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[0264]  FE—ANSLi /7 &b, MU A R W 1) 22 4S5 5 P A ] Hy 0 Hy 8038 Hy \, 1 Hy 5
EATRA R, HHEE G M G B3 GG e AR

[0265]  fEAHIF, 4T FHE IS

[0266]  fE—ANSEHE )y ZH L FONBRE BEA. G ONBRE RERTL. R N =EEMOIF B Hy MR E
B K BRI ], G, N %E RS B fe A I H. Hy oI5 B Bk PEEE 1) 2 .

[0267]  AE—ANSEiEy R FONBEE 6EF, 6 NBE B RERTL R NIREE I B Hy 9TE E
B PEEE (M ], G, NI B Be 15 HL Hy o8 B 7K PERR K R

[0268]  FE—ASEMET P, FONBRERER]L G ABIKE AL R NI gt H Hy, IR
B K MR I 5L A, G N RIS B fe 9T B Hy ¥R 1 Bk PR 1 2L

[0269]  fE—ASEita )y S FONBRE 6elA, 6 OVBRE RERT. R NEE MR I H Hy NI H
B PEEE (MR ], G NI RG B Be 19 HL Hy o AR Bk PR R

[0270]  fE—ASEiE )y S FONBRE 6. 6 ONBRE RERTL. R N ZEEIR I H Hy NI
B PEBR (W ], G IR B Be 19 HL Hy o ¥R B K PR R

[0271]  FE—ASERET R b, FOVBRERER]L G OB E e R T v BT H Hy, TR
A B KRR I R A, G & BRI B Ae 9 HL Hy i B Bk MR I L

[0272]  AE—ASZiE)y R, FONBEE 6EA, 6 CNBRBERERTL R N =13t H. Hy  Ni5 B i
IKPERR I, G MR B RIS B R [ 3% L Hy o8 E Bk PR G L

[0273]  fE—ANSEi )y &b, FONBEE 66, 6 CNBEBERERTL R NI B B Hy N5 E
B K B ], G, N E F IRES B Re 29T H. Hy oI5 B Bk PR 1 3 4

[0274]  AE—ASEHE Ty S FONBEICE RER. G OAERE RERTL. R N 2 MR T H Hy N
V8 B BRI ], G NBEIE T RE 1 H. Hy W98 H 5K PEER 1 3 [ o

[0275]  fE—ASEit )y Zh POV E e, G OWERE BERTL R EE —OF B Hy il
B K MR I 5L A, G s R R I B Re 9 HL Hy 98 1 Bk PR 1 2L

[0276]  fE—ASEiE 7 R, FOABHICE Ge A1, G BB fel4l, R .© N=IF H Hy N5
B K PERR I 5L A, G N RIS B Ao 9T B Hy ¥ 1 Bk PR 1 2L

[0277]  AE—ASEiE )y Fh POV E e G AERE BERTL R N BRI B Hy, il
H B K HERE R A, G N B E fe A3 A Hy 938 1 K R 3 A .

[0278] FE—ASEiE TR, FoNBIEE RER, G CONBEEE REFL R ONEERRIG I H. Hy. IR
H B KRR IR A, G B E fe A3 B Hy 93 H K MR r 3 A

[0279]  FE—ASEHET R FONBICE Ge A1, G ABEIK B Gel4l, R . 9BEE e Jf H Hy ol
I8 H KRR L, G, N R R IRER T fe 19 H Hy ¥R H s K M 1) 24 A

[0280]  fE—ASEiE )y S, FONBICE BE A, G AERE BERTL R v BT B Hy 9
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H K PERR 2 [ G RS F IR ERE BE 1T H. Hy IR B K PERL 2 ]
El

=
v
[0281]  7E—SLiE R, FoNBIE B BEF, G ONERE RERTL R NIREERE I H. Hy N IK
H g K PR EE 3L ], G N E 3 P IR ES B 58 [ 1 H. Hy o8 B Bk MR 2 .

[0282]  7E—ANSLiy R, FoNEIEFIREE B BEH, 6 LNEEEREHAL R, N &R H
Hy, Y5 E Bk PEEE KRR S G, N BRE B 68 191 H. Hy o 98 B 5K PERR (1) 2 (4] o

[0283]  FE— SRy R, PR RIRESE e, ¢ JNERERER, R, ABE - fIE A
Hy, AV E Bk PRI, 6 o MR FIRERE fEF19F 0 Hy IR B Bk BRI .
[0284] fE— LT ET, FAREFREEE R, 6 ABE R, R, N=RIFA
Hy, A5 Bk HEERR I, 6 AR FIRERE fEZ19F 0 Hy IR B Bk BRI 3.
[0285] FE— LR T, FAREFREEE R, 6 NEE R, R, N BEIEA
Hy, VR K PEEE KRR S G, 9 BERE B B8 11 H Hy o W08 F 8K PERZ (1 2L [ o

[0286] FE—ASLiETET, FAREFREEE R, 6 AEEE R, R, NERKIA
Hy, VR BK PERE KRR S G, 9 BeRE B B8 191 H Hy o W98 F B K PERZ (0 2 [

[0287]  FE—ASLjt 7 R, RNEEFREE T GEH, 6 BLIGE REFL, R, NEE Rt H
Hy, A5 B Bk BRI, 6 o NR R FIRERE §E 219 . Hy N I8 B K R 1 3 o
[0288] 7E— AL TR T, FAREFREEE R, 6 NEEE R, R, N ERIFA
Hy, A5 B Bk R , 6 MR FIRERE §8 12191 B Hy IR B K R 13
[0289] 7E—ASLiE T ET, FAREFREEE R, 6 NEEE R, R, NEBRERIFA
Hy, A5 Bk HEEE I, 6 MR FIRERE §8 12191 B Hy o IR H K R 1 3 .
[0290]  FriA Z HE ] LLEA 5-10000 H 5 G2 m.

[0291]  FE—ANSLi 7 &, Frid 2 HEHA 10-1000 fI5R AL m.

[0292]  {ER— ALy &, Frid 28 B A 10-500 1R A 4 m.

[0293] AR HHIRT AR A 01 (1) 2 W8 (0 A B o

[0294] AR BHIEES K AL SR I 2 W 10 1, TR 2  vh 3 /b — A il ok 3 /0 AN AH [R5
AR bR M Hy  F0 Hy o F0 / B Hy |, F0 Hy o BIBE 7K 5L 3E4T B Bk

[0295] TR Z MG FE R TT. TTT. IV 2 B, Ik 4 Bl 75 37195 & L 10 v 1) 44
[Hy,~G.],.~R-NH, B8 £ [Hy .~G.],.~R-NH," CLPir &+ 3% [ 01 3 BRERAR B FRAR |
RIRRAE ) 1D 58, U %S &M P A G 3 2 R A B R B LIP3, Hop
Rew Gos Hy A+ FF 4 L4 R E Lo

[0296]  FE—ANSLHE T R, 2PN EEI N “ 5D 15 MREEEE
Kb BE R QL ML ATIGERZ 2 B« 240 15 MR EE
kT, Hodh QL ONBEE QL ETA, Q A L 258 RIS R E X
[0297]  FE—MRIERISERE T F b, X [Hy ~G.],—R-NHBL [Hy —G.],.—R.~NH, A & & HE 1
A B (67 ] RN b 67 NRIR . FG BB B 8E 2D SHik &4
(1 S5 2 1 B B8 [ 1) S i Sk 348, Hordh R G Hy B v 58 B4 I 5E s

[0298]  &T] LR A ASTUR B AN 580 i HoAt 2 i vk, 9 oAt FRRR — S0 e (1 ¥
[02991  WIRL TR E, AR ARAT & U 10 v AU 1) 0 3R b A AR ST AR N G BB i £~ 47/
FARYPHEA .

[0300] A3, K5 25 B L 1 o AR 1 2 3% 2 MR D FR 2L b (0028 BRAE A LAY iR B3R AT
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[0301] ik 2 M Bl V. VIS VIT {2 B, Prid & Bof 55 3015 5 028 1 o 6] 44
[Hy,=G,] rh_Rh_NHzgﬁﬁﬁ [(Hy ,=Gy] rh_Rh_NHSJr CHL it B+ ik B 90 0 & 5 IR RAR L T ER AR
PRI T 125 R, AR %5 &k (0 v (e R 15 5 2 2 32 B D 3R, Horp RS Gy
Hy M v f5& BT 25 HIKE S

[0302]  7E—NSEHETT ST IZZ RN FRIE AL A 16 NREE /100 ASHE T (KD R
MR QL M S WRIGRBIZ 2R “ £/ 16 MNedk /100 MR I FoRBET, H
QL' S Q-L BUHTE, Q A1 L #7& EBiias i E Lo

[0303] fﬁ/l\ﬁ[&'i ) %Bﬁﬁ% EP ’ _t [HYh_Gh] rh_Rh_NHzﬁ [Hy h_Gh] rh_Rh_NH;E(] /E’u\ﬁ% 4]
e fEEE s (G, 1 RN A S b 6 AR IR B B RE D S K TEAL &4
(K1 BLPE R B A R SRR, o R, Gy Hy M v (FEE RIS HHIE o

[0304] AT DR A AQTUEE AN G388 HAt & i i, 1 an il ARk —SE & 1%
[0305]  4NIRHE, FEIZIR1T & & 1Y Hh ()4 1 20 R A RTAS U AR N S s B IR 4P/
ERTEAR.

[0306] DLk, 4 75 U 1) i IR I B 31 2 W KR B B KB BRAEAT LAY 5T P AT
[0307]  fE-—ANSERETT SR, AR Kk B N2 R Z R .

[0308]  —HILRA R — CERFEAT B A0 A RERE BT B R IR 0

[0309] - JHId RAEIR . FERBEAT B MR KA HERE BT FF AR RN o

[0310]  —EIdRA IR — HEEBR AT B 1R A e HE BT A L B2 8 (10kDa A7 BERREET) o
[0311]  —JEId 3- 4, -1, 2- T4 % A RRIRER AT (2 1R (K A0 HERE BT FF BRIR N o

[0312] - JEId RAEIR — FERRAT IR IR N A HERE BT FF AR RN o

[0313]  —IHILRAEIR — HHEEEREAT B A e BT B R IR 8y (SkDa A7 HEREET) o
[0314]  —ilid 2-[(2- + TRt et —6- - kel et ) Ot | Cg#AT 21
(I BERE T AR R RN o

[0315]  — L RA G IR — ¥ ERBEAT A A HERE ST 32 30 B AN o

[0316] —dHIL 2,2" ,2" —(&HEE - [ - RKLMREE 1) 4% - FLREEHATIEUIH
A ERE T FR R IR AN o

[0317] - I 2- S0k -3— WAL - IR W ERBEAT 121 00 47 e I5T R R R

[0318]  —MHILRAZMR — F ERAEAT B 1R R A e b T 2 5 F R e N- R R R

[0319] - Wit &L F IR ER N- FF AR IRAN AN &t FF IR IR K A J R - CLER T8 MR (K A7 e
BEET o

[0320]  —iId = HHEAS BRI GEAT A2 1 B0 A e T R R PR Y

[0321]  —alid = (2 TREBUIL - 4R ) RARIRBU AT B I A R BT AR IR o
[0322]  sEHEHY 1 -3 R AR — CERBETARME YA FERE BT F IR RN CR&9 D
[0323]  K; 16g (H[ 296mmol [J¥#%4E) H AT K4 40kg/mol M 5 &4 BE /R it & 1 44 Jig 1 BT
(Pharmacosmos) VA 42g/L VEMEAE/K Y o FNZIEVR PN 30mL 10N NaOH (296mmol NaOH).
KRG E 35°C, A # N 46g (396mmol) S LB . K ML BT IR LA 0.5°C / 4
PP 60°C, Bl G 4ERRAE 60°C 100 438 . I 200mL AKFRRE S BEAN 5T, T 2R R, I FLd
£ 5kD [ PES JiE 337 6 AR BRI /K BEAT R DE A IEAT 2040 o e 28 PR VU 1L TSR B K2 AT T
&, Dz R AWk kGt 7E 50/50 (V/VORIK / TIER R IR / Bk 00w Sk kAT
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&, DLE A o SR IR TR 2

[0324] ARIETIREUY : [ ZE4) 1=31. 5mg/g.

[0325]  AR¥EER / W& EIE ROV R RIS / FiEETh 1. 07,

[0326] 345 BERHET B ISR IRANTA WOE L Purolite MG (BB 1) LASRIE A He i it Fp 2k
PRI, HARG R T 18 /N

[0327]  AR¥EAELH) (Kenji, M2 A\, US4826818) 1 ik (1) )5 1k 3R 1S R A A — O s,
X R 2RI R £

[0328] % 10g A7 e IF A AR R (RN 47. 7T6mmol 1 FE BRI LA 60g/L VAL DMF 1, B
JGRHEIAE 0C. H 2. 0g RAZIR - CEEX B R AR £k (4. 46mmo1) LA 100g/L &% 7E DMF
., SR, FHZETER TN 0. 458 = Z.8% (4. 46mmol). — HEE-SWVERGLS] 0°C, FERI
TN NMM (1. 35g, 13. 39mmo1 ) £E DMF " f{¥A W (530g/L) F1 1. 45g (13. 39mmol ) EtOCOCl. £E
R 10 380 5, IR A AR — CERMSTER. KRG, Bz 4EERE 10°C 45 5%, A
J&, B BN 30°C o AEIZ NS BT TR S IR VAR (3. 04g, 7£ 9mL 7K HOHT 52mL 7K.
YL BV AL 10kD PES I F3f 15 ARFR [ 0. 9%NaCl WA 5 ARFA R /K IEAT I8 . 8
TR BRI 2 T A AR IE o W — VAR T, IR HAE D,0 FdEd 'HONMR AT
a3, LA SE e A R A R — CUER I g KPR AL B 22

[0329]  HR#ETIREA) : [ KEW 1]=31. Img/g.

[0330]  #R¥E 'H NVR :BRIE R AR — CERHAT B LIRSS / B ITR 0. 075,

[0331]  SEjafs] 2 «Jd i R A4 2B R ER S AT 4 e R I R SR IR GRE) 2O
[0332]  AR¥YEAE LA (Kenji, MSF N, US4826818) H Flrfthiid (K 75 15K R1G R AL — R IR,
X FR R R £

[0333]  JEL S AESLHEMG] 1 P TR 5 VAR R 72, SR AR s R A R R R AT R
T %) A T I P R R AN

[0334]  HR#HETHREUW) : [ AW 2]=35mg/g.

[0335]  #R4E 'H NMR : BRI RARIR ~ FEEHHT B SRR N 0. 085, SEifEf] 3 @it
RAAMR A FEER AT 4 e pl i R 2 R4 (10kDa i ERE ) CREW) 3)

[0336]  HRHEAE L H] (Kenji, M 5E N, US4826818) 1 Frflid /75 KRG R A AR —~ HHE
B, X R R PR

[0337] IS S5 AESLHER] 1 o TR BT AR T V%, SR1F Tl R A H R — H FEER AT
1 1 TS A K2 10kg/mol ¥ 5 1) 43— ot & 1 45 iE B BF (Pharmacosmos) R4 /E
SEjEAs] 1A BT I T A BRI A TR T R R R A

[0338]  HR4ET-HREA) : [ KA 3]=17. 8mg/g.

[0339]  #R¥E 'H NWR :FRIEI R AEIR BT B R N 0. 05, SEif] 4 )@
i 3-FAE -1, 2- TN B H R ER 3 AT B 0 00 e MR BT R R IR CR A6 O

[0340]  HRYEAELH] (Kenji, MSF N, US4826818) H FrfliA 77k 3R15 3- &kt -1, 2- A
T H FEBRER , 0 R R £

[0341] IS S AESLHE] 1 Brf A K T B AR v, R 3- U -1, 2- I iR
H R BR 3 AT A A e R I R R IR

[0342]  RIETHREMW) : [ KEW 4]=18. 5mg/g.
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[0343]  HRHE 'H NMR :FRIE 3- & -1, 2- A % — H HERR R HHT B AL / BT
0. 045,

[0344]  SEjafs] 5 «J8 A R 4 2B — S BRBHATAZ U K04 e Rl I R R IR GR &) 5D
[0345]  HE#EAE LA (Kenji, M2 A, US4826818) 1 ik (1) 77 1k 9 R & & e — P I,
X F ORI IR £

[0346] I HAESZHEE] | op T (5 AR O V2, SRAR IR R A R o BRI AT &
T ) I AT B A K4S 10kg/mol [ 351 73— 1 & (14 HE A T (Pharmacosmos) R #E 7E 55
T 1 v BT IR B VA B A R I R 2R R

[0347]  RHETHREMW) : [ KA 5]=22. 2mg/g.

[0348]  #R¥E H NVR :FRIEII R AEIR R ERBHT B S LR N 0. 05, SEHEf] 6 @il
RAZIR — A FEBEBEAT SR G B s I B 2R IR (5kDa 4 el i) CRA4 6)

[0349]  HRHEAE L H| (Kenji, M FE N, US4826818) 1 Frfliid /75 KRG R A AR~ HHE
B, X ORI PR 3

[0350]  JEILEAESLHEM] 1 Hp BTG 5 AR R 77V, SRR Il R AR R — A R 3T
i I A 2 K2 bke/mol [ HL 4 73+ B & 1A e M BT (Pharmacosmos ) HRARE 7 55
T 1w TR IR B 7 A R A R I R R R

[0351] R THREU) : [ K A4 6]=8. Img/g.

[0352]  #R¥E 'H NMR :BRIE R AR - HHEES AT B SR LIFEE N 0. 05,

[0353]  sEjafs] 7 «ddad 2-[ (- + il Ah d At —6- T bl st ) R R ] 4%
BEATARA A BEAR T R AR IR CR A T

[0354]  M4EAE HARY) (Pal, A SN, Tetrahedron 2007, 63, 7334-7348) 1 i fEIR [R5 15,
M L- B2 R B SRR £ (Bachem) Al Fe R (Sigma) FFUAKIRAF N, N- B (- kel )
R o

[0355] AR & 7E Hi iR (Paul, R %% A, J. Org. Chem. 1962, 27, 2094-2099 Fll Dale, D. J. %%
A, Org. Proces s. Res. Dev. 2002, 6, 767-772) W FTHEIA I 55, AN, N= X0 (- 4Bt )
MR £ g (Roth) FFUER IR 2-[ (2- T el iRz i —6- 1+ el ad i ) ol
A ] O, HhRE .

[0356]  JHIL S AESLHEA] | BT RA (0 5 VA AR B v, RIS R 2-[ (2 B A A
B —6- T hRB R R ) ORI ] A TR BT B A R4 10kg/mol [
B9 B E N4 BERE I (Pharmacosmos) fRYEAE KR 1 o Br ik 1K 757 & i) Ao e T
R RN

[0357]  R4ETHREA) : [ KA T]=16. Img/g.

[0358]  #R¥E 'H NMR :ERIEIS 2-[ (2- + bl At —6- + Bt &t ) cBi i E I ]
LT B R AL IOFRE N 0. 02,

[0359]  SEjafs] 8 «Jf it R A 2R — S ERHHATARAM A BE R BT B I ER AN CR &1 8

[0360]  HRYEAE LA (Kenji, MSF N, US4826818) H Frftiih (K 77 KRG R A AR — ¢ Ik,
X F ORI IR 26

[0361]  #i #i§ 7F Sanchez—Chaves 2& A\ W) 3 % (Sanchez-Chaves, Manuel Z¢ A , Polymer
1998, 39 (13), 2751-2757) W R (K775, WA HEREET 10 (Pharmacosmos) HUGRKIKFF A
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FEMEETBRHIEREN . ARHEAE D,O/NaOD H ) 'H NMR, FRHL / FEF eI LL A 1. 41,

[0362]  JHIRE HAESLHER 1 TR I AR R ik, SRAF IR R A E IR — B AT &
T 0 A T A T B R N

[0363] AR THERE : [ AW 81=19. 3mg/g.

[0364]  FRHE 'H NVR I R AR FERHAT B ReALINFRE / M oeh 0. 05,

[0365]  SEJEM] 9 JEIE 2,27 2" —(&3E - [ it - FKAWER 1) 23 - K LREG#
FTAG R 0 A HERR T SR RN CR &9 9)

[0366]  #R4E7E L H (Kenji, M ZF N\, US4826818) H Frfi ik (197775, M 2- &t —2- (2 H
F) -1, 3- A =B (Tris)(Aldrich) MIZEZ 88 (Aldrich) PGk 3R1E 2, 2" |27 —(&H - X
[ 2 - RARER 1) 45 - K LR TR, o ORI £6

[0367]  JEIT SAESHEH] 1 of T HEIA () 5 AL ik, SR A IEE 2,27, 27 - (&3 - X
[ 3 - R ATRER 1) 2.2 - R OTRBRIEATAZ M 1) JE A B A K 10kg/mol )9+
J & A5 HERE BT (Pharmacosmos ) HR4E 7R SEHEMB | T 634 10 77V A i A HERE T FF 28 %
BREN o

[0368]  RIE TR : [ KA 9]=15. 4mg/g.

[0369] R4 'H NMR :BRiELL 2,2" 2" (& - W[ FE - K] 1) 23 - KM,
BEHT B BRIL AR E N 0. 04,

[0370]  SLJEf 10 lIt 2- S0k -3- SEBL AL - TR R ER AT A2 I A0 e i BT FF R R
WS 10D

[0371]  ARIELELH] (Kenji, MZ5E A, US4826818) 1 FIrfiliid () 51, M L- 2R 8 G £h 18 £
FISE BRI U6 R IR1F 2- F L -3- SFBLA AL - AR, 4 FF OREE R 26 o

[0372]  JEIt SFESLHER 1 b BT R B OB AR U7, SR I 2- 2 -3 SR B
B - IR R BR AT A2 A 1 i A A R A K 4) 10kg/mol [ 5 35 43 Jo1 & 1) A Jie A T
(Pharmacosmos) HEHEAESLHEMG] 1 H T 3A (1) J7 V5B i ) A e 6T AR AR R IR AN o

[0373]  AR4ETHRE : [ BAW) 10]=21. 2mg/g.

[0374]  R¥E 'H NMR :FRIEIT 2- &AL -3 EBEEIL - AR ERHAT B R L IOREE / BT
0. 045,

[0375] S 11 <3k R A UL — SE IR EEAT A2 00 (0 4 e W T 2k FF R T N— PR R R
CREW 1D

[0376]  HRABAE L H] (Kenji, MZE N, US4826818) BT iR () 77 2K IR R A R R — F s,
%of B ORI R 26

[0377]1 K 11.5g (R 0. 21mol FyFHD B KLy 10kg/mol ¥ H 35 BE /R J5t & 14 e A T
(Bachem) & f#7f. DMF/DMSO VR A o fEHH: MIFIR GW)T 2 130°C, JFZ 5| 13. T5g
(0. 1mo 1) FHER A LR LB 1ERB 1 /NG, B iz A AT K AT R R, I s e
5kD ] PES i =387 0. IN NaOH. 0. 9%NaCl F7K AT B IEARMEAT Al . S ¥ B0 IS T3 HL
YREAT R, LI RAWIRE sBE A EIdAE 50/50 (V/VORIK / TRER T IER / Bl &=
M A REAT &, LI e B2 R A o U T R I N- R AR .

[0378]  IRYETIH) : [ KRG 1=38. Img/ g

[0379]  HRABER / Bl & &I E FREL N TR N- RN B Re B RO REE / bk
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JCH 1. 08,

[0380] {345 HE I 2 2k P R IR N- R L SR IR ANTAVRUE 1L Purolite MR (BHES T D LAZRAS
A R I U F R N- FR SRR, ARG VR T 18 /).

[0381] K g A7 Fe A I 2 ik FF R i N— R R AR 2 (R 20mmo 1 14 N—- FR R FR D LA 50g/L B i AE
DMF o, [ JE A H1 22 0°C o 5 0. 95g KA GER - FlE T FF 250 R £ (0. 18mmol1) LA 100g/L & iF
76 DME o BRJE, ANZETEIR TP I0 0. 028 = 2.1 (0. 18mmol). SR, ¥iN 2. 22g(22mmol)
NMM A1 2. 38g (22mmo1 )EtOCOCT . £ M. 10 7 8h )5 , IR IR AR R R ERIN SR . A5,
WAL YRR AE 10°C 45 0%8h o SRJG, B BUNME 50°C. 1 30°CR, ¥ N 600g/L (1K
MK VA VRN 25mL 7K. 7E 50°C T HtEE 1 /NKF 30 43040 5, 1 B 343 VAR AE 1OKDPES i |3
0. IN NaOH.0. 9%NaCl Fl/K FEAT A JE o 8L T3 USRI 8 SR A IR L o g — TR i
AT - HAE D0 ARt 'HONVR BEAT 07, LI 2 S Ao R A B R — F BRBE L 1R I 1 L
[0382]  HR¥ET-HRE : [ AW 11]=21. 2mg/g.

[0383]  #R¥E 'H NMR :BRIE R AR IR FERAT B RL IR / BTN 0. 09,

[0384]  SLjifafs] 12 -idicd 2008 R IR N- FF AR IR A AN = 28 AR IR i R A E R — CER kAT 12
T () A BERE I GRS 12)

[0385]  HRHEAE LA (Kenji, M5E A, US4826818) 1 ik (1) 5 14K 3R AF R A AR — U,
%of B ORI IR 46

[0386] IRPEEH Y (Knockler ,H. —J. A, Synlett 1997, 925-928) Hh IR 77
%, WRAZR ORI 2- eI EGT % k.

[0387]  #% 2. 7g (HP 50mmol [ #23) H A K% 10kg/mol [¥) H 34 BE /R it & 1 A5 e A 15T
(Bachem) V& fif £ DMF/DMSO V&AM . fEHHE N IIRA Y™ 2 130°C, FHFE DTN 3. 2¢
(25mmo 1) FHIRIR & MR L5, )5 3. 9g (8mmol) 2- REMRM AT R ~Clf. 7£N&MN
1 /N S B A A K AT #RE , I HEREZE 5kD fY PES Ji 335 0. INNaOH. 0. 9%NaCl #1
IKBATBIER BT A . B IV oA T THE R AT &, A E RAMIRE. &
—EB VAR T, IF HLAE D0 il 'HONMR HEAT 404, LA 58 SRS A0 R 3 FR R s N-
SR BRI FE AR AL B Be N IR R A AR — O lE IR % .

[0388]  HR#ETHREM) : [ HAEW 12]=8. 2mg/g.

[0389]  #R¥E 'H NMR :F2JA6 0 AR L RS N- AR IFEE N 1. 1, MR ERefL
NEFEFREERAZAIR - CERRIFEE N 0. 05,

[0390]  sEjfafsl] 13 < ik R A SR — A AR AT B I A5 e MR T B R FR B (BkDa £ HEHE
i EEM 13D

[0391]  HRHEAE L H| (Kenji, M FE N, US4826818) 1 Frfiid (/75 KRG R A AR —~ HHE
BE, o FE ORI R £

[0392]  J@EILfE FHEA K4 5kg/mol 1) H 5 i & (4 BEMEET (Pharmacosmos), JHid 5
SWRIRAESLEE] 1 P B R 045 e MR T A0 R R IR AL J732%, 3R “ R AR R Ao R R R IR
FERE / BEESTR” N 1. 66 B4 BEREET F BRI . Mz Rt R SR IR 46, il 5
FESCHEW] 1 B IR B 7 V2 A AL 77 %%, SRS I R A& 2B — H FEER AT S0 1 A5 e B IS T
FAL R IR
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[0393]  HR#ETHREUW) : [ KEW 13]=10. Img/g-

[0394]  RHE 'H NVR EQLL%R%EQ Hﬁ@au‘”ﬁﬁ TLIIFR A 0. 05,

[0395]  SETfAMF] 14 « Wik — H i 4 2 e Wt i 3t AT A5 1 11 4 e b T AR R R IR AN CR &)
14)

[0396]  HRIEAE AR (Pal, A % A , Tetrahedron 2007, 63, 7334-7348) 1 B ik (1771,
M Fmoc-L- @’5&@2(Bachem)fFﬂﬂ“ﬁFﬂfﬁ:Fﬁﬁ}E%?%ﬁﬁé a - f& %8 Fmoc fRYMI — A HERZ L- 2
ARG . SR)5, WIS AENRIE VA IR AT Ab BEK 25 % Fmoce JE [, DAZRAS — H FEI A IR
fi% o

[0397] I HAESLHEE] | op BT (5 VAR R 7 V2, SRAR Rt — A RE R  E IR L i
AT E A A B K 10kg/mol ¥ H 3599+ B &= 194 BERE T (Pharmacosmos) 45
TESEHEE] 1 o B fIR 1 77756 R A EAE BT B 2R R o

[0398]  HRIET-HREA) : [ KA 14]=15. 6mg/g.

[03991  HR¥E 'H NVR BRI H A ZIRBEI AT B ReALMFEE N 0. 07,

[0400]  SEHEH) 15 Wik = (2- + kBl - 28 ) RAGFRBE BT IS 104 fe i ET 5
RIRIR CREEY) 15)

[0401]  AR¥EAE L H (Weiner, N. ¢ N, US2387201) B3 1) 7775, AT Z ke ik F B
(Sigma) MZ % (Roth) FFUAKIRAF N-(2- WAL LR ) T “helihz.

[0402]  AR¥EAE AR (Pal, A %5 A\, Tetrahedron 2007, 63, 7334-7348) vt Fr iR [ 515,
M Fmoc—L— KA (Bachem)FlI N- (2- &I 2L ) + IR B U KRR H a — JZ4 Fmoc
RH = - T el - Ol ) L- R . SR, L AEWRIE AV HH 3R AT Ab 78k
£Fx Fmoc A, ARG — (2- 1+ el - 4% ) RAABRBLE

[0403]  JEE SAESCHEMG] | TR ) T IEAR AR O v, SRR (2 kel - &
i) R AR AT A0 1) i a5 A B A K 40 Bkg/mol (1) 35 73 o1 & 1 A5 e o
(Pharmacosmos ) HR4E7ESZHEH 1 A BT R34 1 77 V5 B 1 R A4S e A I R RS R ER Y o

[0404]  RIETHREW) : [ KEW 15]1=9. 2mg/g.

[0405]  R¥E 'H NMR :E@L — (- + heBiis - 0% ) RARRBIGHAT B S L ife i
9 0. 05,

[0406] ARG KARYE A K A E Ge i 2 B 7E T 2% A S I i& .

[0407]1 AR EW RZWAEY), HASRTHT A RE A KA 2R — 2 Db—
T P 4 o

[0408] AR B K i I B AR AR AR A R I 29 54, HRFEAE T, ik i M A
A3id BB AR A L IR EAE R T EAF.

[0409]  “VEPRRLS” SE 48 DL 1)1k 22 SR i :UBE DA R A AR 20 PR A & i X
P2 ¥ e FTIRE P 23 T DU AR I, B AR HE Ak B AL A 4 fit . ek m] DU IR
(1), il an A (R, HoRE 2 R ROIR TR B 58 — B B S R) 43 3 310457 11 v 3 HR mT DU AR 45
AR E YR B AERTIAf 1 F.

[0410]  HRHE P BT A KR B 2RO, K8 T R s e 5 G yT

[0411]  FEJRES A4 BRI IS D0 T, BT 28 1 it FH O KOs 5 bk R VRN IR
LA« 1A B BHIE L HE 0 25 iR 72

31



CN 102834117 B w B P 23/23 7

[0412]  MRFGA K I 2 WAL & 0 224 LR O T 2K CBLRRBD 4745, B A BB R EA
MBI T SATAE o BRAL, EATE A 5 AU EARN 7 2 5L 25 22 5 o

[0413]  HRAEIw ER SR OO HI 7 3, PR 250l S0 At n] L3 S8 se Vs evr)
e ] RGBT ¥ 47 TV R mT AR AOVA R IR T A Clyoc ) S5 TR R E 5 o

[0414] A BIEI Bl T Bt ok (RO AR A AR W IO 29 W AL 54 HRS MR AE T, ik 259 21
ER T BLASCR AT RN R E YRR R B PR 27 AR AN RO s EAT T 19 o

32



