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L.—F (R -1-Boc-3- ¥ H MR e 1 & a7 v, FARFIETE T, 3G LA R D IR B R (D
4 JE 5 R - Ak Hnd I SR [ L, OB EE A JE I KB, B B L RIS A (R -2-
2 F LR I /K AH A AR

BT ik G 3R e BT AR M < 8 £ i (R - A 7K H I B BB R e A &2 ) B8 BRI N &5
TR SRIG SO AR, AR B R B 20 - 24 /N, A E G, NN KB RE B E T A
® -2-FHEIRE KA REEZHT N2, 4 &5 ® - 48K H ) EER T
N1:1.1-1.2, 2 I SRR BE R L N1:5-6, 2 i 5 AR FR 4 i) &L 91:0.1-
0.15;

IR Q) KB D IR IEE ® -2- 7 FEIRGE KM AR R 5 ZRER BT B 7Em %
AT NP, 4y R4, 1521, 4- . -Boc-2- B FIEIRIE ; Hidr, (R -2- 2 FILIRIE 5 B iR
TORCT R BE R LEA1:2.1-2.2;

IR (D) B IR (D BT RI1,4- —-Boc-2- 2 F FENR R , 95% £ T AL B U1 it & AL 4
IKIEBMN N B v, B EE (Bl 37 S i3 - 5/N , [ B2 B IR 4 %, Vo ) 08, 2508, B30
MUMH , SN RDEEs A MU0, T8, W4, 45 8, 15 2] (R - 1-Boc - 3- F4 FH MR 5
Hi,1,4- " -Boc-2- 2 LRI 5 SR BE R L 1 :2-2.5,

2. WIAURE SR IFTIA I (R) - 1-Boc - 3- ¥4 FH R NR R 111 & Bk 7 1, FLARRELE T, Frid D IR
() B ST FE N IR (D A RE A R -2- 52 H IR EE K F VKB S i NS85, %
TN Z R BT i, IR 10~ 137N, S 745 o 5 ZE L, & A HLAE , SRR Uik, T4,
T8, PR RIS, A, 33 1,4- —-Boc-2- R LIRS .
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—F# (R) -1-Boc-3-# 2 FHENRERM A 57X

BRARGUH
(00011 A B EE S 254 5 ol rh [ A ) o SR AU, ELARIY e 21— Foft (R) -1-Boce -3 - ¥ 2
DR R IR 5 ST 12 o

BEREA

[0002]  WREEAT AL DT  HUIR IR T 5 RS — B R MM, R) -
1-Boc-3-F% P MR 2 L P B 22 (10 BT PS5 A B P AR R DG OB, R B 2547k R
Az,

[0003]  H il 4% (R) - 1-Boc-3-F HHE R IR f) A 523k SCHIR 5 B AT P 2% 5 2k, 2 — 2R R Ak 2
LA 1 - 2 - FH R O JRURL 28 5 S8 A0 JEL - A i R IR 35 70 - b X Boc GRUT SUAE) , IR T , F38
JFAS 2] A ARY), 35 0 iR b BRI 0, A i SCRAIR 3 AN LIRS - 2- FR R
/z%%'JﬁH KRN R IF B i R R CR A s, T HAS 5 4lide, A 5+ ol fed:

77 HA AT

[ j/ H iPd(OH) COOH Camphorsulfonic "lCld COOH (Boc),0
NaOH;’H 0 [ ]/ 2 CSA NaOH/H,O

[0004]

N COOH
[ :]/ _soc, _ NaBH, :I/\OH
N DMF!CII;CN [ EtOH/EA [

Boc

[0005] % 2k 2k 2 AL-Cbz- %%ﬁﬁzﬁﬁ%ﬂ SHEAMK ORI #$h 46 &, e = A Cbz

CREREL) Ja RIAFT 2 B 443 , 483 JEOW L , Bk 2% AF W Boc 5 A A AL AN K il 45 21 B

ﬁﬁ% (BRI B 2R B A, i 5 A S B e P 2D R Ay, I 5 B 2R B e, A
P H A AT -

Q 0, /—COOFt
OH HN"COOEt H(l NH _—
2 ] : _H/PIC NaBH,/H,SO
CbzIINI*-Z\: = CbzHNw T r ~mr
OoH  EDCUDIPEA/DCM OH

1 2

[0006]
H Boc H
N
N on (Boc),0 OH N on
[ NaOH/H,0 L
H Boc Boc
4 5 6
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LIRS

[0007] 4 7R RIA BRI EIRA R AR H )5 4 (R) -1-Boc-3- 2 HI &
WR & 1B T V2 5 AT VER T BE S 1500 2 AT (S) - 45 7K H it o TR AE R Ak 70 R0 B 4 75
PAEF TR 15 3] R) -2-F2 FHERIRIE , 2 X Boc Ja S A NK i B A5 25 4% 10 B bR =
Y (R) -1-Boc-3-F2 I JENRIEE ,

[0008] ik bk H Y, AR BH B — A Sty it 7 —Fh (R) -1-Boc-3- 32 HIEEIR R 1) &
B BFE LR PR

2
o]

= N Boono ANy WEHEAR N
[0009] “.‘\_,-\v\ll. H . [:]/\HII Boc), [\j/\ " 2 [:]/\)H
H Boc Bog

[0010]  JBUR (1) 4 £ —He 5 (S) -4 /K H i@ ik SR s B, I B 45 3R JE I N K B 4 , 3
I RRIEA R) -2- 58 HREIR IR K ARAA R

[0011]  ZBBR (2) KB U (1) T3 (R) -2- 52 FSENRBR /K ARAR R 5 —BRIR BT Bg (fRjFR
(Boc) 20) TEBB I 25 1F N I SE, 43 B 4240, £ 311, 4- —-Boc-2- ¥2 FH L MR H: ;

[0012] 2B (3) W00 (2) FrfRM1,4- —-Boc-2- ¥4 FI RENR R LE BRI 2511 R /KA, 49 5
i, 433 (R) -1-Boc-3- ¥ H LRI .

[0013] AR, B HE (1) B3R S B FE A B 2 B (R) - 7K H i B R A AN A & 1)
AR BRI N & - H 2R K S N 2 o, IR B3R S 020 - 24 /N8, ¥ E1L 9, I N K 364
B KMHBEEHT PR,

[0014]  fRIERT, P (D H BRI L &S R) -4/K HMRIEE /R AT:1.1-1.2, L i 5k
FRAF I BE /R LE oA 1:5-6, 4 - fE 5 WAS BRI 1 B & L oN1:0.1-0.15.

[0015]  fRIERT, 55 (2) HI ML FE A K20 38 (1) 15 215 (R) -2- 2 FE LR 11 K AH 7K
WIS EAAEN, B INN AR IR — BT i (A FK (Boc) 20) , IV 10- 137N 5 [ W &
JEREHL, A IEA MU IMBRBR PR % A MUAH JE /K B ER BN 45, $ih 38 , J08 3 ik s R 40 75 80 KEL o
GVRFGE AR F1,4- — -Boc-2- 2 FAJLIRIEE

[0016]  fRIEM, B (2) F Y (R) -2- 32 H 0K R 5 R R — U T R BE /R EL v 1:2.1-
2.2,

[0017]  fRIEM, 2558 (3) M NS F2 N #2038 (2) A3 311 1,4- —-Boc-2-F2 F LR %
95 % < BE AL B 47 A E AL /KIS UM R B 28 1, I [B1R R B3 - B/NE 5 Je B HE , 94
5 T A A TN SR GEREE, A AN, 15 % S AL A e v A HLAE TG K
TR EREN T4, e, IR 48, IO IE Cbi 4 dn 15 211 -Boc - 3- ¥4 FH LRI

[0018]  fRIE), D HR (3) 11,4~ —-Boc-2- 2 L NR e 5 S E AL BN I BE /R LR 1:2-2.5,
[0019]  ZE BAfrik , A B A BA AL A

[0020] 1Ak B AR 2 1910 £ R& R (S) - 47K i A BRRHE AL ) R B0
BEITFHR R) -2- B HF IR , 2 F W Boc , 4 f 24k 5 S8 LB K R B 8159 3445 1 T 1%
HArr79) (R) -1-Boc-3- 2 FHELWRER

[0021] 2 A K BHEEMEAT (R) -1-Boc-3- ¥ HFEWR R & Rl 28 25 R/, lRAMIG, &5 T Tolk Ak
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PR 5 RN S 1 S B 2% S A AR SR A LS R

= JUNSL S

[0022] Dy 7AW H IR HaAR T5 56 R A U SEITE R W 1, LU 45 65 SEti ], A% ]
BEATHE— D VRN U o 7 24 R AR , st A B4 8 11 AR St 51 5 FH AR A A B A T IR
SEAK I 5 R 3 (18) S Bt (5 AR A ¢ W 08 70 St 451 T AN e 18 1) S Jti 91

[0023]  [[tt, BLR XS At AR AR A I AA) 5 Jh A1) 140 9 1 ik 3 15 A IR A SR DR 37 R AR 5 9]
FRI TG, T A A AN 7R A e W B 32 T SEETAT) o 6 T A R W B0 STt 491, A U BOAR N SRR A
TR RIS VE D7 B AR5 N B A5 10 A oAt SRt o], 0 I T AR AR AV

[0024] S i1

[0025]  ZRHiFEAE—Fh (R) -1-Boc-3- ¥ FELNRIGE (1 & BT 725, BAH LR 2B 3R

2
O

H I
A~UNH Q\"OH .- [hj/\OH (Bocy0 |: j/‘oH NaOH j/‘cn I
3 -
[0026]  m.N CrCu0yK,CO; N NaOH/H,0 EtOH/H,0 "

xylene H

1 3 4 5
[0027]  fL&43 ((R) -2- 2 HFENRGR) (& k-
[0028] T P48 HRAR IR — HI 2K (60kg) , 2, % (6kg) , (R) -7k Hrim (8. 1kg) , Bk F
(69kg) FIMEAL 511 VA5 FRH (600g) , INFNER [BI3 [ RL24/INEF , A4 5 3 38 , I N 7K 30k g $iid 41
20438, S E WL KM BT~ — 2 =N
[0029]  fh &4 (1,4- —-Boc-2- % HIJLIRIE) 4K -
[0030]  Je W& HHINAAL A W3 KA, VKB T o fom NS A AL (8ke) NN —HkiE —
BT (8K (Boc) ,0) (45.8kg) » Z il ML 12/, Je B EE , 50 FE 63 X 50k g BEHN3 UK, 455
AP, IMER R 2 X 30kgBeid 2%, A WLAHJC /K BR BR 8 T-15% , i , D8 VIR I 4 15 21 i R4
FEL i B R 2 B 0 IR AS B S A AL 6404 (1,4- —-Boc-2- F2 FH LR IE) 24 . 6kg , HPLCAL 5 -
99.8% , I H78% .
(00311 {&94 (1,4-—-Boc-2- ¥ H REDR ) A $0Hs - "HNMR (CDC1,, 400MHz) :81.49
(9H,s) ,61.50(9H,s) ,62.98 (3H,s) ,63.63 (2H,s) ,53.86-4.20 (4H,m) .
[0032]  1k&M5 ((R) -1-Boc-3- %2 FHLNRIE) (115 % -
[0033] ¥ fb &4 (1,4- —-Boc-2- 32 HAENREE) (139g) F195% L EE300g I S M H , A
AL B I A E AN (T0g) I7KIER (K210g) , N RIS, [N EE ek R i 4 £ I, ¥
HJFIMA = EH 583008, 73, KA A = & H 5563 X 2008 22 L3I, & FFA HLAH, H15% & Ak
BNIK I A00g ek LIX , A HLAH FH JC /K B B BN T IR 4 15 B3 IR i, NN IE 2L 423508
Shiim, U8, TER1S 2178 & 45 (R) -1-Boc-3-F2 H JLWR R4S iy, HPLCAE 7 : 98 .4 % , YL %6
82%.
[0034]  {L &5 (R) -1-Boc-3- ¥ HHE IR I ¥ 22 AE K4 : 'HNMR (CDC1,,, 400MHz) :81.48 (9H,
s),82.70-2.85(3H,m) ,62.92-3.03 (2H,m) ,83.50-3.54 (1H,t) ,863.65-3.69 (1H,t) ,53.90
(2H,s) »
[0035]  sEjififs2
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[0036]  {h&#5 ((R) -1-Boc-3-3% FHILNRIER) f & k-

[0037] KA &4 (1,4- —-Boc-2-F2HIBLIRER) (13.9ke) MM95% L EE30kg MM SNV 2,
TN B 4 P A AN (3. 5kg) /KA OK21kg) » IR (RIS, [ B EE ok e 4 2
B, Y AR I S HE30ke , 73780, ZKAH A U E3 X 20kg ZE B3R, S IFA AL, FH15%
ALK A0k g Wedk 1K , B HUAH F JC /K B BR B T 45 R 45 45 2P IR VIHE i, TN IE C e
35kg4t i, 1L E , THRAF 28 6kg b 595 (R) -1-Boc -3~ 52 I JEWR B2 K i , HPLC4LfE : 98.6 %
W% :91% .

[0038] k&5 (R) -1-Boc-3- 2 FIHEWR Wk ) F AE 2040 - 'HNMR (CDC1,, 400MHz) : 81.48 (9H,
s),82.70-2.85(3H,m) ,62.92-3.03 (2H,m) ,83.50-3.54 (1H,t) ,83.65-3.69 (1H,t) ,53.90
(2H,s) »

(00391 SEifs3

[0040]  ZRsiiti i A T i AL & 43 - (R) -2-F2 I BLOR IR 1) & K L 25X T IR 8L &4 5 1k
I, 5 St 1R DX AL DLERBR A AL, £ a5 (R) - 47K Hr il EE /R BE
N2: 1, HAR DR MRS HIIAE

[0041]  fh&W94 (1,4- —.-Boc-2-¥2 FHILNRIER) (4 K -

[0042]  J W28 In N BB AL A3 /KA, UK T A i NS AL (8ke) » i IN AN %
W AT Wi (FiFK (Boc) ,0) (45.8ke) » FIRSNLI2/N , SN EE , U3 X 50kg 2 HL3 IR,
AP, IMERBR2 X 30kg Wi 24K , A HUAH JC /K B B B3 T 45% » il , i VRO I I 4 4 21 e
IRV VTR S RS B S A% AL 5904 (1, 4- —-Boc-2- 32 I LIRER) 13. 9kg , HPLC
Alif5:98.9% ,INF44% .

(00431 {L&44 (1,4- = -Boc-2- ¥ FEENRIE) 19 L AE K4 - 'HNMR (CDC1,,400MHz) :81.49
(9H,s) ,61.50(9H,s) ,562.98(3H,s) ,63.63(2H,s) ,63.86-4.20 (4H,m)

[0044] S fpil4

[0045]  ZRsijiti il I T UL BIAL &4 & L E

[0046] iyl IANFIIR AL S 3 E R, (R) -4iZK H il i EL 81051 . beq, BRZH N
3eqo

[0047] - Je b 2 FFRK AN 2K (600g) » £ % (60g) » (R) -Za/KH i (110g) , B B2
(41g) ANMEEAL B 1T AS IR AR (62) » AN [BI3AL Se S 24 /NI, v A1 1 g , I 7K 30093 #:20
IY B B E O KBRS T 2 RO

[0048]  Jo NI FFAR AL 3 KA, DRI T 0 I NS ESE AL (80g) » WA AN B IR —
BUTHS (8K (Boc) ,0) (458g) » IR 10- 137N, S 37 B, — G0 J5E3 X 500g B HU3 VK ,
FFAHUH , IMERER2 X 300g Wi 24K , B HUAR JC /KB BR B T 45 » $ilting , YR VRUU I I 406 45 21 i AR
YR, A )45 S IR A5 B A% AL A4 (1,4- —-Boc-2- B2 FJLIRBE) 57¢ IR 18 %,
HPLC4{iJ%:98.3% .

(00491 {L&44 (1,4- = -Boc-2- ¥ FHENRIE) 19 L AL K4 - 'HNMR (CDC1,,400MHz) :81.49
(9H,s) ,61.50(9H,s) ,62.98(3H,s) ,563.63(2H,s) ,63.86-4.20 (4H,m)

[0050] DAt N B ANAN R A S BH A BRI 2 451 AN B, T Jee AR SR ) 3R N B A2 Bl 1k
57 I RIVRE P 48838 1) AR St 9] ik ) A28 25 ok 78 BRI SRAUL A 7 0 AR i A & A i Ok 97
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