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[0135]

[0136]

[0137]

O—PG
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[0139]  PGi&—/MRIFENT;
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[0142]  X.YAHal# HAR #2325 DA K

Ra

\3'/\ S Re
[0143] BN @_Rb (\/@
Z  (B-1) & 7 m (B2),

[0144]  Hrp,Ra.Rb.ReFIRAE HAH IS X 25 RS AR AL V(3L i3 2B R I
B CL1-THedE CL-Thi LA AL L C2- THA 3 . C2- T AL LCL- T A . CL- TS 3L - CL-Thi L L C2-
TIREHE-C1- T A L C2- THR L - C1 - TH A L L C3- 10F A 3 L C3 - TERE I 36 . C5 - TORRI 3L, €3 -
LOIAEE AL \C3- 10T S Ak - CL - ThE S Ak IR AL -C1 - THE R \CL- T AR AL R -CL-ThiE
SASE B T -CL-THEFESIE R al - CL-THESESASE - CL-THEFE L CL- T MEIE L CL - THER AL 2
B CL-THERL AL (CL - THE S U HH AL | Bl - C1 - The B F e 2L  C 1 - THe S e A
SALL , A A 3L L C1 - T BRI R e i . C6 - 1455 LA L L C6 - 1475 FL R e L . C6- 1475 5L .5~
137025 55 5- 10T G AL V5 - 10T IAST L - C1 - T 3k k5 - LOTTZI ST IE - C1 - Tt 3 A
[0145]  FREFMC3-10ERLEHE \Co-10EMM L . C6- 1475 5L \5- 137024 5 FE ki 5- 10044 B R 5L 5
[0146] PRt St PSR AL 2 AR R R U ek B 0k 1 i 2R et VU
il S L B AL LCL- TR EERNC2 - THRILA— ANk IR L 5

[0147]  FIRIRBEIE ERGEE 5 3L e 5 SRS IASE L 5% H T R R U ek R A 158
A AR AR R B L CL- AT R RNCL - AT S I — Ak 2 A AR s LA K

[0148] AR5 AN IALE L & E N HA0 & — Ak 2128 NS SFIOR 2 i -

[0149]  YEAKIHI— NS, Xlaft S n] B R labf =445 40 K .
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[0151]

[0152]  FLHIAB.nAIX" 5 ke KAHIA] .

[0153]  w[E L F H 154 H52017-0142904Fh 4R T M7 Gl & e S
itk

[0154] 3z, A AT S S latb G I W57

[0155]  slalb SR G K

[0156] 7GSRBS EWIN T, AlE PR IFFLA I T Z il Xlalb 54

[0157]  AIPAAEA IE T SEEE A T 38R - T 38R 1 - NS EE (i -PrMgCl) SEAFAE RIS 1F
T, RIS S 8K AW TR -

[0158]  X9aft &5 Wynl it R & W SRS AR N I

(01591  [R9a]

[0160]

(01611 FLrp, AJy Sl s o 1882 s XWX 22 s PO PRAPEEIT; B k1o SCAHI]
[0162]  [aRPRIPFEUTAT DL a0 — FHSLAESL (TMS) BEMT R e .

(01631 2 ok, Al i PR 9atb ¥kl X latt 59

(01641 f5il4n, Y fRAPIEP N = FHEERESE (TMS) I, A0 s 7a b S #rh IO R AR (CHLSO,H)
ok = 9 PP e AR — PR AR (TMSOTE) BHA TR 4, WA Bl X lafk 54

[0165] A, fEML PR A EdE— LA IR I, EN Al afb S W AE 1, R NIE I, i dh
A =S (CH,CLL) AT (CH,ON)

[0166] gt FARDERIG R latb 5 WA LUE Hoh 8 ST S i gt &80
(Y07 ) e B 5 6

(01671 [Att, AT DA — 200755 BB BRARIAS I 5 i a sl AL o e i3, £ B PRAP IR
R 2 Jer, e AR AR IR, il DA — 3 T s orh A8 ST ik & 2.
IRIFR s ARz (YA D it S Pt e«

(01681 {4, m 1] bR BEORSAIA TR SV B IR EERL, 7 BIE OB LR
i B2 U InR = A= D LiE M e g T AR AP, Il 453 X8 S AT i S ot

24



CN 112585124 B W OB P 13/26 71

s (VA ED B &

[0169]  HAKIE , B OR P ALA o f5 2A SYn A, vl ot OB SR A T IR
P, SRIGAECL -6 71 (RS R el R N SE) AR b DLy 2 e Wk il is A FA B
MR 9e b &1

(01701  [R9¢e]

O0—PG :
(01721 Forh, AJy Akt s n oy 1ak2 s X0 X1 3% 5 PGy R4kl s BE e 1 e SCHIA]
[0178] B A 9ok S A TGRS T e ROf Ik &P (BEY) o5, Tl %
PEVEMIE TH A SO N R N 9t 51
(01741  [#9f]

[0175]

[0176]

[0177]

[0178]  H A B nAIX” 51 HAHIA] , Xa yCl - ThidE,

(01791 ARIEACK IR Sl (i KT B 5 U8 S I R H B AR PR 5 22 B
RIREELE

[0180] Il T AR A T AR U T FR P R N RS BRAAE T, XTI B 5 A8 e &
Yl REVAIAE T 9a b NP4
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[0181] 7 HIEE RIS M 9att S PRIFFTH AL LA B 9b b S BE
[0182] A JERIb L S HILATIIE N9 SR ER LK

[0183]  KEPRPFEMSIAR A EWFER TGN, R LR AHIFF DL R ot e &
P EB (BN, R P SN 9t &9, SR A 70 il A ORE - TR Gl sk — S H
HOINPGZAE S A TTEYD, AR IE fEITTE M AR P AT B =Rot itk &) 1128
PR

[0184] [#9a]

[0185]
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[0188]  [#9c]

[0189] HO
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[0191]

OH .
[0192] 1, PG PRIFEPT; AB X g 1 aH e SPAHI] o
[0193]  f3lgn, S5 NP BRI e 2 OBF (BN, CL-6 485 « OFR AREA — S L i 11
[0194]  X7EW S8 EWMIRN T, L b T 28 40 A T8 ik g 5, 13- 2] 5X9a b
W, T Rs2b .
[0195]1 i@ F T M 9atbk 5l 15 00b b G T Z IR , H S B FE SRR VIR TR -
IR FHBERATR « = F T BERTR O FRORETR « U S AR
[0196] AL IHN 3 — e i, T A S5 8 S BSOS R B R P ATA B 1
gz BIRDECR
[0197] N7 S 5B G IE T 8 A T R BT e N R S B A
N I HAEA D B A IGO0 N  AERRYE FIREAEAE MR BRI AR, LIS
OGP I
[0198] K X9bfb Gk A3 2] X9 b SN TR
[0199] R pRPFIEEPASI AR S WIREIL HE A5 5L DA i X 9e (b I B DA K
[0200]  JREPRIF e SR IL R, A 204 NI 51
[0201]  [9b]
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[0204] HO

o
HO'

OH
[0205] [9e]

[0206] PG—O

PG—o\\“‘N
O0—PG
[0207]  [9f]

[0208]

OH .
[02091  Forpr, PG PR BT s A B n X 53 Larh g SCIIAHTA] o

[0210]  fhilgn, &k AP BR ATl FHde F I (B, CL-6 %) LR SRR AN — S FR e IR 774
02111 fEX 7T EW SRS EY SN B , I e TR S SOV o X B, B 1 2T
e, S A AR SR (B, 1 T 340 h T 35640 U T SRl S N ER S0 7T 4 )
PA1.5%2. 5 5 el . 752, 395 K2 292, 04 S AYER 0] % SOV AT £ -80°C % -
10°C, AL -T0°CZE-60°C FIHATIZE 12/NN 8k 153/ N o A, AT DU PO Sk i
ik 1 B — A7) PO R / R 2R (1: 1) IR SIS VR IONLIA T o

[0212] 5350, AR S N 2 e AEFR YRS AT CR AR FRER AL SR & A , 38 FH IR
PSP TR , iR , O , = IR CIR , FRTIR , — 38 FHRIRR , N R RTR , U A RS,
T 1R A W, 120 rT PALA2 51024 B, B3 2 B o 12 [ ] DALAEO &
40°C, BEARE20 % 30°C A T6 2 24/ NI 6 2 1 2/ NI o A, HHE 5 AT LA E IR IR 71
[0213] 2 1k, Ak JF b G M LRAT O S 2B 3R b, mT UGG AR i 5 A
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FRUEATIE I SN o P DA T = O RS RERE , = S PN ERERE , BT 2 FPERENE , Ml e S 1
IR 5, I HORT DA =58l — Sk, = R RT3 — Sl FR R L, W SRR R, — 3R
IR, = S SRR ZE A R o R I AT DAL 2 2 524 1, AR 293 Y = (i, - HER T DA
PAL.5ZE 35, AR uE 292 Y S 2 W ] PAfE-50°CE0°C, BEfLk-20'C & -10°C
N T2 AR 12NN B2 B /NI AN MR RN YA A, R S, 1, 2- KR, &
S — ), B AT/ G (1:1) ,1,2- ZE Ok O (1:155) SR &7,
[0214] 3z 1ok, M TR I P S IR LMLy B \9e b 5 (BAY) , K Ho i o
PP O, AT UAEA T ] S A SRR S S« AT S B0 45 O~ e
TS , BT S AU RE S A RER A = O SR AR e e A T 4- e
MEIE S5 . LW A R ] o4 122, B e 298 2 i, Bl & A 1 54 i, PR gk
291,545 MW A AE0ES0°C, AL 0202 30°C P A T1Z 12/NI 5l 1 28 37N« 4N, PR
CFRCTR DUV  — LR L OB . — b1, 2- — ke FE %
PERNIAF o F IR AT OR P SN o AEIX L, i AU B S A A B A AL B R
B O SRR AT F2 A 12 9 1 AR R 295 M [ o SN AT AE0E50°C Rk T, AR
PE(E20%30°C P TI R 12/N Bl 1 2 3/ NI FREE /7K (1012830 1) b/ R (1151
2) W/ CRE (1:1781:2) DU /RS (1:1281:2) USRI/ OFF (1:1%21:2) Y
UV /S /7K (1:1:3%22:1:3) JPUARI/ CE /7K (1:1:3%2:1:3) ] FER NIA A .
[0215] AR S — sz, 74 & 5 S8 A SO T L AR PR [ () 25 B n] g
I
[0216] N7 G S AU G IE T 8 A T R BT e N R S A A
NN, FAEHIRE ERIE S DI CR PN, s B el b ATIAS T X9t &b
7%
[0217]  FEPRPIEHT S| NI EWLATIAT N Rodib S D B
[0218] A9 I ELE A B UL T etk SWIR LB ; DL
[0219] PR 9e b GNP ER, 132040 PO 5
[0220]  [5%9b]

[0221]

HO

e
HO'

OH
[0222] [+9d]
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[0223]  p5—q

P(B-—-(jﬁmﬂ

[0224] [#9¢]

[0225] PG—O
PG—o\\“““

[0226]  [#9f]

[0227]

OH .
[0228]  Hrfr, PGIE PRAFHE AT 5 A B AKX S 5 Ta i SCHIARIA]
[0229]  fhifgn, EE&hii DR T FH ok F S (Blan, C1-6 L) « SR S — S e i 771
KT
[0230]  YEX TGS AL AV AT B RO S 2E B, BEATHE TS SN B PR3
SR ANFREEA SR o A X O SN , AEa 24 B EE S SR B I 35 S5 5 Rk St o 491
ZNNESEREITR
[0231]  fERRIPHEEH 5| O S ARG SR S MR B R AR AP 5N 09b
LEW. X, nfLAE T 6 SR RIBR A SO, LA R i e e S e 7 2R3 V2R A | 24
BRIl SR RIS SR AR R AT S IR S R s AR -
[0232]  {EIRIROd L SR B g DAy B X 9e fb B 1 (BEY) I B, LA RAE T
PRI EMILARIIS O S WP B et T I S R 3 B, AT DAt A BRI
B2, 7 Hag dnpodesd I 2R 200 R L Y B kb L SOt I A S S5 5 Rk S i h Bl
2 AR -
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[0233]  FEIANA SN 2 i, AT PR SO o i, AC 226 151 20 L 2 i b o SO ke B v )

TS ARSI R S AR o

[0234] Gk SCE BT, S O S L BT 4y BB A T, alifE— D REg Ut —2F

PR AT A RSP B AT o AN, M T — DU SRR RN, TS S A 29

AR IR 4 ds , sl i ok &5 i AR AT SR X ob ik S 0T AT A S2P Bh fili 1]

FEIG—FE oL T, 0k Z5 50 SN B sk s B A Ko & i AT e A

[0235]  HAh, 7E G ob b a2 ), )3)?/\5529/]1{/\%/:1_55@61&}:?): o Rl

e an, () 7F 5RO WG , RS B S S AP (B0 20 5 LUE s

HRSY, SR E P R R AR W R DL BR ek oy, ARl e 2P 3R b A A B, 5k

(i) fEA I EW)e , T T45 Y, JF Bl s T B /Ko DL R A bt

Jer B R A [ A

[0236] AL HAE TS5 8IS W S N IR DR A 2P B 2 e, 18 v

e AN

[0237]  £55 AER 1, X A hCL-Thedk,

(02381 fjan, 7 5T SIS W NL, T BAFE AR AT I B e 2 ) 4 v

5 IR BOvy , Ml &4 GRlafb 59 , HhX g 3L,

[02391  Jbah  AREAL B latb SR A S e JRRIEIE N R A AP H

&5 e 0, RO A i T e o dsE VEAE ERRR M , M A 2 T 6l e s L

T

[0240] [t ARHEA L BB & L atb S0 5 ik Tt T 5 5 8 S

TR B R AP RLA IR R 3R 2 e, il 1 & P 34 T 488 DA P A 25 b B R 2D B i [ &

MHTEATT52017-0142904 40T T Z M b S0 MR8 Tk

[02411 S, FT 45 S A FF il ok B 2R IR G R S b IR O 2-

B DU SRR 1 e S ETR i (B, DU S0k A — Sl R e TR 5, DA R U SR A

CAEEEYD) o

[0242] Ny 55— S0, T 455 R va ) ml e F RS R /K TR &4 s FREE AN LE O

TG0 DA B B E C e TR S .

[0243] VRSN H—3CHEM], -85 va ) Al ik H CRE 22 KIE e iR & s DAY

SRR AT R IR 5

[0244]  EJyH—SE ), &5 PRI A AT Do CREAIE AR S

[02451  PEOHOLLE e, FHT b i ATk R R TR S HYE DU Sk g A

T AHBEITR A VA SV PRI AN IE TR S o

[0246] AR AR — RS LA N b & G R=C1-THi At , A=%D 7
PSRN SE T

[0247] ¥R EmRE AR A3 EY,

[0248] {3k S SR N A 2] R 458,

(02491 (X4t S S5 S VAR et &9,

[0250] Kot Sl e bAfE T 7k &,

[0251] (7SS PRSI, R ia 52 10 &4,
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[0252]  (ERRMEZEMT MREALOML S IR AT OB ER , SR [F L 5 N PR PR
A MRS, DU
[0253]  HIRRIRALEE L AL SRR 501 - TR RBE SR, SR IR«
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[0263]

[0264]  [X6]
@)

(Ao X

[0265]

[0266]

[0267]

[0268]

[0269]
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lo273] PG~ O

[0274]  HrAJE5 (0) 5kl (S) 5
[0275]  RMC1-THEdLmRdL;
[0276]  PG/2— M4
[0277] X’ & ZEkCl-ThidE;
[0278] nlylEk2;
[0279] X\ YF[Hal# Fr Mok 2
[0280] VLM
Ra

\/\. “‘\ » Re
[0281] BJy @_Rb (\/@
7 (B-1) & R (B-2),

[0282]  H.rf1,Ra.Rb.ReFIRAE HAH IS X 25 RS AR AL (3L i EE 2B R I
e C1-THedE CL-Thi R AR L C2- THA 3L . C2- T AL L CL- T A . CL- TS 3L - CL-Thi L L C2-
TIRHE-C1- T L C2- THR L - C1 - TH A 0L L C3- 10 3 L C3 - TR 36 . C5 - TORRIA 3, €3 -
LOIAEE AL \C3- 10T S Ak - CL - ThE S Ak IR AL -C1 - THE R L CL-ThE R AL R -CL-ThiE
SASE B T -CL-THEFESIE Rl - CL-THESESASE - CL-THESE L CL- THEMEIE L CL - TR AL 2
B CL-THERL AL (CL - THE S U HH AL | Bl - C1 - The B A F e 2L  C 1 - THe S e A
SALL , AR A 3L L C1 - T BE U R e i . C6 - 1455 LA i . C6 - 1475 FLR e . C6- 1475 5L .5~
137025 55 5- 10T G AL V5 - 10T IAST L - C1 - T 3k k5 - LOTTZIASEIE - C1 - Tt 3 A
[0283]  FREFMC3-10ERLEHE \Co-10EMMEFE . C6- 1475 5L \5- 137024 5 FE ki 5- 10044 R E 5E 5
[0284]  FiriR bt M St BRI AE SAIE 2 AR R R U ek B ok 1 i 2= Vit VU
i3 S L B AL L CL- TR EERNC2 - THRELA— ANk UL 5

[0285]  FIriRIRbedt ERGSE 5 3k 5 SRR IASE L &% H T R LU e A 18
A R AR VR B L CL- 4T R RNCL - AT S I — Ak 2 A AR s LA K

[0286] iR ) SEANZLIALE L & E N HA0 & — Ak 2128 NS SFIOR 24 i -

[0287] il N1btb &y ik, 2 &Pl & T G P BT DL S il e A La
AW JT AR T AT

[0288] Nz, HA M TS PIHI S b S T 1

[0289] A 10fb G WIS
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A AR R0 T 25, 4914w 2009/014970H0 A TF 2 J5 1
BT S, FlR o S aIHHEW0 2009/014970 1 AT 1975 1 ML - AT 44

AR EE R, vl T S 5 R G R RIS N 10aft &9
[#10a]

HATB X5 2T e SCRIART -
B ok, im0t S Hl R 10 51
A EPI ] &

[ 6]

A 10 X 11
RIMEE B AERRIES AT TR L0 SRR A I PRI , 2R v
SINCRIPEEI G - 2P B, P SE A R th A ML O L R BB o

FIRORAPEEA TR Bl L
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[0305]  R12(bEWnviilgs
[0306] [ W 7]

X 11 A 1b
[0308] 1 ML G HIBUIRAC R 5 CL - TR AREE SN, AR iR i
[0309]  sE L 1ZP R, PSR AL S| N 2 GRIb L &) o B CL- TR Abe il DLE
BFIANCL- TR KT -
[0310]  pbAh, fEIZBER L I, Al S AMEFR B SO 85 51, AT S b &9, X’ &
Cl1-Thidt.
(03111 ARMEAL I S — S0t hl, 2 BEAR I _FaR T & I & .
[0312]  GHARCR
[0313]  ARYEAK G BT SR T 1, v DARDCI A & 1 2R Il : B, B4
B A i 7 2B i 12, A SAR S BT BRI L. e A, AR B A A 75 1k AT DA
PR DIIAHSIIT, IRIE, O RS SO b A T FEALEE , RS Tk B2 o L, nT DA
TIRFEEART IR R R KA

L 1511

[0314]  HUAE RS IELL P R BB A AL BH SR X SR I Ui H 1, AR
WA MBI A BT B AAS Af o
[0315] DL Mol R 4a S 105 STk .
[0316]  -DMF:N,N- - FIEL LI

[0317]  -EtOH:ZJ

[0318]  -Et,SiH: = 3Ehkke

[0319]  -MC: — 5 H%x

[0320]  -MC/AN: —S{HERIZNG

[0321]  -NaOH: &5 /L5N

[0322]  -RTakrt: =ik

[0323] g Wi K]
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—0 /“O
Ja A 1.DMF, EBEf
I ol NaOH, EtOH Il ) MC, RT
B~ OMe RT g% B~ " 2. FHEE
o o -20°CE-10°C, 66.9%
1 2
[0324] |[ ]
/9
e Y S =zwrm [ A
| ‘1 P QUSSR W W BF30Et2, MC/AN ™\~ -Cl _/;;\I/
S Il !
B 7 “T(CI - J\ > - 0°CZRT, 88.8% ,HK;LV,AV,'
0 \"//J Br o Y - Br
3 4 0 6
N - 5
[0325]  ZF—2b:4-JR-T-5(-2,3- “HATFIENE-6- IR (K5 12)
O
Cl
[0326]
OH
Br
O

[0327]  ZEZ i PRANA AL EN (51.4mL, 205. 8mmol) P INEN4- IR -7- 502, 3- “ AR FH Ik
R - 6 - JRIR HHTS (b 501) (20.0g,68.6mmol) [ CME (200mL) JR S AF 2=l N hH iz
W2/ I AR TLCRA SN 52 i , 1) SR HR AR ININ-HC (BRYE, pH ~ 1..0) LA
2NN, Bl FH IR SR 2N OAc o il FHC/KBRIR B TR LR , WL I8, FFAE TS Hhik
i, e d 2 A E B AE PR &2 (18.3g,44 . 4mmo1,96 .3 %) o7 i 4% HI T /5
SRR, ot Lalif.

[0328]  1H NMR(400MHz,CDC13) :67.69 (s, 1H) ,4.76(t,J=9.0Hz,2H) ,3.35(t,J=9.0Hz,
2H) ;LC-MS: [M+H]+277.

[0329]  Z5 20 (4-7R-7-5-2,3- “ZATFIRNE-6-35) (4-PANIEIIE) FIRR (K 5 105)

O
Cl /\
[0330] ‘ ‘
Br
O

[0331]  ZE=I A5G0 R BDMEF (0.01mL, 0. 13mmol) R INENMY, &2 (1.00g,3.60mmol)
(1) — SUHHGE (30mL) YA, SR T 1) HHR 2R s in (C0C1) , (0. 34mL, 3. 96mmo) o K Fr i &
YirE sl N HcHE LN SRR HI R - 15°C B, M S NI S IR N B (T 5 104)
(0.91mL, 7.20mmol) FFHit L5738, ARG M MR A INALCL, (0.58g,4 . 32mmol) Ff4¢
AR R HiPE6053 B o £E TLCRAIA SN 58 M 17 SIS IR DIANaHCO, 7K i 25 11
N7, SR IE IR SRR A e /K iR e T 25 IS A ALZ , SR L 8 e s
kA o R IR E AT A ik A A, NI AT 5 3 e AR AR UL &9, L &5
(1.18¢,86.7%) «
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[0332]  1H NMR(500MHz,CDC13) :87.70(d,J=8.0Hz,2H) ,7.11(d,J=8.0Hz,2H) ,6.99 (s,
1H) ,4.78(t,J=9.0Hz,2H) ,3.36 (t,]J=7.2Hz,2H) ,1.97-1.94 (m, 11) ,1.10-1.07 (m,21) ,
0.82-0.81 (m,2H) ;LC-MS: [M+H]+377.

[0333] B =2P:4-JR-T-5d-6- (4-FAEL WD) -2, 3- 20Kk (KA 46)

Cl
[0334] ‘ ‘
Br

[0335] J%EtSSiH(l.ZmL,T?lmmol) AIBF,-Et,0(0.79mL, 6. 42mmo1) 4K A AN -15°C N
SHEE 9. 7mL) FILE (9. 7mL) JEAWIH (4-IR-7-5-2,3- "R FHM -6-30) (4-TRN
5ﬁ¢¢@ﬁ@ﬂ@hk%5)@Eﬁg25ﬁmdD%N&$;EiﬂﬁFmﬁwiWﬁb W, SRFE P FE4/)N
N o £ 1 TLCHR A SR 52 B, 0] SN E R s IR ATINaHCO, 7K (40mL) A2 11 [N,

%F%Z&Z@4WLL,Hﬁ%%%ﬂ?i%mmmﬁi¥@¢fﬁfﬁ SH s .

4 R A R E AT Al AL, T AR A A AR B bR AL S, A 6 (0. 84g,
89.9%) .

[0336] 'H NMR (500MHz,CDC13) :57.07 (d,J=10.0Hz,2H) ,6.99(d, J=10.0Hz,2H) ,6.80
(s,1H) ,4.70(t,J=11.0Hz,2H) ,3.97(s,2H) ,3.26(t,J=11.0Hz,2H) ,1.88-1.84 (m, 1H) ,
0.95-0.90 (m,2H) ,0.68-0.64 (m,2H) ;LC-MS: [M+H]+363.
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