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IR R h R2=Cbz) , il iR 1 & sk TovR HE A TH A 1n) o HZQX Ak & Pl 26 DA TR I s 9 Bk
e, Haide, B % 7 TME S TE R E - Ry Bz, HH Bz 5INE, #E i %30
2TAMEE VI I R 7 8 1 2% 20 S BERHPLC 4% , H.#% 45 S NS e 35 55 v, I HLAS g 4
Ji AL .

[0032]  FEAF & A H IR AEA b, EIR 560, wHER AL G, RIS A R S B R SL 1
[0033] A< B B AR AN JEURE A T 5 R 45

B A

[0034] 2R ST A S 51 A 5 2 SR 0T T B I i B A i A A A L A i B U I
W= (15-307C) .

[0035] D) N3 3k S it 451 i3 — 25 ) R A A A o A , 3K A S it 4 43 FH T 284508 R 1K T
AN 0 A R R PR ) o AR SRR AR N SR 8 AR i BH ) JEE AR HE ) & b i A Bl 8, 2 8
TN BB LRI IE LA

[0036]  ASCHIPS K B 2 P IS N 5 B SR, R BT IR B H 4 =, R 5 B
h,EIEEA SR,

[0037] AT AR 2l — MR FRHPLCAE S

[0038] A& iMI{¥ #%:Agilent 1200,Bruker NMR 400MHz.

(00391 7] « A BH I it ) w48 FH BB WLV 7 S5 350 8 Tl g, B A

[0040] Sy 4]

[0041]  SEjEfF1 : T & R (R1=Ac,R2=Boc)

ORy OR, OR4 0OR, HN
: - DA Ne
R,0 O\A/YOH HN/\/\NHQ = R0 O\/\/\l-rNH

1
[0042] AcHN I R, AcHN I

A B |

[0043]  4A(38.0g,1.0eq) W& T & H kirh (DCM) , Pidk FHDACDI (16.3g,1.1eq) FI=Z,
iz (12.9g,1.5eq) , Eil FHEP: =/ BE S INAB (16.3g,1.1eq) , i R SIS - & 5,
W B2 TR AR N T RO R S /K T8V (100mL) , ZEEUA0 W, W42 A WA - A WA & /K i
Yo (100mL) , 2> BG WA, 184 HUAE TR 0 N 2N 6188 , 2K B0 2 , A WLAH S /KI5 e — il
(100mL) , # J5 FF A& 27K (100mL) JEBEA MU ISR A AU, oK BRBR AN T4, 1, K
g, 4K O AT (38.7g, WL RT5.5%) .

[0044]  SEjEf5l2: TR & (R1=Bz,R2=Cbz)

[0045]  5A(63.3g,0.1mol) ¥ T THF1.3LH, #ii 4~ I AEDCI.HC1 23.07%,H0Bt 16.2
5, = L RE50.558 , IR N HRE =N, B S IINB62. 45T, TR B40 5 I Nk 7 [ B EE TiE
ZHHEA], IRz 500mL , 0 = SH KE500mL , ZEH 4V W SE A HLAH « A ALAH I 7K 500mL e —
W, 4 B A WUAE, 18 LA TP In N 2N 25 B2 300mL , A2 B4 2 , A HLAE FHTE 7K 500mLyE — i , i
J& F5 A £ /K 500mLiE e , Jo/K BB AN 11, il U, W4, 1900 0 0 [ 4R T (61 . 4g, WU %
74.6%) o

[0046]  sEJitafs3 : 1A % (R1=Bz,R2=Boc)

6
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[0047]  #$A (6.33g,0.01mol) ¥ T 2—F JL DU eI 80mLH , i+ ~ IN AHBTU 5.69¢,

DIPEA 1.93g, =R FHFE=/NiF BB G IIAB 2.09g, THilf #1140 s Wik 7 o [ S5, insk

50mL , ZEHU40 W, 18148 WLAR T I\ 2N ShER 30mL , ZEHL 23 2, A WIAE FIE /K 50ml ¥E— i , &%

J& T B AN 3 /K 50mLIE BE , o /KGR B A T05e , 1 98, R4, 19 iR BB AR T (5.63g, %

71.3%) «

[0048]  sEjifsl4: T1H) & K R1=Bz,R2=Cbz) :
R2

&021 HN\/W —> RO %o \/\NH

[0049] R"OACHN OW\I('\;NH 1 et \/\/W
|

[0050] 41 (53.8g,68. 1mmol) % T Z 1 (200mL) H , i T i i B &k 920 % LA 2
By (100mL) , W INSEEE JG , ¥4 I R AR SR TR 2145 °C , iR SN 67N o S5 BE 1 5 97 Y ik
JEJiET, 2 Ja FHIEC biy 2533 , £5 11 (41.0g, YL #8:87.0%) , Jy il 14
[0051]  SEjitifsl5: I1fK& A (R1=Ac,R2=Boc)
[0052] 51 (20g,33.0mmol) ¥&F £ W% (70mL) HF , 5 5 1 ¥ 0 o vk 15 20 % EAL A 4R
LR (35mL) W INTEEE JG , ¥4 I B AR R TR 2145 °C , PRI SN 24 /NI o [ N EE 4 s iR
PR T, 2 J5 FIE G ey 28330 , A5 1T (15. 0g, UXF :90%) , N A il 1k .
[0053]  sEZitifsl6: [Tf1) &k (R1=Bz,R2=Chz)
[0054] 41 (6.3g,7.6mmol) ¥&T £ (30mL) 1, IIN10% £E8%0 . 557 , il N&K0. 1bar, &
TR, ok U8, YRV IR NN BRI B 20 % A QBRI (10mL) L i 58 5 J5
B H B A, Sk AR TT (4. 3g, W3 : 82.3%) , A H Eulfl 1.
[0055]  SEZHtf57: TTfI &k (R1=Ac,R2=Chz)
[0056]  #41(32.0g,50.2mmol) ¥4 T 5 A EE (150mL) 1, INN 57K 50 % A5 % 48 8%3.2 34,38
ANESO0. Tbar, &S HE IS B, 38, P8I & iR T 3 0 BT &R FE 20 %6 AL E SR W
(10mL) , i hn 56 58 Fa Afr th [T 4, ik 815 1T (4. 3g, Y% : 82.3%) , A E o[l 44
[0057]  SEjitafs8: ITIf#)& i (R1=Bz)

HO}]’\, OR OR,

) -0 NHCb -0 -

o ‘ R1O—‘/ﬂ*=-’~'~0v“\/\rH“ TN
AcHN 1

0 Y
[0058] v ORIOR N
ORLOR;  H,N RS Ry0—L L0~ HN N ©
&21 BN % ACHN o, \/WJ cl;r,\"o\l}NHCbz
RO—T—L0_~_ NH — 0
AcHN /\Cl)r R,0 ’T‘:‘E}O - HNN r,f
0 AcHN X HN-{

I
[0059]  #5X (11.8g,25mmol) ¥ T & H kit (DCM, 250mL) FH, JHA 23RN, N—— F ik FHY g i
(DMF) , il T I AN Bt 5 (10 2g5 3. 2eq) 5 i N 58 Ji AR BE S W5 /N o 2 82 5 5 g J5 7 i B 4%
Y e T4 = BES (18.7g, Y% :94.0%) , IMADCM 100mL , 7 A J5 1 HH

7
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[0060] 41T (72.7g,4.0eq) AN & H % (DCM,600mL) o, I AN, N-— 5 75 3 2 i
(16.1g,5.0eq) ¥, Pibt TR B —E S0 S0 e VA 00 Ima n 21 e i3 v o 3 i o8 BE 4k 48
N6/ o SN EE, TZK500mL , 2NER R VR T IR 1 222-3, 2K EL A )2 AR A HLAH - B HLAH
F H500mLiE /K & B — 6 , A HLAE N 400mL i FBR R S AN TR, 2280 55 A N, B HL
FHFF F500mL Y7 7K I e — i , 4 B A AU TE K B ER 1452, 1L 368, s 3R 400 1 A7 o € 3] 4
IT1(60.2g,/"%:97.0%) -

[0061]  1H NMR (400MHz ,DMSO-d6) 67.993 (d,J=9.3Hz,3H) ,7.961-7.880 (m,12H) , 7.838
(t,J=5.6Hz,3H) ,7.797-7.642 (m,12H) ,7.684-7.598 (m,3H) ,7.626-7.529 (m,9H) ,7.493
(t,J=7.8Hz,6H) ,7.429-7.236 (m,11H) ,6.540 (s, 1H) ,5.754(d,J=3.4 Hz,3H) ,5.367
(dd,J=11.1,3.4Hz,3H) ,4.965 (s, 2H) ,4.736 (d,]=8.5Hz,3H) ,4.510- 4.409 (m,6H) ,
4.401-4.217 (m,6H) ,3.798 (q,J=4.7,4.0Hz,3H) ,3.578-3.453 (m, 15H),3.032(qd,J=
6.5,3.4Hz,12H) ,2.271 (t,J=6.4Hz,6H) ,2.056 (t,J=8.2Hz,6H) , 1.703(s,9H) ,1.559-
1.445 (m,5H) ,1.503 (s, 13H) .

[0062]  sZitifs|9: TTTIHI &% R1=Ac)

[0063]  #X (11.8g,25mmol) ¥ T-2—H1 JE VY MR 180mLH , IMACDT 13.47%¢, IN5E 5 4k 4
ST/ BL_E o R EE = 2. 220 . 25, IINTT (41.9g, 3. leq) , M58 Ja fRIE 358 K Mtk
o [N EE, 7K 200mL , 2NEE R R 5 R 1 2523, ZEHL 43 )2 , WA WL, A5 HLAH T FI 500mL i
IKAHUAE I 200mL Y AR B SRV VR, ZE B 53 B8 tH A HLAR , A ALAE S FH200mL 7% 7K 3 Bt
— 3, o B A AUAH TG KB R T4, 1 DR VBRI 4 A A s L[ AR TTT (46.5g, PR
96.3%) .

[0064]  Sjitif5]10: TTTHI & A% R1=Ac)

[0065]  ¥4X (11.8g,25.0mmol) % T-DMF 120mLH, i AHATU 34.4%2,DIPEA 18.1%%, 58
JE AR N LN LA b o SR EE, IINTT (56.79g,4 . 2eq) , M52 f5 THim 2135 5 [ Nk 1 o [ 3
EE, nzk200mL , 2N B 1 15 R 14 2223, I 2, B8 S A 100mL*+2 25 ] 20K, & A HLAH . FHK
200mL*29F5 BE23 , 73 B A HUAH , To/K B RN T8, ik Y8, 90 I 4 49 1 28 L B AR T T T (40. 7 g,
FRE84.3%) .
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