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1. —FhN-Boc-3- RN T ke IR & ROT i, HAFIEAE T, (4% LU 2D 3R

A PR :N-Boc-3- BUAIA T B AN B MG £ 08 = S R AR SRAZ AR R BL, A2 B3 - 3R ik
SRR - T b - - RIRAUT i

A UR2:3- LR FHEFRIET T I - 0% T e - 1 - BRI AT WAL TR 2% AF T A A2 K S s, 42
FRURBRA A2 - {1- [T 8 8L BREE ] BRI T e -3- Wk dk ) 4R

DURSFIH2- (1- DGRUT ) AR VBRI T e - 3- Wke 2k ) IR AE SRR fRE AL 7 ) 2%
PR RSN, 2 N-Boc-3- BAL IR T it L1 5

HAR S B 240 N s -

T, B jL?*“@?LT ., +%Qﬂf

2 MRHEBCRIEE R 1B IR FIN-Boc - 3- BARM Tt LRI & BT 25, HRHIEAE T, Bk 2P 3R
VRN K DU SRR BT BRI S SR, ORGP, F il BEAE -5~ 5°C , it T i n g
Wi R = B8, IN5E )G FHE 2 15~25°C , SRR R BL3/N , BRI 22 10~15°C , Fii% IIN-Boc -
3- G I 49 VU S PR MR Y VR, YR N 6 B iR R R4 ~ 67N, AR 3 , RO 58 2 JE R R SR
BINIKAF, H 28 CERREE, /KA S NIA S8 1) 418 PR ZER —i , & 3 A ML,
FNGACEATE e — i , G WA TR BR R AN T4, R 728 T15:3- LA BRI W F L - 5 T
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—HMIN-Boc-3- AR T I CEERI B AT &

BRARGUH
[0001] A W Je T-AL 22 25 RS, 0 K —FN-Boc -3 - BRI T e LR IK & T 75

EEEA

[0002]  N-Boc-3- %A T 5t B2 —Fiis Ak TR 25 a4k, v TR T BAF R &)
FHIIEIR « LA & BT 102 DAN-Boc - 3-8 4% 38 T B A R RL, Jo 5 = 2K 50 1R LR e =
TR R B B3 - Z A B R A A - 2 T - - R T B, 4k 2 e N A3 31 H Aw =
W) ARZ T VE TR P2 A 5 AL WA, TR AR B i, AN 5 40 8, B Al R A, — R T 2
oMo 5T RERMNM, MEMEZE, N GHEE, R TFEFMNEE202145 H8H & F|
W02021155321 4R IB A AT6 % , TAVALAE P2 B &, [ S B R T

LZRARE

[0003]  EFXTIAH BARLEAE AL , AR K HFEHE T —FN-Boe-3- BRI T fit LER A T
%5 [FFE LAN-Boc - 3- B3R T BN 46 JFok) , R IR &0 5 ik 3 2,12 — 2 B AT S5 i AR
IR BRAL A AR B H AR =W o AR TT RN &, A, m] AR AR 77 B 1R i k)
(R FH 26, el TR 9 5 B B B B AR Ak T 2 B A = A, A A v R 82 F AN B
[0004] A& BAN-Boc-3- B AN T bt LRI & BT BdE I T AP 3%

IR B VUSRI BT BRI N S SR, BUSARY  $ R AE -5~5°C, fii T
TN RERL 2.8 = B8, 52 5 FHR E 15~25°C , fF18 I N3/ IR 2 10~15°C , FHE in
N-Boc-3-Z 4 1T Bl VU Sk R 5 T 5 e A1 DU Sk R, 4 JIT V3 e o FH 5 3 0 58 6 i e B 4
~6/N AR W% o N 5E 5K IR SRR N K R, I 2R LB AR B, AKAH B S WA 25
() 218 LR A B — 3k o & FEA MU , FH R AN TA TR e — 3 , G HLAH K BRI AN T
T 28193 - QAR FEFRIE T 2 - R T - 1- R BT Big o
[0005]  DER2 4 120 Fr S R AR AIZK I S R A, H 8, In NS AN, n e FHR60~
T0°C ML~ 2/, s MR 458 o i B 5 Pk i, 9 2 2 il P — S0 R e A B — 3, 7K R L P2 428 o)
FE20°C LA I ERER , W pHIH 213 ~ 40 i N 58 Z iR B e 1 /N, 2 78 70 IOV o IOV 45 TR J
iy, SEUEF K YE —i , 15 2)2- (1- [ GRUT 48 08) BIE ] BRI T i -3- ki dik} 47
[0006]  JPER3: R MiZE RN ZBEAN 2B FrfS e A, BN, 25 B, T AU
B, HIBES, K0, 1~0.2MPa, FiR N 12~ 207N o [ B SE SRR iR , 8V 2% i 1
F CB8 S HIMAAGETE , BN A BEBEREAT &, B 2 2 iR U8, 175 2IN-Boc - 3- & 4%
WTIROR
[0007] BRI+ ,N-Boc-3- &AM T B S 4R — Al BE /R L 911, 1~1.3. 5
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T RN EE R EL AL 1. 2~1 .4, 5P0E MG R & L1 :6~7.,

[0008]  JBERI, st T I8 LR L5 Ak, AR L 114

[0009] L UE1AR, S I 5 Ab HE I 87 BT i B /K 5 2R TG 55 s S VR AR PR D PR I ) A4 AR
tbN1.6-2:1.6-2:1,

[0010]  JBERIH, MO SN 5 A NUERFI L 21,

[0011]  PER2H, 3- Z AR AR HE W L - 5% T e - - RS T i 5 L AL I B IR LA L
11.3~1.5. 53 EE /R AL:1.5~1. 7. 5K EL N1:5~6.

[0012]  JDER2H, SRR IR N 12mol /L, G218 N, FFEE % .

[0013]  PER3H, 2- {1- [ GRUT 4H8) BRIE ] B IR T b -3- Wi dk} 45 CBER = R
1:6~7,5 48R OB A B AR o113,

[0014]  JBBR3H ABR &5 % K5, 52- (1- [ GRUT &) B3t ] 4930 T e -3- Whe )
LRI R L1120,

[0015]  JBER3h, B A5G IN, N LR LB 5 i FE 4 i £E50 ~60°C , Bl H 1 /N, 45 1E
INFJE RS FE N AR I L, R b 22 5 iR e

[0016] AUk BHA B £k 4 s

-
-

AR B T 12 AN -Boce - 3- Zak 30 T BN R} B2 4R = L BRI iz, &
I AR B AR A BR AL A S 215 B AN -Boc - 3- BRI T HE SR, S B Al A Bl
J2 /b, P AR v Sl SR e, VA P A R T B

4 1 35t B
[0017] I A R W] JEURH R A% S LR T 14
B2 A B P ) A S IR S

BFSER
[0018] TS i L M SS9, 85— 85 A A B R R S SR S A T U
B RS IR .
[0019] Sl
R SEHEFIIN-Boc - 3- AR T Z BRI 4 BT HE 4B LL R T8
13- Z AR V3 R T - - BRI T TR 0 4 R

Tyom == Oy

W DU S i 855mL A T 4N 115g (1. 2mol) AN NI , 32 i) JEE AE - 5 C Pt HE i
IR AL 2% — . FR247g (1. Imol) , JnEeE, FHR 2 15°C, fRia S B 37N, B 23 10 °C F-4i n
N-Boc-3- %438 T R i) DY SR IR A R CR5171g (Imo1) N-Boc - 3- & 4434 T Wi ¥ il 7E.340m1 Y
SR, BTV AR A ) o N SE IR N5 /AN, s AR W (LR B8 S5 A I ERARAR B o1
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1) o N 5EZ W RN EI 2T K, IINTE 28R ZBEAEEL , /K AR FF 1T+ 2R £ s 2K HY
— 3, & A HIAE, LA A SR oK BE , A AU F S K BRBR 84T 8%, Jel & 25 T-15235g U 3
91% ,HPLC4[£93.3% .

[0020] 2.2- {1- [ GRUT 2805R) Bt ] WA T i - 3- Wi 2k} LRI & ik

@ﬂr —.+%<>—>~

W b2P3- AR BRI F - 5 T e - 1R IR AL T BE235g A7k 1. 2L NN S R
W EE  IMNEE AL E860g (1. 5mol) , IISEFHIR60°C Bl . 57N, b 4% (LR Llg 54
TMEEAFREE 91 04) o ) B 5E B, B 28 i S0 be 1 . SLARH — i , 7K AR I B 45 i1l 7E 20 °C
DL 0 3R R 125mL , ¥ pHI 303 . 3 3 0 58 S iR A FE 21 /N, & L7800 SO« S 87 285 R S il
JE, YU 500mL /K e — i, 75 21)2- {1- [ GBUT 858 BrAk ] B T i -3- Witk 418 190g,
W Z92.9% ,HPLCAEJE98.1% .
[0021]  3.N-Boc-3-Z& A | it LFR I A ik

*%o} %ojr

}ir“ﬁzthbn)\m;l LA EAP RS R A4 190g, I ALK 10g, 75 E38 5, i E
TRAEW, HFWEAA, E 0. IMPa, Z iR N16/NEF o [ B 5E Sy AR Ak , S8R 25 16 LB, 0
A I8 . T8200mL 5 FHE 250 C o F AT , BERE LN, 458 100 #4J5 F5 20 O A i g
600mLIEREAT & , 15 21 25 R U, Mt T8 BIN-Boc - 3- W 43R T ki 2./ 188g, Y % 99.1% ,HPLC
4li599.2% .

[0022]  'H NMR (400MHz, CHLOROFORM-D) 84.10(t,J=8.5Hz,2H) ,3.62(dd,J=8.9,5.5Hz,
2H) ,2.87(dq,J=11.3,5.5,4.0Hz,1H) ,2.67(d,J=7.8Hz,2H) ,1.43(s,9H) .

S A5 2

ARSI FEN-Boc - 3- 244 IR T hi LRI & T VB FE DL R DR

13- AR R 0 P - 202 T e - - R IR T R & k-

Hyy = Tr0my

W DU SR I 855mL AU T BEAN125g (1. 3mol) AN S SR , 4% i1l I8 FE AE 5 C i £ N i
T mE IS 2. — 4.156269¢g (1. 2mo1) , fnke, FHE 225°C , il s B 37N, B iR 23 15 °C F-ii
N-Boc-3- & 4R T B 1 DU SR g ¥ CR#171g (Imo1) N-Boc -3 - % 4% ffT@ﬂ(ﬁﬁ#f?AOmllﬂ
SRR SRR R D) SN SE F IR RN A5/, SR a1 (LR L B85 A T b AR R
H1:4) o}ifijE%‘}ifh/ﬁM)\Zﬂ“ﬂ(qjJﬂ)\lﬂ‘l@al@aﬁﬂ%ﬁ*ﬁﬁﬁﬁlﬂlﬁﬁzl@a
R, G AN, LA R K8E A U TEK R BREA T8 , R 28 T-15239g.
5 %£92.6% ,HPLCAEE93.4% .
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[0023]  2.2-{1-[ (BUT4A3E) FRIL T BN T Ji-3- Wil ) 2RI & Ak :

W PP 193 - LA AR R - AR T b - 1 - R IR T BR239g MK L. 2L R
A TEEE IS A EN68g (1. Tmol) , MISEFHRT0°C IR B/, fibi % (418 2.l 5
FHBR AR 11 4) o NSRRI, B 2 =R A A b SLARH — 3 , /K AR FE 3211 76 20
CLA NN ER R 132mL , K pHiA 213 . 2.0 i N 58 S WP 11 /DI, 2 H 780 IROBE o 2 B 45 R I
FE , SEVF FH500mL/K e — ik, 19 302 {1- [ (BUT 5 2E) FREE] B A T be-3- Wit} 4 1%
193g, W #92.9% ,HPLC4EJ$98.2% .
[0024]  3.N-Boc-3-& I T it LR IA K«

0 e ()
; H./ Pt
N ————l N
0 OH O OH
O 0

LI ZEEL . 2LF0 B30 pr g v (el k193 g, BN EE % 10g, 55 58 55,
TRAE B, FRES, K10, 2MPa, &R N 167N o 5 B eS8 AR , JE IR 2K B L BE , N
AN I8 . T8200mL 5 FHE 260 °Cof F AT , BERE LN, 458 100 #8J5 FE 20 O A i g
600mLIE REAT & , 15 21 25 3R U, HE T8 BIN-Boc - 3- W4 FF T ki 2./ 189g , Y % 98. 8% ,HPLC
4if599.1% .

[0025]  'H NMR(400MHz,CDC1,) 84.10(t,J=8.5Hz,2H) ,3.62(dd,J=8.9,5.5Hz,2H) ,2.87
(dq,J=11.3,5.5,4.0Hz,1H) ,2.67(d,J=7.8Hz,2H) ,1.43(s,9H) .

St 3

ARSI FEN-Boc - 3- 244 IR T hi LRI & T VB FE DL R DR

13- AR R 0 P - 2020 T e - - R IR T R & k-

4‘_0 (CH,),CONa 4‘[»0 N .o
O == O

W VU S W 855mL AL T EE4H 125 (1. 3mol) AN S IR , 42 1) I B AE O C Hi £F T
I IE RS 218 — 4 lH247g (1. 1mol) , JNEE, FHR 22 20°C , PRI I B 37N, B iR 42 10- 15°C 5
% IIN-Boc - 3- 2 P8 T Wi (1) DY S PR IR VA W (R 171g (1Imo1) N-Boc - 3- B A T Ml 1% fif 78
340m1 PUSPRIR H , B AT VA IR & D) N sE EIR N4 . 87N, s AR WE 4% (LR £ B8 -5 A v T
AL N1 14) o B 5E 2 58 R NI N2 T K, NN T R 2 B 258, KA 1T 2
TR BRI — 3 , & A MU, B U A bk v, A MU e K BRI N T4, 9 28 115
236g. Y% 91.4% ,HPLC4EJ$93.3% .
[0026]  2.2- {1- [ GRUT 8ES) BRI B AR T i -3- Whe dk )} BRI & Ak«
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IO T O

W PP 1S3 - LA BRI R - AR T b - 1 - R IR T BR236g MK L. 2L R
A SR, IS A EI68g (1. Tmol) , INFEFHIER60-70°C R SL1/NET , s b i 3% (2.1 2.
B 540 TR L 1 2 4) o S B 5 B R B s U Be 1. SLARE— 3 , 7K RH I 3 47
7E20°C LA ¥ 0 AE BR 125mL , 44 pHI 213 . 8 o Vi 1 58 Z I B P2 /INIT , & L7800 O o . &5
HJE e, S 500mL /K BE— 3, 5 32- {1- [ GRUT 838 I B30 T hi-3- ki) 2
1%188g, Y %91.6% ,HPLCAEJ598.1% .
[0027]  3.N-Boc-3-&4HM T §t LERIIE K :

THOmy = THOy

NN LB 2LF0 25 B g a4k 188, R IN N HE AR 9g , #5238 75, L=
BB, IS, B /10, 15MPa, 2836 [ N 187N o e 37 SE 4y AR B , JE VR 28 31 2, N
LR TE200mL J5 FHRL ZE 57 C o AN #Ga T , BEFE LN, 45 1 i #4 5 T340 #EIm N f iig
600mLIE FEAT 5, 14 2 5 IR HE , HE T3 FIN-Boc-3- B 44 FF Tkt 212 186g, Ut £ 98 % , HPLC4E
[$99.1% .

[0028]  'H NMR(400MHz,CDC1,) 84.10(t,J=8.5Hz,2H) ,3.62(dd,J=8.9,5.5Hz,2H) ,2.87
(dq,J=11.3,5.5,4.0Hz,1H) ,2.67(d,J=7.8Hz,2H) ,1.43(s,9H) .

R RS - 3T AR A R 48

L TE A 3 - LA FEFRIE W 38 - 2% T ot - L - BRI AU T B8 B A e, B 24 hp N it &
B IHJL 2,18 — 28, BEBE (N -Boc-3- B30 T B 78 70 I B, ATAT 38 11 3 - 2 AR i 6 I
B RBART - - REAUT BRI~
[0029] 2. 7RG k2 {1- [ GRUT S0E) BRIk ] W A3R T - 3- Wi Bk} A BRI, B S i N &
AN, BRI 3- R BRI T P B - U T e - 1R IR T TR R BN, R AL R 2 A
pHAE #2T3, AT H 2 {1- [ GRUT 480 08) B 1 U B0 T e - 3- M ik} BRI P26
[0030]  3.7EA FN-Boc-3- B4 T ki LERET , B i N 4l i, ie e fdi2- {1- [ T %
B PRIE]FA T It - 3- Wi ) S B 78 40 SR, T2 imIN-Boc - 3- B4R T e 418
frr= 2
[0031] A BHFEHE T —FIN-Boc-3- B3 T It LR I3 & 5 v, PAN-Boc - 3- & 2%
T A R, 0 SR A AR K R BR AL VA R AR B BTN -Boc - 3- WA IR T HE 418,
N S AR A, LSS % LA b, B FIW02021155321U % (76 %) , A — E R FE 3R v , [
I 1 JEORLRI 22, 98D BEURTR 9%, 9805 G B KRR BE BRI AR T2 A 72 AR
[0032] D b BTS2 A ke B I A0 328 S i 7 =0, B 4 48t 0 T AR R R 3 i il RN
TRV TEAS S A R B SR ER P RTHE T, 3 ] DA HS 7 7 20t » 3 e 5kt R A i B 1 £
P .
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