i “G LR ot &, HIbi j=1, 80 5t Prid 4 2 1R 5k
REAARHEITCPLGH Tk B 1) — SR BEF i MR AR B Re 45 &, HIty 37 =n” 1, FF Hn' 12
5 A B 7K S —Hy 1 B4R T )~ 352

[0034]  7E—/SLji f7 =, koN2.3.4.586.,

[0035] FF—A st i =, k=2,

[0036]  fE—ASLiti T &, k=3,

[0037] fF—A s 7= k=4,

[0038]  FE—/NSEji7 & k=5,

[0039]  FE—ASLti T &9, k=6

[0040] 7S ZH, j1.2.3.4.5806.

[0041]  FE—NSEptis =, j=1,

[0042]  FE—NSEHTT R, j=2,

[0043]  FE—/NSEHET RSP, j=3,

[0044]  FE—/NSEHtTT =Y, =4,

[0045]  FE—/NSEptiT7 %, =5,

[0046]  FE—/NSEHE TR, j=6.

[0047] 7 FRFRAR HA fur AR A SAX A B /K I JL R R IR AEpH 622825 C IR FEAIIK T
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100mg/m1 B3R BE T n] ¥ T 2818 K

[0048]  RiFE “Pr i LA R FE AL & 4 1) BRI BB

[0049]  Frid LR IR S A IR A/ BUR LA AR B ousEH g R & K

[0050]  FRIXELx(Hh, « KR RRHIAFE TC R R4 E A .

[0051]  FE—/NSijia /7 G, AR R B IR J B i AR AR X ) g 7K i () i A

[0052] AR Bk — P8 J—Fhile& R g B nl S -G I T i

[0053]  RIE “AI¥” R 4RiE & 7E25°C N 7EZR 1B /K H KT 100mg /m1 [ 94 B il 2 V8 7 A &
OO [ -

[0054]  RAE “VR” & 4818 1% BRI 265 318 . 0552, 9. 205 FN 3 [ <790> O F2 O AN & ]
DLASURL VR ARZH S 40 o

[0055]  ORiE “Wypia e A &7 4875 — € IR FE T i A7 — 72 I 18] J5 3 2 B 24 e | 56 [
2l i I Bk 24 i A 3R P AU, £ b v R 25, B iis ELAS & vl ILSekE o e i 4l &
Yo

[0056]  RiE “fh2EFe e H G ZIa1E— il E N A7 — € i (8] 5 R I & YR 1
/N R FF Bl Rl T 2 S RS S

[0057] ORI “RIVE S 7K IR A2 18 1 A2 RG24 JHURN S8 [E] 24 MUKk IF H 2 2 DU 5 R
SR B

[0058]  ARif “HARIRIL KL AR FICH MM IR A LR ML s &7k
B AR BOR 4 F R B e AR PR 2R PR B L B i 55 B A 5 8% 1) — AN 2R g 1) 2 R AEOT 2 1) C i
#53 LA S 5 55— IR i R JE ARG 2 PR — AN 8 5 o

[0059]  R¥E “fe b LA A2 T AN L7 2% iR -1 BB B S B

[0060] LIRS FEPR 2 St v Bl ik B L SR 2 IR

[0061] P id R IR 2 A R A/ BUR LA AR B onsEH gt R & K

[0062]  HR 4t A= BH B 52 ] v 56 7KV S 4G W 2 PRI T VR o AR VBT I 2 TR E
RV SRV VR T T 335 A2 5 ] 24 ORI KRG 245 b i 0 (X B AR R 20 B 400 o A8 36 [ 24 Bt VR TR AE
EAISDE S IE R FICD 8 X RYEUSP 355 % <788> H MR HEUSP 357E<788> H &,
DL ARHEUSP 387E<T8T> . <788>HIKTI0>USP 38 ([ 20144FE8 F1H AR H il 5E) - AERR M 24 it
o, AV E TR AR & 52,9 197 5529, 207 R SR AL A A v

[0063]  #E—/NSEjit g S H AR AR R B 0 4 S R R EAE T Hy B3 3 15 22 100N B S 1
[0064]  FE—/NSEi g S H AR AR R B W 4 S R R AR AE T Hy B3 3 30 B 704N Bk i 1
[0065]  FE—/NSEi g S H AR AR B ) 4 S R R EAE T Hy B3 5 40 2 604N ik i 1
[0066]  FE—/NSji Fy S H , AR A B I 205 0 REAEAE T, Hy B 15 20 22 30/ M ik J5 1
[0067]  FE—ANSEiti 7 Z2 0, Hy B 38 15 MR S 1

[0068]  FE—NSiti 7 Z Y, Hy B 5 30 Mk S 1

[0069]  FE—/NSEitify RH L ZAH G WIRFIELE T, pHELHE6 . 0228. 0,

[0070]  #E—/NSEitiy H L ZAH S WIRFIELE T, pHELHE6 . 6227 .8,

[0071]  #E—/NSEitiy H  ZAH SR IELE T, pHELHET . 02278,

[0072]  F#E—/NSEiti R ZAH S WIRHIELE T, pHELHE6 . 8227 . 4,

[0073]  FE—NSijita /7 8, Jak [ 1) 2 Q [ Do EH AR A ST T JE A 3R

14
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[0074]  Q[—]x=([Q ]o) [—*]«

[0075] 1T

[0076] @HH1<g<5h

[0077] @IEHIQ FHFEEASE , I Hik B FRITTEVI A A A 4L, L Q[+ k-
[0078]  FRIEAXTTIMILHA

(00791 ° Fa_[c"'ﬂ Far
[o080] HrhI<t<S8
[0081]  HRAEATVIZE] -

~—F —lCHZHOA(CHQ}—H 0~(CH ——Fy—
[0082] " u U1 L|"1 e |J2 U“2 b

[0083]  H.rh.

[0084]  u”iEku” o ) 2D —F AR T0.

[0085] 4 5Ru” 170, My 1740, 3F HAan5u” 70, My’ 270,
[0086] U (AU oAH[E]EANE] ,

[0087] 2<<u<4,

[0088] (O<u 1<4,

[0089] O<<u’1<4,

[0090] O<<u <4,

[0091] O<<u’2<4;

[0092]  FR4EAVHIIEHA]

/ICHz‘IF Fe
[~ ]

[0093] Fe lCH2JV CH

Norsf-r.
[0094] Hr.

[0095]  v.v' FIv’AH[E B ANE] , & =0 34, F Hv+v +v” <15,
[0096]  AR#EAVIHI M

*__p d—(CHQ)ﬂFy—(CHZ)Wﬁ Fy_( <:H2)W,2 CH”)w_z Fy—*
W

* *

A

ATV

*

*

AV

[0097]

A VI

[0098] H.

[0099] W ANFEF0,

[0100] O0<w’ o<1,

[0101]  wi<6Hw 1<<6,7f H /o & w.<6Hw 2<6

[0102] @ HF =Fa.Fo.Fe Fa Fa, Fo, Fe. Fo FIFq, M[F BLARF] , #on B g F1-NH-88-C0-,
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I HF &R =M ERJET-N=,

[0103] @P/NAEHQ BT R E e

Mgl & 76—, I BBEIZ & fig

[0104]  FE— /NS 7 &, FriR Qi { AR VI B 1, A AR ¥ an F e st

VI ,w2=0:

*—Fd—(CHz)W FY—(CHZ)WH Fr—f CHz)w§]~ Fo—*
|
* *

FFx=-C0- 5 & 'E 8 FFx=-NH-B{F, =-N= 2 [a] {1 3&

o

[0105]

B

[0106] .

[01071  w AN[HF0,

[0108] O0<w 2<1,

[0109] wi<6Hw 1<<6,3F H /(& W 2<6

[0110]  HAFMIFS AHF BANFE , Fo8 B fe ] -NH—8%-CO-,  HF, KR =M AL +-N=,
[0111]  PEANFEMQ @it BRI B BE FIF =-C0- 5 1% B B P =-NH-—B{F, = -N= 2 ] () 3%
Bt sl & e — , AT TR S i et »

[0112]1 M fE B &N AT, Fy=Fa.Fv.Fe FaFo Fy JFo JFo MFe M E BANE
FonH feEB1-NH-8-CO-, 7 HF, &R =M &S 1-N=, AN R1Q @it Bt B e HFx=-C0-
L& B AP =-NH-8(Fy = -N=Z [A] (1) SL AN 3 45 A 76—, AT TR B i o - 214 B RE TP =

FasFoFe FaFo \Fy JFo Fo fIFe RIEANQ 2 18] 198 HR 6 A, % 5 Re 2 e s i+ A
Hhit

[0113]  #E— /NSt e, W SR FaAFe A2 -NH-, Wt =2,

[0114]  FE—/SLJt 7 B9, WARF AR 2-Co-, Mt=1,

[0115]  FE— /NS 7 R, W SRF. My 2—CO-F1-NH-, It =1,

[0116]  FE— /NSt Rrb, G RFL IRy &2-NH-, Wuflv’ 1 =2, I H/83E W . =2,

[0117]  FE—/NSEilif EH , WSF e Fe FIFe & -NH-, Mv v Fiv” i 2 b 38 AN [E 0.
[0118]  #E—ANSfiti 7 &+, WISRF. JFo FIF & 2N -NH-F1A4N-CO-, M5 45 %) - (CHz) — 1]
BRI 2D —F AN ET0.

[0119]  F#E—/NSEif 7 b, ISR FeFe M 2 1AN-NH-F124~-CO-, B 2614

[0120]  FE—/NSEJi 7 A, G0 Fe JFe AP f&—-CO—, Mv.v" Alv” Hi i 2 /b —& AR JA 0,
[0121]  FE—/sEjit 7 B, IRF P &-NH-, Ww Hw' 1=2, H H/8 & w. Hv 2=2.
[0122]  fF—A st 7 =2, R FaAIFe /2&-CO—, WwiAflw 1 =1, 3 H/8i & w. Hw 2=>1,
[0123]  fE— ANty &b, i BFaAIFe & -CO-AI-NH-, Wwi Flw’ 1=1, I H /5 Fwo Flw -
=1,

[0124]  Z/DPHE4AS ALK & 5 1R B e PLGHEE 1T SL M d8 B REIFBRF, 5Q[— ] 45 &,
DL 5PLGI B & A -NH-BE—CO-TF Al ok e it

[0125]  fFE—AsEjit /7 =, 1<<q<b.

[0126] FE—/SLjis T &=, v+v +v° <15,

[0127]  #E—/NSEili S, Q" R Z b — 3 BRI T T TR R,
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[0128] *_Fa‘[CHzt Fa—*

[0129]  JLrpaifi & — .

[0130]  fE—ANsZii 7 Kb AR I T TR SR ATk ik H i 4 % T g % 1,
3~ R KA BRI, 5- I B A R AL R

[0131]  FE—ANsifi &, t=2, H BRI T TR A AT 2 20— .

[0132]  FE—ANsjfi 7 &, t=4, H HARER T TR SRR A2 T %,

[0133]  fE—ANSEtiy R, t =6, 3 HARIE I TTHISE R i A i 2 & %,

[0134]  FE—ANSEfa 7 ReH, t=3, H HARME I TR B AT A2 1, 3- & S e

[0135]  #E— s /7 &+, t =5, H HARIE AT T T R F R B 21, 5- & Bk bt -

[0136]  FE— ANt 77 ZeHh , AR #8301 1T 56 A1 10 i A 2 S 2L TR

[0137]  FE—ANsLil /7 b, AR 4 T T TR0 ZE A A Mo2 i B &8 T IR W & IR AIB-T4
IR I H I B R -

[0138]  FFE—ANsEji 7 &, t=2, H BAR 420 T T TR S R a4 2 B-TR 2R -

[0139] 7 — NS 7 &b, =6, H BRI R T T TR LA AT 2 &3 O R

[0140]  FE—ANsEji 7 Z b, t=4, H BRI R T T TR LA AT 2 &3 T R

[0141]  FE—ANSEita 77 e Hh , AR =X T T T L A1 1 i A2 TR

[0142]  {E—A S 7 b, AR 2RI T TR JEF O A /2 ik 1 e BRFAER R R A O R4
R 2L R

[0143]  FE—ANsifi 7 &, t=2, H AR 30T TS 0 i 74 2 BRFARR

[0144]  FE—ANsSZjfi 7 &, =3, H HAR SRR TR LA AT 2 T R

[0145]  {E—A sty b, t=4, 3 HARMERITTHI BT A 2 2 iR

[0146]  {E—ANSiy e, Q i & D —F AR IV S

[

' [—{ ]
ota7] * Fo[CHz[g IO \CHz)uHJu'H

A

. {CH2)U' J Ebr '
21U> i\.lV

[0148]  HArFifaae — .

[0149]  FE—ANsLiti )7 S iRPE XTIV A AT AR EAH 4 K =0 2k

Ji 4,9- " -1, 12—+ i TR - 34,7, 10- =58 4213+ = he le L sy 4 —

J .

[0150]  FE—AsLjiti /7 B, u=u 1=2,u"1=1,u"2=0, 7 HAR 5 X TV I 1 a4 o2 —

LB

[0151] AL R, u=u 1=u 2=2,u"1=u"2=1, I A IVHK LA 1Tk 2

=L R

[0152]  ZE—ANSEiE &, u=u 2=3,u 1=4,u"1=u"2=1, 3 HARIER IV FZ A 1) a4

ed,9- A1, 12— T R

[0183]  ZE— NS &, u=u 2=3,u 1=u"1=2,u"2=1, 3 HARIER IV 1) a4k

N4, T, 10- =541, 13—+ =Hh %,

[0154]  FE— Sty £, Q i &b —3 RARIEVE L[],

17



N 111565710 A W OB P 8/118 T

CH2

lo1s5] * F¢ lCH2J

[CHz
v 3\ \Y

[0156] A Fifac ik H HH 2 FE PR BT 4

[0157]  fE—ANsLitir b, iR VA L A M T i 2 1k B =R D= IR V2, 3- & Ok

PR 2H RSP 2H 1 2 2L PR

[0188] fE—/NSEiE TR, v=4,v =v" =0, FF HAR 2V I ] 5 A2 2 #2 R

[0159]  #F— AL Ed,v=3,v =v’ =0, 3 HARE VIR B ATk 2 & /R .

[0160]  FE—/NsEht =, v=2,v =v’ =0, 3 HR# VI ZEF I ai k22, 3- AN

[

[0161]  FE—SLitir £, Q i & b—3 BAARIEVE L],

CH2 \ Fc'
R A

[0162] * Fc lCszv CH

*

CH2 " c"

v XV

[0163]  H A FiiALE B B =2 a4

[0164]  FE—/Nsjiti 7 b, AR 5 QVAG FE B I AR 2 1%k B B 78 =R 4L R 410 =12 o
[0165]  fE—ANsLji T Z,v=0,v =v" =1, 3 ARIEVI L K aiik 2 7 =% .
[0166]  FE—/NsEjt 7 =P ,Q R R /D —F R IE VA3 H],

[ ] /-CHQ ”
01671 * 7 F¢ lCH2JV CH

CH, *
AV

[0168] A FiAALE H B — gl i) 4 .

[0169]  fE—ANsLiti Ty &, RV R B a2 ik B i - (& EEH ) Whi-1,3-=

Jlz) H R AL ) =% .

[0170]  7E—ANSEHT S, v=v"=v" =1, 3 FLHL 4 3RV HE ) A A2 (2 (BB P 3)

Piki-1,3-—J%) .

[0171]  FE—ANSEHi T R, Q N E D& AR VI I H

. ot |
[0172] F O, WV )‘HTA(CHz)wzJ \CH2;

[0173]  HHhFifk & =%,

£

A VI

18
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[0174]  #E—ANSEHTT SR w2 =0, FF BRI ZQVTF 2 1 1 i A2 36 B bh SRS % P 0 A
J W 2 = R (N F ) = 21 i 2L = %

[0175]  FE— Sty S, w” =0, I HARHE VI HY I [T 60 i 4 2 I K i

[0176]  fE— Sty S, w2 =0, I ELARYE FCV IR Sk ] D i A4 2 ok SRS

[0177]  fE— A Sty &, w2 =0, I HARYE VI3 F 0 T4 /e — 3 40 = .

[0178]  #E— NSty S w2 =0, IF HARFEZAV I 2 A AT A2 0 ONIE F ) =%
[0179]  fE— sty &, Q i E D FHRRIEVIF LA,

fo180) k (CH2)W1 {P \UH2) ‘H(_(CHZ)\MJ \.CH2/w2 "

#

A VI
[0181]  HAFiiAZ I fZ.

[0182]  fE— /ity =, w” =1, HAR#E =0V A 22 ] 1 a4 2 DU % .

[0183]  FE—ANSLjti F B, w o=1, 3 HARYE VI 2B 1 a2 & 5 g o =31 2,
F DU [ 2H R ) 4 1 DY fi o

[0184]  fE— Sty R, w”o=1, IF AR 3 20V T 5 1 ) B4 A= K i

[0185]  fE— NSl &, w o=1,3F HAR$E VI A AiiA 2 = 43P % .

[0186]  FE—ANSjiti 5 2+, 2 [ B ] BB 25 Q [ [ I AT AR B A 44k B X B eI AR IR B
GEAZIROEERR Y I A =314

[0187] f—/l\%}i@ﬁ?‘?qj , 32 [ B0 B 2 Q [ LW BT AR B 4 e VR B R, FF H 2]
el IR Q[+ W AT A2 1,2,3,4- T Ke DU .

[0188]  FE— NSt s B ,Q FED—FRRIEAVT R,

—Fd—(CHz)F —(CH H —(CHz)w~]~Fda—
[0190] LA fA 2 =%

A VI
[0191]  FE—AsLjti B, w” 2=0, 3 HARIEAVT 2R B ai 2k B i WA i B
K« N 2,3 = J AL (SR 38) = el sl i) = iz .
[0192]  fE— ST R, w o=0, 3 HARE VT 10 328 (A 1 A4 =2 RS i
[0193]  FE— NSt 7 B, w”e=0, H HARHE VT 110 22 [0 Hi A4 A2 4 A i
[0194]  fE— ST R ,w =0, FF HAREAVT m R H M aiiA 2 =43 =z,
[0195]  FE— NSt 7 R, w”e=0, H HARHE VT {28 [ i) A2 X ORI H 3) — %,
[0196]  FE—NSLjti s B9 ,Q FED—FRRIEAVT 1R,

*—Fd—(CHQ)W[FY—(CHQLHFY—( CHQ)W%"&,_*
2
* *

[0189]

[0197]

EY
[0198]  Hrhi A DU A% o
(01991 FE—ASiti 7 &b, w e =1, I HARHEZQVT 1 5 (] ) i 44 72 DY i
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02001 7E—ANSEHETT A W o= 1, I ELRR ARV T (S ER B B R 1 B RS B P = 2
S U 2L L5 D

[0201] £ AN P =1, 3 FLRHR VT 15 BB A At

[0202] 75— ST E0R o= 1, I FLARAR IRV T (1 5 R B0 A = T 2, B
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GpH 2 AR P X T S A i 2 ], Hoh G2 H— (CH2) 2—-CH (COOH) — 38 7 R0 2 AN i 1 e
[,
[0578]  fE—/Nsjiti 7 R, 1ZH SV RFE LR T, AR H5 =X 57 7K 3 2 b 35 [ GpG AN/ B}
GpH2: MR 4 20X T 3L A 1 3L 4], Forp G2 F —CH ((CH2) 2C00H) —26 7 [ 88 2 AN Ji - 140 e 3
[,
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[0579]

Eil8

[0580]

Eil8

[0581]

[E— /NS T B, ZAH AR REE T, AR HE XA 53 7K 3 2 Hrp FE [ GpG AN/ B,
GpH E M H =X T 3L [ 1) 3 3], Ho b G2 f —CH2—-CH- (COOH) 3 7 [ 40, 2 34Nk Ji - Ff) v 3k

AR S A2 S RFEE T, AR SUXIR) 57K 2 2 L 2 [ GpG AT/ B
GpH e AR 4 X T 10 35 (41 1) B (4], He o G FH —CH (CH2) (COOH) — 3735 14 A 25 34N Bk i - ) ot i

A SERT SR IZ AL S VIR AL T ARE XA 7K 22 e B P Gp AR AR

P aQVITTH L B [, I B At B SRR i 5 B AL R 2 -

[0582]

[0583]

[0584]

L, ;\/ HC
o CHs CHs
A Y1 X Y2 X Y3
CHs \% CH3
A Y4 HsC CHs
X Y5 A Y6
*j/ * * * *
H,C Hy CHs
X Y7 A Y8 X Y9
A Y10

AT S AL S RFAELE T AR XK 7K 22 HL A AR 0 3 TX ) 2

FGpCidk [ AR HE I T R 20 TXe  TXF B TX g fr) 3 [ 25 5 1) 2 1) 3 1]
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* o "O 5&. IXe
NLJL“B/NH Cx
’ b
@]
[0585] NPJ\B _NH Gk
\ /b O
o 0 3\ ng
NH
* NPJ\B/ Cx
\ ; bo

[0586]  fE—/Nsijiti 7 R, 1ZH S YRR ELE T, AR 8 X 57 7K 3 2 L A AR 4 =X TX A 3
HF1GpCidk B AR HE X IXe  IXFE IXg i) FE [ 41 il 1 20 1) £ ], HoA b5 F-0, X #6209 73156 W T
MR R RBRIXhIXEFITX

O O

& >~Cx
[0587] N
O O

N,

N

o i X IXj
*JKO\I Cx

[0589]  FE—ANSfti T R iZ A SV RFELE T, AR 4 =X 5 7K 3 A2 L v 2 [ Gp ot b7
FARIXEIXe GLHb=0) F H ML H X IXh1) HH] .

[0590]  FE—ANsLita /5 b , S GV FRELE T AR X B /K 3 & b Cue F Pl L%
fot I JE P A R 2L ) S A

[0591]  FE—ANSLita 5 Brb , A SV RRELE T AR X B /K 3 & b Cote ) Pl S0
fot S SR P A R 2L ) S A

[0592]  FE—ANsLita 5 Brb , ZAH S WINFHELE T AR X ik 2 Kb ok H S
9Z 1AM S5 T 1) Jo i 35 A A R ) AL P 2 41

X, IXh

X IXi

[0588]
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[0593]  FE—ANsLjiti 5 =rb  Z A S WIRRFELE T iR PR XA i K & A Cie 3 i R
FETR IR L P 2H R 4L 1

\/\/\/\/\CH3 Xx=9
[0594] *\/\\/\,/‘\,/‘\,/\CHS x=11
*\/\/\/\/\/\\/\C% x=13

[0595]  FE—ANSLita 5 Brb , ZAH GV FHELE T AR XM Bk S R b ok H &
1522 16N JE T 1 Jo 22 22 [ A R i) AL 1 2 4]

[0596]  FE—ANSLHt T BH %A S VIRHELE T AR H5 X i /K 2 2 A Cude B il R 5K
FIN 3 P A R 2EL A L A

[0597] "WCM |x=15 |

[0598]  fE—ANsit 5 B, iZAH AWM IELE T iR HE XX i K 2 o Cae 5 B R =X
e I 3 [ 4 R 2EL ) L A

€Hg x=16
10599] *\/\/\/\/\/\/\/]\
CHj

[0600]  fE— NS )y S, A S VIRV AEAE T, ARHE XA K 32 P ke B i 5
172257k J5L 5 1) doe ik ik P A Rl ) AL A 2 4

[0601]  fE— NS )7 S, A S VIR AEAE T, ARAE XA K 32 Kb Gk B i 5
172 18N S5 ) dye ik ik P A Rl ) AL A 2 4

[0602]  fE— NS )7 S, L A VIR AEAE T, AR5 X Bk B2 Horp Cuade A 1l R 2K
TN B fre e e (AT 20 e ZEL Y ] -

[0603] *\/\/\/\/\/\/\/\/\CHS x=17

[0604]  fE— NS )7 S A S VIRV AEAE T ARAE XA Bk 32 Kb ke B T 5
185 25k J5L ) dye ik ik P A Bl ) L 2 4

[0605]  fE— NS 7 S, A A VIR AEAE T, AR5 X Bk B2 Horp G A 1l R 2K
TN ) fre e e (AT 20 ) ZEL Y ] -

\/\/\/\/\/\/\/\/\/\CHS x=19
'\/\/\/\/\/\/\/\/\/\/\ B=2l
CH

3
[0607]  fE— sty & of % H S VIRV RFAEAE T, BRK R R AR FE XA SE ], e rp AR 4
IXH)HE A GpCik I H LA T JE A 2 st 21 P Cutde B H A9 35 144> BR1 5Nl Ji 1 ) Joe 2k 3 4]
A2

[0608]  fE— sty o, % H S VIRV RFAEAE T, BRK R R AR FE XA SE ], e rp AR 4
IXIPEFGpCk B DL N F ZH e 4H - FerbrCoide B H T 203803 1) 22 [T 20 i 4.«

[0609] *\/\/\/\/\/\/\/\CHs x=15

[0606]
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[0610]  7F—ANsiti 7 R, LR S IEIR % B R4 X XXa  XXXa  XXXb XXXb [t 8 & 5t

Pz, Forp g K L -Hy ik B AR #5 20X. X’ .Xd Xa.Xc. Xe.Xg Xh.Xj.Xk.Xm .Xn.Xq.Xr.Xs.Xo#H

XtHIHKIERIA, Hba” =1H1 =1, 3 HGpCRAMR I IXe I FEH] .

[0611]  fE—ANsLiti )y b, JL B G R RR I AR 4 XXX Xa  XXXa' W XXXb. XXXb' [r) L5 a1 3t

2, Forp g K L -Hy ik B AR #5 20X. X’ .Xd Xa.Xc.Xe.Xg Xh.Xj.Xk.Xm Xn.Xq.Xr.Xs.Xo#H

XtH B IERIH, e’ =1H1 =1, 3 HCpCRRIEAIXMER], Hhe=0.

[0612]  fE—ANsit )7 b, LR R AR 1k F AR # XXX Xa . XXXa” \XXXb XXXb’ [#) 3 5 2 Ik

%, Hor i /K B -Hy 1%k B AR P 0X Xe” Xd Xa Xb.Xc Xf.Xg.Xh.Xi.Xj.X1.Xp.Xq.Xr.Xs Xt.

Xt FIXul K EE A4, Horpa” =241 =2, 3 HGpC2 R 5N IXe L 4]

[0613]  FE—/NSEiti 7 R, LR A AL R 1k B AR XXXb ) JL R R AL R , Horh i K B -Hy ik

mﬁjﬁﬁx Xc' .Xd.Xa.Xb.Xc Xf.Xg.Xh.Xi . Xj.X1.Xp.Xq.Xr.Xs Xt.Xt" FXufBiKEK)
H,Hra =281 =2, HGpCR#a=RTX 2R, He=0,

[0614] [E— St TT B Z A G YRR AR T, KRN M E 5B Z IR EUR L 2R 3

TG R 2 (B EE M50, 007220. 3,

[0615]  FE—ANsiitiy b, IZHAPIEHMETE T, BUK M E 5B AR BUR AR

JCRO R 2 (R B SR $50. 01220 3,

[0616]  FE—ANsLitiy R, IZHAWIEHMEE T, BUK M B E 5B AR BUR AR

JCRO R 2 (R B SR $50. 02220 2,

[0617]  fE—AsLit )y P ZH A WIRHELE T, Bk 206 8 F 20X, IF B K R 1 4=

58 R IR BR 4 2 R BT ) B 2 TR T B 3-MAL 350, 007520 15

[0618]  FE—ANsLitiy b ZAH A WIMRHELE T, Bk 206 B F 20X, IF B K R 1 4=

58 R IR BK 4 2R BT ) B B 2 TR 1 B ZRMALF50. 01 220, 1

[0619]  FE—ANsLiti )y b ZAH A WIMRHELE T, Bk 2060 3 F 20X, IF B s K R 1 4=

5 R IR BOK 4 2R BT ) B B 2 TR T B ZRMALF50. 02420 08,

[0620]  FE—ANSEjt 5 B iZH AW RHIESE T, Bk xS B 120K, A EF G F9%E

LOAMIR R 1, FF Hgi /K B 2R 5 A 2R BUOR & 2R 5 o i B & 2 1A ) b M50 . 03 22

0.15.

[0621]  FE—ANsiita /7 b Z A AV RFESE T, B KSR B 150X, Forp R G 11

F12MR T, I H /KR8 58 & IR ER A 2R F o B 2 1R 1 B RMELFE0 . 015

%0.1.

[0622]  fE—ANsiita /7 b Z A AV RFESE T, B K S5 B 1 50X, Forp R G B 11

R 12 R T, I HE KR B & 5 A 2R BUOR 4 2R B i 2 2 18] 1 B 2R 450 02

%0.08.,

[0623]  fE—ANsiita /7 b Z A A VIIIREAE T, 5 KSR X BT 50X, Forp G B 13

1M IR T, IF HBiK R B 308 5 4 20 R 8R4 28R T I 2 B 2 TR 1 B ZEME 450 . 01

%0.1.

[0624]  FE—ANsiita /7 b Z A A VIIIRHESE T, B KSR XS BT 50X, Frp G E13

1M IR T, IF HBiK 2R B 308 5 4 20 R 8R4 2 R T I 2 B 2 TR 1 B ZEM 450 . 01

%0.06,
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[0625]  7E—ANsLit 77 B, iZ A AV RIRFIELE T, B K SE X B F 50X, 7 Hgi K S 1) 02
58 R IR BK 4 2R BT ) B B 2 TR T B Z-MALF50. 007520 3

[0626]  7E—ANSLit 7 B, iZA AV RIRHELE T, B K SE X B F 53X, 3 Hsi K S 1 0 &
58 R IR BK 4 2R BT ) B B 2 TR 7 B ML F50.01 220, 3,

[0627]  7E—ANSLitE 7 B iZ A AW RIRHELE T, B K SE X B F 50X, 56 s K S 1 02
58 R IR BK 4 2R BT ) B B 2 TR T B Z_MALF50. 015520 2

[0628]  fE— AL 5 A Z A AW REAE T, Bk XS BT 20X, oA 2 O &1
B14NRIE T, 7 Bk £ 5 A 2R 5K & 2 IR B e M £ 1A ) b M350 . 12
0.2,

[0629]  fE—ANsiiti /7 b Z A A VIIIRHESE T, B AKX BT 50X, Frp B 15
16 IR T, IF H K R B 38 5 4 20 R 8R4 2R e £ i 2 TR 1 B M A 350 . 04
%0.15.

[0630]  7E—ANsiiiti /7 R Z A A VINIRHEAE T, B KSR X BT 50X, Frp G 17
18K JE T, IF Hbi /K ZE B 3 & 5 4 2 IR 5K 4 2 IR FR. G 1) 25 & 2 R] Y B ZBM A 50 02
%0.06.

[0631]  FE—ANsiiti /7 b Z A A VIIIREAE T, B KSR XS BT 50X, Frp G B 19
25 IR T, IF HBK R B 308 5 4 20 IR 8R4 2 R 1T I 2 B 2 TR A B ZEM A 450 . 01
%0.06.

[0632]  FE—ANsiita /7 b, Z A A VIIIRESE T, 5 KSR XS BT 50X, Frh G B 19
25K IR T, IF H K ZE B 308 5 4 20 R 8R4 2R 1T I 2 B 2 TR A B ZEM A $50 . 01
%0.05.

[0633] Ak BHILIE Ko ti A FR R AR P Aar AR 4 X 5 7K 25 DA K% B o i 7K 22 ) i 4 1) B ok
JLRE IR

[0634] A BHIE VS Je — Fhas A R R AR L fup A1 A2 /D — AR HiE =X B /K JE 1 3L SR IR IR
Jr i 5 2 IR e F AR ST L B R

[0635]  [Q(PLG) k] [Hy]j[Hy]7

[0636] I

[0637] H.

[0638] -j=1;0<j <n 1Hj+j =1,3Hk=2

[0639]  -PriRMR#n T IL R A B W A 20— N /K3 -Hy GRE AR H fr H B 2= /b
Sk It 22 /b A A BN S B R A B R B R Q [ k2 A T — R I A E IR BUOK A4 R G B
PLGZH . , T ik 5 ] g [ b 2 e DA R 04l - B35 — ANl 2 ANk B il B T4 i 2L
TN/ B A — AN A BN A 2H R 4 i e SR B L DL R/ B A — AN B
2 H BRI EUR 7 R 2 7 A/ BR HE E RE B 2 4]

[0640]  —fofr it 25 [ B ) 58 226Q [ ) kol 1 Bk e B e 1 5 2 D A B R IR BUR A R IR L s i
PLGH: &, FF H

[0641] Pk Mt & B 45 & 5 Frids 28 /b 2% 4 a0 lR B R 4 28 IR B T i 45 6 1) o 22 4] ¢ 1)
B 225Q [Tk FH 43~ J1) pi ot s 25 A 8 ) o 225 Q [—+ Tk T AT ARQT B Pl A IR BROK 4 & B B T BT vy
(1) s B Re A S R B R A 2 TR 1 e R p= A
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[0642]  —frid i /K E-Hy 5 AR v “E IR .o &, HIL j=1, 8038 5 i prid 4 2 R 5L
RGP ITCPLGI FTid B 1) — 2 BE P (AR B B e 4 5, HUEI 7 =n” 1, JF Hn' 12
A B 7K - Hy ) B BT 1P 25

[0643] NSty S, AR WIEI BARYE 40T € SCH QX (R PT sk & (1 AT ARHy

GpG
(os441  H{GPR}—Gp )g_(GPA)a—t(GPL)I—BGpH)T p

[0645] .
[0646]  —GpRi%k HARFEAVITVIT BVIT (KR H] .

I a'i\(‘ X?

[0647]*H H*‘ _O|| H . _ﬂ_j_

—N-R-N—* X vII&* R=N—* X VI & *——R——* X VII"’;
[0648]  —GpGANGPHAH[R] B AN , 26 B AR HE X TERXT f) K -

@)

H
e H 23
[0650]  —GpAidk MR HE VI T T 3L 4]

«—NH— A'—NH—

[0649] * -NH—G-NH-* I XT

sl

[0651]
: X, VIII
[0652] AN EARYEVIIT VITTBRVITT™ (3L
A4

co

[0653] ,,/ Ar—N—A A'—T_AZ_T_ =
*

K VI A VI A VI
[0654]  ——GpLik B MR =NXT T L[]

O HN—*

[0655] * —H—A’:
HN—* X, XII,
[0656]  ~GpCr2tR#a = IXI1I 2L :

O
I 1
[06571 ¢ N B~ "
b QO
a’/ ® X IX;

[0658]  —Fe b 1 A7 45 2 S ) S R ) 4 2 o A
[0659] a0 1H 4R, IF HLl Ha=0, Mo’ =1,3¢ Hina=1,Ma’ =1.25(3;
[0660]  —a® FE4E T 1. 285360 HHL
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[0661]  —bJE&ET-08 1) R4

[0662]  —c &S5 T0BR 1 B4, I Han e %5 10, Wd55 T 18k2;

[0663]  —d/2%5F-0. 120K FEHL s

[0664]  —e 255108 1) HEHL

[0665]  —g/E%5EF0.1.2.3.4. 5861 % ;

[0666]  —hJEZ5T0.1.2.3.4.5EL6MHH

[0667]  —1/2%5ET-0ER 1A, - Hun R 1=0,1" =1, HWwR1=1,l1" =2;

[0668]  —1" ;255 T 18k 2 #E 4L

[0669]  —r&Z:F-0. 18201 8%, 3 H.

[0670]  —s" 245 T-0B 1 A2 4L

[0671]  —A A Ao FIAHAIE BN A] , A0 &1 B8Nk SR T I AT -l ok B A Fn3p L AR i
IRBTT G IA ) 5 B AR B Bl S i e It A

[0672] B2k [ A0 &4 E 14N BR JR -1 A1 254N U 7 B A B ) Tk mig 8 Tk 35k [41] B 35 AT
T L T R ) A AR 9B 5 T 1) e S e 2 2 A 2 RS 1) A 1 2

[0673]  —C. ik F H AT 3% b A 5 BAOIR 58 40 1) B A B0 S B — A/ o 2 5 A A i Ry AL ) 2 1A
Horb x LR 7 TR H6<x<25:

[0674] WM PTRE /K IE-Hy 77 A 14 -GpCif , M9<x <25,

[0675] M4 PR K 3L -Hy 7 A 2N —GpCiFf, M9<<x <15,

[0676] WY Prid i K F-Hy #7 A 3~ —GpCif, M7T<x<13,

[0677] M4 PR K F-Hy 15 4N—-GpCisy, M7<x<11,

[0678] WY Pk Ei/KE-Hy i A 2054 -GpCi, M6 <x<11;

[0679] G2 B 1 Z 84N R 1 1) B B Bl S 4 AN e SE I [, prid e L FE A B — A a2
MIFERIR R,

[0680]  -RAZiEH HAEEIZEI2AMKIE T B IR M i A B B 1R 12 R T
[ A — AN N B e B -CONHo 1) B BE B S BE AN e 2 R A a8 B &4 B 144 T AL
2 55T A A Tk 3 S Tl (4] A s P 2L 1) 2 4]

[0681] Pk AR 4 2UXH — A Bl 2 A Bk F-Hy PLUn T 77 205 ik PLGZS 5

[0682] O th Frid i /K FE—Hy () ik 5 15 BTk PLG AT 7 O 28051~ 2 18] B9 AR B , DT T2 A
FriRPLG ATy 1) i B e A1 5 Frid it /K 3 —Hy (1) Fr ks B ARy Bty (R R B R (A1 16 B B SR A5 1)
Nz Eaeldl, UL /8

[0683]  O% i Fridk st /K J-Hy 1 &R T 55 BT IR PLG Fr i 1R # 52 2 (] o LA B8, AT T AN
FIrid g 7K B —Hy 1 BT iR i Ay (1 ¥ B #5415 Bk PLG iy 1R R B e [T 1100 S N 3R A 00 1 e
HE H

[0684] - /K (1) £ 5 4 20 IR BlOR & 2R R e ) 28 B AT ) L M3 0 <M=<<0.. 5
[0685]  — LI E IR A 2 A B /K EERT, e A AR R BOAN A

[0686]  —PiriR PLGHE M) 43 2 R Bl K 4 2 IR . TG ) 2R & FEDP AL 55 42 250 5

[0687] Pk I B R BT R4 sk 1 Fh Na " FNK 2E B A 2E 0 BB 5 1 R i T K

[0688]  JifyiE 2% Bl R B Ve R A 2 IK (TAPP) & — M B A 3TN RE M KR - B SR R LR
27100 11 Bl 28 MR B BAH i 4334 o JR 3 2% 38 3t 457 1k P i v I KR 2 40 0 S ek A8 I HE S
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SR T e AT sl 2 TR 7K S PR 28 i LR v 22 17 A LR 30 3 e A

[06891 g FFI89/N& Jk ) 4 ith 7 41 AL T TAPP o 7 Ji % BZH L (B4AY) vh 7= RSO 67/ FE IR
(740438 7<) (1) HT % S SR A 22 IKHT R & (pro TAPP R JBRVE & TR B2 1) , FF X H
AT IS B (B3 5 A R LR DL AR IRIE R

[0690]  FEAHIEH, AT 5] FRRIE R 2L FIUS 5,124, 314F1US 5,234,906 #iik 1L
“H.

[0691]  RiE “FRAUYY” £ 48 1S FER K B i I F Frid r ke B i o 2
2 HH A LR IR LR T — G750 — DB AN H R R R E A/ B R kR T
— AL A R FE R R I AN/ B A B NN T — AN AN R R FE R TR I L R
A% BH 5E SCHIT FC VR R IR T 43 B 50 %6 o sl R TE 210 5 » ZRALLA o] (5 il 3 AR — AN B
ZARIREIE R IR B IR BB M A7 A BRI R — R R T

[0692]  RAE “NTEY)” Fon UK TR K EE B T A 3 225 Ik B s s e+
ANAEALE B BRI AR ) IR B R B SR B R A, B & = AR AR B A8 1 DL 5T
A G R S A AR B kBl B 1

[0693]  JBR¥E 2 AR IR BN IR R — DL AN RIE R IE R E A &4

[0694]  JVE HATAMIAE L EYan%s A, PNAS, 551033, 5573, 552046-2051 71 , 20064F HH #
[0695]  FE—/NSijita /7 S8, BRI B H N B B L R 48

[0696]  JiiE RIS AELRIUS 5,686,411.US 6,114, 3048 52Fx FUS 6,410,511 #
[0697]  fE—ANSLHETT B A S VIR RHEAE T, e R4 2 tHASTRAZENECA ABH
822 K (Symlin®).

[0698]  FE—/NSLiiti r A %A AR RFIEE T, A IR EJEE 0. 12 5mg/m] 1) R
B HE 2R RSN R B E =R

[0699]  F#E—NSLiiti r A %A G WIRIRFIEE T, A S IR EJEE 0. 28 4mg /m] 1) R
B HE 2R AR Eh R BUEE =R

[0700]  FE—NSLitir A %A GRS T, FA S IR VG 0. 3% 3mg/m] 1) R
B HE 2R RS R B E =AU

[0701]  FE—NSLiiti r B9 %A SRR T, A S IR EJEE 0. 42 2mg /m] 1) R
B HE 2R RSN R B E =AU

[0702]  FE—/NSEitir A A AR R T, A SR VG N0 521 . Smg/m1 1) fif
VE R JHRVE 2SR BEh B E KR .

[0703]  FE—/NSLiti A %A GRS T, A S IR EJEE 0. 52 1ng/m] 1) R
B PE 2R ARSI B E =R

[0704]  FE—NSLiitir A %A G WIRIRFIEE T, FA S IRE 0. 6mg/ml (I IRVE 3 R
2B BN SO =R .

[0705]  FE—NSLiiti A %A AR R T, FASIRE 0. Img/m1 (I FRVE 3 R
2B BN SO R R .

[0706]  FE—ANSLiit /7 b, JLER G IR IR /e 2\ IRIE T 2 AR B8 57 sl ik v 25 A i) B8
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IRERFEEET L.

[0707]  FE—/NSEjiti 7 b, LR R IR/ RTE & BT R 2RI sh 7 B 2= A ) BE
IRELELHEL .5 & 75,

[0708]  7E—ANSLiit 7 b, JLER G IR IR /e 2\ IRIE T 2 AR B Sh 57 al ik v 25 A i) JEE
IR AFEL. 85250,

[0709]  FE—ANSLil o, JLER G IR IR /e 2\ IRIE T 2 AR B8l 77 sl ik v 25 A i) B8
IR 352435,

[0710]  FE—ANSLily b, JLER G IR IR /e 2\ IRIE T 2 ARS8l 57 sl ik v 25 A i) B8
IREL B HE2 .54 30,

[0711]  FE—ANSLiy b, JLIR G IR IR/ e 2 IRIE T 2 R B8 57 sl ik v 25 A i) B8
IR EFE3 4230,

[0712]  FE—A sy b, JLR G IR IR/ e 2 IRIE T 2 AR B8 57 sl ik v 25 A i) B8
IR ELFES. 5430,

[0713]  FE—ANSLil/y b, JLER G IR IR /e 2\ IRIE T 2 AR B8 57 sl ik v 25 A i) B8
JRE B354 4230,

[0714]  FE—A S b, JLR IR IR/ e 2\ IRIE T 2 ARS8 57 sl ik v 25 A i) B8
IR AL FES 2230,

[0715]  FE—ANSLif s b, JLER G IR IR /e 2 IRIE T 2 AR B8 57 sl ik v 25 A i) B8
IREEBLFET 2230,

[0716]  FE—/NSjiti 7 b, LR R IR/ RTE & e R 2R sh 7 B R e 2= I ) B8
IR 3594230,

[0717]  FE—/NSjita )7 E , SLER LR/ e I R R LL A HE3 &R 75,

[0718]  FE— NSt /7 &, SR G IR/ e 31 AR R L AL HE T 2250,

[0719]  FE— NSt B, IR F LR/ e R I BE /R EL AL F5 104230,

[0720]  FE—MSLjiti s R, FRE IR/ R ve R I BE /R L AL FE 155230

[0721]  FE—/Nsij 7 E 9, SLER IR RR /I = AR R /R LL AU 4R 1 .52 75,

[0722]  FE—/NSidji )7 B, SR IR IR /3 = MRIK I AR R LE AL 4623250 .

[0723]  FE— NS )7 b, SR IR IR /3 = RIE I AR R LE AL HE3 %230

[0724]  FE— NSt )7 B, SER LR/ "iﬁﬂkﬁﬁ)ﬁmt@%z@goo

[0725]  #F /NSy Zerh, AR aU PR /% 2= AR IR ) R /R B AL HE 5 2230,

[0726]  #E—/MSEjtify SeHp , HEER G IR /5 2= MRIK 1) BE /R L AL 468 22 30,

[0727]  FE—/NSEii g SeHp , HEER AR /A 2= MR B /R B AL 46 105230,

[0728]  FE—ANSLitiy S+, sk JEHy / JRIE R L JHRVE 25 S2 AR N 71 BB UE 22 S5 1) JBE 7K
FbAuFE1 .55 150,

[0729]  fE—ANSKti 7 2 HH , Bk FEHy /R E 21 L JRIE 25 52 PRIl 77 Bl I vE 2 A i) JBE /R
FbAuF51.85100.

[0730]  FE—/NSiti 7 R H , B /K FEHy /R E 2R JIRIE 25 52 AR B3l 771 Bl I vE 28 A i) JBE 7R
H 452270,

[0731]  fE—ANSEiti T R, Bk FEHy /R E 21 L JIRIE 25 52 B3l 771 Bl i vE 2 A i) JBE /R

B E R R W
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bt 452.5%60.

[0732]  fE—/Nsiti 7 B, Bi/K JEHy / JRTE 21 B 25 52 AR B sh 77 BY R 2 AL 1) BE 7R
tE L3260,

[0733]  fE— /NSt 7 B, B /K JEHy / JRTE 25 B 25 52 AR B sh 77 BY T 2 AL 1) BE 7R
b 453 . 5260,

[0734]  E—/NSiti 7 B, Bi/K SEHy / JRTE 25 B 25 52 AR B sh 77 BY R 2 AL 1) BE 7R
tb 454460,

[0735]  fE—/Nsiiti 7 B, B /K S Hy / JRTE 25 B 25 52 AR B sh 77 BY e 2 AL 1) BE 7R
tb B 5260,

[0736]  fE— /NSt 7 B, B /K JEHy / JRTE 21 B 25 52 AR B sh 7 BY T 2 AL 1) BE 7R
L7260,

[0737]  fE— /NSt 7 B, B /K & Hy / JRTE 21 B 25 52 AR B sh 77 BY T 2 A1) BE 7R
tE L FE9 260,

[0738]  7E—/NsSEitr &b, Bi/KJEHy /e 2 10 B K B AL FE5 3260 .

[0739]  fE— NSy &, B /K Sk Hy / figiie 25 10 B /R B L6 105260 6

[0740] fE— /NS F R, i 11L7KﬁHY/ﬂ%{E%H/]@/J\Hﬁ@ﬁ%15§60

[0741]  fE— NS 7 R, Bi /K SEHy /35 2= ARR I BE /R EE AL FE 1. 52260,

[0742]  {E— /ST S, B /K SEHy /38 =2 AR BB R EE L 623260 6

[0743]  fE— ST S, B K SEHy /38 == AR 2R R EE AL B3 3260 6

[0744]  FE—/NSEiE T SR, ik FEHy /3 JMEKEI‘J@%F&E@?Mﬁwo

[0745]  {E— /NS T &, B /K SEHy /38 =2 AR KA 2R R EE LB 3260 6

[0746]  {E— /NS T S, B /K SEHy /38 =2 AR BB R EE L FE8 3260 6

(07471  {E— /ST S, i /K FEHy /38 == AR B8 R L L6 105260 6

[0748]  FE— /NSl Brp , LR A IR/ EVE K JRIE 2 2RI 77 Bl R e 2 2RI R
= AREL. 0270,

[0749]  FE— /NSt Bevb , LR IEIR /R E 2% T 2 2 R sh 71 sl i e 2= 2RI
=G 25845,

[0750]  FE— /NS Brp , LR A IR/ EVE K JRIE 2 2 AR 77 Bl R e 2RI R
w= AR . 3830,

[0751]  FE— /NS Brp , LR A IR/ JETE R JRIE 2 2RI 77 B R e 2 2RI R
= AREL. TR 27,

[0752]  FE— /NS Brp , LR A IR/ EVE R JRIE 2 2R S 77 Bl R e 2RI
w=HARE2. 05827,

[0753]  FE— /NS Brp , LR A IR/ EVE K JRIE 2 2RI 77 B R e = 2RI
w= L ARE2. 3827,

[0754]  FE— /NSt 7 Berb , LR IEIR /e 2% T 2 2 R sh 71 sl e 2= 2RI
= ARE2. T8 27,

[0755]  fE— /NSt 7 Berb , LR G IEIR /e 2% T 2 2 R sh 71 Bl e 2= 2RI
w= L ARES . 3827,
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[0756]  FE—ANSLif /s b, JLER G IR/ UE 2= IRIE T 2 AR B8 571 sl ke 25 2 ) i
R4 TR 27,
[0757]  FE—A Sty b, JLER G R IR /e 2\ IRIE T 2 AR B8l 71 sl ke 25 2 ) o
A6, 0227,
[0758]  #E—/NSEi Ty S, 3R
[0759]  #E—/SEji )y S, 35K
[0760]  #E—/NSEji Ty S, 35K
[0761]  FE— NS 7 Z , SER LR/ e RN = LA HE 10227,
[0762]  FE— NSy E , SLER AR R/ =R iR L A HE L. 0267,

X

X

X

RAEIR /R R I R 452, 05267
RAEIR /R R I R b R4 7527,
TR/ RTE R I) E E BH56. 7527

[0763]  FE—/NSja /7 E , SLER AR R/ = ARIK A iR L 461 . 3% 45,

[0764]  FE— NS )7 o, SLEREIERR /I = MRIK iR L Hs2 . TR 27,

[0765]  FE— NSy B, LR AR/ J*)ﬁﬂkﬁ@bﬁ%tt@%&ﬁzu

[0766]  FE—/NSij /7 E , SLER IR/ = MK L= b 485 . 3 27,

[0767]  FE—/NSji )y E , SLER IR R/ = MRIKI i b 4E6 . T2 27,

[0768]  fE— Sty 29, iR A K R H AR T, Hib S ki %= .

[0769]  FE—NSLiitir B9 % H A IR AR T, JR 5 AR A I 1 3% o A I i 5 2 AEpH
(NN

[0770] A i 5 22 48 T B I SR AR B 0 0 iR S %

(07711 Fiv U5 10 3k 205 2R 4 B i 5 3% A i i A 3 28 J TR) B8 N B 1 o R B KAk & 0 BT 5 1 RS 1)
FETFERES R, EATBIEAR RS0 B IEH .

[0772]  FE—NSEjtadr R, TIE I “H 0 B S R R NS &

[0773]  FE—ANSEiti )7 e, 48 1 JR I 35 18 WU 2 i R 55 ] 24 3 b 3 08 1 E 2H N TR B
.

[0774] NI ZBIANLARE 5 4 Humulin® (ELT LILLY) M1 Novolin® (NOVO NORDISK) H:
fE

= o

[0775]  PiriE AR Y (PRI ) A e i 3R 2 i A SR R 21, F B — 24
BB LA I FAE P HR 22 ]

[0776] £ — A5 it 5 Z& Hb, BT i 0 R Ak Y (PR BY) R B R 0k G N R B &R
(Humalog®) it 4 .5 % (Apidra®™ ) fl 14 5 2 (NovoLog )1 28«

[0777]  FE—A St SRR, I RS R R S 2 .

[0778]  YE—ANSLitih RF, BN R R BB RS R

[0779]  FE—ANSLitih RF BN R REITERS R

[0780] "N LLME (lmg yHiAr) FIH 1 24 BUHESF ) R & 2 FRAL
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FR B A& | B it 8.0 (2014) £ B % 3- USP38 (2015)

T4 & | 1U = 0.0350 mg I14f% | 1 USP = 0.0350 mg 1A%
[o781] | #if# Ak | 1U = 0.0347 mg #if#f& | 1 USP = 0.0347 mg # Ik

A M B | 11U = 0.0347 mg AM& | 1 USP = 0.0347 mg AWk &

[0782]  BEMIAIE B XM 3, 100U=3. 49mg A 152 % % (48 5 ADIPRA™ A 54 “Annex
1-Summary of product characteristics”) .

[0783] 4R, 7E N SCH, U R GL b TE IX Sl i T i IR 5 3R 0 s AR & Dmg Sl BT )
A Y B bR BAUL TUBRUSP 2 7R (B BT 25 HH () IR G

[0784]  FE—ANSLHti 7 SeHp, JL9 K — P2 W il , AR AR T, R B R IR E AL FG240 %
3000uM (40 % 500U/mL) «

[0785]  7E—ANSLjtiJr S Hp, JLi K — P2 W iR, FLRFAEAE T, R B R IR AL HR600 2
3000uM (100%500U/mL) .

[0786]  7E—ANSLti 7 SeHp, JLi K — P2 W il , FLARFAEAE T, B B R IR AL HE600 2
2400uM (100Z400U/mL)

[0787]  FE—ANSLiti Ty SeHp, JL9 K — P2 W il ss] , FLRFAEAE T, JBE B R IR AL HR600 2
1800uM (100ZE300U/mL) «

[0788]  7E—ANSLjtidr SeHp , JLib K — P2 W iR, FARFAEAE T, JBE B R IR AL HE600 2
1200uM (100Z200U/mL) .

[0789]  FE —ANSLjti 77 S, Hvb K — P2 il ), FARRAELE T, R B 2 IR B2 2R 6001M
(100U/mL) »

[0790]  FE—A st )7 &b, b R — P i bilsn, AR AEAE T, S 2 IR B 9 1200uM
(200U/mL) »

[0791]  FE—ANsiti )7 &b, oo R — P i Wbl sn), AR AEAE T, B 2 IR B 9 1800uM
(300U/mL) »

[0792]  FE—ANsiti )7 b, b R — P il sn, AR AEAE T, B 2 IR B 9 2400uM
(400U/mL) o

[0793]  FE—ANsiti )7 &b, b R — P i hilsn, AR AEAE T, 5 2 IR B 9 3000uM
(500U/mL) o

[0794]  FE— NS )7 b, SR G IR IR/ IR B F I BE R K TS5 T 1.

[0795]  FEALS I g5 22 1) — ANt 7 B, SIS UL TR / JHRIE 25 I UE 22 32 M BB 771 5l
FRE 2 A BE IR LA HE L. 52275,

[0796]  FEALS I g5 25 1) — ANt 7 B, SIS UL TR / TR 25 I UE 22 32 M B s 771 5l
FRE 2RI BE R LE A HE 1. 82250,

[0797]  FEALS B o5 22 1) — ANty B, SEER UL TR / TR 25 e 22 32 M B sh 771 5l
FERE 2R A 11 B R L L5 2 22 35
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[0798] 7R &80T R & R — ANt g b, SRR R/ JRIE &
JRE 2SI BE R EL AL F5 2. 5230,

[0799]  FEAL & 8mT R B R — ANt 5 b, SRR R/ JRIE &
FRVE 2 AU BE R B AL FR 33230,

[0800] 7R & BT il B I — ANt g b, SRR R/ RIE &K
JRE 2SI BE R EL AL F5 3. 5230,

(08011 A& I e B 3R IK) — NSty R, SRR SR/ e %

JRIE R IR BE IR B AL FE4 2230,

[0802] 7R & & RS R — ALt Brh, LR AR/ IRIEER

FRE 22 AT BE /R AL $E5 3230,
[0803] 7R fu &40 BRI 2 — STty b, SRR/ e &
FRE 22 AT BE /R B AL HE 7 3230

[0804]  7Ef0 &I BRI 20— STty b, SRR/ e &
FRE 2 AT BE /R B AL FE 9 8230,

[0805]  7rf A iy g i 2 1) — /NSt g S, 5

JRE 2 52 AR I BN 77 5.

JRE 2 52 AR I BN 77 5.

JRE 2 52 AR I BN 77 5.

JIRE 2 52 AT BN 77 5.

JRE 2R 52 AR I BN 77 5.

JRIE 2 52 AR I BN 77 5.

JRIE 2 52 AR I BN 77 5.

FEIR / FRvE 2 I BE R L B RS 275,

3
[0806] AL A I BRI B (0 — NSty SR P, HRIR G IR / R e &< (1) BE /R L A48 102250,
=

[0807] AL & AN BRI 2 — NSty S, 3R

FEIR / fRE 2 10 BE IR EL A6 1532306

[0808] A &5 B I e by B IK) — NSty SR P, SRR AR IR/ MR BE R B4 1. 5 &

0009 751 A B B S 5 SRS 6 2 A0 AR 2
(0910 0 4 A FH0 I e ORI L 0
(091104 A FH0 SIS e ORI L 451
(0912 04 A FH0 SIS e ORI L
(091560 4 A F0 SIS e ORI L 45
30,

J

[0814] A &5 I R & ZR AN — SRt 7 S b, SRR R IR/ MR BE R EE 4B 10 &

30,

[0815] A &5 I JBR 5 ZR I — NSt 7 S8 /K 2 -Hy / BRIE 3R

JRVE 2 2 BE SR EE A6 1 . 5 & 150,

[0816] A F5 I JBR & Z I — SRt 7 S8 Bk 2 -Hy / BRIE 3R

JFRVE 2 2 BE IR EE A6 1 .8 100,
[0817]  FEAL S W] g 5 2 — ANt 77 = b, B /K FE-Hy /e &
FRRYE 2 A BE R EL L4528 706

[0818]  FFfu &5 I JBR & Z AN — NSt 7 S8 /K 2 -Hy / BRIE 3R

JRVE 22 BE IR EL A5 2 . 5560,
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(08191 A &5 I JBR & Z AN — NSt 7 S8 /K 2 -Hy / BRiE 3R
e R AU ) B R LE R A5 3 22600
[0820] A 5 I JBR 5 ZR AN — NSt 7 S8 K 2 -Hy / BRiE 3R
e R AU ) BE R LE L5 3 . 5560
[0821] A &5 I JBR 5 ZR I — NSt 7 S8 K 2 -Hy / RiE 3R
e R AU ) B R LE R 5 422600
[0822] A &5 I MR 5 ZR I — NSt 7 S K 2k -Hy / BRiE 3R
e R AU ) B R LE R 52260 0
[0823] A &5 I MR 5 ZR AN — SRt 7 S K 2k -Hy / BRiE 3R
e R AU ) B R LE R 722600
[0824] A 5 I JBR B ZR AN — NSt 7 S8 K 2k -Hy / BRiE 3R
e ZR AU I JBE /R EE R 592260

JRE R 2 AR TN 7

JHRE R 2 AR TN 7

JHRE R 2 AR BB 7

JHRE R 2 AR TN )

JRE R 2 AR T Eh 7

JRE R 2R TN )

(08251 7 o A e et F 00— /S My S B —Hy /IR 25 1 B/ H B35 2560
[0826] o 5 eIt I 5 TRy — NS S Ky /I R /R L B 105260,
[0827] 774 A5 5 I 361 — NS 7 2P /K e —Hy / B 25 1 B K L (.45 1558 60,
[0828] 75 {7 BT iy 25— 1S5 e KMy /2 22 AR B R L 6451 5%

60,

(0829 7EAT, 4 BN S8 1 — NS T S Ky /9 2 AR B /K L A2 5560,
[0830] 77/ A5 B I 361 — NS 7 e B K —Hy /2 22 A Ik 160 B /R L (47 3560
[0831] 750, 4 IR 38 31— NS T S, /Ky / 9 22 BRI B/ L A4 560,
[0832]  7E0, 4 BN S 1 — AN T S K Hy /9 22 BRI B /K L A0 45 5560,
[0833] 75 S 4RI iy ZE 10— St A7 e, K -y /35 22 MRk 1) B /R LL AL 58 %60,
[0834] 70 f T I 38 10— A ST SR ALKy / 25 2 AR 0 /R A6 10 %8

60,
[0835]  FEAUS I g 2 0 — ALt B, SR R/ JRE &
FRiE 2 RPN R L B 1. 0270,
[0836]  FEALS I g 3 M) — At B, SRR IR/ JRE &R
FRTE 2 R R L B4 1. 25845,
[0837]  FEALS I R 1) — At B, SR R R/ JRE &
JRVE =R P E L FE 1. 3230,
[0838]  7EAU S g 2 ) — ALt B, SR R AR/ JRE &R
FRE R RN R L BRR L. 7227,
[0839]  FEALS I R 3 0 — ALt B, SR R R/ JRTE &
FRIE R RPN R L B RR2 . 0227,
[0840] A& I g i 21 1) — ALt B b, LB AR/ TR E &
FRE R RPN R L B RR2 . 3 27,
[0841]  FEAU S I g 21 1) — ALt B b, SR R/ TR TE &
fRE R RN R L B RR2 . T2 27,
[0842]  FEAUS I g R0 — ALt B, SR R R/ JRE &
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JRiE R I P B L B3 . 3527

[0843] A& I R B 3R IK) — NSty SR P, SRR SRR/ e 3R R 3R S AR sl 71 B
JRE R I L R 4. TE 27

[0844] A & I R B 3R IK) — NSty SR P, SRR SRR/ TR 3R IR 3R S AR sl 71 B
e R B R LE A6 . 0527

[0845] A 35 AL I JBR I R IK) — A SE M7 S, ER AR IR/ RIE 1 1 B L 453 . 35
67,

[0846] 7 (35 AL N JBR I B IK) — A SE M7 S b, E R AR IR/ R & 1 B LE (456 . 6 5
27,

J

(08471 FEAL AN BRI M0 — Sty SR b, IR IR/ IR & 1) R L 4% 105227
[0848] A &5 I e By 3R AN — NSty SR P, SRR R IR/ MR PR L 4% 1. 0 &
?5;49] FEAL BRI B By 3 — SRS e, IR R &R IR/ AR R b g5 1. 2%
?5;50] FEAL BRI B B 3 — SRS R, IR R R R/ AR i b 45 1. 3 %
?5;51] FEAL BRI B B 3 — SRS R, IR R &R R/ AR i b s 1. 7%
?5;52] FEAL SR R B — AN Sty b RS IR /AR B L 52 0%
?5;53] FEAL BRI B By 3 — SRS R, IR R &R R/ AR i b (452 3 %
?5;54] FEAL S AR R B — AN Sty b RS IR /MR R L s 7R
?5;55] FEAL BRI R B 3B — SR T S, IR IR IR/ AR B b 3. 3 %
?(38056] FEARL B I TR ) — sty S, SRR R AR/ BRI LR L R4 TR
27,

[0857]  FEAU S EIN RE) R — ALt 77 b, LR AR/ AR ) B E L 6. 02
27,

[0858] iy H., 45 53l G I ) A& AT 328 Hb 55 28 16T JiR 52 2 20 6 K JBRE 3R JBRE 2R 32 140 B 3l 77 B
TEZE R EGLP-1.GLP- 12804 GLP- 1 2 A I 5h 751 G 3 B FR RGLP-1 RA) 44 . iX L H:
AT DA JBR 5 25 R ) A IAE e S AR ) 0 PR v o7 A A

[0859]  #E—ANSkti /7 &+, GLP—1.GLP- 1R M BlGLP-1 RAREFRA “Fa Y™ o ARG “RE AL
B0 e 48 Ho A e AR B V3 5 15 O AR T B - 2 S T8 /NI VAR i) i T 5NN e ke T
47NN B T 37N FRIGLP—1 . GLP-1 28B4 BGLP-1 RA, 1% 4 32 Z& S ik AR T At ik

[0860]  fE—NSLfi Ty R H, GLP-1.GLP- 125l 8kGLP-1 RAIE [ 13 32 I ik 2k Byetta”™

(ASTRA=ZENECA) « | P42 ik 5% Lyxumia® (SANOFT)  HC K BLali f7 42 40 o He 2425 b ] 4%

J
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) 2 21 A 2.

[0861] £ — NS /7 %t , GLP—1.GLP—1 KA ERGLP-1 RAZ ¥ E TRk Byetta” J: 2%
AT AN S H 255 Eal 42 .

[0862] £ —ANSEHfi /T %, GLP-1.GLP-1 &I BRGLP-1 RASE FI PG kK Lyxumia®™
KA BT AN e He 22 BTz i .

[0863]  FE—ANsjiti 7 S, SCEETRIK AN B AT A ) Je L 252 bnT 52 1 2R VK B
7E0.01 1. Omg/ 100U Z IV

[0864]  FE—ANsLti 7 S, SCEETRIK S B AT A ) Je 252 bnT 52 1 SR UK
£1350.01 0. 5mg/100UfE 5 2.

[0865]  FE—ANsiti /7 S, SCEETRIK A AT A ) Je I 22 bnT 52 1 2R VK B
£1350.02%0. 4mg/ 100U 5 2.

[0866]  FE—ANSLti 7 S, SLEETRIK I B AT A ) Je I 252 bnT 52 1 SR VK B
£4%0.03%0. 3mg/ 100U 5 % .

[0867]  FE—ANsiti 7 S, SCEETRIK AN AT A ) Je L 252 bnT 252 0 2R VK B
£350.04%0. 2mg/ 100U 5 2.

[0868]  FE—ANaLjti 7 S, SLEETRIK AN AT A W) Je L 252 bnT 52 1 R I
£350.04%0. 15mg/100UfE S = .

[0869]  FE—ANsiti 7 S, R UK LS B AT A= ) B L 24 2 b mT 252 0 2R VK
760.01 % Img/ 100U 5 ZHVE R A

[0870]  FE—ANsiti 7 S, R PU IR LS B AT A= ) B L 242 bnT 52 0 2R VK
£1350.01%0. 5mg/100UfE 5 2.

[0871]  FE—ANsiti 77 S, R UK LS B AT A= ) B L 2452 b mT 252 1 2R VK
£1350.02%0. 4mg/ 100U 5 2.

[0872]  FE—ANsiti 7 S, R IIK LS BT A ) B L 242 b nT 252 0 Eh VK B
£4%0.03%0. 3mg/ 100U 5 % .

[0873]  FE—ANSti 7 S, R UK LS BT A= ) B L 24 2 bnT 52 0 2R VK B
£1350.04%0. 2mg/ 100U 5 25,

[0874]  FE—ANsiti 7 S, R PU LK LS B AT AR ) B L 242 bnT 3252 1 2R VK B
£350.04%0. 15mg/100UfE S = .

[0875]  FE— /STty B, fEAFE LR G R B L, J8 ik e JBR i 2 VA U RGLP-1 .
GLP-1 B GLP-1 RASZARILBN I R Mk 7 LA 102902290 1078l P AR FR L T A K il

FARIEA K I ?ﬂ/\%
[0876] AR WIIL P SR TR AEY, ik & 79 s & Ses 4 5 Wi ia e
.

[0877] Y BRI Je i B BB 1 FHES A0/ s 1 2 AL & T i T s &
iy My EAL S R E TR &

[0878]  #E— NSty S, B TR E DT L0 R T

(08791  Jridk & 5~ ¥ Jiik H BH & 5 BH & 1A/ B v S 1 B 2 R PR PE T R R AE
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TR R Ay A 2 DA IR AT AN D — A S ) o

[0880]  frids ' -4 foi o g Ast FH B DAV S I A Y ik BAVR & 0 XA

[0881]  fE— ALty S, B Tk B AILHE 1.

[0882] NSty S AN & TS DT 1085 o

[0883] NSty S, A HLEA B T3k H H LRRAR R AR AN TR B AR 4L B 4
[0884] NSty S, BB ik B EHLHE 7.

[0885] /NSty S, ToHLIA B 71k B H B ERAR B AR AN B 88 1 CRp 2 S 1)
R

[0886] NSty S, BHES Tk B AP 7.

(08871 #E— NSty S AN E T RS DT 10085 7.

[0888] NSty A, A LB &S Tik B Hh Herp o B s (Bildn, 22 2k -2- (F2
A E) TR -1, 3— ) 4Rk 4.

(08891 NSty S, BHES Tk B TN 7.

(08901 /NSty S, TEMLFH B 7k Bt F (Re k& Zn2+) Ffisi<e: @ CRF 7 & Na+ FIK
+) R4,

(08911 #E— NSty S b, IR B T 5 AN PE R 1

[0892] NSty S A HLPE RS T ik B A AR .

[0893] /NSty S, &R IRIE H B H 2R A RIR AR S e /IR A Z R A
JRT AL 0 AR R 2 2 IR

[0894] NSty S, B kIR % B I 2R AL 4L (AR AR IR

[0895]  #E— NSty S, &AL IR I B i DR 22 2K 75 R IR AN E IR AL 4L

IFR S IR
[0896] /NSty S, E AR IR I b 2 T 2 MR I R R € U IR 2L A 1 4 v 1) 5 R
B .

[0897]  7E—ANSZHE T S, U BE e I o DU 1 F 5 Rl R 7 £ R A TR R 5 L B
SRR AL P T A ) UG

[0898] £ ANS i 7 A, A WL T 5 734 1 phy LA A A4 000 2L R 1
4,

08991 7 NSHE T A, A LB IE BS T2 F i 20 — W s e S R AL O 41
[0900]  7E—ANSZHE T S, U Wk ph A8 SRR IR A S (s o h 28 2L e
4,

[0901] £ ANSE AT % b, 8 WL 1 85 - 11 o B e 0 A1) P B8 7 L B AL P
4,

[0902] 75— ANSZHET S, T “BH 85 T SR SRR 1 K U AL R R 1 1
i R AL

[0903] ks I, T 35 76 4 5 TE P 7 — RE 20 1L o , BB 7 258 P, SR/ B0 7 pHL 3
678 AL

[0904] Tk 85 T4 B DA 5% 28 51 N &4 b o 31N T B[ (T s AV MO 2 & e
2 HTSR UL VT 28 B RV Y R A7
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[09051 5 4n, JEHLRH &5 1 LAk H S A8 LB BERRSN  BRIR N 45 1) Eh B 2 I
(09061 filhn, A7 HLRH &5 5 LAk B A IR PN s T I IR B R A £ 1 3N o

[0907] {54, B2 FE R DA P A G R £ TR 26 L 41 0P8 18 2 1) 2h 78 ARl Ak #h Ak 20 i i
AR KRR .

[0908]  FE—/NSijita 7 &, ZH AW B ) T A R R R B R T B AR T 10mM
[0909]  FE—/NSijta /7 &, ZH AW H B 40 B ek B R R B R T B A T 20mM
[0910]  FE—/NSijta /7 e, ZH A0 B 40 B ek B R R B R T B A5 T 30mM
[0911]  FE—/NSiita )7 e, 2 AW B 40 T ek B 7R R B K T B 55 T 50mM
[0912]  FE—/NSijta 7 e, A B -0 T A B ZR R B R T B 55 T 75mM
[0913]  FE—/NSLjta /7 e, A B -0 T e B ZR R B R T B A5 T 100mM .
[0914]  FE—/NSja /7 2, A B -0 B e B ZR R B R T B A T-200mM
[0915]  FE—/NSijt /7 0, ZH AW - B 140 o e B 7R R B K T B A% T-300mM
[0916]  FE—/NSjta /7 7, ZH AW B -0 B e B ZR R B R T B A5 T-500mM
[0917]  FE—/NSLjta )7 E 0, A B -0 B e B 7R R B R T B A5 T-600mM .
[0918]  FE—/NSijta /7 e, AW B -0 B e B ZR R B R T B AR T 700mM .
[0919]  FE—/NSjta /7 0, AW B 400 B e B ZR R B K T B A5 T-800mM
[0920]  FE—/NSijta /7 E 9, A B 400 B e B ZR R B R T B AR T-900mM .
[0921]  FE—/NSji )7 Z 9, A B T B e R 7R B /N T B S5 T 1000mM
[0922]  FE—/NSjita )7 Z AW BT B A BE ZR R B /N T B AE T 1500mM
[0923]  FE—/NSjia /7 Z A BT B A B ZR R B /N T B AE T 1200mM
[0924]  FE—/NSjita )7 Z A B T B A BE ZR R B /N T B SE T 1000mM
[0925]  FE—/NSia /7 9, A B T T e R ZR R B /N T B AR T-900mM .
[0926]  FE—/NSLjta /7 e, AW BT T A R ZR R B /N T B A T-800mM .
[0927]  FE—/NSLit /7 9, A BT T A R ZR R B /N T B AR T 700mM
[0928]  FE—/NSLjta /7 e, AW BT T e R ZR R B /N T B SR T-600mM .
[0929]  FE—/NSjta /7 0, AW B T B e B ZR R B /N T B A5 T-300mM
[0930]  FE—/NSijta /7 e, AW BT B e R ZR R B /N T B AR T-400mM
[0931]  FE—/NSij /7 0, ZH AW B -0 o e B ZR R B /N T B S5 T 300mM
[0932]  FE—/NSLj /7 e, AW B T B e R ZR R B /N T B AR T 200mM
[0933]  FE—/NSijt /7 e, AW BT T e R ZR MR B /N T B AR T 100mM .
[0934]  FE—/NSjta 7, AW BT T e R R VR B 45 1022 1000mM
[0935]  #E—/NSiti )y b, H-G W & 4 ) S BE R B 4520 22 1000mM
[0936]  FE—/NSita 7, AW B ) T e R JR R B A 45 3022 1000mM 6
[0937]  FE— /NSty b, H-E Y & 4 ) S BE IR B 14550 22 1000mM
[0938]  FE—/NSijii 7, A B ) T e R R VR B L4 7522 1000mM 6
[0939]  #E—/Sijti Ty b, H-G W & 4 ) S BE IR B A48 100 22 1000mM
[0940]  #F—/NSjiti )y b, H-E Y & 4 ) S BE R B A48 200 22 1000mM
[0941]  FE—/Sti )y b, H-E Y & 4 ) S BE /R B A48 300 22 1000mM
[0942]  fE—/NSti )y b, HE Y & 4 ) S BE R B2 045400 22 1000mM
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[0943]
[0944]
[0945]
[0946]
[0947]
[0948]
[0949]
[0950]
[0951]
[0952]
[0953]
[0954]
[0955]
[0956]
[0957]
[0958]
[0959]
[0960]
[0961]
[0962]
[0963]
[0964]
[0965]
[0966]
[0967]
[0968]
[0969]
[0970]
[0971]
[0972]
[0973]
[0974]
[0975]
[0976]
[0977]
[0978]
[0979]
[0980]
[0981]

fE—ANSEi T B, HEYH B 7Y ) B BE R IR FE AL FE500 22 1000mM
TE—ASEi T B, HEYH B 7Y ) B BE R IR FE AL FE600 22 1000mM

FE— LT R, AV &Y B S B KR FE L35 10 22 900mM
FE— LT R, AV &Y B S B KR FE L3520 22 900mM
FE— LT e, AV &Y B S B KR FE AL 35 30 22 900mM
E— LT e, AV &Y B S B R FE AL 3550 22 900mM
FE— LT B, AV &Y B S B KR FE AL FE 75 22 900mM

FE— LT R, HEYH &Y B B R R FE A3 100 22900mM .
TE— LT R, AV &Y B B KR FE AL 35200 22.900mM .
FE— LT R, AV &Y B B KR FE AL 35 300 22.900mM .
E— LT R, AV &Y B B KR FE AL 35400 22.900mM .
E— LT e, AV &Y B B KR FE AL 35500 22900mM .
FE— LT R, AV &Y B B KR FE AL 35600 22900mM .

FE— LT R, AV &Y B S B KR FE L35 10 22 800mM
TE— LT R, AV &Y B S B KR FE AL 3520 22 800mM
FE— LT R, AV &Y B S B R FE AL 35 30 22 800mM
FE— LT B, AV &Y B S B R FE AL 3550 22 800mM
FE— LT R, AV &Y B S B R B AL FE 75 22 800mM

FE— LT R, AV &Y B B KR FE AL 35 100 22.800mM .
E— LT e, AV &Y B B KR FE AL 35200 22.800mM .
FE— LT e, AV &Y B B KR FE AL 35 300 22.800mM
TE— LT R, AV &Y B B KR FE A 35400 22.800mM
FE— LT R, AV &Y B B KR FE AL 35500 22.800mM .
E— LT R, a4 B B KR FE AL 35600 22.800mM .

TE—AN Lt B rp , AW B T 0 ) e B R IR BB B 10 A2 700mM
FE— LT R, AV &Y B S B KR FE L3520 22 700mM
TE—ANSEit 7 B rp , A0 B T4 0 ) e B R IR B B B 30 22 700mM
FE— LT B, AV &Y B S B R FE L3550 22 700mM
TE—ANSEHt 7 P, AW B T4 0 1Y) e B R IR B B HE 75 22 700mM

TE— LT R, HEYH &Y B B KR FE AL FE 100 22 700mM
TE— LT R, HEYH &Y B B KR FE AL 35200 22 700mM
E— LT R, AV &Y B S B KR FE AL 35 300 22 700mM
E— LT R, AV &Y B B R R FE AL 35400 22 700mM
TE— LT R, AV &Y B B KR FE AL 35500 22 700mM
E— LT R, HEYH &Y B B KR FE AL 3600 22 700mM .

FE— LT R, AV &Y B S B KR FE AL FE 10 22600mM
FE— LT R, AV &Y B S B KR FE L3520 22600mM
FE— LT R, AV &Y B S B KR FE L35 30 22600mM
FE— LT R, AV &Y B S B R FE AL 3550 22600mM
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[0982]
[0983]
[0984]
[0985]
[0986]
[0987]
[0988]
[0989]
[0990]
[0991]
[0992]
[0993]
[0994]
[0995]
[0996]
[0997]
[0998]
[0999]
[1000]
[1001]
[1002]
[1003]
[1004]
[1005]
[1006]
[1007]
[1008]
[1009]
[1010]
[1011]
[1012]
[1013]
[1014]
[1015]
[1016]
[1017]
[1018]
[1019]
[1020]

fE—ANsEi T Berb, HEYH B 7Y ) 2 BE R IR FEALHE 75 22600mM

E— LT R, HEYH &Y B e B KR FE A3 100 22.600mM .
FE— LT R, AV &Y B B KR FE AL 35200 22.600mM .
TE— LT R, HEYH &Y B B KR FE AL 35 300 22.600mM .
FE— LT R, AV &Y B B KR FE A 35400 22.600mM .
TE— LT R, AV &Y B B KR FE AL 35500 22.600mM .

TE—AN Lt B rp , AW A B T4 0 ) e B R VR B B 4B 10 22 500mM
FE— LT R, AV &Y B S B R FE AL 3520 22 500mM
TE—ANSEHt 5 B rp , 2GR B T4 0 1) e B R VR B B 4B 30 22 500mM
FE— LT R, AV &Y B S B JR R FE AL 3550 22 500mM
TE—AN Lt B rp , LA AR B T4 1Y) e B R VR B B 4B 75 22 500mM

FE— LT R, HEYH &Y B B KR FE AL 35 100 22.500mM .
TE— LT e, AV &Y B B KR FE A 35200 22.500mM
TE— LT R, AV &Y B B KR FE AL 35 300 22.500mM .
TE— LT R, AV &Y B B KR FE AL 35400 22.500mM .

FE— LT R, AV &Y B S B KR FE L35 10 22400mM
FE— LT R, AV &Y B S B R FE L3520 22 400mM
FE— LT R, AV &Y B S B KR FE AL 3530 22 400mM
FE— LT R, AV &Y B S B R FE AL 3550 22 400mM
FE— LT R, AV &Y B S B R FE AL FE 75 22 400mM

fE—ANSEi T B, HEYH B 7Y ) B BE R IR FEALFE 10022 400mM
fE—ASE T B, HEYH B -FY) ) B BE R IR FE AL FE200 22 400mM
fE—ANSEi T B, HEYH B 7Y ) B BE R IR FE AL FE 30022 400mM

FE— LT B, AV &Y B S B KR FE AL 35 10 22 300mM
FE— LT R, AV &Y B S B KR FE L3520 22 300mM
FE— LT R, AV &Y B S B KR FE L35 30 22 300mM
FE— LT R, AV &Y B S B R FE AL 3550 22 300mM
FE— LT B, AV &Y B S B KR FE AL FE 75 22 300mM

TE—ANSE T B, HEYH B 7Y ) B BE R IR FEALFE 10022 300mM
fE—ANSEi T Berb, HEYH B 7Y ) B BE R IR FE AL FE 200 22 300mM

FE— LT R, AV &Y B S B R FE AL FE 10 22 200mM
FE— LT R, AV &Y B S B KR FE L3520 22 200mM
FE— LT R, AV &Y B S B KR FE AL 35 30 22 200mM
FE— LT R, AV &Y B S B R FE AL 3550 22 200mM
FE— LT R, AV &Y B S B KR B AL FE 75 22 200mM

fE—ANSE T B, HEYH B 7Y ) B BE R IR FEALFE 10022 200mM

fE—AsEi 7 B, HEYH B 7Y ) B BE R FEEALFE 1022 100mM
TE—ANSLit 7 B, AV 3 W) i ) o B ZR UK FE AL R 2022 100mM
TE—ANSLit T B, AW 3 W) ) e B ZR UK FE AL RE 3042 100mM
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[1021]
[1022]
[1023]
[1024]
[1025]
[1026]
[1027]
[1028]
[1029]
[1030]
[1031]
[1032]
[1033]
[1034]
[1035]
[1036]
[1037]
[1038]
[1039]
[1040]
[1041]
[1042]
[1043]
[1044]
[1045]
[1046]
[1047]
[1048]
[1049]
[1050]
[1051]
[1052]
[1053]
[1054]
[1055]
[1056]
[1057]

[1058]

TE—ANSEHt 5 B rp , 2GR B T4 0 1) e B R IR B B 4B 50 22 100mM
FE— LT R, AV &Y B S B KR FE AL FE 75 22 100mM
TE—AN Lt B, AW B T4 0 ) e B R IR FE B HE 10 &2 75mM
TE—ANSEit 5 B rp , AW B T4 o 1Y) e B R IR B B 46 20 22 75mM
TE—AN Lt B, AW A B T4 o ) e B R IR B B 4B 30 22 75mM
TE—ANSEit 5 B rp , AW B T4 o ) e B R IR B B 4B 50 22 75mM
TE—AN Lt B, AW B T4 0 ) e B R IR B B 46 10 22 50mM
TE—AN Lt B rp , 2 AW B 40 o ) e B R IR B L 46 20 22 50mM
TE—AN Lt B rp , AW A B -4 o ) e B R IR B B 46 30 22 50mM

FE—ANSLt 7 R, B B -4 J5i LA 5 22 400mMyE [ P (1) 9 FE A7 7E o
FE—ANSEHTT 22, BTl B8 14 5t LA 5 22 300mMye ] A [k FE A7 7E
FE—ANSLt 7 R, B B -4 5 A 5 22 200mMyE [ P (1) 9 FE A7 7E o
FE—ANSLt 7 R, B B -4 5 LA 5 22 100mMYE [ P (1) 9 FE A7 7E o
FE—ANSLt 7 R, B B 14 5 A5 22 75mM3E [l Y R BEA7AE
FE—ANSLt 7 R, B B 14 i LA 5 22 50mMAE [l A R BEEA7AE
FE—ANSLt 7 R, BT B 14 i LA 5 22 25mM3E [l Y R BEA7AE
FE—ANSLt 7 R, B B -4 i LA 5 22 20mM3E [l 9 R BEA7AE
FE—ANSLt 7 R, B B -4 5 A5 22 1 0mMAE BBl A ¥R BEA7AE
FE—ANSEt 7 B, B B -4 J5E A 10 22 400mMy Bl P DR FEAFAE
FE—ANSEt 7 B, B B -4 J5E A 10 22 300mMyt [l P iR FEAFAE
FE—ANSE 7 B, BT B -4 J5i A 10 22 200mMyt 6] P DR FEAFAE
FE—ANSE T, BT B -4 J5i LA 10 32 100mMyt Bl P DR FEAFAE
FE—ANSL 7 B, BT B 74 J5i LA 10 2 75mMyG [l P (1) 9 FE A7 LE o
FE—ANSLt 7 R, B B -4 53 LA 10 22 50mMyE [ P (1) 9 FE A7 7E o
FE—ANSL T R, B B 14 J5i A 10 22 25mMyG [l P (1) 9 FE A7 7E o
FE—ANSt 7 R, BT B 74 53 A 10 22 20mMyE [ P (1) 9 FE A7 7E o
FE—ANSEHTT 22, BTk B 14 5T LA 20 22 300mMyt 6] PN R 9 BEAFAE
FE—ANSEHTT 22, BTk B 14 J5i LA 20 22 200mMy 6] PN R 9 BEAFAE
FE—ANSEH T 22, BTk B 14 5 LA 20 22 100mMy 6] Y[R3 BEAFAE
FE—ANSLt 7 R, B B -4 5 LA 20 22 75mMyE ] P (1) 9 FE A7 7E o
FE—ANSLt 7 R, BT B -4 i LA 20 22 50mMyE ] P (1) 9 FE A7 7E o
FE—ANSLt 7 R, B B -4 5 LA 20 22 25mMyE [ P (1) 9 FE A7 7E o
FE—ANSEH T 22, BTk B 14 53 LA 50 22 300mMyt 6] PN R 9 BEAFAE
FE—ANSEHTT 22, BTk B8 14 5t LA 50 22 200mMy 6] Y R 9 BEAFAE
FE—ANSEHTT 22, BTk B8 14 5T LA 50 22 100mMyt 6] Y[R3 BEAFAE
FE—ANSLt T R, B B 14 53 LA 50 22 75mMyE [ P (1) 9 FE A7 7E o

LB B 7 5 5 20> 1M 5, FLAE A (1) BE ZR UK B RT ON0 . 2552 20mM , K 5
F0.25% 10mMEZ0 . 25 % 5mM.

AT R, A SRS
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[1059]  fE— /NSty R 1IZ4 S50, 22 2mMr) £

[1060]  #E—/NSjti )y S, i &P & NaCl

[1061]  fE—/NSLiitir B9, 1iZ4H &Y 5 105 250mMFNaCl .

[1062]  fE—/NsEitir =9, 1iZ4H &Y 153 200mMFNaCl .

[1063]  fE—/NsEiitir R, 1iZ4H &Y 5205 150mMfFNaCl .

[1064]  {F—/NS2H T 2P, %4 &) 4255 100mMfKNaCl .

[1065]  E—ANSita J7 Ze  , M4 A 4 B I 2H 6 34 B0, 25 3k B D 0 22 500uM/ 100U i & 21 11
prdh

[1066]  fE—ANSi Ty b, M4 AS & BH ) 2H A W03 A5 9K 0 224001M/ 100U iR & 25 1)
Bedh.

[1067]  fE—ANSi Ty b, M4 AS & BH ) 2 A W08 57 9K 0 22 3001M/ 100U iR & 25 1)
prdh

[1068]  7E—ANsujiti 7 o, iR A K B A &Pk B,
prih

[1069]1  fE—ANSiE Ty b, M4 AS & BH ) 2 A W08 A 57 9K FE N0 22 100uM/ 100U iR & 25 1)
Bedh.

[1070]  FE—/NSijta /7 28, AR A B B 46 s B 5 G i )

(10711 FE—/NSjii g S Hb , R A B 1 2H 6 0 B0, 2 VR B DR 0 22 100mM I 22 1 711)

[1072]  #E—/NSjii g SEHb , AR A BH 1 2H 6 40 B0, 5 VR B R 15 22 50mM K 22 711

[1073]  #E—ANSZhti 7 &b, iR 4 A R B AL &0 5 3% B B B ER 2R 22 vh ) Tris (ZF2 H
SRS B E) FRT AR B BN A R 2 K G A

[1074]  FE—/NSjita /7 &, G272 R B o

[1075]  FE—/NSEjt /7 R, GG i@ Tris (R H R EIEH L) .

[1076] £t )7 S, G2 AT R TR AN o

(10771 FE—/NSiita )7 28 AR A B ) 46 s 0, 2 5 s 71

[1078]  #E— /NSy b, B JE 7R SR ml DL VR & W 23 1 b 6] PR I A< 1 2H Rl 28
(10791 FE—/NSijita /7 22, B JE 7RI vk FE 0 45 10 22 50mM

[1080] 7St 7 S, 77 JE 77 ) 3 B2 A 45 10 224 0mM.

[1081]  7E—/NSijita /7 S8, AR F A i BH 1) 4 s o, B 3R T 1 77

[1082]  fE—/NSji g SHp , SRS T 1% B b 79 B AN SR (L AL e 2 R ) 4

[1083]  ARFEA K BH 1) 4 & W ids vl 2 8 0l » 1 sk FE 771 o

[1084]  fE—/NSji g SHb L 5K FE T B b H vl SN H B2 B AT H 2 R R 4

[1085] AR A BH (1) 4G 3d vI A 25 155 & 24 B I HL5 DU RIUR B A FH I g 15 3 A AR 1Y
AR T

[1086] A BRIEWS J— PRI A A BRI 20 1l 77 FCARRAEAE T, Fod o T A0 /B0 5T
IR .

[1087] Tﬁﬁn5$ﬂ$§*¢ﬁﬁﬁﬁm, AR e FH 5 ORI B K N B2 T S R BROULIN i

[1088]  JEVLAR T2 Bz L IT L E  BH I8 B B A it & 4%

[1089] AR HHILW J— %*@Q*ETEZ!K&E@Hﬁéﬂé%ﬁﬁﬂa)\ﬁﬁﬁziﬁz

J

m>

R EE 022 200uM/ 100UJE 5 2 1

J
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[1090] A% B R J MR A 5 ) ER 2845 0 5 A0 R0 A T AN B80T R B 2 o £ P
(10911 AR BBV J pHAL 56 . 025 8 . Oy 2R 7068 1) 70, JH 0 5 v 26 L JBevie 252 1 el
I B i 2 AU R 4 A % B ) L SR S R

[1092] R BBV J2pHAL 66 . 0258 . Oy B4R 7068 o1l 70, JHG L 5 v 26 L JBevie 2532 A el
VB e 2 AR AT 8 A 2 B 1 S B SRR R DA S B 5 SUI¥IGLP—1 . GLP- 128 ¥ 8l GLP-
1 RA,

[1093] 2R LV J2 pHAL 56 . 6 25 7 . 811 2R 7068 o1l 70, JH L 5 v 25 L JBeviE 252 A il
B i 2 AU R 4 A % B B L SR S R

[1094] R BBV JopHAL 56 . 6 25 7 . 811 2R 7068 o1 70, JH L 5 v 26 L v 252 A el
| B U 2 AU AR 4 A % B ) SR S S R DA S s SR i 5 2

[1095] 2R WLV Jo pHAL 56 . 6 25 7 . 6 1 2R 7068 o1 70, JHG L 5 e 26 L v 252 1 el
B i 2 AU R 4 A % B B L SR S R

[1096] 7k LV Jo pHAL 56 . 6 25 7 . 6 1 2R 7068 o1 70, JHG L 5 e 26 L v 252 1 el
B i U 2 AU R 4 A % I ) SR S I R DA T s SR i i 2

[1097]  fE—/MSCitigy b, BB HIFE AL b 5E U R AR

[1098] £ty S, A AT R SHE IR

[10991  HR4F A & W O 2 A A0 ) A AR A 7 AR A0 A5« 38 & 00 1o 4 Mt 2% i e 22540
WY KV 5 7KV B T 3 AR 08 A B ) 5 R TR e A7 28 /> — AN K R £ 3
R IE R A HEAT o 0 75 B, 4 1 0 pHIE 45 ZE pH B 56 58

[1100] AR 4 A & B O 2L A B ) 46 BRI 77 DL R A0 0 3 A (et M M 25 L e 2 4k
SN B E 2 A ) A I RN T 8 R S KV B T TR s AR A R B A 2
T L L 1 R 28 2> — AN K i 1 L 5 G R VR SR B AT o R 55 2, o1 39 F) pH A 3 25 pH A
FE6£8.

[1101] fE—/MSili Ty Zeh , S8 SR U 4 N T 5 R AN S SR S L IR VR B )«

(11021 fy 55 B, 38 3o 76 V0 4 00 o 3% I T 718 B D) P T e e T 1 B i
(Tween™ VHIRVE R I I e T 770 V8 5 VR 0 E 2EL o G S5 75 S, 65 1) 70 ) pH 8 5 25 pH
FE6£8.

[1103] £ ANSEHiTT S Hf , IR Le A1 A IR 46 T, TR 414 ) 10 388 3o ThT B8 Fr) g
KT L5 JUE 5 Ve 22 R M sl 70 P s 7B S L5 5 A PRI A F 7 R K
Hy B IR BRI S B A AW Fa e,

[1104] £ ANSEHiTT S Hf , X Le ] A IR 22T, TR 41 ) 10 388 3 ThT B8 Fr) A g
KT 5IESREES BB L JHEIE R DA 8B £ M A E a5 SRR R
TR K -Hy () LI R IR0 S5 H S I R e 1k

[1105] £ ANSEHiTy S Hf , X Lo 4] A IR 46T, TR 414 0 1 388 3o ThT B8 Fr) g
KT 5GLP-1.GLP-1 U BUGLP—1 32 A I BN 774 A 40 75 IR UE 25 SR VE 3R 52 AR I sh 771 Bl R
FWEN AL FR AR B A A Ky ) 35 R R LRI B 4 B W R 1
[1106] £ ANSEHTT A, X Le A A IR A6 T, TR 41 A 0 10 388 3o ThT B8 Fr) g
KF 55 2 MIGLP-1 .GLP- 1 2R 5L GLP- 1 32 14 S S A4 210 5 vt 25\ e 25 2 1Ay
7 B R S AR £ 5 45 A BRI AR f 7 R K By B L R R SRR B B 4L S i
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[1107] AR BHIELS Mo B R IR AR HE a7 AR 7K S Hy ) e R R S R AE e e B & e & W JRE
AR R R A AR R IS

[1108] AR BHIE VS Mo A FR IR AR HE e AR 7K S Hy ) e R R S PR 7E e e B & e & W JRE
AR Bh 7 B E 25 S AR I I I 2R DA AT IR IR GLP -1\ GLP- 1 AL B GLP-1 52 44
WaEhF I H S i g .

[1109] ARGV & —Fh T F 0w B & e 2 RIE 2= SR sh 71 slUisie 2 2 m 4
BN 7B — P T AR e B RTE 3R RE RS2 AR Bl 77 BURTE 25 SR B I i B
2 UL S AFIE A GLP-1 . GLP—-1 R4 8 GLP- 1 52 AR B sh 7 i 2 &0 i 7 v

[1110] "R S HR i S 4 DA R RR il 14 07 Ui B 1 AR B o

(11111 EB5rA-f Al /K R ) AR 40 & ¥ty d L3RS 25 4] -Hy

(1121 | &% BAK W B 44

52/118 T
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%5 Bk ¥ H S
Al o

CH,

A3 O

[1113] /[L
N

Ad 0

AS
Hqu\/\ NH /\/O\/\ J‘L
NH \[(\o NH CyqHas

HN O O

\fo/\/o\/\NHJ\cﬁHza
o]

CH, CH

A6 3 HiC  CHj
HZN/\\/\O/\\/O\\/\O/\/\NHM
HsC

3
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%5 K -4
A7 (0] OtBu
(@]
o o) YCBHZ?
NH N
HO NH
®)
HN (@] o
o YCBHQ?
tBuO N
NH
@]
O HsC 0
Cl—H  HoN NH JL
2NNH NH CoHyg
O ne
CHs3
(@]
o ]
NH CgHyo
(@]
A9 i
Cl—H HZN\/\O/\\/D\/\NH NH\[(\/\N\/\/YCHS
HaC o] CHa
CH,
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[1115]

L]

HAK P 9o
o

Al0

0
H2N\/\NH NH
NH N CH,

All

NH JL

HO NH CyiHog

HN 0]

tBuO
NH  "CqqHps
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il K EeH
A9 =

Ha YCI 3Haz7
Ho/ﬁ\/\ﬂ/r"”\/\/o\/\o/\/o\/\/““ NHJ\LN)

C1 aHzz
j\/ﬁ/””\/\/o\\/\o/\/ow“”#\ JT)
A22 Ho\ﬂ/\./u\NH’“\/\o/“\/ \/\o/\/\an
[1117] A23 \“/\i

NH’““-\./\O/"‘\/O‘--/\O/"\/“\ M

A26
C13H2?

cl—H HzN/\/NH ’LKQ

A27
Ho\fr\/\/\NH NH \rc,sHm
0 0
c|: o)
H4C

[1118]  SZjitifFlAl : 73F-Al

(11191 FE1/NEF P9 A10°C L 2R (300.40g,2.61mol) fE2NE AL EAZK I (1.63L)
(R VAT 218 VR NN S 5 S (322g, 1.30mo 1) 7F &0 45 (DCM, 1. 63L) H (R VA W - Vs N &5
RIS, B SNA JFRAE SN N R £1120°C L S8 J5 BRI RE2 /NI R SR H1 220°C L SR IS TE 15
I3 PN 3T %6 HCL /K VA (215mL) o 4 SN AT BIANOCHiHE 220°C , FREE3/NN, SR 54 H 2
3°CAEI5 BN IN3T % HCT (213mL) , HAF R AP0 CHEREE20°C , FrE21 /N K AL 2>
2, FH10%HC1 /K ¥ (3x 430mL) P FINaC 17K ¥R (430mL) ik , 7ENa2SOs b, 7EAF i
P& SR G I IR G P TR RS T 50 CHIBRBE (1. 31L) H, 4R J5 1 v VROZ I ik &2 21 38 Fiﬂ%ﬁ*
15 B B84 5 R 45 6 )5, A BRI E 40°C , $1 823020 b, SR 5 P 5 B PR IE )3, 4 48
NI o FEe S I YRS ol Y8 R IR ALY A, PR (2x 350mL) BEVEFHE IR E T .
[1120]  7=5:410g (97%)

[1121]  'H NMR (CDC1l3,ppm) :0.88 (3H) ;1.28 (20H) ;1.70 (2H) ;1.90-2.10 (3H) ;2.36 (2H) ;
2.51 (1H) ;3.47 (1H) 53.56 (1H) ;4.61 (1H) .

[1122]  LC/MS(ESI) :326.4;651.7; (CF5E (IM+H] ") :326.3; ([2M+H]") :651.6) »

[1123]  SZjEfsIA2 : 73 FA2

A21]
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[1124] 51l g A S MR S LT 208 S N R A (1) 740

[1125] @i 5 H T840 FALE 7R RN 7k FF 4 H R H T 28 & (75.0g,
393.27mmo1) AL & (90.55g,786.53mmol) , 7E FI10 % HC1 /K ¥ (3x 125mL) < # FINaCl
KT (125mL) Yeid A HLA 3R 159 T 1R B iR Y) , 7ENa2S04 B 45, 7E 48 Lk vE , SR f5
[1126]  77&:104.64g (99%)

[1127]1  'H NMR (CDC13,ppm) :0.86 (3H) ;1.10-1.51 (12H) ;1.56-1.80 (2H) ;1.83-2.46 (6H) ;
3.42-3.66 (2H) ;4.37-4.41(0.1H) ;4.53-4.60 (0.9H) ;10.12 (1H) .

[1128]  LC/MS (EST) :270.1; (GFE&EAE (IM+H]™) :270.2) .

[1129] A2

[1130] [ ZE0CHI4r T1 (90.0g,334.09mmo1) 7£ THF (600mL) H ¥ ¥ T 4 Y% s IIN- 32 5
BRIAME P f% (NHS,40. 4g, 350.80mmol) « M W3 A% — W% (DCC,72.38g,350.80mmo1) 7ETHF
(60mL) H ¥ W o 7RI B0 R B R PR 16/ 5 5 5 s A Tt 8 91 51 AL - M = R Eh iR 24
(30.51g,167.05mmol) FIN,N- 5P 3E Z & (DIPEA,97.16g,751.71mmol) £E7K (66mL) H 1]
R, IR G AE20°C T B FEAS/INIF o Jal R e i 5 , s 7K (360mL) , FE K IRAR TR &4
W R RIS N 2,18 2,18 (AcOEt , 500mL) 5% Na2COs7K ¥ W (1L) SR AT . 4R J5 44 7K AH - 7k
AcOEt (200mL) $E¥% , WL NN HCL /KA R ER AL , H-# 74 F — & H bt (DCM, 3x  250mL)
A B WA HUAHTENa2SO b1, i Y8 H MR AR A AEACOE tH 45 5 3R15 1 B T ARV T
DCM (400mL) H , K¢ A HLAHSE J5 FHIN HC1/K ¥ (200mL) « FHNaC1H F17/K %5 (200mL) e, 76
NazS04 b T4, 1 I8 I B A5 W 45 - FEACOE t T 45 5 S 3R 1540 T-A20) 3 o [ 44

[1131]  7#&:75.90g (70%)

[11321  'H NMR (DMSO-d6,ppm) :0.85 (6H) ;1.10-2.04 (42H) ;2.07-2.30 (4H) ;2.92-3.08
(2H) ;3.28-3.57 (4H) ;4.07-4.28 (2H) ;4.32-4.40 (1H) ;7.66-7.73(0.6H) ;7.96-8.09 (1H) ;
8.27(0.4H) ;12.51 (1H) .

[1133]  LC/MS (EST) :649.5 G544 ([M+H] ") :649.5) .

[1134]  SJEfFIA3 : 73 F-A3

[1135] 32 d A A A5 L2 R S B3R 1S 740 o

[1136] it 5 H T & 0 FALER J7 VR R 7 V5 5 1 o8 B T A REmE S (27.42g,
685.67mmol) MLz R (60.0g,247.27mmol) , 3R154> T2/ 3 o[l 44 .

[1137]  7#&:78.35g(96%)

[1138]  'H NMR (CDC13,ppm) :0.87 (3H) ;1.26 (16H) ;1.70 (2H) ;1.90-2.10 (3H) ;2.35 (2H) ;
2.49 (1H) ;3.48 (1H) ;3.56 (1H) ;4.60 (1H) .

[1139]  LC/MS (EST) :298.1 (4144 ([M+H]™) :298.2) .

[1140]  /pT-A3:

[(1M41] i EH TH &0 FA2R T E R T EF B KN H T4 72 (42.49g,
142.86mmol) FIL—#i 2 Bz Eh iR £k (13.7g,75.0mmol) , 7€ P& i v &5 5 S 3R 452 T-A3HY 1 {4 [
(NS

[1142]  77&:30.17g(60%)

[1143]  'H NMR (DMSO-d6,ppm) :0.86 (6H) ;1.07-2.05 (50H) ;2.08-2.30 (4H) ;2.93-3.09
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(2H) ;3.28-3.57 (4H) ;4.08-4.29 (2H) ;4.33-4.41 (1H) ;7.70(0.6H) ;7.97-8.07 (1H) ;8.28
(0.4H) ;12.52 (1H) .

[1144]  LC/MS (ESI) :705.6; (+F5AE ([M+H]") :705.6) «

[1145]  SEjafsiAd: 73 T-A4

[1146] @I 5 H T804 70 A2 7 iE KM J7 i R 4 N T4 FA1 (200.0g,
614.44mmol) ML-#i 2 B Eh e £h (56. 11g,307.22mmol) , £E 2,18 . Fgrh 45 i J5 314543 1 A4FF)
RN TEEY NS

[1147]  7P7E::176.0g(95%)

[1148] 'H NMR (DMSO-ds,ppm) :0.85 (6H) ;1.08-1.51 (48H) ;1.53-2.04 (10H) ;2.08-2.30
(4H) ;2.93-3.09 (2H) ;3.31-3.55 (4H) ;4.10-4.40 (3H) ;7.68 (0.6H) ;7.97 (1H) ;8.27
(0.4H) ;12.50 (1H) «

[1149]1  LC/MS (ESI) :761.8; (4F5AH ([M+H]") :761.6) »

[1150]  SEjafsilAS : 43 A5

(11511 4313381t ffiFmoc-Lys (Fmoc) ~OH52-C1~ =K FF IE G g S L ERAF IR =40 o
[1152] [\ A3EIE FE A Fmoc—Lys (Fmoc) —OH (7. 32¢g,12.40mmo1) ZEDCM (60mL) H 1Y) &V VR
VS JINDIPEA (4.32mL,24.80mmol) o 58 A& (L0551 J5 , 7218 & [ A R VD IR & i) e B 25 7
e 3 45 ) V5 T3 4E TR S FHDOMPE S it 2-C1- = ZE R L &R iE (100-200H , 1% DVB,
1.24mmol/g) (4.00g,4.96mmol) b . FEMEZHG B T i dE2/Ni) f5 , U8 INHPLCZL F i (0. 8mL/g
B 53 2mh) , FEA A AR PRSI FE T4 FE 15773 B o A i ik U, 47k FIDCM (3x 60mL) DMF
(2x 60mL) \DCM (2x 60mL) 5 PAEE (1x 60mL) FIDCM (3x 60mL) ¥k -

[1153] 4> 4. i85 34> 7-3580:20 DMF/WRIE W& Y0 IR N FRAZ 7240 o

[1154] 4T FIDMFSEI 4> T-3 FH80: 20 DMF /UK BE VR A4 (60mL) AbFE . 75 FR485 5 B R $ii
L3001 5 , BB B ik g , 4 vk FHDME (3x60mL) < A EF (1x 60mL) AIDCM (3x 60mL) P15
[1155] ) 75 (4> T4 58— (97 H B A R i 2 - 2) -3, 6- S 24 ¥ 2 (Fmoc—
020c—0H) [ REFRTF 4] o

[1156]  [§]Fmoc—020c—OH (9.56g,24.80mmol) A11-[ XX (- HHFEEIEL) WH ] -1H-1,2,3-=
M [4, 5-b] ML IE 3— 48 ALY /S B BR 2k (HATU,9.43g,24.80mmol) 7E1:1 DMF/DCMIE &4
(60mL) 71 ) B TP AR IIDIPEA (8. 64mL ,49 . 60mmol) « 58 A VA MR G » 4 345 B VAT BRI 4E 4 T
4 b AERERIR T B FE2/NEE IS Rk U8, KOk FHDMF (3x 60mL) « 5 N (1x 60mL) Al
DCM (3x 60mL) ¥k

[1157]  4»76. il fd4> 7558020 DMF/WRIE W& Y0 IR N FRAZT 7240 o

[1158]  J@it 5 T4 F AR 7R 75300 = S T35, 3k 4550 16

[1159] 7.8l 70 165 ARERR [ BIRAR I =40

[1160] @t 5 T2 F50 TR R 7L R H B H T4 F6 M ARERR (4.97¢g,
24.80mmo1) ZEDMF (60mL) H [ I, 345390 17

[1161] 8@ F7580: 20 =& H%i/1,1,1,3,3,3- /N —2-NEE HFIP) IR &
RIS =

[1162]  $44»T7H80:60 ~ & H4i/1,1,1,3,3,3- /N -2- N EE HFIP) V854 (60mL) b FE,
TEMEE I ST TP RE209 B0 5, W g ok e IF 35 FH =& W b (2x 60mL) Peisk o 9 28 K
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Ao AR FE ¥R AR e 5 5 & W b (60mL) A1 5 I lK (60mL) #EAT IR ILZE R AE LGP E
ghin e, K18 0 T8I E B B A

[1163] 775 :2.63g (TE6 M B A66%)

[1164]  'H MR (CDCl3,ppm) :0.87 (6H) ;1.09-1.66 (40H) ;1.77-1.98 (2H) ;2.13-2.29 (4H) ;
3.24-3.75(18H) ;3.95-4.07 (4H) ;4.65-4.70 (1H) ;6.23-6.37 (1H) ;6.39-6.62 (1H) ;6.74-
6.91 (1H) ;7.38-7.54 (1H) .

[1165]  LC/MS (EST) :801.6 (4144 ([M+H]™) :801.6) .

[1166] 5 F9: i fH 5 F85N-Boc & & MRS I =4

[1167] [ FREEIR FE 4> T-8 (2.63g, 3. 29mmo1) 724/ (20mL) 7 Ak I VL A YR VR IIN— 2 ik
I =M (HOBt, 654mg, 4. 27mmol) FIN-Boc Z, — % (BocEDA,580mg, 3.62mmol) 1R &)
AHZBOC,REHM - —HIREEIEFIE) N -2 F ik W iZEE R £ (EDC,819mg,
4.27mmol) o« NA FIAEQC FHiHE 157 Bl , SR JE FEPA BRI FE N H 4 187N o K A HLAH 1
FAINH{CT/K I (2x 10mL) ML FINaHCOs/K ¥R (2x 10mL) A AINaCL KR (2x 10mL) PE¥
P A WA FENazSOs b T4, 1o 308 ol R A 48 o 36 ek e Ji € vy QU e 771« — &0 HR e s FR ) 4lifb
J& » IR15 43 190 A a4 .

[1168] =& .:2.37g(76%)

[1169]1  'H NMR (CDC1s,ppm) :0.87 (6H) ;1.08-1.47 (34H) ;1.43 (9H) ;1.48-1.70 (7TH) ;1.78-
1.87 (1H) ;2.14-2.25 (4H) ;3.16-3.71 (22H) ;3.92-4.04 (4H) ;4.47-4.52 (11) ;5.33 (1H) ;
6.10 (1H) ;6.65-7.01 (1H) ;7.11-7.30 (2H) ; 7.47-7.63 (1H) .

[1170]  7p»FA5

(11711 [ BREEIE I 23 19 (2. 37g, 2. 51mmol) 76 — 5 F &% (50mL) VA s in4M HCl
TE ZIWELE (6. 3mL) H B AR S A R AE A I B T B FE2 /N o Sl R I 4 J5 , ik R
F & H B (G0omL) L, 2R 5 FIN NaOHZK AW (2x 12 5mL) A1 FINaCl /K ¥A ¥ (25mL) e .
YA HUAHTENaoSOs b 45, I I8 I R R 4 - 75 £ v B 45 5 J5 3R 435> A 1 B B4k
[1172]  7P=E.1.57g (74%)

[1173]1  'H NMR (CDC13,ppm) :0.87 (6H) ;1.08-1.43 (34H) ;1.48-1.71(7H) ;1.74-1.93 (3H) ;
2.14-2.25(41) ;2.79-2.86 (21) ;3.17-3.71 (20H) ;3.93-4.05 (4H) ;4.47-4.54 (1H) ;6.08-
6.29 (1H) :6.84-7.01 (1H) ;7.15-7.32 (2H) ;7.50-7.64 (1H) .

[1174]  LC/MS (EST) :843.6 (i1 {E ([M+H] ") :843.7) .

[1175]  SJaf5IA6 : 73 A6

[1176] 710 @ i AL PR ARG 724

[1177]  FEAFAE10% B d At (1.9g) BITEOL T, AL B IR (19.0g,63. 24mmol) £ HI i (450mL)
WA TRAE i P IE A AUR (latm) o JRE R G N AR 2% Bl JE,
IR P D TRR A i « 38 45 70 1 L0 e Ea JHe IR A

[1178]  7=&:19.50g (99%)

[11791  'H NMR (CDC1s,ppm) : 0.45-2.01 (35H) ;2.10-2.17 (1H) ;2.33-2.38 (1H) ;11.14
(1H) .

[1180]  LC/MS (EST) :309.3; (4F&AH ([M-H]") :309.3) »

[1181]1  7p ¥ 11383 f#Boc-1-%F-4,7,10- =4 J- 13—+ =%ii% BocTOTA) 573 T 101%

70



N 111565710 A W OB P 61/118 T

BRIRAF I 740 o

[1182] i 5 H T HI &0 FOM iR T E BB AH T4 F10(19. 3¢,
62.15mmol) F1BocTOTA (23.9g,74.58mmol) , 3K15 2> T L LK A& (iR )

[1183] ;=& :37.05g (97%)

[1184]  'H NMR (CDC1s,ppm) :0.43-1.71 (49H) ;2.13-2.17 (1H) ;3.17-3.24 (2H) ;3.32-3.39
(2H) ;3.51-3.66 (12H) ;4.77 (0.1H) ;4.94 (0.9H) ;6.13 (0.9H) ;6.29 (0. 1H) «

[1185]  LC/MS (ESI) :613.5; (4F5H ([M+H]") :613.5) »

[1186] 4 FA6

[1187] i 5 H Tl 0 FAS TG R U T B KN H T4 711 (34.9g,
56.94mmol) , 3R1F 53T AGHIFE (R M)

[1188] ;7 :28.5g(97%)

[1189]1  'H NMR (CDC1s,ppm) :0.41-1.96 (42H) ;2.13 (11) ;2.78 (2H) ;3.31-3.36 (2H) ;3.53
(4H) ;3.55-3.58 (4H) ;3.60-3.63 (4H) ;6.43 (1H) .

[1190]  LC/MS (ESI) :513.5; (45 (IM+H]") :513.5) »

(11911  SEHEFIAT : 73 F-AT

[1192]  4»F12: 5834 {$4> 74 5Fmoc-Glu (0tBu) —OHJ N 3K 1G4 .

[1193]  [a]Fmoc—Glu (0tBu) —OH (10.55g,24.80mmol) FIHATU (9.43g,24.80mmol) 7E1:1
DMF/ — & FH B dR &4 (60mL) H [ B V73 HH ¥8 IMDIPEA (8. 64ml, 49 . 60mmo1) o 56 4= ¥ il ) » 14
PAFHNETEIAE 74 B AR ERIR LN HRE2/ N 5, 0 i €, A X FHDMEF (3x 60mL) «
FETAEE (1x 60mL) F1 5 %¢ (3x 60mL) Phik .

[1194] 7T 133887 7-12550:50 DMF/NMRIE &40 S N 3RS 51 7240 o

[1195] 475 2% FIDME B4 1) 4> T~ 12 F50: 50 DMF /S bk IR &4 (60mL) kb B . 78 A 5S35 B R
PR 1/NI 15 5, K44 g o g , 4 V% FIDMF (3x 60mL) 5 B (1x 60mL) A1 — & F &% (3x
60mL) Peisk o

[1196] 414385 5r FAL 50 T 13 BRI HI =4 .

(11971 @5 H T 71209 77 R T7 5 0 K % T 70 713813 FAL (8.07g,
24.80mmo1) EDMF (60mL) H FA W, 3 A34 F14.

[1198] AT

(11991 @15 H Tl 48 2 7 8H 7 A R R J7 5 F 044 H N T 70 7 14 sl i ik e e 15 v
(B : DCM H ) 4fifb fi5 , 3R15 70 T-ATHY € il 44

[1200] & :2.92g (TE6 M B 952%)

[1201]1  'H NMR (DMSO-d6,ppm) :0.85 (6H) ;1.07-2.32 (88H) ;2.95-3.09 (2H) ;3.28-3.60
(4H) ;4.06-4.19(1.7H) ;4.21-4.38(2.6H) ;4.40-4.46(0.7H) ;7.56-7.63 (0.7H) ;7.78~
8.09 (2.6H) ;:8.22-8.31 (0.7H) ;12.64 (11) ,

[1202]  LC/MS (EST) :1131.8 (41444 ([M+H]") :1131.8) .

[1203]  SJafFIA8 : 73 F-A8

[1204] 15 @2 PR 5 L5 2 TR I B3R 1S 740 o

[1205]  j@it 5 AT #1480 A2/ J7 1 R D7 v 30K B T 2818 (8.77¢,50.94mmol)
AIL-F5 8 (7.00g,53.36mmol) , 3R15-7> 11501 [ (0] 44
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[1206]  7#H:9.17g(66%)

[1207]  'H NMR (DMSO—d6,ppm) :0.82-0.89 (9H) ;1.18-1.65 (17H) ;2.04-2.14 (2H) :4.19-
4.23 (1H) ;7.98 (1H) ;12.40 (1H) .

[1208]  LC/MS (EST) :286.2 (4144 ([M+H]™) :286.2) .

[1209] 416 3@t {550 F 15 5L 2 IR 1 s S S 3R1F 740 o

[1210] A 4r 715 (9.16g,32.11mmol) ZETHF (160mL) (K IR P AR IR Vs N =2 % (8 . 12g,
80.27mmol) F12— (IH-ZE = Me-1-35) -1, 1,3, 3-PU FF B AR DY SIS £ (TBTU) , I A A
IREEIR B N B 43070 B I INL - 20 B8 FH i — 3R R 36 (3. 93g,16.86mmo) , FKs s A Joii ik
BES/INIT SR 5 U B IR AE o ik 43 FHACOEt (200mL) #5% , A HLARE U8 , IF 2% J5 FHIN HC17K
VSR AIZK B » FENa2SOa b4, 1 8 FF 080 Wk 4 o R R AE LG TR BS 5, 3845 70 1 1611
SRR

[1211] 78 .7.332(66%)

[1212]  'H NMR (DMSO-d6,ppm) :0.80-0.91 (18H) ;1.06-1.72 (38H) ;2.03-2.16 (4H) ;2.91-
3.07 (2H) ;3.60(1.15H) ;3.61 (1.85H) ;4.13-4.28 (2H) ;4.33-4.44 (1H) ;7.79-7.92 (3H) ;
8.13-8.26 (1H) .

[1213]  LC/MS (EST) 695.7 (iHHAE ([M+H] ") :695.6) .

[1214] 53417 3@ {650 1 16 BALIRAS I 7240

[1215]  [H10°CHIZ> 116 (7.33g,10.55mmol) ZETHF/ FFEE /7K V& &4 (105mL) AT T s
HILiOH (505.13mg,21.09mmol) , #& J5 ¥ BT AE PRI B T 16 20 /NI I ol 94 i o K 7K AH
N HCUE W IR Z2pH 1, FERE TR B [ A ik 8, FHOK B R 080 18, R 2140 F 17T
[ 4

[1216]  7=&:7.09g (99%)

[1217]1  'H NMR (DMSO-d6,ppm) :0.80-0.89 (18H) ;1.18-1.73 (40H) ;2.03-2.16 (4H) ;2.91-
3.05 (2H) ;4.03-4.13 (1H) ;4.21-4.27 (1H) ;4.31-4.40 (1H) ;7.79-8.02 (4H) ,

[1218]  LC/MS (EST) :681.7 (4144 ([M+H]™) :681.6) .

[1219] 4371838 AH 43 F17 5N-Boc £ & [ 3R 7240

[1220] Wi EH THI& 0 FL6M T ERUBK T EF B HNH T4 717 (7.09g,
10.41mmol) FIN-BocZ, —- % (1.83g,11.45mmol) , £ Z G BE i , 3145945 T~ 181 (I o [l 14
[1221] P75 .6.64g (T7%)

[1222]  'H NMR (DMSO-d6,ppm) :0.80-0.91 (18H) ;1.15-1.73 (49H) ;2.03-2.18 (4H) ;2.92-
3.13 (6H) ;4.05-4.30 (3H) ;6.71-6.83 (1H) ;7.69-8.23 (5H) .

[1223]  LC/MS (EST) :824.0 G+ 4E ([M+H] ") :823.7) .

[1224]  /p>FAS8

[1225] @it 5 FF 50 T ASI 5 15 2R T v 7R AN S0t e i 4 0 1 K 32 3 H 49
118(3.00g,3.64mmol) , £ EE L2 R AR RVIAIR G » A3 Eh IR EL I 1) 43 1 ASI K £, [i]
NS

[1226] 77&.2.66g (96%)

[1227]1  'H NMR (DMSO-d6,ppm) :0.80-0.91 (18H) ;1.15-1.76 (40H) ;2.03-2.19 (4H) ;1.78-
2.89 (2H) ;2.91-3.07 (2H) ;3.22-3.37 (2H) ;4.08-4.14 (1H) ;4.17-4.28 (2H) ;7.81-8.36
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(8H) .

[1228]  LC/MS (EST) :723.7 GHE{E ([M+H] ) :723.6) .

(12291  SEZiitif5]A9 : 43 F-A9

[1230]  43119:13-FF - PU LR .

[1231] RS TFH TR =R, Sl N8 (5.50g,226.3mmol) - I JG/KTHF
(25mL) 78 G586, IR AE A EEIR R s I LI L3 -2- R SR T e LA 51 R BT o W 52 1) S R
BRI G , 7E /NI Y323 V8 INAE THE (60mL) Hh R B 1 9 43 1 - IR -2 1 R ¢ (28 . 42¢,
207mmol) , 1M 1 5 F ek FEE AR 43 A SE AE6D . 70°C o R o B S A I R 2 /NI

[1232]  FEGF ) =S E B, 1710 °C 1) T 5 26 T8 0 35 -1-N—HT JE L g e i (NMP) ()
CuC1 (280mg,2.83mmo 1) ¥ ¥ *H 3% % ¥ 0% T THF (60mL) I 11-7R +— 4R (25¢,
94.27mmo 1) AV - SR 5 M) 1% VAT P 2 i V8 N ZE THE (50mL) F R A8 1A R IUR A A5 LB VA TR
PLORHF A B FE AR T-25°C AR S KR A IE IR BRI B R 3R 16 /N A A 21 220°C L
WL ZZ BTN HC1/K VAR B2 pHA 1 (300mL) k4 1k & N, HA it FHC 4% (100mL) F1Z,
it 2,15 (2x 75mL) ZEHL . FHIN HC1ZK¥& W (100mL) 7K (100mL) 34 HLAHH: 7ENa2S04 b T
J& » BB I LA IR GG 15 B AR ([ A4 o S R P (v R TR 4 TR) Ak )5, 3R
73 A i 4

[1233] 7#H:18.1g(79%)

[1234] 'H NMR (CDCls,ppm) :0.87 (6H) ;1.11-1.18 (2H) ;1.20-1.38 (16H) ;1.51 (1H) ;1.63
(2H) ;2.35 (2H) .

[1235] /3120 @38 20 T 19 5L- 2 208 [ N SRS 1 7240 o

[1236]  [f) FRBEIE FE 4> T-19 (18.05g, 74 . 46mmo1) ZETHF (745mL) 5 ¥4 FH AR Y R hnDCC
(14.63g,70.92mmo1) FINHS (8.16g,70.92mmol) . £ FAEL IR J& R HiBE40/NN G L ¥ A s 4
ZOCIRFF205 5, fERELE L e a8 ik v L% R (9.77g,74.46mmol) DIPEA (86mL) Al
K (150mL) % 00 2 YW o FE PR IR FE T B FE20/ N J5 5 4 /i B FINaHCO 1 F 7K ¥4 Wi
(200mL) #i B o K5 /K AH FH 4R £ (2x200mL) Heids , FE 2N HCLA IR 2 pH 1o T Pt
JE, R E KM BEFFAESO C R B2 -1 o 5 [ AR AE I e Hh Ak B =, B 75 b B, SR S5 I 0, 19
B £ ] 4

[1237]  ;7H::18.8g(75%)

[1238]  'H NMR (CDCls,ppm) :0.86 (6H) ;0.96 (6H) ;1.12-1.18 (2H) ;1.20-1.78 (22H) ;2.24
(2H) ;4.58-4.63 (1) ;5.89 (1H) »

[1239]1  LC/MS (ESI) :356.2; (3+518 ([M+H]") :356.6) «

[1240] /12138393 120 5Boc—= (2 —E%) M N3RS 724

[1241]  EFRESIEFE T, 14> 120 (16.7g,46.97mmol) 7F THF (235mL) [ ¥ 1 A& Yk s
DIPEA (20. 3mL) AITBTU. #i{££ 204041 5 , ¥ IiBoc—=. (£, —-F%) % (14g,56.36mmol) . fEFF1E
T RS T PR /NI 5, BRSPS W4 K 5 R 1R £ 1 (500mL) WAL, FHNaHCOs 1 Al
JKIEW (3x 200mL) «IN HCLZK AWK (3x 200mL) FAHfI FINaCl/K A (3x 200mL) ¥Ei5s « £ENa2S04
A YR IE ARG fE MR R i P i AT e IR SR ) 4lifk, 15 2
TR -

[1242] ;7 .23.5g(85%)
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[1243]1  'H NMR (CDC1s,ppm) :0.86 (6H) ;0.93 (6H) ;1.10-1.17 (2H) ;1.19-1.08 (31H) ;2.18
(2H) ;3.23-3.65 (12H) ;4.41-4.56 (1H) ;5.12-5.47 (1H) ;5.99-6.11 (0.75H) ;6.48-6.65
(1H) ;7.30-7.40(0.25H) »

[1244]  /3»FA9

[1245] 3@ 1S5 F Tl 28 20 1 AS I J7 VA S ABUR 7 ¥E FEAE AN R Bl P e % 1 17 00 R 1 2
T7r121(23.46g,40.04mmol) , K¢ 7 35 25 W4 fa 3145 I R R W AE NG /TN ERIR S W it B
bR 2% BIEW FF R IR R 28 058 R AR W AE A I (150mL) HBfF B , JF4 3h 1R #h % 20
(1) 53 AR 1 Eu [l A i, P IR dte , 98 i T g

[1246] 77 H:13.0g (64%)

[1247]1  'H NMR (DMSO-d6,ppm) :0.79-0.90 (12H) ;1.09-1.61 (24H) ;2.03-2.17 (2H) ;2.92-
2.98 (2H) ;3.15-3.23 (2H) ;3.40 (2H) ;3.50-3.58 (4H) ;3.61 (2H) ;4.30-4.23 (1H) ; 7.88-
8.14 (5H) .

[1248]  LC/MS (EST) :486.4; ((F&HAH ([M-C1]7) :486.8) .

[1249]  sZjitifs|A10: 43 F-A10

[1250] 43122 j@ ik {50 3 o S 5 LMl 2 IR I B 3R AS R 7240 o

(12511 @I 5 H T 618 0 FALE 73 R LE 7 v 90 5% W T Bk & (150.0g,
0.922mol) FIL-FHZ MR (212.3g,1.844mol) , £ H10 % HC1 /K (3x 300mL) 11 FINaC1 7K ¥
T (300mL) Peigk A MLAH G 3R15 7 122/ Jo 3R Y, FENa2S0a b 188, fE M ok U8, 9k ik
95, AR K bk B id i R e e v (e 7 : DM\ MeOH) ik,

[1252] ;=& :134g (60%)

[1253] 'H NMR (CDCls,ppm) :0.87 (3H) ;1.10-1.52 (8H) ;1.57-1.74 (2H) ;1.79-2.52 (6H) ;
3.37-3.67 (2H) ;4.37-4.42(0.07H) ;4.53-5.63 (0.93H) ;9.83 (1H) .

[1254]1  LC/MS (ESI) :242.1; (G3F51E ([M+H]") :242.2) .

[1255] )23 @i (5> ¥ 22 5L AR B IRATI 77 ) o

[1256] [ A A E5CLL N4> 122 (132g,0.547mol) ZETHF (924mL) H (¥ T A R s N
NHS (66.1g,0.574mol) FIDCC (118.5g,0.574mol) . FtFE21 /NS 5, S8 I PTIE R L UTIEY , IF
FE3093 0 P K5 MR N F) 15 °C B L4 %% (41.98g,0.287mol) 7£ 25 55 17K (82mL) ADIPEA
(476mL,2.735mol) H I H  FEPA BRI FE R HHE23 /NN Ji5 , K SO SO e VR 4 , 45 21
SRR AW, B HAEK (1. 30) dRsRe B K #EFHACOES (2x 0.5L) BRI IR, ¥ 1 EAL T 10°CH)
I JE B R 6N HC1¥A W (120mL) BEALZpH 1,485 FIDCM (3x 0.6L) ZEHL =R K H N
£, Y AINaCTIE TR (0. 6L) Pk, 7ENazSOs b -4 , SR S5 I B A 45 o K SRAS IR IR 7R [FI 9
FA VA (240mL) W 2/Nf o £E10°C R B 4 5 , 3B s I e (240mL) o FHE 1 /NS Ji5 , 8
o A R R T E W), AL L 1 E A T B VR A A (150mL) ek, IR E B8 T4

[1257] 775&:83.9g2(52%)

[1258] 'H NMR (CDC1s,ppm) :0.87 (6H) ;1.06-1.78 (25H) ;1.80-2.41 (13H) ;2.80-3.72
(6H) ;4.30-4.39(0.15H) ;4.46-4.70(2.85H) ;7.84 (1H) ;7.93 (1H) .

[1259]1  LC/MS (EST) :593.5; (45 (IM+H]™) :593.4) .

[1260] 4324 3@t {4 ¥ 23 5L 2R T i (LysOMe) IERERAZ 1) 74

[1261]  [6]%r 123 (76.26g,0.129mol) FH 4K X ¥ ITHOPO (3.57g,32. Immol) LysOMe — L g
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#h (15.0g,64.3mmol) FIEDC (34.53g,0.18mol) . %R J& s T2 ¥4 #1225 °C (I DMF (600mL) - 7
fife 5 BN I — 4% (43.9mL, 0. 315mo1) , [F] B 7E U8 N 5 30 FE R AED C UL 2788 o 7
PRI IR FE N E 5 B A BBIAE K /9K (2kg) FIDCM (0. 5L) FRITRE &4 b 41570 4
J& 5 57 B S AH 7K AHFDCM (2x 0.4L) ZEUR X KA HUAHG I, Je 5 FHIN HC1¥E K (0.5L1)
A AINaCLIE TR (0.5L) ¥k, ENazSOs b8 , R A 4 » SR Ja K Bl sr e i ok v (H
Jiit 7] : DCM MeOH) Zfif¥, .

[1262]  7#H:56.7g (67%)

[1263] 'H NMR (CDCls,ppm) :0.87 (12H) ;1.10-2.40 (82H) ;2.86-3.72 (17H) ;4.16-4.60
(TH) :6.83-8.01 (6H) -

[1264]  /3-1-A10

[1265]  #553+-24 (4.0g,3.05mmol) 7£ £ —Jf& (30mL) HH ¥R AES0 °C N In#ad 1% - S8 J5 ¢
SN J53 FH HR = DU SRR IR B R, PR A LA A AINaC TR (4x  30mL) YEk4IKk , S8 J5 K
(2x 50mL) BEHEE 21K, F5 7ENa2S0a b M FF 9 F W 4 o K R R WAE RN T8 T G 300 4t
RGBT AE TR T 2 R I - AR i 1S I g e B B e ), A O
(2x 20mL) Peik , SR e 123 Tk

[1266] 77 :3.0g (74%)

[1267]1  'H NMR (CDCls,ppm) :0.87 (12H) ;1.09-2.37 (84H) ;2.74-4.56 (25H) ;6.85-8.00
(7TH) .

[1268]  LC/MS (ESI) :1338.0 (GH54E ([M+H]") :1338.0) .

[1269]  SZjitafs|A1l: 43 F-All

[1270] 725 @i fd 70 1135 AR R NSRTS I 724 o

(12711 @5 H T 9 75 ERRE 7% H N T 70 713 (28mmo 1) A1 H R
(28.04g,140mmo1) ZEDMF (330mL) H ¥4 , 3K1593 1-25.

[1272]  /r1All

[1273] 3@ 5 H T 55 T8 7 EE AU 7 5 4 H R 143 125, £ 4G Hh B 45 i J5 3R
5 AL A A,

[1274] 775 :13.9g (FE6 MY B A56 %)

[1275]  'H NMR (DMSO-d6,ppm) :0.85 (6H) ;1.05-1.61 (60H) ;1.62-1.75(2H) ;1.78-1.91
(2H) ;2.04-2.27 (8H) :2.96-3.06 (2H) ;4.08-4.13 (1H) ;4.17-4.22 (1H) ;4.27-4.34 (1H) ;
7.82(1H) ;7.86 (1H) ;7.90 (1H) ;8.03 (1H) ;12.54 (1H) .

[1276]  LC/MS (ESI+) :881.7 (3+518 ([M+H]") :881.7) «

[1277]  SZJEfFIAL2 : 73F-A12

[1278] 412633 {873 113 H5Fmoc—Glu (OtBu) ~OH BRI =40 o

(12791 @5 HT 7075 7R 7732 304 3 8% -4 113 (9. 92mmo1) AlFmoc—Glu
(OtBu) ~OH (21.10g,49.60mmo1) 7EMH 32tk P g il (NMP, 120mL) HH 959, 3745 70 126
[1280] /) 127 3@/ 126 580:20 NMP/WRIE VR &40 R N 3RS 11 7240 o

(12811 @5 M T 70 F AR 7V 77 358 8 43 126, 48 FNMPAC S DME , 3145
BTF27,

[1282] 728 @i f# 73127 5Fmoc—Glu (OtBu) ~OH B FRAS I =40
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[1283] sl id 5 AT 437260 5 LA 77 i H 8 B T 2 F-27 AlFmoc—Glu (0tBu) —~O0H
(21.10g,49.60mmol) , K735 128

[1284] /129 3@ {73 128 580:20 NMP/WRIE VR &40 R N 3RS 7240 o

[1285]  j@it 5 FH T4 F 27 0 VAR T R FL N FH T4 128, 3/ 18 70 1-29.

[1286]  7F30: @i M 7 12950 FALUR N IRGHI 724

[1287] @It 5 H T4 72610 7 v 200 75 6 90K 3 8 B T 43129 (4. 96mmo 1) A4y Al
(8.07g,24.80mmol) , 3157 130.

[1288]  43T-A12

(12891  j&@It 5 H T 70 18I 7 VA 77 v 354 B B 143130, 3@ i PR adl €4 572 (DO
MeOH) 4iiAk J5 , 3145 73 1AL 21 €[] 44

[1290]  7=&:4.6g (fE10MEY B N50%)

[12911  'H NMR (CD30D, ppm) :0.90 (6H) ;1.22-2.53 (140H) ;3.12-3.25 (2H) ;3.43-3.80
(4H) :4.17-4.54 (9H) .

[1292]  LC/MS (EST+) :1894.5 (it 5 ([M+Na]®) :1894.2) «

[1293]  SjfafslALl4: 4> T-Al4

[1294] /333 : il fN-a-Boc-L-Hi &R S AR I &0 N 3R1S 1 724

[1295] @ik 5 FH T il 70 AL T35 808 77 5 FF 4 3 N H T-N-a-Boc-L- i 24 1%
(53.76g,218.28mmol) FIAEHAEEST (50.00g,181.90mmol) , 7 Z JiE Hh B 45 5 20k I3 ik ek
gk (BT S e ) 4lifb J5 , 3RA5 50 133 B AulEl 4 .

[1296]  F7&:49.10g(70%)

[1297]1  'H NMR (DMSO-ds,ppm) :0.85 (3H) ;1.09-1.66 (32H) ;1.37 (9H) ;2.01 (2H) ;2.93-
3.06 (2H) ;3.78-3.85(1H) ;6.61-6.68 (0.2H) ;6.96-6.98 (0.8H) ;7.66-7.75 (1H) ;12.38
(1H) .

[1298]  LC/MS (EST) :385.1 (115 AE ([IM-Boc+H]") :385.3) »

[1299]1  ZrF34 @i fd 51335 FJL M s N SR 1S 72400

[1300] [ BR 5596 FF [ 4 F-33 (23.40g,48 . 28mmo 1) 7EDMF (200mL) H 1 ¥ 3 H 2% J5 Vs
K2C03 (10.01g,72.41mmol) - B &£ (5.96mL,98.55mmol) A JFHE FE48/NE o U sk
(350mL) , I B VEIIHFE 1557 B SR 5 44 J5 5 AR e S 1L DB A% F ok 8, FF4 3R A5 (10 [ 44 7K
(2x 250mL) P FF 25 T 45 o AR S K [ 4R ¥ T-DCM (300mL) A o K ¥ 5 i FIZK (200mL) 78
FINaC1 7K ¥R (200mL) Fedk , 1ENazS0a b 18 , ik SE I Il R W 4 . 7 O B 45 50 )5, 3R15 0
T340 ] Ak

[1301]  7&:19.22g(80%)

[1302]1  'H NMR (CDCls,ppm) :0.87 (3H) ;1.06-2.23 (34H) ;1.43 (9H) ;3.09-3.33 (2H) ;3.72
(3H) ;3.94-4.35 (1H) ;4.69-5.23 (1H) ;5.33-5.75 (1H) .

[1303]  LC/MS (ESI) :543.3 (¢1 4548 ([M-H+HCOOH] ") :543.4) «

[1304] /313583t FER B KR 0 T- 343K 13 1 729

[1305] i 5 H T4 5> FABII I VA SRANR 7 v FF 4 H B FH T4 7344121 DCM/ H BE
TG4 (385mL) H VAR, 78 ok He e 4 LA % 46 J5 5 DOMAN A g 4 25 % Je 3145 23 135 ) I ]
(NS
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[1306] 7*&:16.73g(99%)

[1307]  'H NMR (DMSO-ds,ppm) : 0.85 (3H) ;1.08-1.50 (30H) ;1.67-1.84 (2H) ;2.03 (2H) ;
2.94-3.13 (2H) ;3.74 (3H) 53.92-4.01 (1H) ;7.77-7.87 (1H) ;8.25-8.73 (3H) »

[1308]  LC/MS (ESI) :399.2 GH4&{E (IM+H] ") :399.4) .

[1309]  43T-Al4

[1310]  |a)43¥-35(14.70g,33.79mmo1) 7E H J-THF (338mL) FDMF (30mL) 7R A4 H 1) &
R AR IR S IMDIPEA (17.70mL, 101 . 40mmo1) BEFAMEETF (5.07g,50.68mmol) ZETHF (60mL)
W VA A R AE A B B T P4 /NS o ¥R 0 A -THF (100mL) , 34 A HLAH HI5 %6 HC 1K
YT (300mL) PE Bk -1 /K A B BE-DCM (2x  150mL) FEEL K& IF 1A HLAESE J5 FI/K (2x
150mL) #8FINaCl K I (150mL) BE¥S , fENa2SO4 -1 , ixk V8 FF 8 I 45 - 0 okH P i 1 b
TR QO - DOM FE ) 4k, S8 5 1 T H JE-THF R o S8 5 1 44k 1) P i i AE K R
W VR TROE I P A PR AR 2040 B, SR S I HE 3053 B o 3 YE I ek R T S L SR A4 T
ATARY Bl AR

[1311] 778 :12.99g (77%)

[1312]  'H NMR (DMSO-dg,ppm) :0.85 (3H) ;1.08-1.71 (32H) ;2.02 (2H) ;2.29-2.45 (4H) ;
2.94-3.04 (2H) ;3.61 (3H) ;4.14-4.22 (1H) ;7.70 (1H) ;8.20 (1H) ;12.04 (1H) .

[1313]  LC/MS (EST) :499.3 G4 ([M+H]") :499.4) .

[1314]  sZjtifslA15: 4> F-A15

[1315] 7336 - i i fs L U R S5 AR A e AR IR 1R 1 724

[1316] @k 5 H T #il & 70 FALR J7 RS8R 77 6 FF# N H T L-fili 202 (38.05g,
906.00mmo) FAEHAEESL (14.01g,350. 16mmol) , 3R1E4) 361 [ €Al 14 .

[1317]1  7*&:47.39g (96%)

[1318]  'H NMR (CDC1s,ppm) :0.88 (3H) ;1.19-1.45 (24H) ;1.58-1.74 (2H) ;1.88-2.14 (3H) ;
2.15-2.54 (3H) ;3.47 (1H) ;3.58 (1H) ;4.41(0.1H) ;4.61 (0.9H) 6.60-8.60 (1H) .

[1319]  LC/MS (EST) :354.5 (4144 ([M+H]™) :354.3) .

[1320] 433738143 T-36 5N-Boc £ - J& [ N IRAF I P24

(13211 @5 HT 70 7R 7R 77 30K B 40136 (75. 1g,212 . 4mmo1) , 7E
S E (3x 400mL) HRA BEFEAE40°C R B TR S, 3RS 0 13T Al 44

[1322]  p7H::90.4g (86%) .

[1323]  'H NMR (CDCls,ppm) :0.88 (3H) ;1.20-1.37 (24H) ;1.44 (9H) ;1.54-1.70 (2H) ;1.79-
1.92(11) ;1.92-2.04 (1H) ;2.03-2.17 (1H) ;2.17-2.44 (3H) ;3.14-3.36 (4H) ;3.43 (1H) ;
3.56 (11) :4.29(0.1H) ;4.51 (0.9H) ;4.82(0.1H) ;5.02 (0.9H) ;6.84 (0.1H) ;7.22(0.9H) .
[1324] 4313883t FHERBR K AR 43 1 3T3RAF I 7= )

[1325] @it 5 H T4 70 TASIM TG R T R N H T4 737 (38.17g,
76.99mmo1) , 3R1S 733811 A ([l 44 .

[1326]  'H NMR (CDC13,ppm) :0.88 (3H) ;1.07-1.40 (24H) ;1.49-1.63 (2H) ;1.77-2.18 (4H) ;
2.18-2.45(2H) ;3.14-3.32 (2H) ;3.42-3.63 (2H) ;3.63-3.84 (2H) ;4.37(0.1H) ;4.48
(0.9H) ;6.81-8.81 (4H) .

[1327]  LC/MS (ESI) :396.5; (45 ([M+H]") :396.4) .
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[1328]  /r1Al5

[1329] it 5 FH T Hl 4 73 FALAM J7 35 28U J7 v 30 % H 8 T 73 138 (10. 004,
253.00mmo1) , FR1F7)FA15H] H (Al 4

[1330] =&:10.00g (80%)

[1331]  'H NMR (DMSO,ppm) :0.85 (3H) ;1.07-1.51 (26H) ;1.69-2.02 (4H) ;2.08-2.53 (6H) ;
3.01-3.18 (4H) ;3.39-3.58 (2H) ;4.13-4.18(0.7H) ;4.23-4.27(0.3H) ;7.70-7.78 (1.4H) ;
7.81-7.86(0.3H) ;8.00-8.04 (0.3H) ;12.08 (1H) »

[1332]  LC/MS (EST) :496.3 G {8 ([M+H]") :496.4) .

[1333]  sLjitifslA16: 4> T-A16

[1334] 43139 @i fd 5 136 HBoc—1-& 34,7, 10- =4 J- 13—+ =K i [ N 3R 1G5
.

[1335] i 5 H Tl 0 F 9 ik KU Tk N T4 736 (17.00g,
48.08mmol) ABoc—1-2}E-4,7,10- =48 24— 13-+ =% % (18.49g,57.70mmol) , 31343139
)33 5 A JHR A

[1336] 7*&:31.11g(98%)

[1337]1  'H NMR (DMSO-ds,ppm) : 0.85 (3H) ;1.17-1.31 (24H) ;1.37 (9H) ;1.41-1.51 (2H) ;
1.54-1.67 (4H) ;1.69-2.02 (4H) ;2.08-2.29 (2H) ;2.91-3.00 (2H) ;3.01-3.17 (2H) ;3.31~
3.58 (14H) :4.20(0.65H) :4.26 (0.35H) :6.29-6.82 (11) ;7.68 (0.65H) ;8.02 (0.35H) .
[1338]  LC/MS (ESI) :656.4 (G444 ([M+H] ") :656.5) .

[1339] 714081 FHThBR /KR 7 T- 393K 4 I 724

[1340] @I 5 H T 414 0 FASM T E RV T E KN H T4 39 (31.11g,
47 .43mmol) , FR4F 73 F-400) BT AR -

[1341] 7= & .27g(97%)

[1342]  'H NMR (DMSO-dg,ppm) :0.85 (3H) ;1.18-1.31 (24H) ;1.40-1.51 (2H) ;1.55-1.67
(2H) ;1.70-2.04 (6H) ;2.09-2.30 (2H) ;2.78-2.89 (2H) ;2.99-3.18 (2H) ;3.33-3.58 (14H) ;
4.19(0.65H) ;4.27(0.35H) ;7.55-8.14 (41) »

[1343]  LC/MS (EST) :556.3 G+ {E ([M+H]") :556.5) .

[1344]  /r-1-Al6

[1345] ¥ Eh MR h I ) 2> 140 (26.40g, 44 .50mmol) ¥ F-DCM (350mL) FINaHCO37K I& TR
(350mL) FIVR AW - 0 B A HUAR , FEK KA FIDCM (2x  150mL) REHL o K5 A HLAR & I , #ENa2S04
g T E R A 4R 75 21 BR85S AL T VESR A vk 8
b PR A (P MR : DOM. F ) 4lifb ) , 343 7 T-AL611 B B g .

[1346] F7&:19.93g (68%)

[1347]  'H NMR (DMSO-ds,ppm) : 0.85 (3H) ;1.18-1.30 (24H) ;1.40-1.51 (2H) ;1.55-1.67
(4H) :1.70-2.02 (4H) ;2.07-2.45 (6H) :2.99-3.18 (4H) ;3.33-3.57 (14H) :4.19 (0.65H) ;
4.26(0.35H) ;7.68(0.65H) ;7.78 (1H) :8.02 (0.35H) ;12.03 (1H) .

[1348]  LC/MS (EST) :656.3 (G144 ([M+H]") :656.5) .

[1349]  SEZjtafFlA17 : 43 F-A17

[1350]  Jp¥-41 3@ 1 [ AH K& i (SPPS) ZRAF K74
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[1351]  Jp-F41 2383 5 K AH K & i (SPPS) 5 iR 7R 25 = 2K FH S JIg L 3R1510

[1352]  [a]4,7,10- =421, 13—+ =%t — % (TOTA,76.73mL, 350mmo1) ZEDCM (350mL) H )
VSV AR S IMDIPEA (60. 96mL, 350mmo ) o 94 J& 7518 & SPPS I S 87 25w HF 2 I i 31 75 Tl 5 F
DCMPE S [ 2- 50 = ZE I LR I (47.30g,0. 74mmol /g) b AEFREEIR N HtHEL . 57N )5, AR
FEE (26mL) , 3 R EE 1520 %f o B g i i , 4 K FIDCM (3x 350mL) JDMF (2x 350mL) -
DCM (2x 350mL) « 5 P (1x 350mL) FIDCM (3x  350mL) gk o 4 P AR e 71— [ X (= H L5 2E)
W] -1H-1,2, 3- =M 5 [4, 5-b] b e 3-F AL 7S s i 21 (HATU, 1. 524 &) FIDIPEA (324
&) fE1:1 DCM/DMFYE &4 (VS W, 56 )5 fEN-Fmoc-L-8 & 1R (1.54 ) K-H 5. 7> 136
(1.5 %) B Br1:1 DMF/ Nk &40 F T Fmoc R 47 55 [ 1) 24 i 25 B8 o 76 R U AR BB A B A%
PP IR G KB s FHDCM DME AN B ik o A FHL 2 1 TFA/DCMVR-S VI MBS i b 2R 7= - S8
J& B ZE RS T KRR T DCM (500mL) H , H- 44 HLAH 5 % NaoCOs7K I3 (500mL) ¥
B o TENa2S0s ETJ8 5, K E WUAHIL U8 , 234, 3F AR T8 e 3R A5 4 A LI 28 IR
Yo

[1353] 7*&:15.95g (65%)

[1354]  1H NMR (DMSO-d6,ppm) :0.85 (3H) ;1.16-1.31 (24H) ;1.38-1.68 (6H) ;1.68-2.37
(12H) ;2.58 (2H) ;3.01-3.17 (2H) ;3.31-3.55(14H) ;3.58 (3H) ;4.09-4.18 (0.7H) ;4.18~
4.29 (1H) ;4.36-4.43(0.3H) ;7.62(0.7H) ;7.86 (0.7H) ;7.98(0.3H) ;8.23(0.3H) »

[1355]  LC/MS (ESI) :699.4 G5 {A ([M+H]+) :699.5) .

[1356]  /p1-Al7

[1357] @it 5 H T Hl4& 70 FALAM J7 RN J7 v 30 H R T 73 141 (14. 05g,
20.10mmo1) , & i BRI (o ik (e i 77 : DOM. HEE) 44k J5 , SR80 AL T BE (b g o

[1358] ;=& .:7.70g (48%)

[1359]1  1H NMR (DMSO-d6,ppm) :0.85 (3H) ;1.17-1.31 (24H) ;1.38-1.54 (2H) ;1.54-1.68
(4H) ;1.68-2.21 (7H) ;2.21-2.36 (5H) ;2.36-2.44 (2H) ;3.01-3.16 (4H) ;3.34-3.55 (14H) ;
3.57 (3H) ;4.10-4.18(0.7H) ;4.18-4.30(1H) ;4.40(0.3H) ;7.60(0.7H) ;7.78 (1H) ;7.85
(0.7H) ;7.95(0.3H) ;8.22(0.3H) ;12.06 (1H) .

[1360]  LC/MS (ESI) :799.5 (G+54E ([M+H]+) :799.5) .

[1361]  sZjitifs|A18: 4> F-A18

[1362] 4y 74238580 1AL 5Boc—1-2 k4,7, 10- =8 &~ 13—+ = kil [ i 3R A3 77
Yo

[1363] It 5 H T4 70 T 18 ik KM J7 ik 9 ¥ N T 4r FA1 (44.80g,
137.64mmol) FBoc—1-23E—4,7,10- =48 13—+ =Lif% (52.92g,165. 16mmol) , K137 T
420 LR A

[1364] 7= :85.63g(99%)

[1365]  1H NMR (CDCls,ppm) :0.87 (3H) ;1.08-1.56 (20H) ;1.43 (9H) ;1.58-1.67 (2H) ;
1.70-2.00 (6H) ;2.04-2.41 (4H) ;3.16-3.77 (18H) ;4.26-4.29 (0.2H) ;4.50-4.54 (0.8H) ;
4.68-5.10(1H) :6.74(0.2H) ;7.19(0.8H) .

[1366]  LC/MS (ESI) :628.4; (3+518 ([M+H]") :628.5) «

[1367] 4343385 H R BR KB 43 T 423041 =)
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[1368] I 5 H T4 70 TAS T iE KM J7 ik IR ¥ N T4y 742 (43.40g,
69.12mmol) , 7E — LBk Fh iff BE , W 5% BE 0V T /K b A R T8 5 3R 1S Eh IR b i A 4 743
1) A A

[1369] =& :38.70g (98%)

[1370]1  1H NMR (DMSO,ppm) :0.85 (3H) ;1.07-1.38 (20H) ;1.41-1.52 (2H) ;1.55-1.66 (2H) ;
1.70-2.02 (6H) ;2.08-2.30 (2H) ;2.78-2.87 (2H) ;3.00-3.16 (2H) ;3.29-3.66 (14H) ;4.16-
4.22(0.65H) ;4.25-4.30(0.35H) ;7.74 (0.65H) ;7.86 (3H) :8.10 (0.35H) .

[1371]1  LC/MS (ESI) :528.4; (3+518 ([M+H]") :528.4) .

[1372]  /r1-A18

[1373] it 5 H T Hl 4 73 FALAM J7 5 80 7 v 30 H 8 73 143 (13.09g,
24.8mmo1) , 3 I BRid ot v (e i 75 DCM. FE %) 4liqk s, 37457 A8 T o fig

[1374]  ;7&.8.53g (55%)

[1375]  1H NMR (DMSO-d6,ppm) :0.86 (3H) ;1.10-1.39 (20H) ;1.42-1.51 (2H) ;1.57-1.67
(4H) ;1.71-2.03 (4H) ;2.09-2.32 (4H) ;2.42 (21) ;3.01-3.17 (4H) ;3.36-3.57 (14H) ;4.18-
4.21(0.65H) ;4.24-4.28(0.35H) ;7.69 (0.65H) ;7.80 (11) ;8.03 (0.35H) ;12.04 (1H) »

[1376]  LC/MS (EST) :628.5 G+ {E ([M+H]") :628.5) .

(13771 SJafsIAL9: 53 FA19

[1378] 43144 : i L SPPSERAF =)

(13791 @15 M T 64 70 741 SPPS 7 VAR ABLR 7 v 368 H B F T-TOTA \N-Fmoc-L-7%
ZAMR N-Fmoc-L- 2R A T 5E IR , 3R1F 73 T 44 B ik

[1380] 7*&:19.87g(69%)

[1381]  'H NMR (CDCls,ppm) :0.72-1.06 (9H) ;1.09-1.42 (20H) ;1.42-2.40 (17H) ;2.80
(2H) :3.22-3.81 (16H) ;4.25-4.61 (2H) ;6.56-7.23 (2H) »

[1382]  LC/MS (ESI) :641.5; ((F&HAH (IM+H]") :641.5) »

[1383]  4rTA19

[1384] 725 FH Tl 4% B 73 T ALAR J7 35 R0 7 v 30 % H 8L FH T 73 144 (13.09g,
204.42mmol) Z J& , #44 . 81gid ik PR i € 1% (Uit 771 : DOM. HR ) 4 AL 3R15 (1) 7= 4% T DCM
(50mL) ANTHF (5. 5mL) IR &40+ , 4R Ja FI L AINaCl (50mL) /K ¥ 0. IN HC1/K i (50mL)
I FINaC1 K IE R (50mL) ek o ¥ A WA FENaSO 18 , 35 I 3 5 e 45 - 31590 T-A197)
TR -

[1385] ;=&g:4.20g

[1386]  'H NMR (DMSO-de,ppm) :0.72-1.02 (9H) ;1.08-1.34 (20H) ;1.34-2.23 (14H) ;2.23-
2.35(3H) ;2.42 (21) ;3.01-3.17 (4H) ;3.17-3.66 (14H) ;4.15-4.44 (2H) ;7.53-8.23 (3H) ;
12.06 (1H) .

[1387]  LC/MS (ESI) :741.5; ((F&EAH (IM+H]) :741.5) »

[1388]  sjififs|A21: 43 F-A21

[1389] /3146 L SPPSIRAFHI =¥

[1390] &It 5 M T 64 70 41 SPPS 7 VA SABUH) 7 v 3644 e 8% B T-TOTA \N-Fmoc-L-2K
PR A3 FAL, 3R1F 53 46 B PR Y, FOG 7R 4l Ak RO AT {8
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[1391] 7= &:15.07g (72%)

[1392]  'H NMR (CDC13,ppm) :0.87 (3H) ;1.08-1.42 (20H) ;1.42-1.62 (2H) ;1.62-1.99 (7H) ;
1.99-2.26 (3H) ;2.72 (2H) ;2.86 (2H) ;2.94-3.72 (18H) ;4.20-4.72 (2H) ;6.63-7.37 (7TH) »
[1393]  LC/MS (ESI) :675.65; GH&AE ([M+H]") :675.5) .

[1394]  43F-A21

[1395] it 5 FH T4 73 F AL J7 v RN 77 v 30 % H B FH T 73 146 (13.79g,
20.43mmo1) , 3RAF73 T-A211) H (14

[1396] 7= .7.56g (48%)

[1397]1  'H NMR (DMSO-ds,ppm) :0.86 (3H) ;1.02-1.42 (21H) ;1.42-2.20 (10H) ;2.23-2.38
(3H) ;2.42 (2H) ;2.78-3.18 (6H) ;3.23-3.59 (14H) ;4.12-4.58 (2H) ;7.10-7.30 (5H) ;7.53~
8.33 (3H) ;12.08 (1H) ,

[1398]  LC/MS (ESI) :775.5; (45 (IM+H]") :775.5) »

[1399]  SZjitifFlA22: 73F-A22

[1400] @It 5 H T 64 70 FALAR J7 5 R0 J7 5 30 H 8 T 73 1 A6 (22. 15,
43.19mmol) , 3437 F-A221 B R

[1401] ;=& :25.19g(95%)

[1402]1  'H NMR (DMSO-de,ppm) :0.42-1.51 (33H) ;1.51-2.05 (8H) ;2.29 (2H) ;2.41 (2H) ;
3.07 (4H) ;3.38 (4H) ;3.43-3.54 (8H) ;7.72 (1H) ;7.79 (1H) ;12.03 (1H) -

[1403]  LC/MS (EST) :613.5 G+ {4 ([M+H] ") :613.5) .

[1404]  sZjitif5|A23 : 4> F-A23

[1405] 347 i@k ¥ AE B S A SRAF B =40

[1406]  [a)#EEE (30.00g,101.20mmol) £ETHF (450mL) H (4R S A b s i — &4k 48 (P02,
1.15g,6.61mmol) A BB E LM =S F , A E EIR IR E T HidE4/Ney 3@ i F THE
VerEtkEE - B2 S AR IR R G 5 3RS T4 T A AR .

[1407]  7*&:29.00g (96%)

[1408]  'H NMR (CDC1s,ppm) :0.84 (6H) ;0.86 (6H) ;0.89 (3H) ;1.00-1.46 (22H) ;1.46-1.68
(3H) ;3.61-3.73 (2H) »

[1409] 73148 L AN TATHAR I =4

[1410] ] 43F47 (29.0g,97.13mmol) 7£ G & e/ /KIE A4 (485mL/388mL) H T H 4K
WIN D BRI DY T RE9R 457 (16.90g,52.45mmol) « 2R (150mL,2.62mol) FIKMnO4 (46.05g,
291 .40mmo1) , [l B Wi BE ORFFAE 16 22 19°C o SR S K S A BRAE R R dE4 . 5/, B 21 2
10°C , 4R J5 F6N HC1¥ R (20mL) FRAL ZEpH 1.3 MNa2S0s (53.90g) , 8] I K4 iR B AR F: 7
10°C, N TR B 2 5822 0. 7 /K (200mL) , 73 85 % 1, HK K 47 FIDCM (2x 400mL) A&
B IR A PR 10 % HC1 /K AR (20mL) 7K (2x 200mL) #9AINaCl K ¥ (200mL) ¥
B, TENazSOs b8 , ik Y8 8 He e 4 o e i o € 159 (e i 71 - 3R e W AcOE ) 44k J5 , 3k
195 A8 B EAJHLIR A

[1411] P& .28.70g(94%)

[1412]1  'H NMR (CDC1s,ppm) :0.84 (6H) ;0.86 (6H) ;0.97 (3H) ;1.00-1.41 (20H) ;1.52 (1H) ;
1.96 (1H) ;2.14 (1H) ;2.35 (1H) 11.31 (1H) »
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[1413]  LC/MS (ESI) :311.1 GH4&{4 (IM-H] ) :311.3) .

[1414] 43149 85> T-48 S LBl & U8R FF Be A BRS04

[1415]  # i 5 H Tl & 0 79 7k KU 7 % N 14> 748 (18.00g,
57.59mmo1) FIFEDCM (380mL) H A L—fifi = IR HH g £h iR £h (14.31g,86.39mmo1) , 7E H ML A
NaHCO37K ¥ (2X 150mL) 10 % HCL/K ¥ (2x 150mL) A FINaCl /K& (2x 150ml) Ve E
BLAH, S8 J5 7ENa2SOa b4, 1 8 FF IR 4 4 5, 3R15- 93 F-49 0 3 €yt

[1416] ;=& :23.20g(95%)

[1417]  'H NMR (DMSO-de,ppm) :0.78-0.89 (15H) ;0.97-1.43 (20H) ;1.43-1.56 (1H) ;1.70-
1.96 (4H) 51.96-2.32 (3H) 53.33-3.56 (2H) ;3.59 (0.6H) ;3.67 (2.4H) ;4.27 (0.8H) ;4.57
0.2H) .

[1418]  LC/MS (ESI) :424 .4 GH4&{4 (IM+H] ") :424.4) .

[1419] 43550 A4 F49 BALIRIZ 1 =)

[1420] @5 H T80 FLTMITE R & IR N H T4 749 (21.05g,
49.68mmol) , 345550 B ELHPIRY) o

[1421]  P7&:20.40g (99%)

[1422]  'H NMR (DMSO—ds,ppm) :0.77-0.91 (15H) ;0.97-1.43 (20H) ;1.43-1.56 (1H) ;1.67-
1.96 (4H) ;1.96-2.29 (3H) ;3.26-3.56 (2H) ;4.20(0.8H) ;4.41(0.2H) »

[1423]  LC/MS (EST) :410.3 G4 ([M+H] ) :410.4) .

[1424] 5751 38R {# 5> 750 5Boc-1-& 34,7, 10- =4 24— 13—+ = L B AR BRI A3 1 7
Yo

[1425] sl 5 H T # & 5 FOM Jik R e 7 I K R 143 750 (8.95¢,
21.85mmol) FATOTA (8.40g,26.21mmo1) , 7EH I P (i (Bei 7] : DCMLAcOEt « HI %) 4fifk,
Ja » P35 FH IR LB HPIR Y .

[1426] 7*&:10.08g (65%)

[1427]  'H NMR (DMSO-de,ppm) :0.78-0.89 (15H) ;0.97-1.43 (29H) ;1.43-1.55 (1H) ;1.55-
1.66 (4H) ;1.71-2.30 (7H) ;2.95(2H) ;3.00-3.19 (2H) ;3.34-3.58 (14H) ;4.17-4.29 (1H) ;
6.30-6.79 (1H) ;7.67 (0.65H) ;8.00 (0.35H) -

[1428]  LC/MS (EST) :712.6 G {E ([M+H] ") :712.6) .

[1429] 3152385 FHEL B KR 0 T-423- 13 1 729

[1430] I 5 H T804 70 TASM TG R 7 R ¥ N H T4 51 (10.08g,
14 16mmo1) , ¥ 98 T i 45 )= 3R AT 0 R R 0% F-DCM (200mL) o o FA HLAH FH2N. NaOH/K & i
(2x 100mL) ¥ei% , fENasSOa b4, 1 8 ok ok e i o B A5 A 1 e 2N 40 7528 e iR
Yo

[1431] ;=& .8.23g(95%)

[1432]  'H NMR (DMSO-de,ppm) :0.78-0.89 (15H) ;0.97-1.43 (20H) ;1.43-1.69 (6H) ;1.69-
2.30(8H) ;2.56 (2H) ;2.99-3.19 (2H) ;3.31-3.58 (14H) ;4.15-4.29 (1H) ;7.70(0.65H) ;8.04
(0.35H) .

[1433]  LC/MS (ESI) :612.5 G548 ([M+H]+) :612.5) ,

[1434]  /p1-A23
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[1435] @S5 H THI &5 FALAR T EBU T EH B H N H 752 (15.40g,
25.17mmol) , 3455 T-A23 1) 35 (2 HPIR Y

[1436] =& :15.19g (85%)

[1437]1  'H NMR (DMSO-ds,ppm) :0.76-0.91 (15H) ;0.98-2.26 (32H) ;2.29 (2H) ;2.41 (2H) ;
2.98-3.18 (4H) ;3.32-3.63 (14H) ;4.15-4.29 (1H) ;7.68(0.7H) ;7.78 (1H) ;8.01 (0.3H) ;
12.02 (1H) .

[1438]  LC/MS (ESI) :712.5 G {E ([M+H] ") :712.5) .

[1439]  SLjfEf5IA26 : 53 F-A26

[1440] 43155 : 8 L SPPSERAFH =)

[1441] 431552 1 5 KR [E AHHK & B (SPPS) 7y A 2-5 = A FL & (CTC) B (47.56¢,
0.74mmol/g) FHAFHT.

[1442] 55 —& HFRFmoc—Glu (0tBu) —OH (2. 534 &) A F & AEAZAEDIPEA (5. 024 &) (1
LN EDCM (10V) HadE 47 1 o 78 S B 5 RIS, FHHFBE (0. 8mL/ g i) X 2 s B2 (1) 7 R i3E AT 34
Ui o

[1443] [ 2 {5 AR FEFRFmoc—Glu (0tBu) —OH (1.524 & (x2)) f4rFAL (1.54 &) fEAAA4E
HATU CHXS B2 /1. 024 &) AMIDIPEA GRS T2 92. 024 &) B 4L T £EDMF (10V) H fREX
[1444]  {§i FH80:20 DMF/WRNE W (10V) B 224147 2 HFmoc

[1445]  {# F180:20 DCM/HFIPIEWR (10V) M g B 24084 o

[1446] I Wi Ja , K ik R W 5 5 = & b A — S N IBEEAT IO L 280K F = P ad it
RERR L (& b ) 24k 3R159> 1551 LBk

[1447] ;=5 .21.4g (TE8 MM B H 469 %)

[1448] 'H NMR (DMSO-d6,ppm) :0.85 (3H) ;1.16-1.30 (20H) ;1.34-1.41 (27H) ;1.41-1.53
(2H) ;1.67-2.33 (18H) ;3.26-3.60 (2H) ;4.09-4.44 (4H) ;7.73(0.65H) ;7.85(0.65H) ;7.93-
8.04 (1H) ;8.17(0.35H) ;8.27 (0.35H) ;12.64 (1H) .

[1449]1  LC/MS (ESI+) :881.7 (3+7518 ([M+H]") :881.6) «

[1450] 43156 : il L fd 731555 27K — W eV 2 0k £ & [ N sRAS 1 7290 o

[1451] 3@ 5 M T 614 7519 7 SR 77 1 FEAEAFAEDIPEA (5.07mL, 29 . 12mmo1) 1Y
5L T B H R T2 755 (21.38g,24 . 26mmo1) FIZEDCMA ity 22 — FE e IV 52 5k 2 e Eh iR 6
(HC1 * PhthalEDA,6.60g,29.12mmol) , 35454 T-56 41 K i, T 4tk

[1452] ;=& :25.56g (100%)

[1453]1  'H NMR (DMSO-d6,ppm) :0.85 (3H) ;1.17-1.30 (20H) ;1.34-1.41 (27H) ;1.41-1.52
(2H) ;1.56-2.32 (18H) ;3.18-3.69 (6H) ;4.01-4.43 (4H) ;7.64-8.30 (8H) .

[1454]  LC/MS (EST) :1053.8; ((F&HAE ([M+H]") :1053.6) -

[1455]  /;1-A26

[1456]  H44r156 (25.56g,24.26mmol) ¥ T4 °C i) {EMeOH (242 . 5mL, 2. 38mo1) H1 140 % H
R R, R G BB A D AE I IR B R HE R 5/ o AL EE S IR S S AT R, AR 5
Ja 5 DR A A o B AR e e e s e i v ([ AR DOAR - & e s HBE W NHa) 4k, p= AR 7
ORI R 2 T-A26 B 1% 7= 075 T-DCM (250mL) 7, 2R J5 KA F 10 9% HC L /K 1A 5%
%% o K 7K AH FIDCM (100mL) AEHL o 445 FF B WA ENa2SOs bF-J88 , 1 38 , S8 Ji5 el R 4 4, 7= A=
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H AT X 4 FA26 1) Eh IR 25

[1457]1 77 & .13.5g (58%)

[1458] 'H NMR (DMSO-d6,ppm) :0.85 (3H) ;1.18-1.30 (20H) ;1.34-1.42 (27H) ;1.42-1.53
(2H) ;1.66-2.02 (9H) ;2.02-2.39 (9H) ;2.79-2.91 (2H) ;3.25-3.64 (4H) ;4.08-4.46 (4H) ;
7.68-8.37 (TH) .

[1459]1  LC/MS (EST) :923.8; (+F5HAH ([M+H]") :923.6) »

[1460]  SEZjitifF|A27 : 43 F-A27

[1461] 43 FA27 52 8 i & B [ A0 K A 6 (SPPS) vk fE2-& = K A& (CTC) # fig
(24.00g,1.37mmol/g) 3K .

[1462]  55—Z HE R Fmoc—6-Z LR (1.5 8) M 2 fEA77EDIPEA (2.5 &) ML
NAEDCM (10V) HHHEAT ) o 75 S S48 SRS FHH I (0. 8mL/ g Tig) X oA S I AN mst 36 AT 34 i
[1463]  {# 32 {%- 3 () & FEBFmoc—Glu—0Me (1.54 &) FIAZHIRR (1.5 &) #EAZAEHATU GRS
THRN1.02 ) FIDIPEA GRHXT T ER 1. 524 5) HHE L~ ZEDMF (10V) A fE k.

[1464]  f§iFH80:20 DMF/WRFE M (10V) B LR HFmoc .

[1465]  fdi Ff180:20 DCM/HFIPIEWR (10V) MAH A L2418 =4 .

[1466] el R 4i Jo , ¥ 7k R 56 f5 5 & e A R AT IR AL 28 K g r= i 78 2
R 2. TG rp B 45 S 3R T Atk . A5 2 FA2THY A il 44

[1467]  F=&:11.54g (TE6"Mr Bt H68%)

[1468] 'H NMR (CDC13,ppm) :0.88 (3H) ;1.19-1.35 (24H) ;1.35-1.44 (2H) ;1.50-1.70 (6H) ;
1.91-2.01 (1H) ;2.14-2.40(7H) ;3.14-3.34 (2H) ;3.75 (3H) ;4.51-4.59 (1H) ;6.53 (11) ;
6.70 (1H) -

[1469]1  LC/MS (ESI+) :513.4 (3+518 ([M+H]") :513.4) .

[1470] 353 B-i /K IL R R & ik

%5 | FABBARBT i AKEGERAAR
B1 NaO o
o}
R NH NH
[1471] 1£NH o " NH ];m
o
o ONa
1=0.050, DP(m +n)=40
R, =H. B85
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[1472]

Lkl

WA RBARLTRAKIRGERBAR

OY\/\/\/\/\/\/CH3

N
)\( 7
O
NaO @)

B2
O
R1E AL Nﬂ\
NH NH R,
m n
0]
(D] ONa
1=0.0657, DP (m +n)=30
R[ = H\ ﬁ\’@"ﬁﬁﬁ#ﬁéﬁa
o) CHj
B3 NaO @]
(@]
R NH NH
1ENH " SNH :l\R1
m n
(o]
-
@] ONa

i— 0.0808, DP (m +n) =24
H 15 R BRAR R,

Sy
&,
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[1473]

%5 | TAHBRBAREA R ERRAR
B4 NaO_ _O
(@]
R1ENH M NH}R1
5 m n
(o] ONa
i— 0.134, DP(m+n)=14
H BB BRAR
C11"'23
; /[(011*'23
B5 NaO
O
R1ENH NI\ NH}R1
m n
(@]
(] ONa

i=0.077, DP (m +n)=24
m—H B RBRAR R

C11 Hos
C11 Hos
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[1474]

[1475]

%T | WA RBAR A AR AR 3 REE R
B6 NaO___O
0
R1E N~ NH:|\R1
5 m
0~ “ONa

i—oosuz DP (m +n) =24
H 15 R FRAR R

C13H27
CyzHy7

B9

O ONa
i=0.0833, DP(m+n)=24
R, =H. E5REEARK

87



CN 111565710 A

78/118 T

[1476]

[1477]

NaO N
NH
o
B13 NaO_ _O
O
R NH NH
E ~" NH :|\R1
m
o)
@) ONa

i=0.079, DP(m+n)=24
R, =H. EA5RMRXK

(@] ONa
0] @]
NH
= NH Cy1Hos
0]
HN 0]
@]
NaO

NH CiqHoz
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[1478]

Bl14

1i=0.072, DP (m + n)=24
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ONa
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[1479]

1=34
B16 NaQ _.O O. ONa
N O e T VL e
o]
1'— 0.078, DP(m +n)=24
=H. & »’é—%i‘&#ﬁi
\i C15H31
O
B17 NaO_ _O
o)
R NH NH
1]lgmH N ]‘R1
m n
0
2=
0~ “ONa
i=0.048, DP (m + n) =24
R,=H. BA&RMARNK
chiﬁHM
(0]
0
R NH NH
1ENH O NH }R1
m n
0
=
0”~" “ONa

i=0.075, DP (m +n) =24
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[1480]

[1481]

R, =H. BEA&RBRRK

o]

-/ﬂx/”xgﬂWv/xx/ox//\o/“m/ox/”RJﬂ&E/£;>

15Hz1

B19

NaO_ _O
0
Ry NH NH
ENH " SNH }R1
m n
o

(o] ONa
i=0.066, DP (m + n)=24
R, =H. BA5RBARR

o] Ohla
o] o OYCV.H_\-
.)k/\[rNH\/‘vox/\o/“\/OWN NNJJ\EN)

B20

o]
NaO_ _O
0
Ry NH NH
ENH " SNH }R1
m n
o)

O ONa
i=0.075, DP (m +n) =24

R, =H. BA5RMARR

.JK/\Q/NH\/\/O\/\O/\/O\/“\/NHBQ

CiaHzr
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[1482]

[1483]

B21 NaO o)
o)
R NH NH
1ENH ~TNH :I\R1
m n
o)
o) ONa
i=0.077, DP(m +n)=24
R, =H. BE5RBARNK
. JWNH \/\/o\/\ O/\\/O\/\\/JNH ”HJKE?),
B23 NaO o)
o)
R NH NH
1{ " SNH :l\R1
m
—
o) ONa
i=0.080, DP(m +n)=24
Rl = H\ ff‘%‘fé-.'%‘ﬁ;‘\*ﬁﬁk
'MNH\/\/O\/\WOWN; j\NHj\Ej)/ N
B24

NaO O NaO o}

R1£ NH NH R
NH - NH]
0 0

NaO” 0

i=0.143, DP(m +n)= 14
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[1484]

[1485]

R, =H. EBRBRMRX

0 \7/C1§'|2?

B25

R /i B s NI-jI\R1

=
@) ONa

i=0.079, DP (m +n) =24
R, =H. B5RBARNK
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.WWOMO/WOV\/"

o] o CHy CHy CHa

B26

NaO o
0
R, NH NH
ENH N :l\R1
m n
ol

(0] ONa
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[1486]

B27

WNH
NH_ o~ O -
8 n 5 NH \/\NH NH . ;\
ONa o " o 9 o CyiHz3
H (o] ONa
(o] NH
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N ONa
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1=3.7
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830 Ha7C13

Nko o]
QYO
ONa
TR
(o] \ 3|"~IH
o ONa I\‘ NaO 0
Hern( o w 0 CisHay
N q NH‘-/\NH NH/‘\/NH oy 3 N
B31 NaO O
[1487] (o)

R4 NH NH

E \/\NH }R1

m
)
0] ONa
i=0.075, DP(m+n)=24
O

*Y\/\/\NH NH\H/C15H3‘I

0 0

NaO 0]

[1488]  Sjif5IB1 - 3 53R G JE PR B1— 75 R vy i 73 A L2 4 H 235 B8 /R i & (Mn) 93600g/mol
)R-~ & RN

[1489]  JEREAEEMBL-1: HH &4 & 51K HAE R 7 FAVBIRE) v —FIE-L- B2 RN
RRIF R AR R -L- R EBR AR

[1490]  FEFSGHETRIBE A K v — - L- B EIRN-FRIEFRET (34.74g,132mmo]) ¥ T
JKDMF (78mL) # 2R J5 ¥ IR G P A B C &M, A HZE0C, R 5% 2 % (0.205g,
3.41mmol) PLE G| N , FEAEOC FHEFEN i,

[14911  [AB, ¥ 5> F A1 (2.26g,6.94mmol) ¥& T-DMF (44mL) 7, ZR J5 K VA8 NS (0. 82¢,
7.12mmol) FIDCC (1.47¢g,7.12mmol) - fEIRIEIR N BEFEL % 5 K A SR A TR st it
JELE FISUE AR SE W DRI INBIRFFEOC R I R AW « 24/ I 5 P S W3 B AE 3R
BRUR PR B HE6 /NS S5, o N TR E — S5 Ik (IPE, 1.8L) b B UiiE MITE e gl id g 48
i3, HIPE (3x 30mL) Heis , HAE30C T k& 4

[1492]  JLEEE HLFRB1

[1493] W4 ILB S EEMBL-1 F =M 48 (TFA, 132mL) #k, SR G AT A 2 E4°C R 55
WS INTE TR 33 % HBri ik (92.5mL,0.528mol) o VR A WITE R BEIE B T b2/ N, 4R
JEESHE T (0.8L) B EIE R EBAUKILL /) IBED L BiEE2 /N 5 B A 1R
e B i i g R B B PTE , e 5 FHTPE (2x 66mL) Fl7K (2x 66mL) Peidk . 28 5 18
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AR DI ING AN K I VBCKS pH R 9 227, R A5 B [ A3 17K (690mL) Hh o Vi J » ad it s o
7K (310mL) 4 BB B2 115 R FIRE20g/L, HIE TR AE0 . 45umid JE A% Fid g, AR5 iEak sk
FH0.9%NaC iz i AR BT HE E R 4lifh , B 2 BE T T H 2/ T-50uS/ em o K 3R 15 10 ¥ i
720 . 2umid JELS L JEHRAFAE2-8C T

[1494]  FEHH):24.3mg/g

[1495]  DP (FR#E'H NMREEE) :40

[1496]  #R#E'H NMR:1=0.050

[1497]  SEEEEERRBLI 1 5P 35 B /R &L H6719g/mol

[1498]  HPLC-A HLSEC (PEGE: YY) :Mn=23600g/mol.

(14991 St 5|B2 - 3 58 2 Bk PR B2— 71 oK i 45 Al I R A2 1 HL 2535 8 /)X o & (M) 2934008 /mol
IR -L- B2 IRN

[1500]  JEREEMB2-1: /ST H 23 i 51 R 1 v — R -L- B RN R BRI 5 &3k
R R-L- R A AR .

[1501]  FEFRSEHET IR K v —F R -L- SR N-REEBLEF (30.0g, 114mmol) ¥ T
JKDMF (6 7mL) H . 2R G IR AP BB 2 M, W H R 0°C, 8 5 ¥ 7S T 2 %
(0.442g,3.8mmol) PRI 5| N AEOC FHFE23/NIT J5, U In4AM HC1AE W& b b (1) ¥ Wi
(4.7mL, 18.8mmol) , #R J5 7E575 81 P K s B A B ABIFE I (94mL) FNTPE (375mL) MR G4 L.
BUTTEYIAE RS JE % Fid g, FIIPE (2x 70mL) BEV& , FH:7E30°C T el T4

[1502]  JLIRSASEPRB2-2 « 7E AR Ui 5 A IR BRAZ M (1) B - LR B 2 R 2

[1503]  [H]0°CHIHE SR (0.851g,2.99mmol) FEDMF (20mL) = A VA ¥ 4K YR ¥ JIHATU
(1.484g,3.89mmol) FIDIPEA (1.166g,9.02mmol) . 4R J5 ¥ VAR 51 N0 C i L5 & K G B2-1
(10.0g) F1=2.J#% (TEA,0.309g,3.04mmo1) ZEDMF (110mL) H (W H , FHW A B0 °C R
BR il FE e FE L8/ o 7 I — & H e (390mL) , KA HLAH G 5 FHO . IN HCI/KE W (3x 190mL) «
T FINaHCO3 7K I (2x 190mL) HEAINaCLZKIE R (2x 190mL) FA7K (190mL) Bk o 2R 5441 ot
{BIFETPE (1.4L) L Ktie e kest it 2% Lt i€, FIPE (2 X 100mL) ¥, FE7E30°C R ikE
Tk

[1504] LIRS F:IRB2

[1505] @it 5 H il % LR G IEIRB L1 77 v ALk 7 v 90 8 e v B T L R JE FRB2 -2
(8.80g,36.5mmol) , HRAF1E A by 4 A S B A 1 () 5 -L- 1 S PR

[1506]  FHEHH):17.9mg/g

[1507]  DP ({R#E'H NMRAt &) : 30

[1508]  #R#E'H NMR:1=0.0657

[1509] LI EFERRB2I 115 T35 B /R & 5174g/mol .

[1510]  HPLC-A HLSEC (PEGE:HEA) :Mn=23400g/mol.

(15111 St f5B3 « 3 58 2 JE PR B3— 78 R Ui 4 73 A2 4 H. 2535 B8 /K i & (Mn) J93000g/mol
IR -L- B2 IRN

[1512]  JERGEFEEMB3-1: H L 51K v — R H-L- B A BRN-RERE 1 R &3R5 1)
B-L-FEAERE.

[1513] i 5 H T & LB EMB2- 11 TR UM T EHR BN T 4 — %
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(0.765g,12.73mmol) Fll vy = F-L-A Z BN LR I (80.0g,304mmol) , RAFILEE H LR
B3-1.

[1514] LIRS EEMRB3 -2 fE AR I 7 F A2 M () B - LR B 2 R 2

[1515] i 5 Tl & FL R R AR B B2- 210 5 1L 5 v 54 L T 3 SR L R B3 -
1(30.0g,5.56mmol) 153 T-A2 (7.94g,12.24mmol) , JRAFLE AR S 40 T A M) T L 3k
HERER .

[1516] LG IERLB3

[1517] [ LR & JE B3 -2 (36.6g, 133 . 5mmol) 7EN,N- - Fi & 2 ik % (DMAc , 146mL) H 1) 1%
WA IN5 %6 AR EEE (7.30) , AR RIS U B AE60°C AL ObarE T T E IR G , ¥
Ay RAE B4 JE 2% it g, SR S5 7E0. 2um PTREGE JES% [ i vk SR e I e i B E e HE T,
PRGBS INTISE AN HCL¥E R (14ml) FRAE Z2pH 217K (1.4L) R E & 5 , BT e
PRLEESE e, 7K (4 X 110mL) %, H7E30°C Rk E T8

[1518] AR J5 i@ &L 8 I INE A AL BN IE W (121mL) K5 pHiR 5 27, K 3515 1 [ AR 7 T K
(1.09L) T I5 8 5 , it s I INE B AL (26mL) B 3 pH o 1 2R BHAL VAR « 2/N I, 38 3 s
BOIN HC1¥EWR (28mL) S Hh AIVE T - 8 i 7 K (650mL) A1 ZEE (1040mL) K FE A8 B 15 &
HLE 12g/L, 2R J5 K AR5 3SLPRR L i€ 25 (3M) LA 12mL/minf) 3 B it € , 2R 5 750 . 2um
PESIT 2% i Vg . SR 5 B IR MBI 2% J5 FHO . 9 % NaC LR AN /K 34T A8 I sk 4lifh,, B &85
TR T 28N T-50uS/ emo 4 FRAF IR AL . 2umid JEAS Had JEFFRFAE2-8C T .

[1519]  FEHH):21.6mg/g

[1520]  DP (tR#E'H NMRfti &) : 24

[1521]  #R#E'H NMR:1i=0.0808

[1522] RIS FLRRB3 I 15T 35 B8 /K i &2 4948g /mol

[1523]  HPLC—A HLSEC (PECKHEH) :Mn=23000g/mo1 .

[1524]  SCjitif5|B4 « 3 2R 2 B PR BA— 75 R Ui 4 73 A3 4 H. 2535 BE /K i & (Mn) 925008 /mol
IR-L- =R

[1525] LI FEEMRBA-1: 4 & 51 KK v —FHE-L-B 2 BRN- R BRI R &3R5 1
B-L-FEAERE.

[1526]1 @ 5 H T #l & LB IEMB2- 18 TR T EF BN T2 2%
(1.644g,27.35mmol) Fl vy —FIE-L-BEBNR L ERIT (100.0g,380mmol) , 3K15 H R & FL R
B4-1.,

[1527]  JEIRSIEIRBA-2: fE AR I 7 FASB I B - LR B 2 iR 2

[1528] it 5 H Tl & FL R R R B B2- 210 7 1L 5 154 L B T 3 SR BE R B4 -
1(10.0g,3.12mmol) F15>FA3 (4.412g,6.26mmol) , FRAGFLEA G 7 T ASMB ) B -L -5 5
HERER .

[1529] LR FIEMLB4

[1530]  j@#id 5 F T il 4% 3 R G LR B3I v SR 75 ¥R 00 0 B F T 3 R A L R B4 -2
(12.0g,37.3mmol) , SRAFLEAR I 4 73 T ASMS M 1) 58 -L- 1 A RN -

[1531]  FEHH):21.Tmg/g

[1532]  DP (iR#E'H NMRALE) : 14
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[1533]  #R#E'H NMR:1=0.134

[1534] LIRS ELPRBAN v 35 B /K i & 34648 /mol .

[1535]  HPLC—A HLSEC (PEGKHEH) :Mn=2500g/mo1 .

[1536] St 5IB5 « 3 58 2 B R B8 R Ui 4 73 A3 4 H. 2535 B8 /K i & (Mn) 928008 /mol
PR -L-B E RN

[1537]  JLERAFEEMRBE-1: & & 51K H) v —FHE-L- B 2 BRN- R BRI 3R & 3151
B-L-FEAAMRE.

[1538]  j@It 5 ATl LR AL RB2- 1 ) 7 B R 7 B N T & — % (0. 95¢,
15.83mmol) Al y —FH-L-A R N-FLILFRET (100.0g,380mmol) , $R1GIL R FERZBS—1 .
[1539]  JLIRSSEMRBS 2 fE AR I 7 FASB ) B - LR B 2 iR 26

[1540]  j@It 5 Tl L IR R AL IR B2 -2 1 T A R A 7 5 0K B T 3L S L R Bo—
1(20.0g,3.71mmol) F14}FA3 (5.233g,7.42mmol) , RAFLE A i 73 T ABME M () 2R L ik
HERER .

[1541] LI IEBLBS

[1542]  J@Id 5 T 48 3 R G R BR B 7 v SAn 75 15 08 30 B T 3 R A S R B5 -2
(15.6g,55.93mmol) , FRIFAEAR Ui i 73 FASMB IR 2R -L- 2 2 BR A

[1543]  FEHH):27.4mg/g

[1544]  DP (tR#E'H NMRAt &) : 24

[1545]  AR#4E'H NMR:1i=0.077

[1546] LA FLERBOI) 1T T35 BE /K Joii 2 9 4956¢/mol

[1547]1  HPLC—A HLSEC (PEGKHEA) :Mn=2800g/mo1 .

[1548] St 51IB6 - 3 2R 2 B FRBO— £ R Ui 4% 73 - A442 4 B 2535 BE /K i & (Mn) 7929008 /mol
(1R -L- E RN

[1549]  JLIRGFEEMRBO-1: 4 & 51 KK v —FHE-L-B 2 BRN- R BRI R & 3151
B-L-FEAAMRE.

[1550]1 @I 5 H T Hl & LR A EBB2- 110 T ERMUM FEIF BN H T 2 — %
(0.951g,15.83mmol) Fll vy — R H-L-B & IEN-RIL IR T (100.0g,380mmol) , SRIFILIR HHE R
B6-1.

[1551]  JLIRSAHEIRBO-2: fE AR I 7 FAMB I B - LR B 2 iR 26

[1552]  j@It 5 Tl L IR R AL TR B2 -2 1 T vE R A 7 5 K B T 3L S L R B6 -
1(20.0g,3.71mmol) F14>T-A4 (6.649g,8.74mmol) , FRAG7E AR Ui 4 23 T AUS A K] B8 - L =
HERE .

[1553]  JLIR 2 F:RB6

[1554]  J@Id 5 F T i 4% 3 R G LR B 7 v AR 5 ¥R 00 30 B F F 3 R A R B6 -2
(19.7g,69.47Tmmol) , FRIFAEAR Ui % 73 FAUB IR SR -L- 2 2 BR AW

[1555]  F4EH#):28.Tmg/g

[1556]  DP (iR#f'H NMRA ) <24

[1557]  #R#E'H NMR:1=0.0812

[1558]  JL:EESUIEERBOI 1T P44 BE /R i & A5135g/mol o
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[1559]  HPLC-A HLSEC (PEGE: YY) :Mn=2900g/mol.

[1560] S f51BO « 3L 3R Z B BRBO—7F AR i 8¢ 43 1 A7 CHorb I BE 4 M PR A7) 1245 HL &k 35 R /R
JFifE: (Mn) A3200g/mol {5 -L-B 2 B 4M

[1561] LI EFEMRBI-1: & & 51K H) v —F2HE-L-B 2 BRN- R BRI 3R & 3151
B-L-FEAEmRE.

[1562] @It 5 ATl LR AL IRB2- 1 7 E SRR 7 B N T 4 % (0. 96¢,
15.94mmol) Al y —FH-L-B R N-L ILFRET (100.0g,380mmol) , $R1GIL R FERZBI-1.
[1563] LIRS HEMRBI-2: fE AR I 7 FATIE M) B - LR B 2 iR 26

[1564]  j@It 5 H Tl L IR R AL TR B2 -2 1 T A R AU 7 5 0K B T 3L B L R B9
1(25.0g,4.64mmol) F14}FA7 (10.49g,9.27mmol) , SRAFLE A 73 FATAE M B L ik
HERE .

[1565]  JLIRGILPIRBI-3 : 7E AR Ui Al 73 A7 G N e JBd DR 47) A2 1 1) 2R - LR R IR
Eh

[1566] 4B KEEBI-2 (18.6g) VA T-TFA (100mL) H o it HE2 /NI 5 L 45 2 3 A Joa ek 1 ¢
8

[1567] LIS FEBZBI

[1568]  ji# it 5 T il 4% 3 IR G LR B3I 5 v AR 5 v 08 30 B F T 3 R LR B9-3
(18.0g,59.0mmol) , HAFLEAR I i 73 AT 1) 58 -L- 1 A RN -

[1569]  +EHH):21.8mg/g

[1570]  DP (iR#fE'H NMRAL5) <24

[1571]1  FR#E'H NMR:1=0.0833

[1572] LA FLRRBOM) 1T 5T 35 B R i 8 5776g/mol

[1573]  HPLC-A HLSEC (PEGE: YY) :Mn=3200g/mol.

[1574]  SCjif5IB13 : JLIR G HL R B 3-1E AR vt 7 1AL L (G rh B e Jid OR37) A2 1 H. 25035 BE /R
JFifE: (Mn) 43200g/mol {5 -L-A 2 B 4M

[1575]  JLIRAIELRLBI3-1: H L ZZ 51K v — "R HE-L- B A RN R EE IR 1) 2R 5 3R15 1
B-L-FEASERE.

[1576] i 5 H T il & FL R A B B2- 1 LRI iz B N T 2 — i (4. 76¢,
15.94mmo1) Al y —FIH-L-BZENRIEERET (500.0g,1900mmol) , 3R1F 5 & FLFRB13-1,
[1577] LIRS HEEIRBL3-2: FE R Wi 4 73 FAL VB R LR R AR

[1578] [0 CHYHLER A IERB13-1 (12.0g) fEDMF (40mL) H ¥ ¥ ¥ H AR IR N4y F-A 11
(5.88g,6.67mmol) ZEDMF (20mL) = VA ¥ JN-2-F2 FEh g 8 464 (HOPO,0.82g,7 . 34mmol)
N-(3- —HREIFEE L) N -2 & % (EDC) (1.66g,8.68mmol) AIDIPEA (0.97mL,
5.56mmol) o 44 [ RS BIAEQ C T Hi 16 /NN FF:£E20°C T Rk 2/ o s hn — & H e (150mL)
FREHIAEFO0. IN HC1ZK¥E MR (6 X 75mL) Beifk , fENazS0a b4, S8 5 1 98 o S8 5 KA HLAH 3
FEIPE (600mL) |-, 28 J5 #f B 187N o e e 3k Y =l Wi 1 €403 , F TPE (2 X 150mL) ¥k, 2R fa 7F
30°C T ek JE T4

[1579]  JLREILFRB13-3: 7E R 43 TALL L B B £ 3 181 00 R - LR B &R
Eh
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[1580] 3R ILREB13-24 T TFA (60mL) H , FERF VA i AE A BRI B N H bk 2/t SR 5 7E
PFE T 120 B 7 — 57 Ak (600mL) - o 18N8 5, d st b i[RI 3 e » FH TPEAIT B8 -3
Tk

[1581]  JLEEEHEEREB13

[1582] it 55 T il & JL SR R AR BR B3 1 7 V2 A 7 v 5 0 L B T L B AL g B13-3
(14.5g) , SRAFAEAR I 7 FALL GLrh B g it PR A7) B0 2R -L- 4 2 BR A

[1583]  F+4EHH):18.0mg/g

[1584]  DP (iR#fE'H NMRAL ) <24

[1585]  #R#E'H NMR:1=0.079

[1586]  JLEREFFLERBL3MvH -3 BE /K i & 95194g/mol

[1587]  HPLC—A #LSEC (PECK: YY) :Mn=23200g/mol

[1588]  SLjitifsIB14 : JLIR G FLFRB1A—1E AR il 71 A12 G rh B i il Or37) A2 15 H. 25035 BE /R
JF & (Mn) 93700g/mol ()5 -L-5 A BN

[1589]  ILIAILRLBI4-1: H L 51K v — "R HE-L- B A RN R EE IR 1) 2R 5 3R1F 1
B-L-FEAERE.

[1590] i 5 H T il & FL R AR ERB2- 11 LRI iz B N T 2 — % (4. 76¢,
15.94mmo1) Fll y —FIH-L-B AN ZEL T (500.0g,1900mmol) , SR 1L H FLIRB14-1,
[1591] LR EEMRBI4-2.: fE R v 77 FAL2IBI I R LR AR AR &

[1592] @It 5 F T i & L R IEFR B2 -2 J5 ¥ 2R G 7 v 6 He ™ FH T2 A 12
(2.67g,1.43mmol) MIFLEREIEILBL4-1 (3.5¢) , SRIFEM A AR I A 73 TA2B M) 3R -L- R 2
HERER .

[1593]  JLREILFRB14-3: 7E R 43 TA12 L B B £ 3 181 10 2R - LR B &R
Eh

[1594] @5 AT il % LR RS BRB 13 -3 09 J7 iA S AULI I v 3 L o F L R = 1R
B14-2, 3RIFAE I AR 4 73 FAL2 CHEH R it OR B A0 1) SR - LR R 2 IR 2 .

[1595] LR IEMLZB14

[1596] i 5 T il & L R LR B3I 5 vE AU 7 R AR A AU (1atm, 48/, 65
C) Hk LN T LR AR B14-3 (1.97g) » SFRAFE I AR 4 7 1A 12 CHer R Bt DR 47)
B R -L- R RN -

[1597]  FEHH):13.2mg/g

[1598]  DP (iR#f'H NMRAL ) <24

[1599]  AR#E'H NMR:i=0.072

[1600]  JLEREEFLERBLAM v T35 E /K i B 965378 /mol

[1601]1  HPLC—A HLSEC (PECK: YY) :Mn=23700g/mol

[1602] St fIB15: o3 R IEMRB15- 4 4> T A13 (o BEw Bt AR 47 AR H. 5034 B R i &2
(Mn) SN2700g/mol F) T LU R

[1603]  4r1-A13
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oo
0 OYC‘IBHQT
[1604] H X

O

i=0.182, DP(n)=5.5

[1605] 731 31: HIN-Boc—& & 51 K ) v —"FE-L-B A BRN-FR HL R I 1) 2R & 3R 45 11 7
Yo

[1606]  #il]#BocEDA (12.00g,74.9mmol) ZEDMF (12mL) H (RIVA W o £ [ N 25 28, o v -7
F-L-B EFRN-FR FLFRTET (78.87¢,300.0mmo1) ¥ F-25 C HIDMF (165mL) H o 4R i s 1R A 4k
FEE B EVEMR, AHE-10°C, 2R 5 K Boc EDAVE UK 51N o Kf [ A JRAEOQC R fit fE471
I, SR S VR INHCLZE 1, 4— — Mg b (VWK (3. 33M,19. 8mL, 65 34mmol) o FF [ N A FRAE A BE 1
FE N, SR S B AR A VKIS ¥ A1 fFIMeOH/ TPE (245mL/990mL) 15 I . fEFREEIR R
P62/ I, B A BT TE I Be st i g 28 it e, FTPE (2 X 160mL) i , FEAE30°C R Ik
JE T

[1607]  'H NMR (DMSO-d6,ppm) :1.35 (9H) ;1.70-2.10 (10H) ;2.26-2.65 (10H) ;2.85-3.18
(4H) ;3.85 (1H) ;4.14-4.42 (4H) ;4.87-5.24 (10H) ;6.34-6.86 (1H) ;7.11-7.56 (25H) ;7.90-
8.44 (7H) ;8.69 (1H) .

[1608]  DP (FR#%'H NMRA%5) :5.0

[1609]  EhFRERIE A 7 311 T3 BE /R i 1292 . 9g/mol o

[1610] 713283 70 131 50 TAVBRBSRS 724

[1611]1 #4331 (10.0g,7.73mmol) ¥ F-0°CJDCM (90mL) AIDIPEA (1.585g,9.32mmol) ff]
TREWI L 2 W P AR IR ITHOPO (1.242g,11. 18mmol) 4+ F-Al (3.335g,10.25mmol) F1
EDC (2.141g,11.17mmol) o FESEFE NI E I )G ¥ e i B FHO . IN HC1¥ VR (2 X 100mL) 3
BRI, FA5 % Na2COs 7K VTR (2 X 100mL) BV PRI, 28 5 FHHIAINaCT ¥R (100mL) Bk - KA
MUAHFENa2SOs b FH , i 8 FF 98 A 4 o K 5 R 3 T-DCM (30mL) 1, FRRIF R AE0C T HAE
P T EFE R N EE (600mL) b o 8 i 512 ik YR RSO T IE R , SR G FE30°C R H 25158
[1612] ;=& :7.58g(62%)

[1613]  'H NMR (CDCls,ppm) :0.87 (3H) ;1.06-2.76 (58.6H) ;3.06-4.45 (12.4H) ;:4.88-5.25
(10.8H) ;5.72-8.40 (34.4H) .

[1614]  DP (}R#E'H NMR{H#) :5.4

[1615]  #RERERTE A4 T 321 71 5P 35 B /R I &2 1651 . 6g/mol

[1616]  4r1-A13

[1617]1 %73 132 (5.93g,3.59mmol) & T-DCM (40mL) 1 J5 , KL VA WA 1 2 0°C I ¥R IITFA
(40mL) o K S B FAEQ C R 4 HE 3/, S8 5 7R PR S B T 0 T v i o 1 5k AR 490 FIDCM
(120mL) WU, 3£%% J5 FHpH 10 AR R BR 5 22 i /K %5 ¥ (3x 240mL) A10. IN HC1/KIEH (2x
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240mL) Pk o K A WL R AENa2S0s b 45, ik S8 H- R R 45 - $R15 SRR £ =0 2 FA13 I B
o [ 4

[1618] =& :5.17g(91%)

[1619]1  'H NMR (TFA-d,ppm) :0.87 (3H) ;1.06-1.46 (20H) ;1.46-1.68 (2H) ;1.68-2.81
(28H) :3.13-4.59 (12.5H) ;:4.83-5.25 (11H) ;7.02-9.13 (37H)

[1620]  DP (}R#E'H NMR{H#) :5.5

(16211 EHRFREIE A /0 T-AL3RI T3 BE /R i #1609 . 8g /mol

[1622]  JLEREILEEB15-1: 444> T-A13 (3.47g,2.16mmol) ¥ T-DCM (17mL) F, SR JSEO0C T
RN T 2 PU L 8 (BTCA, 115mg,0.49mmol) \HOPO (275mg, 2. 48mmo1) \DIPEA (377uL,
2.16mmol) FIEDC (473mg,2.47mmol) . 7E0°C FHPE M B LK JG , ¥ [ WA FAE0C T~ HAEH
FE N E17EMeOH (220mL) b o JR B 5, 18 F s g i B B UTE Y , A MeOHI 85 , 2R f5
FE30C N EA .

[1623] LI EEBIS

[1624] 4 ILER S FEEB15-1 (2.33g,0.362mmol) ZEDMAC (33mL) H ¥4 R AE 7765 % B AL 4R
A (465mg) FIIEAL T E AR (latm) H, R JE R E R IR 60°C . T E R 5, % H
W, Ecelite® Bt Vg, SRS K IE B 2EpH 21115 % NaClyA i (500mL) b . i B i 1 5 , ¥
VEITE R I JEds FadIE, 2R 5 15 % NaCliA R (2x 8mL) PEiak IR - 28 Ja 8 ik VR I INEL R
AN 7K VB TR pHIR 5 227, ¥ 345 B [ A7 T 7K (TOmL) o S 5 5 K I AR O . 45umid JiE 2%
ot vE, AR e IS S fE 0. 9 % NaC Ly i AR JEAT B YR 4ifh , B 232 BN T /N T-50
uS/cmo P IRAFHIVETRLEO . 2umict i 2% Fid JEFHRAF/E2-8C o

[1625]  FEHH):25.8mg/g

[1626]  'H NMR (D20, ppm) :0.90 (10.2H) ;1.18-1.46 (68H) ;1.53-1.9(6.8H) ;1.86-3.04
(101.2H) ;3,17-3.80 (20.4H) ;4.19-4.68 (22. 1H)

[1627]  DP (}R#E'H NMR{H#) :5.5

[1628]  #R#E'H NMR:1=3.4

[1629]  SEEEEFLIRB15 M 1T 535 BE /R i & 94261 . 3g/mol .

[1630]  HPLC-A HLSEC (PEGE: YY) :Mn=2700g/mol.

[1631]  SLjif5IB16 : JL 2R S HLFRB16—1E AR vl 71 AL14 (G rh B e Bt Or37) A2 1 H. 25035 BE /R
JF & (Mn) 293200g/mol ) 5 -L-43 Z R4

[1632]  JLEE G ELPRB16-1: HH1-55E-4,7,10- =48 24 13— =% (TOTA) 5| K1) v -5
F-L- B R IRNR IR ET R GBI R -L- A=K

[1633] it 5 H T il 2 L R A FRB2- 110 7 LS 7 4% F B FH T TOTA (13.96¢,
63.37mmol) 1y — - S BIN-FREEFE T (400.0g,1519mmol) , 3R 3L T JLRB16-1.,
[1634] L IEWLB16

[1635] [ 43 FA14 (6.74g,13.5mmol) 7FDMAc (38mL) H 4 17 ¥k A A& Yk ¥ INHOPO (1. 65g,
14.8mmol) FIEDC (3.36g,17.6mmol) »

[1636]  [a) BRI i A L R S LR B16-1 (30. 0g) EDMAc (113mL) = f ¥ R 4K V¥R In
DIPEA (1.90mL,13.5mmo1) - Fi5k il £ 1 7 F-A1AR I o

[1637]  FEIREEIE B T Hi$E24 /NN 5, % INDMAc (82mL) , FF ¥ I M AE A7 1ED % AL AR #k 4R
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(7.0g) HITEMH FAUEE60CAITOE A AT o« RTINS JiF , B R LA Ji Se FE R &5 1 e 2%
98, ARG 4E0. 2um PTRE JE 5% Fid k.

[1638] WG JEVRCE R B EE T, AR G AR IR BT S IN300g / LER IR M ¥ i (46mL) 1 A i
(275mL) « 3/NIY ), B UTTE Ve e gt i JE A% bk uE, FHPIERE (3x 70mL) Pk, FFus s T8
[1639] W 3RAF Y [l 443 T 7K (1.30) W, SR G FH &1 (0. 7L) FokE i , 18 75 I 1 ONSL AU A 4
(13mL) F 2 pHoA I 3R BRAL I W o FE PR BRI L N F R 3/ Ji5 , 38k 7S I AN HC1L¥ K (190mL)
SRR RNV, AR 5 B S R AERS SSLP AR I e 2% (3M) B3l i€, AR S5 7E0. 2um PESI € 2% F il J€.
IR 5 W U 26 J5 FHO . 9 % NaC LI VA /K 3HAT B e R 4lif, , B 2= 3&E I J L 22 /N T-501
S/ cmo K SRAF R IRAEO . 2umid JE 2% LIt € HRAFAE2-8C R,

[1640]  FEHH):21.4mg/g

[16411  DP (iR#E'H NMRAL ) <24

[1642]  #R#E'H NMR:1=0.078

[1643]  JEEEFFLIRB16M 1T 5P BE /R i & 94761g/mol

[1644]  HPLC—A HLSEC (PECKHEH) :Mn=23200g/mo1 .

[1645] S fFIBL7 : S IR S B MR B 7—1E PN R Im # 73 TA L5421 B AN EE /R it & (Mn)
3200g//mol [ SR -L-B = BR

[1646]  JILEEFILIRBIT-1: tH L L5 KK v — R EE-L-B 2 IRN-R IE R I 1) R &3R5 1
B-L-FEAEIRE.

[1647] @5 AT LR AL RB2- 1 T ER R T E B N AT o =k (4.77g,
79.37mmol) Al y —FE-L- SR BN ILRET (500.0g,1899mmol) , FRAFIE R A ILMRBIT-1.
[1648] LI EERBIT

[1649] it 5 H Tl & FL R AL B BL611) 5 VLA 72 3R FHAEpH12 T 5043 i) 2.4k
A IRR N T IR ZIEFRB17-1 (15. 0g) M4»FAL5 (3.45g) , SRIGILR A ALMLBIT,

[1650]  FHEHH):20.3mg/g

[1651]  DP (#R¥HE'H NMREE) : 24

[1652]  HR#E'H NMR:1=0.048

[1653]  JLEREFERRBITHITH V- 14 BE /R i & N 4237g/mol

[1654]1  HPLC—A #LSEC (PECK: YY) :Mn=23200g/mol

[1655] S f5B18 : L 28 S B MR B18—1E WA N R Im 4 73 A L1642 1 H A3 FE /R it & (Mn)
3150g//mol [ S -L-B = BR #1

[1656]  ILIAILRLBIS-1: L =& 51K v — "R HE-L- B A RN R EE IR 1) 2R 5 3R1F 1
B-L-FEAERE.

[1657]  j@I 5 ATl LR AL RB2- 1 K T EE R R T E B N AT 4 %k (4. 74g,
78.89mmol) My ~FE-L-2 R BN ELRRNT (498.4g,1893mmol) , K13 3L R A SLHRB1S- 1.
[1658] LIS IERZB1S

[1659] @it b5 T il & LR R IEBRB LTI J5 1RSSR T v 30K H B F T L R & S R B 18-
1(14.0g) F43TAL6 (4.269) , $4FHER 5 FEEB1S.

[1660]  F-HEHM:9.7Tmg/g

[1661]  DP (iR#4E'H NMRAL ) <24

N
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[1662] AR#E'H NMR:1=0.075

[1663] LIS FLERB1S T 515 BE /R Jifi & 94839g/mo]

[1664]1  HPLC—A HLSEC (PECK: YY) :Mn=23150g/mol

[1665]  SLjiif5IB19: 3L G HLFRB19—1E AR vl 73T AL7T G rh B i il Or37) A2 4 H. 2535 BE /R
Ji & (Mn) ~3400g/mol B 5E-L-B 2 ER 4N

[1666] @it b5 T il & JL R R L BRB 161 T VLSS T v 30K L 3 F T L R & S RB 18-
1(20.39g) 14> TA17 (7.553g) , K15 LR & IEFRB19,

[1667]  FHEHH):18.6mg/g

[1668]  DP (iR#f'H NMRAL ) <24

[1669]  #R#E'H NMR:1=0.066

[1670] R EIEELBIOMITHE P34 BE /R i & 94936g/mol

[1671]  HPLC-A HLSEC (PEGK:HEY)) :Mn=23400g/mol

[1672] S f5B20 : 3 B E FE MR B20— 75 I AN R 3w 4 73 1 A 184214 HL A 35 BE /R i &= (Mn) A
3200g//mol [F) B -L-B S FE 4N

[1673] @it 5 Tl & LR R I BRB LTI 5 iR SR T v 30K H M T L R & SR RB1 7~
1 (12.45g) M14>-FA18 (3.56g) , JRIGILR A ALMLB20.,

[1674]  +EHH):16.8mg/g

[1675]1  DP (#R¥HE'H NMRE5) : 24

[1676] AR#E'H NMR:1=0.075

[1677] LI EILFRB2011 11 5 F 3 BB /R i £ 94784g /mol

[1678]  HPLC-A HLSEC (PEGK:HEY)) :Mn=23200g/mol

[1679]  SLjfIB21 : I B IR B2 175 AN R Im 4 7 1 A19E 10 HL A 35 BE /R i & (Mn) A4
3600g//mol 1] 5 -L-H A RN

[1680] @i b5 T il & JL R R I BRB LTI J5 vE SR T v 30K H B F L R & SR RB1 7~
1(12.16g) F143FA19 (4.16g) , PRI R A IELEB21

[1681]  FHEHH):26.4mg/g

[1682]  DP (tR#E'H NMRAti &) : 24

[1683] AR#E'H NMR:1i=0.077

[1684]  JLEREFFLERB21A v 135 B /K i & 95023g /mol

[1685]  HPLC—A #LSEC (PEGK: YY) :Mn=23600g/mol

[1686] S f5B23 : 3 B R FE MR B23—7E WIS R Im 4 73 1 A2 LiE 1 HLE 35 BE /R i &= (Mn) A
3350g//mol [ 5 -L-B A RN

[1687] @i 5 Tl & LR R IEBRB LTI 5 iR AR v 30K M L R & R RB1 7~
1(18.68g) F14>FA21 (7.03g) , RIS H R I B23

[1688]  FHEHH):23.2mg/g

[16891  DP (iR#fE'H NMRAL ) <24

[1690]  #R#E'H NMR:1=0.080

[1691] LIRS ELRRB23M v 55~V 35 BE /K i &8 5140g/mol

[1692]1  HPLC—A #LSEC (PECK: YY) :Mn=23350g/mol
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[1693]  SjiiffB24 : I: B R HL PR B24—1F R Im 4t 73+ A L&A1 H £ 35 B /K i & (Mn) 92300g/
mol [ B -L-B R EN

[1694]  ILESHILREB24-1: tH 4> T4 51 K HAERIRH 73 FAVBIGR v — R E-L-B 2 RN-KR
R R A IRB R - LR RS =R

[1695] A2 0°CHI 2 +4 (9.92mmol) 7EJE7KDMF (80mL) H 1 v ¥ H BRI 4 0 “C 1
Y =R RN R FE T (26.11g,99. 2mmol) 7E T 7K DMF (20mL) H1 VAR - 7E0°C K 4t
24/ Ja , Bl 210 AL (16.1g,49.6mmol) JHATU (18.9g,49.6mmol) FMDIPEA
(8.64mL,49.6mmo1) FEDMF (80mL) H VAR AN INEI A B , HRR S0 C 225 CHiFE3 .5
NI o K AR A 9, 4K % FDME (3x 100mL) < S5 % (1x 100mL) FIDCM (3x 100mL) ¥4 . 2R i
IR IS FI80:20 DCM/HFIPIE &4 (120mL) AbFE . 76 FR 45 5 FE R He bk 304 &b i , J w4 i
Iy FIDCM (3x  100mL) Wik o Jak ik 728 R 71, 7= AR L SR L IR B24 - 1

[1696]  JLIRZ FEIRB24

[1697] @IS 5 M T IR A L ERBL6 M S A2 BRI 7 v R 77 5 - R - AEpH 1278505
BRI B AP B LN T L R R R B24-1 (27 . 4g) , R IL IR & HERB24

[1698]  FEHH):14.1mg/g

[16991  DP (iR#fE'H NMRAL ) : 14

[1700]  #R#E'H NMR:1i=0.143

[1701]  J:EREIEEB24MTHE P34 BE /R & 9 2899g/mol

[1702]  HPLC-A HLSEC (PEGE:EA)) :Mn=2300g/mol.

[1703] St f5IB25 « 358 S L FR B25— 7 K I 4 3 T-A224& 41 H 3% BE /K i & (Mn) 2430508/
mol [ B -L-B RN

[1704]  j@Id 5 HF & L RGBT LR R ISP B2 Ja i U5 58
KEM)300g/ Lk B AN T TE 58 A W08 H B A T 4L R & ZE R B18-1 (30. 0g) A4y 1A22
(8.56g) , SR1F IR A FLIKB25

[1705]  F4&H:23.Tmg/g

[1706]  DP (iR#fE'H NMRAL ) <24

[1707]  #R#E'H NMR:1=0.074

[1708] LA EFLERB25/ v 135 E /R i & 94 743g/mol

[1709]1  HPLC—A HLSEC (PECK: YY) :Mn=23050g/mol

[1710] S f5B26 - 3 5B Z FE MR B26—7F I AN R 3w 4 73 1 A2 3451 HL &35 BE /R i &= (Mn) A
3400g/mo1 [ T -L- 4 Z IR

(17111 s 5 T L R R A FRB25 1 5 VR R 5 vE I8 L B T L R L FRB1 7-
1(25.78g) F14>FA23 (8.27g) , K15 I B S HEEB21

(1712] M 11.8mg/g

[1713]  DP ({R#E'H NMRAt &) : 24

[1714]  HR#E'H NMR:1=0.073

[1715]  JLREIEEB21THE Y BE /R & 94902g/mol

[1716]  HPLC-A HLSEC (PEGK:HEY)) :Mn=23400g/mol

(17171 S BIB27 : Je R A FERRB27 -4 4 T A24 CHrp g 45 I AR 977) BOA EL %5034 JBE IR il 7
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(Mn) 92500g/mol [ T VU R R
[1718]  /rT-A24

i=021, DP(n)=4.75

[1720] 43 F53: HN-Boc-& =& 51 K ARG 4 28 i i) v — R 2 -L- 25 S BN R JE TR I
B GRS 720

[1721]  #i|4BocEDA (12.00g,74.9mmo1) ZEDMF (12mL) H (RIVA W - 78 [ N 25 28 i, o y -7
Fo-L-B EFRN-FR FLFRET (78.87¢,300.0mmo1) ¥ F-25 C HIDMF (165mL) H o 4R i s 1R A 4k
FEE SR EVEMR, A HE-10C, 2R 5 K Boc EDAVE UK 5N o K5 [ A JRAEOC R #iE$E3 71
INF, AR 5 MR 51 NDME (100mL) 43 7-2 (26.73g,89.88mmo1) \HOPO (9.99g,89.88mmo1) FIEDC
(17.23g,89.88mmol) o ¥ VR G HITE0C T Hii e L/ING , NO°C 2220 CHEHE2/NN L SR 5 1E20
CRHEHE L6/ AR SRR R HARIAE L1 2-TREE/H209 9 (10V) . 37N 8 3
VEPITERREE I pE s BId g, 11 2-TABE/H0VR &9 (2x 360mL) Peig, FF7E30°C R &+
o

[1722] 7= E.70g (71%)

[1723]  'H NMR (TFA-d,ppm) :0.99 (3H) ;1.34-1.59 (16H) ;1.68-2.85 (36H) ;3.52-3.62
(2H) 53.79-3.99 (4H) ;4.70-4.92 (5.75H) ;5.20-5.38(9.5H) ;7.36-7.52 (23.75H) .

[1724]  DP (}R#E'H NMR{HE) :4.75

[1725] 4> 7530015 T 15 BE /R i & A 1481 . 0g/mol

[1726]  /rFA24

(17271 @ 5 H T 614 70 AL J7 L KB J7 v 30 H 8 73 153 (34.00g,
22.96mmol) , 343 TR £ M 2 F-A24 1) 1 4 ] 44k

[1728] ;=& :29.40g (90%)

[1729]1 'H NMR (TFA-d,ppm) :1.00 (3H) ;1.35-1.61 (16H) ;1.79-1.93 (2H) ;2.05-2.90
(25H) ;3.53-3.65 (2H) ;3.79-4.02 (4H) ;4.74-4.94 (5.75H) ;5.20-5.43 (9.5H) ;7.32-7.58
(23.75H) »

[1730]  DP (}R#E'H NMR{LE) :4.75

[1731]  ERER L 7 TFAL3RTH 535 BE /R i N 1417 . 2g/mol .

[1732] LR IEMRB27-1:

[1733] i 5 T 4 e B & FEFRB15- 119 J7 v 8L I J7 v 98 e v T 4 1A 24
(11.9g,8.40mmol) AIBTCA (0.41g,1.75mmol) ZEDMFH [IVA W , £E30°C N & T8 5 3-8 H
o ] 4
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[1734] LIRS FIRB27

[1735] @I 5 AT 6l LR LR B 77 R 7 v A i P W fE A Uk )
(6bar) NH HAEPH 1278 1/NI B 240 20 ROk H N A T 3L R = B R B27-1 (9.31g,
1.64mmol) , 3R1FILIR A HLILB27

[1736]  FHEHH):19.9mg/g

[17371  DP (iR ¥E'H NMR{%HE) :4.75

[1738]  AR#E'H NMR:1=3.7

[1739]  JLEREEELRRB27TH vH 51 35 B8 /R i B 94085 . 8g/mol .

[1740]  HPLC—A HLSEC (PEGKHEH) :Mn=2500g/mo1 .

(17411 S BIB28 - I R A FEMRB28—# 4 F-A25 CHrp g 4 i AR 977) BUAX EL %5034 JBE /R Jifi 7
(Mn) 42200g/mol [FI TR = 1%

[1742]  /p1-A25

@\/O S
O
0 YCKEHQT
[1743] /\/NH N
H,N NH),
(0]

1=0.19, DP (n)=5.15
[1744] 43154 : HN-Boc—& & 51 KRG I TALE I ) v — R E-L- A RN R B IR I
[5G SRS 720
[1745] @i 5 H T il £ 55 1 531 772 KAL) 77 9% FF 44 H B H T BocEDA (6.00g,
37.45mmol) | v —RIE-L-B AN LI EF (39.44¢g,150.00mmol) F143+A1 (14.63g,
44 .94mmol) , $R4F 7 F54 1) H B 4
[1746] ;=& :23.71g(40%)
[1747]  'H NMR (CDC13,ppm) :0.87 (3H) ;1.12-2.76 (57.6H) ;3.06-4.50 (12.15H) ;4.90-
5.25(10.3H) ;5.91-8.49 (32.9H) .
[1748]  DP (}R¥E'H NMR{& %) :5.15
(17491  43-F54R0 153 BE /R Jii & 41596 . 8g/mol
[1750]  /p-1-A25
(17511 d i 5 H T 614 70 FAL3M J7 5 R0 7 v 30 % H 8 FH T 73 154 (23 .29,
14.59mmol) , 315 ER IR R TE 1) 43 A25 1) Y- 175 B [l 448
[1752]  p7H::19.08g (85%)
[1753] 'H NMR (CDCls,ppm) :0.87 (3H) ;1.17-1.32 (20H) ;1.48-1.63 (2H) ;1.69-2.78
(29.6H) ;3.15-4.40(12.15H) ;4.89-5.18 (10.3H) ;7.06-9.13 (31.9H) .
[1754]1  DP (AR¥&'H NMRAt#L) :5.15
[1755]  EhPRERIE N 70 F A2 T3 BE /K i #1533 . 1g/mol o
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[1756] LB FEMZB28-1:

[1757] 3@ 5 HF#4 LRB A FLBEB15- 110 J5 3 22000 7 v 8% N B+ 2 TA25
(3.93g,2.56mmol) FIH =K (TCA,125.2mg,0.71mmol) 7EDME 1 fI ¥4 W, 7E30°C N L T
Jf 5 RS 1 E ] 4

[1758] LIS FEZB28

[1759]1 i 5 H Tl S IR R FE TR B LS 7732 AL 7 v I A8 188 I 25 3R 1 M F fEpH. 12
T L/INERF (0 S 25 BB L TS SR U S5 WRB28-1 (2.98g, 0. 65mmo) , K75 LR S L WAB28 .
[1760]  FHEHH):25.8mg/g

[1761]  DP (AR¥E'H NMRAt#L) :5.15

[1762]  HR#E'H NMMR:i=3.0

[1763]  JLIR S FLPRB28H) T B 134 B /K i & 793559 2g/mol .

[1764]  HPLC-A HLSEC (PEGE: YY) :Mn=2200g/mol.

[1765] st f51B29 : L3 R FEMRB29- 4 4 T A12 (o Be wi Bt AR 47 AR H. 25034 B R i &2
(Mn) 242000g/mol1f)4,7,10- =% 241, 13—+ =%& % (TOTA)

[1766] I IEMZB29-1:

[1767] [ FRBEIR FEI 4> TA12 (3.70g,1.98mmol) ZESAS (31mL) H A VA T 4K Y% s IHOB
(304mg,1.98mmol) F14,7,10- =4 F1,13— =i & (TOTA,208mg, 0.94mmo1) . KR &4
AHIZ0C, SR JG U INEDC (380mg , 1.98mmol) o R MA T FE0C N HiE 115> 8, SR Ja fE IR 3%
T R 4R 18/ R ML O IN NaOHZK VAR (2x  28mL) Peld , H-44 A HLAH7ENa2S04 -+
f 5 oL R FE PR AR AR o SR AF ) [ R S T CHC L3 (40mL) 1, FEKs 7 A B B B % ¥ N 21 TPE
(400mL) H o FEATEFEM BB T B B U B R VK 1T/ o B F R AE25°C R A
3200rpm S Ca 103 B o bk 22 T8 (T W, 45 3R A5 100 [T A4 98 P 4k 4

[1768] ;=& :4.59g (&)

[17691  'H NMR (CDCl3,ppm) :0.88 (12H) ;1.12-1.58 (192H) ;1.58-2.17 (48H) ;2.17-2.62
(44H) ;3.08 (2H) ;3.13-3.38 (6H) ;3.48 (4H) ;3.53-3.66 (12H) ;3.74-3.83 (4H) ;3.92 (2H) ;
4.00-4.12 (4H) ;4.12-4.33 (10H) ;4.37 (2H) ;6.72-6.84 (4H) ;7.06 (2H) ;7.31 (2H) ;7.52
(2M) ;7.82 (2H) ;7.94 (2H) ;8.57-8.69 (4H) .

[1770]  JLEEEH FEREB29

(17711 ¥4 FB29-1 (3.67g,0.93mmol) ¥ FTFA (11.5mL) FH F- R I MR AE PRS2 IR FE T 16 #E6
AN o K 2 B /ES “C I TPE (18mL) b, SR S sk (18mL)  fEFEFEII BT , 4 BT
JBUE E VKIS 15/ o K B 7 3k 6 5 FITPE (10mL) F7K (2x  10mL) BIF B8 o K5 5k X 0016 T
1, SR JE T IN NaOHIE R (56mL) H , I 2 JIA AN NaOH LA R pHERSF £ET o K #8598 KA R
Z IR 20g/L, 28 JE i8I 5 5 0. 9% NaC LI /K HEAT I8k alift , B BB EWIM FH
F/NTF50uS/ cmo B ERAS IS RAED . 2umid JE 2% it e AR A7 AE2-8C R,

[1772]  F3RH:8.0mg/g

[1773] LR EFLERB29M v 135 JE /K i 935208 /mol

[1774]1  HPLC—A HLSEC (PECKHEH) :Mn=2000g/mo1

[1775] St fIB30 : o2 R FE MR B30~ 4 T A26 (o BE wi Bt AR 47) AR H. 034 B R i &2
(Mn) 42100g/mol [N = 1%
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[1776]  JEREAFEIRB30-1 3@ it 5 FH T il £ L I 2 B BB 15— 1 1 J7 VA AL 7 VK 4 3
T 431726 (10.87g,11.33mmol) FIPN = (TCA,0.605g,3.43mmol) ZEDMF H ¥4 Wk » 7E
50:50 Ha0/MeCNVR-E ) (10V) Hh 20 3E BEPTUE 7™ P AEDME 1 ¥, 1L 38, FH50:50 Ha0/MeCN
TREYIRTE B8 J57E30°C N IR TR 2 J5 , 3k il 44

(17771 B EEREB30

[1778] W IR FILREB30-1 (8.53g,2.95mmol) ¥ T-TFA (30mL) o , ¥ VA W AE IR R
LS/, SR G AE SR N B RI7E /K (300mL) b o 1N i, il ik i € el Wi (1 € it » FH /KB
PR I 98 T o AR 5 R 7 N INEUE AL B K T UK pHVE S =7, B 3R A5 1 AR i T K
(350mL) H o VA TRAEO . 2umid JE A% It 98, S48 Jd i o 5 O . 9% NaC LI Al /K EAT HE B8 K
afify,, B2 BE RN 3 RN T50uS/ cme 4 3RAF TR AEO . 2umid yE &S i I8 IF IRAFAE2-8
Tho

(17791 FHEHH):28.8mg/g

[1780]  JLRFFEMEB30M) BE /K i & N 2585g/mol «

[1781]  HPLC-A HLSEC (PEGE:EA)) :Mn=2100g/mol.

[1782]  SEjf5IB31 : JL IR G HL R B3 1 —1E AR vt 7 F-A27 (Herh B e Jid Or37) A2 15 H. 2535 BE /R
JFiE: (Mn) ~3800g/mol {5 -L-A 2 B 4M

[1783] it 5 Tl %% e R E L FRB16 1 5 VR A 5 v I8 L B T L R E L FRB18-
1(28.6g) F1431A27 (6.799¢) , PRI H R A IEMB31

(1784]  FHEHH):20.5mg/g

[1785]  DP (iR#f'H NMRAL5) <24

[1786] AR#4E'H NMR:1i=0.075

[1787]  J:REIEEBI 1 THE Y EE /R & 4591g/mol

[1788]  HPLC—A #LSEC (PECK: YY) :Mn=23800g/mol

[1789]1  #4rC:HEY)

[1790]  sEjfsC1:pH 6. 61 & 8] FF F (29mM) FTH 7 (174mM) [¥70 . 6mg/mL % =2 bR JBK 25 5 11
H%

(17911 @3 ¥4 09 H Ambi opharmf 8y AR T 2 5 22 PRI A K 1] 2% Smg /mLR 45 45 == AR K
VSV o W A2 VS T B TR 751 (6] FE ) Ve R AR I LAIRTS H An B 20K B - il I R
JINaOH/HC 1K B & pHiH 15 ZpH 6.6,

[1792]  SZJaf5)C2:pH 6. 610 & FL 5 & FERRB6 . 7] FF /%y (29mM) A1 H v (174mM) (0. 6mg/mL 3%
=5 MR SRV VR i

(17931 Ja Ik K TR 770 (TR FF M V) (40 TR 208 i T i 281) 3 5 22 R B 1 A 4 ¥ i HH ke
2% H R G FE R BO AR T 7 R R 40 13 W o

[1794]  ¥$pH ARI5mg/mLyA 4 K5 22 R AN 1 380 122 e 5 2 22k I B6 FHI T2 741 1) 34 4 5
W, DORTS IR A H A 2-152-5 (R1) o @it 8 JINaOH/HC 1K i X pHif 75 Z2pH 6.6,
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Bk | BOEZARAkIL | ERBAR B6R | BRARNGAE
F JE S
mol/mol mg/mL mM
Cl " - - A
[1795] C2-1 1.5 L2 0.23 Bk
C2-2 2 1.6 0.30 Vit a
C2-3 25 2.0 0.38 Vit
C2-4 3 23 0.46 Vit a
C2-5 4 3.1 0.61 A
[1796]  ZK1:AEAIRI LR A ZEBRBOU B N, pH 6. 65 =2 MK JIR I VR 1) ZEL B RIAI 5 S0 L o
[1797]  SZJtifC3: pH 6. 6 1 2 AR 48 A% i B (1) A [F] L 58 2 L 1R L 1) FE 1%y (29mM) A1 H il

(174mM) A0 . 6mg,/mLYF 22 B R IR 1 1 4%

(17981 it 5 HEIC2 R T 77 R KM T R A 6. 62 AR A K 9 1 AR 4E
RAIERR 18] F oy (29mM) A1 H 3 (174mM) F10 . 6mg/mL 3 % MR AR VA C3-142C3-26.
S & Ky |y
5 e k3% %
mg/mL | mM mol/mol &
[1799] C3-1 B2 39 10.75 S A
79 | 15 10 ek
11.8 2.28 15 ik
C3-2 B3 7.5 1.5 10 A
113 | 23 15 ik
C3-3 B35 1.5 0.3 2 B
23 | 045 3 A
3 0.6 4 ek
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C3-4 B4 S 133 10 B
C3-6 B9 1.8 0.3 2 B JF]
2.6 0.46 3 i

C3-7 B16 6.2 1.3 8 T
C3-8 B17 5.6 1.2 8 B
C3-9 B19 6.4 1.3 8 B
C3-10 B20 11.2 2.3 15 B
C3-11 B21 39 0.76 5 Vil JF]
C3-13 B23 4.0 0.76 5 iowtE
C3-14 B24 4.4 15 10 iowtl
[1800] C3-15 B25 3.8 0.8 5 T
C3-16 B26 2.6 0.52 3 B JF]
C3-17 Bl 153 |2.28 15 iowtE
C3-18 B14 2.1 0.30 2 A
C3-19 B14 29 0.42 3 i
C3-20 B19 6 1.21 8 T
C3-21 B23 12 231 15 B
C3-22 B27 3.1 0.76 5 B
C3-23 B28 1.1 0.3 2 B JF]
C3-24 B29 1.1 0.3 2 ol
C3-25 B30 0.8 0.3 2 ol
C3-26 B31 10.5 28 15 wtE

[1801]  FK2a: fEAAAEAIF B IR A M IEIL T , pH 6.6/0. 6mg/mLyF == AR K M 20
FSCFIAIL B S0 o

[1802]  SEJfaf5IC4: pH 6. 61K 18] F y (29mM) H iyl (174mM) AOEALAE (229uM) 0.6 mg/mL
A% AR AKAI100 TU/mL A 5 25 VA W I ) 4%

[1803]  H45mg/mLiK4f == AR VL C LS i) Wk FE2 751 (IR0 FF Iy v SER 8) (IR 4 Vs TR
o I8 K ) [ Amphas tar (183 AT 2UHI N R B 2 I8 A K i) £ 500 TU/mL N JBR B 25 1 W - 1%
T VBN 22 A JSRORIIG T 7] (0% 3 i Vs v 5 LA SRS T 75 %) e 289K B J8 i V8 INNaOH/HC 1 4%
R ZpHiE T % pH 6.6,

[1804]  SZjifs|C5: pH 6.6 £ LB S JEREB6 . 1] FE %Y (29mM) -y (174mM) FISTALEE (2290
M) 10 . 6mg/mL 3 24 AR AR ANL00TU/mL A 5 2V U i %

[1805]  JE ik A4 TR 771 CIE) HR oy v AR B) ()R 4 V5 VS D 381 L 2R R 2 IR BO I IR 48
ﬁ*%%%ﬁ%%ﬁ&%ﬁﬂﬁﬂ%ﬁ%@ﬁ

[1806] 4 )5¥spH 4H)5mg/mLik4E 3 = K AN500 TU/mL N JBR & 2 I8 WA I 3L 5
FEBRBO FG L I IR A8 1, CASRAS BT 75 (1 e 6 (BR3) o B ik V8 IINaOH/HC 1 ¥ £
pHi T2 pH 6.6,

=
23
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(18071 HR4fE LA L7 S il 6 ¥ ¥ C5-1 2C5-5.

= A .
> . ¥
‘ Ik @ X
i 3 P )
% - =
3 R 2
i ¥ r
W 2
[1808] mol/mol mg/mL mM
C4 - - - P
51 1.5 12 0.23 ik
C5-2 2 1.6 0.30 Vo]
C5-3 2.5 2.0 0.38 Vowll
C5-4 3 2.3 0.46 Vowll
C5-5 4 3.1 0.61 VoLl
[1809]1 K3 AEAIE LR A ILBLBOIREE N ,pH 6.6470.6 mg/mL == MRIKFT N fE 5 =I5

VO 2HL RS AN 58 A

[1810]  SZjaf5C6: pH 6. 61 & AR 4 A & B B AN R L 5 S B R L[] FF 1By (29mM)  H vl
(174mM) FOEALEE (229uM) (190 6mg/mLA%F =2 AR SR FN100TU/mL N i 5 257 R 1) 2%

(18111 i 592 M filCH 2R ALK 75 5, 345 pH 6. 6181 & HEFR A & B 1 L 58 S B 1% . 1) FP 197y
(29mM) « H il (174mM) FEALEE (229uM) 0. 6mg/mL3 22 Rk AT100TU/mL A i 5 V87K
[1812]  AR¥FELL b 77 S &R C6-1 22 3LL X C6-6%C6-9.
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\IJFF' # m\* )\-.\-. ﬁ‘

3 @ e @ o ; @ 2

b B o & B E%li

b % <

mg/mL | mM mol/mol K]
C6-1 B2 39 | 075 5 Tk
7.9 1.5 10 ek
C6-2 B3 75 1.5 10 T
11.3 2.30 15 i
[1813] C6-3 B5 1.5 0.3 2 {g};}f]-
23 | 045 3 e
3 0.6 4 e
C6-6 B9 1.8 0.3 2 v
2.6 0.46 3 ek
C6-7 Bl 15.3 2.28 15 S
C6-8 B14 2.9 0.42 3 S
C6-9 B23 9.6 1.8 12 E
C6-10 B27 3.1 0.76 5 e
Co-11 B28 1.6 0.46 3 ik
Co6-12 B29 1.6 0.46 3 ik
C6-13 B30 1.2 0.46 3 ik
C6-14| B3I 138 | 3 20 e

[1814]  Kda: fEAFAEANF R IR A ILFR M E AL N, pH 6.6/190. 6mg/mLF = ARk F100TU/
mL A 5 22V YT AL R AR B A A

[1815]  SZHfflC7: pH 6. 61 & H 58 S JLWRB2 . 1] FE Iy (29mM) « H v (174mM) S 4k 4l FAT %
[ FALEER0 . 6mg/mLHF 2 bR PRI VR i 4

(18161 @ K I AZ 7] (1) FF 1« i NaC 1 &AL AEE) F IR 48 VA WS I 21 3R R SE R B2 1 ¥4
ARV R ) % e B R L R B2 AR T 1) 0 R e

[1817]  MfpH 41I5mg/mLyA 4L 2= R AN I 380 122 e 5 2 2 B B2 RHI T2 740 1) 34 48 5
B, LIRS A A WICT-12CT-10 (35) o @I 78 IINaOH/HC 1K £ & pHif 15 2 pH 6.6
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¥ | ok
= \m*- . gﬁy
b - N i
44 B 3@ g Ei¥x
R @ ¥| T8 =
B W i
mg/mL | mM (mM) | (mM)
[1818] | C7-1 | B2 2.4 0.46 3 50 | B
C7-2 B2 2.4 0.46 3 100 - B
C7-3 B2 2.4 0.46 3 50 0.5 V]
C7-4 B2 2.4 0.46 3 50 1 e
C7-5 | B2 2.4 0.46 3 - 1 Vo
[1819]  ZR5: fEAF LR R IRB2 L AT LI AL BN E AL BRI 1500 T, pH 6.6/70.6mg/
mlL 3 = ARV T 2 R AT B A W
e —
3 Pl eS| 2| s|Ex
s I 2 2| %%
W | B g 2 2%
[1820] ol = [ R
» ¥ Za e
B Pl
mg/mL | mM (mM) | (mM)
C7-6 | B2 8 25 - T
6.3 1.2
C7-7 | B2 6 25 1 VoLl
[1821] 4.7 0.9
C7-8 B2 5 50 - VA
3.9 0.76
C7-10 | B2 24 0.46 3 100 - T
[1822]  FKba: fEAFE LR LB A AT LA BRI OL R, pH 6.6/70. 6mg/mL

e BRIV AL AT AU
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[1823] S5 C8: pH 6. 6 ) 25 AR 418 A o B B4 A ) A e S B 1 ) Py (29mM) T 9il
(174mM) \NaClFIGALEE0 . 6mg/mLA% 22 bR IR IF) ]

[1824] @5 SCGICT h Bk 1977 AU J7 58, PATpH 6. 6 B ARIE AL A B A ) 3 &
SR LR 1A F 1y (29mM) ATH 3 (174mM) A28 ) S AL B AT AL AR 90 . 6mg /mL 3 22 MR R T
C8-1%C8-4L) }tC8-9a.C8-10aFIC8-11,

| &
%ﬁ N- *'-' . — %
¥ [ i A A | A
3 @ = &Y = & g &
FOE®
B LA
[1825] mg/mL | mM (mM) | (mM)
C8-1 Bl 15.3 2.28 15 100 - e
15.3 2.28
C8-2 | BI 15 100 1 BE
15.3 2.28
C8-3 | BI 15 100 2 Bk
C84 | B3 11.3 2.3 15 100 = ek
18261 C8-9a | B20 11.2 23 15 25 1 B
C8-10a| B2I 39 0.76 5 25 - | BE
C8-11 | B21 39 0.76 5 25 1 B

[1827]  FK6a: fEAFEA A M 3 R AR S A AT I i &AL BB & pH 6,611
0. 6mg/mL% == A I VB 0K 4H R AR SR U o

[1828]  sLJitif51C8a: pH 6. 61 & H 48 4% A W 1) AN [A] 3L Z 2 JE 2 18] HH Py (29mM) | id
(174mM) AINaC1 (50mM) 0 . 6mg,/mL 3 22 Mk 78 ik FE) il 4%

[1829] i 5 SEHtifICTH Bk i 77 RIS 77 2, B A5 pH 6. 611 & AR 4 A i B I AN ] 4t
AR 18 F oy (29mM) A1 H v (174mM) & ALEARI0. 6mg/mLE 2 MRk IR C8a—~142C8a-10.
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% | ok
el ik e ¥
S Bloxml Z L
o - 2 e R
i % G 2 25
¥ | =& @
B B e
mg/mL | mM (mM)
B16 6.2 1.3 8 50 T
C8a-1
[1830] B17 2.8 0.61 4 50
B19 6.4 1.3 8 50
C8a-3 Tk
B20 6.0 1.2 8 25
C8a-4 /g.{.%
B23 4.0 0.76 5 25
B24 2.2 0.76 5 50
C8a-8 Tk
C8a-9 Bl14 2.1 0.30 2 25 B
[1831] C8a-10 | BI19 6 1.21 8 50 B
[1832]  FK6c: fEAFFEA A ILER LR . F AT B L T, pH 6.6/10. 6mg/mLA% == MK
TR A5 AR 5 A1 W o

[1833] S f5ICO : & ISR &L MR B2 8] B iy (29mM)  Hryd (174mM) &AL AN (GomM) FEAL 8
(ImM) F0 . 6mg/mL 3% 2% BRBKAT100TU/mL A 5 2 IS il &

(18341 i i W T 711) (1) FE M el s SN AL EE) T IR 4 Vs 00N D 381 2 SR R B2 1)
WAV P R ] £ L IR 2 FE IR B2 AT I 771 () R A VA R o

[1835]  JSfa¥ipH 41 5mg/mLik 4a % == MRKIE W AN500TU/mL N Jik 5 28 VA VRS I 21 1% 4L 58
QIR B2 AR 7 Bk 4 v Wi Lh3RAS BT 75 1 S 41540 - 8 ik 8 inNaOH/HC 1% B¢ 24 pH
T 2pH 6.6,

[1836] R4 LA L7 il & W CY

[1837] S 5IC1O : 3 AR A% A BH B AN [R) FL 5 S R IR 1] FE Iy (29mM)  H v (174mM) DA KA
ﬁ%%%%ﬂa%%@f@omym 2EFRBEAT100TU/mL N g 5 22 19 (140 1) %

[1838] it 592 ICOZSALA J5 ¥, SRS pH 6. 61 & HEFE A & B AN [F) L 58 S L 1R « I)
H Iy (29mM) H ¥ (174mM) &AL BRI AL BT 0. 6mg/mLE =2 AR K AT 100TU/mL N Jik i 25 ¥
o

[1839]  AR¥ELL 77 Sl &I CILL S C10-1%C10-7.
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% | ok
;E; |k ;; S| &y
- N
[1840] P @ ; = 7 ﬁﬁ'
3 ® o >
I — =, EE?F
i *IER
W |
| mg/mL | mM (mM) | (mM)
9 | B2 3 50 1% B
2.4 0.46
C10-1 | BI 153 228 15 100 -* Vot n
C10-2 | Bl 15.3 2.28 15 100 1* ik
C10-3 | Bl 15 100 2% ik
[1841] 15.3 2,28
B3
C10-4 n3 | 215 100 | x| ok
B3 53
C10-5 11.3 ' 15 100 1* wE
C10-6 | B19 51 8 50 *
6 : Vo)
C10-7 | B23 G 1.15 8 25 - Vil

[1842]  FKTa:TEAFIEAE LR AR AN E BB T, pH 6.6/10. 6mg/mL
“EMRIKFIL00TU/mL R &% 28 5 VR 2H R AN o A7 W o

[1843]  +E{ K H 100TU/mL A JE 5 2 IR0 23mM ZnCl2H4H 54

[1844]  SEjitaf5i|C11 - e sk ThTI & ¥ VA5 ) AN i 21 A0 I A o W o AR

[1845] JE B

[1846] KRR E MR 22, AT B T BUY BE M A IR 21 4k (Bl e O 2RI R 53 T 45 1) o
T JiF 224 1] g 2 T BUERE b A T R i

[1847]  ffiHERE T (ThT)m‘ﬁ”*zﬁ'JzﬂhﬁﬁEMﬁ/ﬁ/&Eﬁ%@% PE R R — M/ T
e, B SIER R E A4S G R REERAES Naiki®s A (1989)
Anal.BioChem.177,244-249;LeVine (1999) Methods.Enzymol.309,274-284) .

[1848] %77 A A%4T AT LA Mk ) A AV VR R AR ThT A B2 1) J5R 41 45 12 1l o 12 B I DA e
PESEAT N AT AR FEFABTC T .

[1849]  suIf 2414

117



N 111565710 A W OB P 108/118 T

(18501 # fl £E T 43 0 B2 2 T 1) 6 o LE AR DR IK) S Bt 51 P il 1 A b AL 45 ) o 6 o A3 PRI

At B R BRI PR TS I RIS, LU AL S W0 Rk vT DL 2 Aot o L & Y0 h i B 3
AT A 20,

[1851] R 150uLARFAf A4 51 N96FLAR I FLH o 7E [F] — et A 1) = A IHE (— X =)
H TR G W) AR R B 25 ), AR IR S W78 K

[1852] AR5 BHiZ M B AR 2 EL 2% (EnVision 2104 Multilabel,Perkin Elmer) ffJ#5%
KRR E 3T C L FE it N L mm AR « 9601 pm ] ] e 458 4

[1853] il I () HE % FH 44 2nm ¥ 3k R I K A1482nmfK) & 5 i K 5 BUAEAN FL A 1 58 i 3
[1854] i ik [H] R (R AR T AR ) J5 o G i i 25 B IR AL ik SR A A g

[1855] b TN FL , 1% A1 B DL 5 sUHE 8 R S 5 I R 4k 5 o e Hh 28 (1 e
6B A6 3 BE 0 TR A S (1) B R] 1) B8 250 1R 2R 2 TR R 58 R o BTl o 00 9 AR S ) AR XS
TAE =AU AT I V8 ORI & 1 ~F- 33048

[1856]  EJE A E W~ B anE 1B o

[1857]  fE Az, @ i W I 3 22 T 2 6 R i v AR (LT) fE R 28 (v R oA B (R Ar
FATE AL , xBTS [a] AL 9508 ) _ERLEE 7 KRR

[1858] S ffICAL : 7EAF7EAS [R] IR FE I L SR A FL R BO I 1450 1, pH 6. 61170 . 6mg/mL =2 K
JOR VTR ) 0 1

Bk | B6IEZAREK | EREARK B6 K iR 3E B 9]
* ) 8 (I E)
mol/mol mg/mL mM
Cl - - - 1

[1859] C2-1 1.3 1.2 0.23 >20

C2-2 2 1.6 0.30 >60

C2-3 2.5 2.0 0.38 >60

C2-4 3 2.3 0.46 >60

C2-5 1 3.1 0.61 >60

[1860] 38 i@ it ThTI & H A CL LA X C2—1 2 C2-5 )15 LEMY [A] .

[1861]  ANE LR EFEBRMIpH 6. 611 ZMRBKIE R (C1) )15 ZER 8] K 5 75 3 R JE R BO 1)
VAR ) AR SE RS ] B K

[1862] S f5ICA2 : FEAFAEA R LR G MR A 1AL T, pH 6.6/70. 6mg/m1 8 = MR KV W
[ Fe e v
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S % o
¥ Ik 3 .
Fﬁa 4 B -
¥ @ 2 E @ 75
® # =® =
mg/mL | mM mol/mol
C3-1 B2 39 | 075 5 5>03
79 15 10 10>t>7
[1863] 1.8 |228 15 >30
C3-2 B3 75 15 10 =2
13 | 23 15 54
C3-3 B5 1.5 0.3 2 >10
23 | 045 3 >30
3 0.6 4 50
C3-4 B4 53 | 1.53 10 ~40
C3-6 B9 1.8 03 2 ~20
26 | 046 3 >50
C3-15 | B25 38 0.8 5 >30
C3-16 | B26 26 | 052 3 ~30
e | C322 | B2T 31 | 076 5 >30
C3-23 | B28 1.1 0.3 2 ~30
C3-24 | B29 11 03 2 45
C3-25 | B30 0.8 0.3 2 ~40

[1865]  9a: Bl ThTIELH AWIC3-1 % C3-4LL }2C3-6.C3-15F1 161118 FER ] .

[1866] A ILIREAIEIRAIpH 6. 6118 = AR PRIAE TR (C1) HYE LEI [A] 2 o FE MR 25 14 T, 4R
PE A B I L IR IR ] LAIRAS R T2/ i) 38 SE I (]

[1867] S f5ICAS : FEAFAEA R BE ) I 5 AU L MR BO I 1% 4 &, pH 6. 60 6mg/m1 3 == 4k
JEFN100TU/mL N i 5 22 I R Ao e P
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B | B6/E AR | EREARBORE | RIER
% (I EY)
mol/mol mg/mL mM
C4 - - - %
[1868] C5-1 1.5 1.2 0.23 >1
C5-2 2 1.6 0.30 >5
C5-3 2 2.0 0.38 >10
C5-4 3 2.3 0.46 >10
C5-5 4 3.1 0.61 >10

[1869]  3R10:iHiL ThTIE (1) 4H A4 C5-1 2 Co-5 IR LERT [H] .

(18701 s by TV VRV L 7 JC ¥ 0 2 8 A o [

[1871]1  — MR G IR A RN pH 6.6/10.6mg/ml1 = FAk FI100TU/mL A\ i & 2 VA TR 2
TR (C4) AEAFAEIL R A FEIRBOMIIE LT , ¥ IE M pH 6.6/0.6mg/ml - = AR K FI100TU/
m 1 N J5R & 2RV 38 LR [A] 7EB6 /85 2= MROBK ) BE R L BLFE 1 . 5B KT 17N, 7EB6 /8 22 AR K
[ R R B K T2 . BN TR R T 10/

[1872]  SLJtif5ICA4 : FEAFAEAN A B FE R SRR 1B L, pH 6. 6/10. 6mg/m1 % == K JIK A
100TU/mL A\ Jik & 22 VA i Ao e 14

e =
S 5 o
3 ik 5
. @ e -~ &
P @ B o g T R
» B % e 23
o Py =
mg/m | mM mol/mol
L
cig7a] | C6-1 B2 39 |0.75 5 5>0>3
7.9 1.5 10 >5
C6-2 B3 7.51.4 | 1.50. 10 >3
15
C6-3 B5 1.5 0.3 2 >3
2.3 0.45 3 >5
3 |06 4 >5
C6-6 B9 1.8 0.3 2 >
2.6 0.46 3 >5

[1874] i%lla:ﬁLThTiWJ%éﬂAW% 1 £06-3LA K C6-6FK) IR ZEI [a]

[1875]  pH 6.6/ =2 AR JIKFI N JBE B 25 IR (C4) TR MU o 5 M2 1 T, SRR &R G T
PASRAG A T2/ N [ 3R ZE B[] o

[1876]  SEjEfICAS : pH 6.6/ & FL B S FEREB2 . 6] FH iy (29mM)  H- 3 (174mM) AT i 54k
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AN E AL R0 . 6mg/mL% 2 MR VR T B E E

¥ | ok
b i 1)3 e _ _ B
[1877] % ) 2 -
* B = 2 £ &%
[Sm— i — E
o ¥R
ol
mg/mL mM (mM) | (mM)
C3-1| B2 | 39 0.75 5 i - | 5503
Ci-1| B2 | 24 0.46 3 50 | 15
878l oo B2 | 24 0.46 3 100 | - |355t25
Ci3| B2 | 24 0.46 3 50 | 05 | >25
Ci4| B2 | 24 0.46 3 50 1 =40
Ci5| B2 | 24 0.46 3 i 1 =5
(18791  F12.i@ 1t ThT&E 2 5W)C3-1LL X CT-1FCT-5F) IR LEH [A]

[1880] A ILIREAILIRIIpH 6. 613 2 AR IKE W (C1) BB ZEWS [R5 s 5A F SR B ) &
B2/ 22 MK BT C3- 1 AR L , 4 h s ph sl b5 S AL B 4 & 8 N 21 2 JL 53R S L IR B2 1) 1 v
AT LSRG B 5 5 K 1) 3R SE R ]

[1881]  sLjfEf5ICASa:pH 6.6/ & IR ZIEARB2. 8] H /By (29mM) « H il (174mM) T &AL
BNAISAL B0 . 6mg/mL % 22 bR IR VAR R e 1k
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Bk | ER | EREEAR | ZERKA | [Nadl] | [ZnCL] | R R
RIE RE BR 4]
B | mg/mL | mM | /24K | (mM) | (mM) | (B
RS
C3-1| B2 7.9 1.5 10 - - 10>t>7
[1882]
C7-6| B2 6.3 1.2 8 25 B >3(0
C7-7| B2 4.7 0.9 6 25 1 >3(0
C7-8| B2 39 0.76 5 50 - >3()
C7-4| B2 2.4 0.46 3 50 1 >40
[1883] C7-2| B2 2.4 0.46 3 100 = >3(0
[1884] R 12a: @I ThTI&EH EHIC3-1LL X CT-2.CT-4FICT-6 = CT-8H) IR ZERT [A] .
[1885]  FEEB2AYVA W H M phal 5 &AL FE A A N E8 ] DLRR AR L IR R JE IR B2 /3 22 MRk Y

A 3 ELAT LA/ T30/ F 38 4B ]

[1886]

S A6 « pH_ 6. 6 0 5 KR B8 A5 5 1 7S ) 313K S R [ By (29mM)

(174mM) AEI%HINaCl A SALEE R 0 . 6mg /mL A% == bR PRI VR I Al 7E 1
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mik | ER | EREEAR | EREAER| [NaCl] | [ZnClL) | R3E
RE RE & £ FRRK i} 4]
B CIRoE: (h
mg/mL | mM (mM) | (mM) | )
C3-17 | Bl 153 |2.28 15 - - <]
C8-1 Bl 153 |2.28 15 100 - >3
153 |2.28 >10
C8-2 Bl 15 100 1
[1887] 153 |2.28
C8-3 Bl 15 100 2 >14
C3-2 B3 11.3 2.3 - - <5
15
B3 11.3 23
C8-4 15 100 >20
C3-10 | B20 11.2 23 15 = . <5
C8-9a | B20 11.2 2.3 15 25 1 >30
C3-11 | B21 39 0.76 5 - - <6
C8-10a| B21 3.9 0.76 5 25 = >20
C8-11 | B21 39 0.76 5 25 1 >30
[1888] K 13a:iiLThTIE L SHC8-12%C8-4.C8-9a.C8-10a.C8-11LA }2C3-2.C3-10.

C3-11F1C3-17fF13R ZEI [A] o
5 A& 3 BB IR TR R AT B I8 S s [R] AHEL , 7855

[1889]

FACEFH AN INER AT DU 2 SEInIE S 18]

[1890]

(174mM) AT ZERINaC1 (2588,50mM) A0 . 6mg,/mL A% = bR BRI VR ) Ao e VE

2 HICAGa : pH 6. 64 P LR 4K B R I

BX
L

SR AR 3 WU B e S

KR 18] H By (29mM) H il
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e = %
e o %% .
) S8 m@ = ik & _ &
L% B ¥ @ Sl &
. @ = * @ o5 e
& & =
mg/mL | mM (mM)
<10
C3-7 B16 6.2 1.3 8 -
50 >30
C8a-1 B16 6.2 1.3 8
[1891] C3-8 B17 8 <15
5.6 12 -
C8a-2 B17 28 061 4 50 >30
C3-9 B19 6.4 j 8 - <6
C8a-3 | BI19 64 | 13 8 50 >30
C3-13 B23 4.0 0.76 5 - <15
C8a-7 B23 5 >30
ig |+ 25
C3-14 B24 4.4 1= 10 - <10
C8a-8 B24 2.2 0.76 5 50 >30
C3-18 | Bl4 21 0.3 2 - <35
C8a-9 | Bl4 21 |03 2 25 >60

[1892]  F13c: @i ThTMEH S MIC3-7TEC3-9.C3-13%C3-14.C3-18.C8a-1%C8a-3LL %
C8a—7 % C8a—9y iR LEM [a]
[1893]  FE G LR AR /L ZMIKBIE W A A N £h (25850mM) A] DL FRAR 3L 58 a3 g /

SEMBRAEL =R, I HORT ARAF R T30/N i YA SE R 18]

[1894] St fF|CAT : B MR P8 Ak B AN [F] L Ze &L R - 18] H iy (29mM) < H- il (174mM) PA JZ A
[A] O S AL BN AN S AL B FE 0 . 6mg/mL A% 22 MR BK AT 100 TU/mL A\ iR & 23 W ) B A e v
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S
T % e —
i kw2 T u
o | & L - Aal= b
b & | P ¥ @ 8 = TR
& | Fa i
] e =
mg/mL | mM (mM) | (mM)
Co-1 B2 3.9 0.75 5 - . 5
C9 B2 2.4 0.46 50 1% >10
[1895] C6-7 | Bl 153 | 2.28 15 - - <1
CI10-1 Bl 153 228 15 100 | 0.23 >4
C10-2 Bl 15.3 2.28 15 100 ] * >0
>10
C10-3 Bl 15.3 2.28 15 100 2%
C6-2 B3 2.8 0.3 15 . -* <4
B3 73 >10
Cl10-4 11.3 ' 15 100 0.23
B3 "3 >15
C10-5 11.3 ' 15 100 1.2%
[1896]  Flda:JBILThTIMELH S HIC6-1.C6-2.C6-7-CILL }ZC10-1ZC10-5[F) IR LERT[H] .
[1897]  *E &k EH 10010/ mL A\ JR S R0, 23mM ZnClof4H &Y
[1898] 55 FAN & h ol e O VA AR A5 B R SE i) [B] AHEL , 788 L R R 3L B 1) VA Wi P s In& Ak

BER] DL 2 GRS I ]

[1899]
BL T pH 6. 6K10. 6mg,/mL ¥ % b HEZE30°C R 7E ANIERNZY £ r R A B A 2 1«

SEEFICBL : E AR AE LB E LR L 18] FE By (29mM) « H il (174mM) FUAS [EINaCl e i (1 15

[1900]

TEE (0. 22um) IEHC3-19.C8a~10F1C3-20 . K ImLIA W 5] A\ 3mL [ ¥ ENZE R BE 324

S AN3mL I IR o K 25 G A NILAE B S 26 A T ICELAE 30 C I MEAR 2R e B2 L% —

Ko
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wmR | ERRA | ERERX | & | Nadl R He
AR | BRE ¥ ¥
30CTF 30CTF
mg/mL M) e maae | a0
i3 Fe M
[1901] (A) (A)
Cl - - . ’ <7 y
C3-19 B14 2.9 3 - . >12
C8a-10 B19 6 6 50 >9 >12
C3-20 B23 12 15 - >12 =12

[1902]

mLAF AR AL S PAES0C R AN 2 & P A YD B AG E VRS R

F15: AL F FEFEB14 . B19AIB23 L AN FEINaCLIK FERI B T, HH0.6mg/

[1903]  pH 6.60.6mg/mL ¥ 2 R E TR AES0°C R £ /M A I BR RS SE M4 17 - A2 A7
TEF R F FEIRB19MIB23 ((LIEHINaCL) B S T 5 pH 6.6[90. 6mg/mLE = MK AESOC T
TE/NEH B R e K TF9 .

[1904]  FEAFAEILIR AR AR B ERAIEOL T, pH 6.6(0. 6mg/mLA% == AR IKIE R AE30°C
N ER YR E KT 124,

[1905] S f5iCR2 : 7EA7/E H: SR SR 0] H 1% (29mM)  H-yf (174mM) &AL & (229uM) FIA
[ENaCLIR FERI LR, pH 6.6/70. 6mg/mLF 2 AR KA1 100U/ mL A\ ik & RIE W AES0°C FE/N
AN & ) YA e M

[1906] i3 (0. 22um) ¥ C6-8.C3-20.C10-6F1C6-9 . K ImL AWK 51 A\ 3mL [ v N 28 70 3 18
2 B AN 3mL L FE /N o B 24 S RN AE B S S N AESO C I BE AR, SR S5 B2 L WL 5%
_“{j—(o

wmRk | ERR | ARAEAR | kE | NaCl e

AB R ¥
30°C F ey
mg/mL (mM) | Faoz B

(A)

[1907] C6-8 B14 2.9 3 - >12
C3-20 B19 6 6 - )

C10-6 B19 6 6 50 >12

C6-9 B23 9.6 12 - >12

C10-7 B23 6 8 25 >12

[1908] %16 fEAFESL IR S IEREB14 . B19AIB23 LA M2 AR [RINaC1k FE 5 T, B 0. 6mg/
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mL A 22 ARJRATT00U/mL A JBR 5 3R B AL S HI7E 30 °C T AE/INILAN 2 5 P B ) B AR A8 1R 45

[1909]
[1910]

[1911]

pH 6.6[]0.6mg/mLy %
TEAFEILER

YERTAR, I+ B &R i e
PEARLL , 75 B L R BB 19 ¥ C10-6 1 8
(ERTESD)I
LR U IR S A FE 9 (29mM)  Hve (174mM) FOAS [FINaC 1 B () 165

FRBKFI100 TU/mLfig 5 25 7 W2 TR LT
R IR B ERAE LT , pH 6.6/1]0. 6mg/mLi%
NBE S RERAE30°C R /M I P EE AR e
J& o 5 A% AN & BRI R C3-20 3/ 13 I A e
HFERAE30C FEEA AP R
S 5CB3 : FEAEAESL

2EARKAFI100TU/mL
HRTF2

R ,pH 6.6f40.6mg/mLE

SMBRIERAES T C N AR 2GS R AR E T

[1912]

P KA AR SR N IRE AT CRI AR, ARG RE2 S — K

L (0. 22um) YA HEC3-19.C8a—10H1C3-21 K ImLIAWE 2] A\3mL H VENZE R BE 3824

mRE | ERR | XRRAR | E | NaCl HEe
P RE B
3TCTF &%
mg/mL (mM) | Fo7 pE
[1913] (&)
C3-19 B14 29 3 - >12
C8a-10 B19 6 6 50 >9
C3-21 B23 12 15 - >9
[1914] K17 EAF LR AR A RINaC LR FE B OL T, B 0. 6mg/mL% == RIK ) 4H
EYHESTC NMEL BRIV B EMEE R .
[1915]  fEAFAEILIR RS AMEE I ER A5 DL R S pH 6.6/0. 6mg/mL == MR AES0C
Tf%'ﬁAEPEI’J%EE%% PERTT

[1916]

St 51 CB4 « FEAFAEFL IR U R IR L 1) FHY 5y (29mM)  H- vl (174mM) AL BF (229uM) FIA

[FEINaCLIR FEFI & ,pH 6.6F40.6mg/mL %

MRERAN100U/mL A g & 25V WiAE37T°C R EZ

& AR E .

[1917]

TEUE (0. 22um) I C6-8.C10-6C6-9HICI0-7 o B ImLIA W 5 N 3mL H JENZE

B

A R EAERRSFA NTCEAEST CI AR R E 2 S — IR

wmk | ERREA | EREBER | kR | NaCl e
B RE ¥
- v 37°C F &4
[1918] B (m ) ﬁﬁi'ﬁ
(A)
C6-8 Bl14 29 3 - ~8
C10-6 B19 6 6 50 >6

127



CN 111565710 A W R P 118/118 7
C6-9 B23 9.6 12 = >0

[1919]
C10-7 B23 6 8 ¥ >0

[1920]  3R18: fEAFAE I R A E R A A FRINaCLIR LRI E LT , AR50 6mg/mL¥E 2 bR fik A

100U/mL N Jif 5 AL S WAE3T°C R AE 2 rp i ) B8 Fa v 1 4
[19211  pH 6.6/#]0.6mg/mL = PR L AI100TU/mLfE 5 2 VE S TR I 1
[1922]  #EAEAE LRI R AR BB LR, pH 6,610 . 6mg/mL 22 KB FI1100TU/mL A i 5

RIRWAESTC MEA &P B EE R T6 4.
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