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[0050]  #Rifi, AT LAE (11D (A5 XIXR'C-C( = 0) -F AL & WIEBIMBATAE T

[0051] & 3 f) 400 40 B A2 A BILARK, 48] 40 e 30 UG 2, 491 1 = —C=Cy bt JE it = A Jig =
9
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LM TN FE CEE I BT B T R, N=CCy M ge 2k N, N= . —C—Cy BE i BN,
N-— _Cs_cs %k}ﬁﬁ% _N_CI_CG %%Eﬂﬁu ZA%:% E%Hﬁ, %%fﬂﬂﬁ%’éa W”ﬁn N_CI_CG %%ﬁ?ﬂg
Flgr N—- FRZEAE e e N— FRZEWRIE \ N- R mR, N, N' - ZFRZE0RIE, mb e 4b S wintk e |
AT RNE B A- T R ZRILIE , A XA R, W T R A TicA (DBU) B R
R TE S (DBN) o

[0052] &3 ()RR Ak [RI R R A T ATLA A4, 1) Gt k<5 B PRk - 5 JB Al 7R s, i PR A
TR, B4 JB T PR L £, Wik BR &R, W4 8 A - & J S8 A ) s AL 2 S ALl S84k
BBl SR AEE, T4 e A T 4R S A, WnE AL S AL AL B B AL, Bl g B = AL
V), iz FEA s SR s TR

[0053] A AE AR BH 5B I AAS [F] T4 @ i - & Jg@ s Ak A = (T 4B i At
Bk (A IOAR ) , WIHCRT DAZE TAL-E4 (TT) DLRZ S BE/R S AT A, B an bl 2y 0. 8-1. 2mol/mol
tE&Y D) KEMH, 83E TE% QD DEAEA A, #anEl29 0. 001-0. 2mol/mol {k
EH (1) WEAEH - SR, BAMIa T LA 73K (T A4 LR SAE A, 461 an A VRS 57
TEUE ST 77 22 70, A5 B A (936, -HHE2E T Imol 54 (I1) ANEE 0. 2mol, FE 7
e 0. mol, JLHAKLE 0. 05mol.

[0054] 38 7R pH S 2E T, HIZE 4-10 18 pH F A B (D) a4, idrdE K 414
T (D EY, LB 35 -C (0) OR' Fyk FE KA .

[0055] AR, A T 41T Frads o] XF ke e —4- FERR IR IR 1 4% 4k, Ah sy X (D &9, 41
B SR RIMAMPRA B (D) AW IR AR 98 CAE A & B 07123 s
IR T 8 A oS N IR e —4— FER IR IR

[0056]  AJ BTV LA R UF 2 RS RAF e, BRI L b 70%, 5 A 2220 80 %
A ID wawiRa A (D EaEd.

[0057] @ (1) LAY R] T IgEE 7] DIRLT C Atk G il &, iy 2 1 82 iy
7R o

[0058] &1

[0059]

O o)

ﬁ&‘ Z /\)J\
2.3 R
LG/\)J\O# + NHR’R — N X OR'

(Vl.a) (I
[o060] 7% 1 B AF L RY B BR & 2 — H LG & LI, e 5, an
C=Co BEEIEMI (VILa) 1 a, B- AMFIEE 5 R fI R B iR & Xz —1 =0 NHRPR
(I REAERR AN K,CO5 A7 70 T RNV Ml 28 (ID) A &G AT IR IV 7 106 AR sk 2
BORN 52 C A
[0061] 5% 2
[0062]

10
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M- -O-Alk - NHR’R™HCI o

o) 0
7z
ch"lj\‘on‘ + CcoO —= m"OMGR’ — Rx [ /\\\/U\OR'
(VLb) (11)
[0063] B¢, (1) A& al IR T EP 0 388 744 it R' HA LR & X2 —
HW Bl k4 J@ R 1, Wi Na™ 5K /a8 (VILb) [ B - FRE N BRI 1 53X NHRPR® *
HC1 s s M i At o
[o064] X (VI.b) fh&4M) ann] LG A6 MY (1) L BR s 55 CO AL A ALk 4l 4n 2k €,—C, %t
FERAMT0-ATk [ 3L & B b it
[0065] 4 (1) b4 400 %6 A s i A AR 266 BRUAC 1 bk e 35 562 1 s 1F, A1) 7= 0 4 31 5K
NHRR® (1) 1%, I HAEBEAT [ N2 S AT LU ok e A0 B BCRT & 35 136 4 10 ple H 3h iR 2
NHR’R® * HC1 1M fR K FH FAR4E 7 & 1 sk 2 #2450 (1D 4549,
[oo66] A< B T iEHIA B Hb R 5 R® I AN R B T 1 BUR 1 o 2R IR R )
X (D AEWFERERZHT . XEF R (D AW DURER R I r e gt BRR S &
5 N- BURI L &9 s S T 15 31 3— pei A A ZEnth e —4- EERR IR I, JUIL ISR T 75 R
PRABRTFAE R B =T Bt 5 s A 2R e —4- FORIR IR s HEEm 5 .
[0067]  [Alth, A& B ) — F 0 X (D ALEa) -
[0068]
o)

|
R’ R* (-
1
X'y

[o069] At R'R'X' I X AAY Bk Lz —H R 5 R RIS SR e e i) U 7 —
AL AERE UK 5-10 G 28REE AZ AR BR T R TAME R BLSI NS 1.2 803 ML H 0.
NS [MZ% R FAE IR« X FEEF R R XD R0 X2 IO & X, BmgiA & 7 ik Bk
SRSV

[o070] X (1) A& LATCHAT R 77 A3 £ il 28 o A8 T SO IR ML M —4— SR IR IR
[o071] AU, AR W g — Fo@ill KAl 6 30 (L1 B0y i A S B e -4 3%

FRIE IR 75
[0072]
R* O
x""z 0—R'
X N! \ a
b
Rﬁ

[0073]  H:rAp

11
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[0074]  R' Jj C,—Cq Jedk . C,—Cy iARHEIE L C,—Cy BEMRHE L C,—C o Mpr s 5k, Hodh JF 3R BI 1
2 MNEEFA ARG HACE HA 1.2 5 3 AN E ST e B 55 L ONGA S C,—C, fedik. ¢, —-C, K48
Fidk . C,—C, FEAREER C—C, i AUl 2R Y BUREE |

[0075] R* W& REA ;

[0076]  R® A& C,=Cy HEdE  C,=Co MIARBEIE  Cy=Cyp FRREIE A FL SR IE, Soh J5 42 31 3 4
SEFAR BB 1.2 803 A BT 1 28 OGS C,—C, Bt C—C, AR 2
C,=C, BEARIER C,—C, AR A TE R s

[0077] X" FI1 X° AH B0 S7 Hb A A

[o078]  fLfE

[0079] &) f&H) BIRA R B R (D) &4, F

[0080]  b) fFATIRALI () (AW S (V) KIHMLEY Y

[0081]  R°HN-NI, (IV)

[0082] A R AT FiR& Lz —.

[0083] 2 (I1D) WAEWMAKRHTZERATZ A JUHES R AR HiXAIE
FATERMNE IR F— R AR AR TEDEBCRIEHE (T1D) thE. Bah, # R
HATA g H 8 S0, WIARXEFAE R 8 =9 T8 B 5— i A 2R IE e —4- LR IR IR LA sk B
Hil# 38 (T1D) AW . B, 7T CUE g sk 2 b ps > IR A 4 o 8. 4, Ak B
T3 AT LG K MO AT BLAT DALEKAZAE T AT, B ATFI A 5 (T1D) 4b & W s34 A0l & i)
[0084]  fRiEX (I1D) fb&WPRIER R B EfERNsC (D A (D AW EEHR R
[Pk & SRR BN Xz —

[0085]  fEA KR VAR AR S b, X (TTD) R (IV) AW R R B AR
SIS Lo AR BA 5 T LAAHXS T 060 B A 5 o A FR G nEk s —4— 38 2 1 LAY T3] oo e
PEEN & R RE AR S LR (1D (&,

[ooge]  fRE (I11) Al (IV) AEWHIIEER] R* by C=C, Jtdk \ C=Co FRpedik RILBUR AL,
Horh JFHE3I 3 N EFAR PSR A 1.2 803 AMHE M7 HLE B %5 . C,-C, FESERI C,-C,
PSR . Rtk (1D AT (V) (B EI R R C—Cq Bk, FE R 2 C,—C, K
5, UHOR A

[0087] e (I1D WAEWIIA KA LR RSER T EH, X (D WEWLIH Bk
AR T 15 4 B R MR A TR R, R B (D Ew, X (01D (&2
2 M5 (V) WA R AL T I B R s kb DU 7 kT

[o088] DX b)

[0089]  fRIEFE T (1) W2l LASREE /R Euid &4 28 (1V) WL &4, 8 AR
Kk i, i an KT 20mol %6 LAY (IV) o REREE/RALG4) (D) A 1. 0-1. 2mol, JLHE
25 1.01-1. 16mol HHLEW (IV)

[o090] =\ (IV) HIHL G IE A C=Co e dk M, A C—C e EME s Rk &, =X (TV)
(R4 & 4 0 B

[0091]  #53 (I1D) AhEW TR R A, WATH N (IV) (&I KA W

[0092] =X (D) tb&EWSHHMLAY) (V) BIRNIE S UL R 77 07 i e (V) mjit

12
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WA IMNE TG FIh, B BT T R VAR, SR A (D &9, &3 116 LU R /
SRAEFRAE L FE AR B NV IREDTE AN .
[0003] L SR (IV) BRI EVE A EA NI FIBEE R / ARG P B .
BE BT L (1Y) LAY (D0 BLEEA HLE R EGE R / ARG ) A
XL (D WEY (BEREEEAPERIEER / KRGV REEIER ) 1o
[0094] HEAR (D) &M EIHLAY (V) SN I BTG T A 55~ AR v 5], i
A 1-4 MR T RS, UGS B, OB (BN PN EE . IE T B 5 T ki
TR, AERR MR T R, 0 R, L TR, TR R R AR U B
BUT R, FE TR, 9 W R BOE IR, TCH I LB BUT 2R AL (MTBE) 3K
FEFFLRE POSRIR (THF) 2w, R ECE MBS, ot AR ARG i L
WAz N— FRENEMS el , RS, W N, N - ZFJE -N, N/ - W LS (DMEU) \N, N/ - —Ff
5N, N - AR (DMPU) B50PU AR LR, SR el 25, JU 2 SIS BRI, 31 IR 5
RED.
[0095] X () ALEWSHHMLEY (V) BN AT (38 7] AAEMAFAE N3 T .
[0096]  I&EA 1% H KRB ML, 51 W1 IR TEIRBUER, i1 = F % = L. —RNEL
S BT HE PR E B L IR E R, BRI, 40 N- BRI e . N- FRLIR
e N— BRIk, N, N' = R SLIREE e r] T S gInE ek 4- T RS FRALE , SOV L
e, W —H AR —Tds (DBU) BR A AROA 44 (DBN) o
[0097] MBI A 3E I A2 WAL & 4, 19 g 4 S At - 4 JB A S8 A 4, i S8 A il &
A BRSNS, B AR B A, A A A A B AL, B
R - 4 SR R A, sk PR B0 i RS, W & SR DR IR A 2, A PR &V » ok 42 S8 AT i - 4 S
AW, AL A A B AL, B B ), s SRR | S B R
[0098] Bk H] LAZE TAL&4) (1) DAKLYSEEE/R &AL, B WILAZ) 0. 8-1. 2mol/mol 4b5 4
(D) EAEH, 8EEFAE (1) DE A A, 1 a12L2y 0. 001-0. 2mol/mol 444 (1) 1)
BATH . AR, AT LLIE T (T Ak &4 LRk B Ad T, 4 4n AR 7
[0099]  J& ik I B, G 3 s mT LASE AR N @I F= 9 T B 5 e A B R IE e —4— SEFR R e
SERE T B (TTT) A 3— pa AL A JEAL e —4— FEFR R TR .
[o100]  ZEfI#& (I11) A EWIA R IH 7 MRk se i 9, 8 (D (a5 (V)
(RIS 0 S S AE R AFAE N HEAT o BRE SOV A 4 H 22 1000ppm /D &K 28 . 4
RIBIK G B, AN BT RV I FE PR 7K o
[0101]  SNREWII/K & wiE s AL 50 7R % , 285 AR 30 768 % , JLHANER LT 15
%, I HLHH 5 0. 1-50 7RA %, A1 0. 5-30 A %, JLHZ 1-15 A %
[o102] X (1) L& N H fEKAFAE FAE -80°C & +100°C R R HEAT . FEFRIRSE
W77 G, 78 RN IR PR S e o -50°C 22 +20°C, JUHLE -15°C 2 +10°C, FF HAE R MY
AFEA R R +10°C £ +40°C IR, JUHJE $2 i 3 %38
[0103]  #3X () tEWI RN AL K FIRAZAE T 3T, WHZBILIEE B ERTEAE ),
T B R 8 B B A R R 1 B R R A A B xR A A,
NaOH 8% KOH. *f T H &, Fd A& o
[0104] 44X (1) b A WEARAFAE T RPN, A8 & B 7532 LA R GF e, Biad o 2L 2 /b
13
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60% , ' LAZ D 70 % ORI (TTD) 4B, Bhak, 25 R HA AR H & 3, W%
T RSt 77 ZEAH A 0 R 5 pei 8 AR JELE e —4- JE IR R IS UA iy B, R DL 22 /b
2.5 1 LEEANERDS L 3- AR FEME M —4- FLERERNE /5 pi AR FEIE M —4- R
MelELb AT 21X (11D &Y. EAERAEE T, BHEARERD 10 0 1220 0 1Lk
il o

[0105]  {EfI# N (I1D) WEWRIAR HTER S — ks r &h, X () hEws
X (V) WL AW I R HE AT K HBBEAT , B N IR AW 7K 5 & /T 500ppm, TGH N T
100ppmo  FTIR 7K & SEANTE [EAE N FE R TRUTI K 6

[o106] Ak (1) AL B N3 A T K M HEAT (AR & BH 7 V2505 1E -80°C & +100°C
TN T o FERRER S Ty S, 76 R N T LRI R 158 i —80°C 2 -10°C, JLH 2 -60°C
% -30°C, H AIE R NVITFEP R E T +10°C 2 +40°C R A, JUH R m = .

[o107]  FH A (1) AW SN FEA TE K AT (A & B 7 VAR BAFAE R HEAT , )iZ%
TRALE L B b w4 Je 0l 4 s ok B2 £k A S A AL, JG 1k B A LR, BRIk B Bkt
WE KRR TIPSR, ke 88 = 2. X TR &, BRPAEH.

[o108] A (1) L& SR FEA T /K M EAT B A e B 5 vE UL R UF 2R BRI
, (B LL2 > 80%, HHE A2/ 90 % MBCRAR R (T1D) (LEW. 1ok, & R HA RN
H B X5 MURZ 7 35 (02 SIS 75 ZE AR 0 X R 1) 5 A AR S5 E e —4— LR R IE LAAE & =i
M, EHE IR 10 0 LEE IR 20 011 3- xR —4- R IRNE /5-
P EENE M —4- FER IR AR LR 21K (T1D) E.

[0109] AT MR AW Ja AL BT (TT1) Ak &1 53 2 LU B8 R T, 49 il ol
FEEEF), AR T B 25 ), I B K AR i Ak 3 B o X e e () A o A9 ] AE
b g5 BRI T B ARl Pl C A LM B IR AP IR 2 A R4S E) .
[0110] X (1) AL AW EEAL B i AR P FEE ML R TR S 1 5 DL =413 21 X NHRPR I % o
I T DU R A AT SR AR 51 CAN A8 VA 3 O HonT DU PRl (1D e
Mo 2 NHRPR® [0 1 43 54810 Gt ] DASE el 8 20 25 5 VA AT il ik 184 pH (9 9iie s@ 26
B,

01111 WL (TT1) 4b &4k i 15 345 B 1) — 5 T R B R IRt e —4- FRIRTR .

[0112] AL, AR BHE 7 — 3800 L — R 428 (V) Bt —4- R v
[0113]
R* O
X! OH
X2
N V)
\
R5

[0114] oAb RO RX AL X HA iR Lz —, i Ak 7 4 gt b pr e Uit
(I11) WEWFHREATIRAER A Q1D (AW B E RER], I E R (V) KRR .
[o115]  TEflN (V) AL EWIA R B 7 R kst 5 2, 28 (TT D) (LA DA AR
BT iR R R NIR EYE AH & A &2 (TID a9, BEC (T1D b &Wiles &
HAEBIKAETE S (V) ALE P S NAE BT 18 16 B 232 DUAR R 7 2T

14
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[ot16] A& (I11) FEEE 68 B /KAf R LALE B MR AL R B A ME 250 R 8L 55 41 T7 X
AT 4B (1) WLLERATH, B B a0 o 2R, W] LUMEAE 23R b) 15 2K
RNARG WA TG TG ERR B4 R o s 2 5 A& (TTT) EW i WV

[0117]  fEdb&4) (T11) PR A, G880 FH A 8 S A A s+ 6 B S S e in &
AN S PR B E A, DU B L A K s T B < S S A K VL T
HJE NaOH /K sk KOH /K RACEE S (TT1) Ab&4, B RZER ¢ 4K i, kAT .
[o118]  FEAMEAKAET, X (11D (&Y SR LEE 4 0.8 ¢ 1-1 1 10, LHEK
ZYSEEEIR, BN 0.8 1 1-1.2 ¢ 18R, B R] e A MR i K &, Bl 2 £ 5mol/mol
taEw (111) .

[0119] ARt ZK Al FE AR RE TR BRI P AT o B T /KA, A 38 IR B 77 B0 5513 A T ik
Rl a2 A MLV 5 /K RIR G o XTASAS 8 B BV ) Se o) G H 2 Bk ¢ -C, B, DL B
[0120] I3 A2 HEAR MR 30, 49 a0 D5 e J 2 tn 28 L R R R B (B ) IR TR
Rt Ot SRR S .

[0121] AP /K AR IETE 20-100°C I A N aEAT o R FE bR IE W A B FS SR o, 254
FEARNAE R AT . IR RNV A 100°C, JLH AL 90°C ., fEAICH,
SN N TR R e T s It B DA S P i PS4 5 4 (R PR R T o S N 2% A1 PR e 3838 AT S
P T4 0. 5-12 7N, JEH R 1-6 /N o

[0122] A& (T11) HIBETE TR ME AR AT LASRARL T 0 R 2 1k R K A 22EA T, RIAE AR b B
2 v B IR AR AEAE R AT (#1122 J. March, AdvancedOrganic Chemistry, 5 2
hiz, 334-338, McGraw-Hill, 1977 K HArfro | I SCHR ) o 2 N b BT iR & 7 /K FHE i
TAPVE B KRE W P AT o 518 BRI S 0 S IR It R A AL I 6o P 2t 1R
B PR B IR LA A R ME 18 1 AC B IR 55

[0123] & IE K FEAEAL T BE /A A 4 e AL ), AL B, — AR S e e Bl — R L Uk
Fot 5 4 e A L A7) A B L LR B BRI L R VR S )

[0124] R (V) JEIEH#L 0  vEwnd i 28 T pH PTIE SOl I A U & .

[0125] L&t R ERAS FHAR B PR 500 5 7K TR A W AE R S A o B e 3l A R ) A2 AR AR PE pH
AT DAAEZKAH TR v o3 2 20 (V) B9R, 4K e i i 1 1 IR 1 pH DAL 44 T8 XMz K s
DUUE . A7 DAE I AR B 7 G5 R AR G AOK g (T1D) A& A 7ot 43 25 X
(I11) B4, WIZFE 7 DAAE 73 B8 1A HLAH 0 v B2 S5 0z A A i &= 2 1 X NHRPR
(R, I HazhanT DOH T3t (TD 4659,

[o126] X (I1D) F1 (V) HEWIE S G KBTS AL G4 KBS R 4L -G8, 40
FH Tl 28 3— pei A PN e —4— RN, JUH A 3— piAQ A IRt e —4- BRI i

[0127] T8 ik 4 5 PR LBk Fik i 5 D e Mk B I T il % P9 % Tk () -6 36 77 32 6 AR 40 e
FARN M F A2 S AN, 40 40 i 7 Sk B g | A B E0E BOR 240, 1& H J. March, Advanced
Organic Chemistry, 28 2 hit, 58 382 T M P 5 4% i, McGraw—Hil1, 1977 F1 Organikum, 25 21
Jii, Wiley—VCH, Weinheim 2001, %5 481-484 BT ¢ H: o T 5| FH A SCHR %0

[o128] W] DLJd it 1% 34 42 il 2% 1) 3— o A A AR bk ek —4— R T Ml 1 S 40 2 N-(2- RUER
Pk —2- FEOR 2L ) -3- R A —1- A b v —4- L R iR N-(B 7 .47 .57 - =

15



CN 102015653 B OB B 12/16 7T

BE R 2- )3 PR -1 AL e 4- R EELON-(B .47 .57 - =R
K =2-F ) -3 (CEUH 5L ) -1 A 2Rtk M —4- 3% A e N- (3 ,4' 5 - = BB
HK-2-F )3 R L -1 ALk m —4- 3 T WE LN .4 .5 - = RUBE
2R 2= F ) =3 (— G T AR ) -1 FR B bk e -4 3R R i N—(3 47,5 - =5
BeoR —2- B ) -1- AL -3- g A AR e 4 JE R RO N-(27 L4 .5 - ZRER
R -2-3) -3 AL -1 AR M —4- FE W N- (27,47 57 - SRR -2- 55 ) -3
WO -1- AR —4- B N-Q2 .47 .5 - SRR 2- &) -3- ZHE A
BE-1- FIEE M —4- FEFRWERLON-(27 47,5 - EHEBERE 2-FE)-3-(— ' ®m T
B)-1- B —4- EFWERELN-Q .47 .5 - ZHRBE 2-H)-1- FE -3- =
G SEAL e —4- FE R EERL O N-(3' 47 - TR -3 FUA R 2- 3 ) -1- 3L -3- =
e —1H- mE M —4- FE B Z . N-(37 .47 - & -3 R —2- ) -1 B -3-
e —1H- ME M —4- LB N-(37 .47 - 5 -3 R —2- ) -1 L -3- =
e —1H- ML —4- LB N-(37 .47 - R -3- PR —2- ) -1 L -3-
S -TH- e —4- FERWERE N-(37 - &l -4 - /-3 R 2- E ) -1- B -3- TR
AL —1H- AW —4- FEFERZ . N-(3' , 4" - & —4- SUIE —2- 36 ) -1- gL -3- A
B —1H- oM —4- FEFR WL N-(3' , 47 - TR -4 AR —2- 3L ) -1- AL -3- T
B —1H- oM —4- WL N-(3 , 4" - A —4- R 2- L) -1- I -3- T
e —1H- ML me —4- FEFREERL N-(3 , 4" - TR -4 UK 2- 3L ) -1- I -3- T
B —1H- e —4- FE B N-(37 - -4 - -4 BB —2- R ) —-1- IR -3-
G —1H- AL —4- JE AR A N-(3" ,4" - & -5- FUBEIE —2- 3L ) -1- B -3- =4
L —1H- AL —4- JE AR A N-(3" ,4' — 5 -5 FUBEIR —2- 3L ) -1- B -3- =4
L —1H- AL —4- JE AR A N-(3" ,4' — & -5 SR —2- 3L ) —1- I -3- 4
L —1H- ntb M —4- FEFEEZ . N- (3" ,4" - 5 -5- BB —2- ) -1- R -3- R

L —IH- L —4- FE R IR N- (37 - 50 —4 - 9 —5— SRR —2- 55 )-1- 1k -3- —
TR - LH- e —4- SRR PR L N-(4) - B4 FUBER —2- ) -1- FAE -3- =
L —IH- LM —4- FEFBEE N- (4" — 4 -5 JRICA —2— 6 ) —1- Ik —3— =9 % —1H- it
W —4— FE LR N-(4" = 5 -5 UK —2- 56 ) —1- AL —3- =303k —1H- nibmg —4- 2%
PR N- (4" - 5L —5— JUIBR —2- 5 ) —1— A3 -3— =98 3k —1H- HiE M —4— L AL
N=(4" = G5 —6— JRIBEZE —2- 3 ) —1- A3 —3— =G50 I — LH- MMk —4— S5 ARG WN-[2- (1, 1,
2,3,3, 3= NTNAEE ) REE 13- SR -1 AL -1H-mEmk —4- FEREE R N-[47 - (=
BB ) B —2- 35 13- U3 -1 I3 —LH- e —4- LR EERL . N-[47 - ( =5
AR ) - oK —2- JE ]-1- 3L -3- = L —1- FI O —1H- ke —4- JE PR3- ( —
SR ) -1 FEE -N-[1,2,3,4- P& -9-(1- FE: 236 ) -1, 4- W AL 25 -5- JE 1-1H- ni
W —4— BEFERE N- (3" — 5 —5— FRIER —2- 45 ) -3- ( TR AL ) —1— A Jenth s —4- S P
J\N-(4" -5 -5 IO —2- 25 ) -3— ( AR ) —1- FIkatm: —4- EE P EEE N-(47 - &
BROR —2— 58 ) -3 ( TR Ak ) —1- FRAEnEMe —4- FEFIEE N- (47 — UK —2- 45 ) -3-(—
T ) —1- IR —4- SRR N- (47— BURROR —2- AR ) -3- ( RUFER ) —1- R
M —4- FEFBERG . N-(3' .57 - R 2- FE) -3- ( A I ) -1 RN —4- S
PEf% « N=(2- G0 —4— R FRFE ) -3— ( 3L ) —1- F3RnLme —4— B FFEERLG . N-(2- ) —4- 58

16
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AL ) =3 (R AL ) —1- AL atmg —4— S5k PR g A N- (2— it —4- i ) -3-( 7
B ) —1- AR —4- REAELR .
[0120] I 33 ik A R Al 1 5 It 451 B ¥ 4 i D AR A ) o

S f51

[o130] 1. #l#:8 (D) &Y

[0131] & 92 1. 1 :4,4- 9 —3— 54 —2- (WREE —1- =W 3L ) T WG ek
3- WREE —1- JER AR 26 (99%, 8. Tg,50mmol) F1 KF ( Wi+ ) (4. 44g,76. 3mmol) JIA
100ml 2R A HIE] -30°Co SR JGAEZIRE F9IN R OB (98%,6. 10g,61mmol) .
¥R AREG AL —30°C N HiHE 3 /I, RIS AE 1 /AN iR AR = R NVIRE Y EE
F7K (50ml) Peik. TE B SAHZ G, ¥AAH A28 (100ml) ZAH—R. & IFF R aAHHH
T NaCl 7K ¥ (100m1) v, SR Ja 98 bR 25 503X DURE (459 21 4, 4- — 9 —3- %
2= (1-WRIE —1-FEW 2L ) TIRAHE (& :13. 0g sHRYE GC AT 91, 2% ;105 :94% ) .
"H-NMR (CDCI,) : 8 = 1.3(t,3H), 1. 75(m,6H),3. 3 (m, 2H) , 3. 6 (m, 2H) , 4. 25 (g, 2H) , 6. 6 (¢,
1) ,7. 85ppm (s, 1H) .

[0132]  hIASSZHEf] 1. 2 4,4, 4- =5 -3- S84C —2- (WREE —1- LW FHFE) TP
[0133]  H 50K 3- WRiE —1- LA MR I G (97 %, 25g,0. 14mol) F1 KF (12. 5g, 76. 3mmol)
oA 250ml A 2R R HI B -30°Co ARG R AR E T 9l AN =3 S BER (99.5%,18. 3g,
0. 16mol) o ¥ R NIBEMAE -30°C T HiHk 3 /M, SRJGHE 1 /b iR A R =0 VIR
YA ZEE K (100ml) Pei. M B2 ERKHA P (100ml) ZE—K. &IFF
AH, F NaCl ZK¥ ¥ (100m1) Peidk, SR G BR L0 ). DR (L A1S 2 4, 4, 4- =5 -3- %
R —2- (WRIE —1- FEWFIE ) TEFEE (& :38. 0g s GC (4l fF 98% ;W% :98% ) .
[0134] 'H-NMR(CDC1,) : 8 = 1.75(m,6H),3.3(m,2H),3.6(m,2H),3. 75 (s, 3H),
7. 65ppm (s, 1H) o

[0135] 2. #i|#%= (I1D) &9

[0136]  fhll4& Sl T11. 1 :3— i FF3E —1- B —1H-mE M —4- R AEE (7% 1)
[0137] ¥4 F R (0. 33g, Tmmol) ¥ T A28 (50ml) A HIF| -50°C. TEIAIEE T M & W
REW M 4,4- — 9 -3 A0 2-(1- WRME -1- R ) TR LR (85.5%,2. 0g,
6. 5mmol) 7EFZE (50ml) H . 4 RINVIREYILE -50°C FHid: 2 /N, SRS 1E 1 /N
B R REERE T ARG T ERZER . BERRUE T L8R LR (50ml) H1
HHZE 7K (50ml) e BAE VAL MgS0, ET45, SRR IR LW5w. iRk aih
3- TR -1- I -1H- kM —4- PR Ol (& <1 Tg s PE GC R4l :76. 3% (T
3= R ) IR 97% ) o BRI 3- RIS 5 mAARRI R ARLLE R 97 3.
[0138] 'H-NMR(CDCI,) : 6 = 1.35(t,3H),3.95(s,2H),4.3(q,2H),7.12(t, 1H),
7. 9ppm (s, 1H) .

[0139] il & SEiEfo) 111, 2 :3— —HFFE —1- FEE —1H- LM —4- PR LEE (R 2)
[0140] KR (35%,0. 95g, Tmmol) 5 FIZE (50m1) V-5 I E1 2] -50°C o 7E %I
] SV IRE Y RN 4, 4- 53— A 2- (1- WREE —1- R PR ) TR AR (85.5%,
2. 0g, 6. bmmol) & (50ml) H I o # R NIREWALE -50°C N iHt: 2 /N, SRS AE 1 /)

17



CN 102015653 B OB B 14/16 T

I IR ER . SRS AR T W SONVIRG W) B RV B R T LR B (50ml)
IR 25 PR (50ml) Pk, KA HUAHLE MgS0, b5, ARG IR BR 25951 FTfS kR
N3 TRV -1- AL - 1H- b —4- IR AW (& .1 T sARIE GC 4l :59. 3% (2%
T3-SR ) sUE :75.4% ) o BRI 3- RARYE 5- RARRI SRR LLE R 76 1 24,
[0141] IS SEHfifs) T11. 3 :3— R 3L —1— AL —1H- kM —4- JE I 4 (7% 3)
[0142] ¥ /KR (35%,0. 95g, Tmmol) 5 = Z % (0. 66g,6. 5mol) FFZE (50ml) V&
AIHAEET] -50°C. EZIRE M 4,4 5 -3- FA0 —2-(1-WRiE -1- R FE) TR
LTE (85.5%,2. 0g,6. 5mmol) 7EFZ (50ml) H IR 4 R NVIRAYLE -50°C FHEFE 2 /)
I, SRJGHE 1 /DB PR AR R . ARG EEUE N NIRAEY T R EEF. HRRET
LR LT (50ml) HIFH R T/K (B0ml) Peidk. KA HIAHLE MgS0, T8, 4R J5 vl i [ e 5
Hle FTSFRA N 3- R AEE —1- F3E - 1H- mfme —4- FEFER AW (& 1. 8g MR GC iy
g 64.5% (FET 3- MK ) K 173, 4% ) . AW 3- AL 5- BRIARI SR
RLeh 84 ¢ 16,

[0143] & SZHER] 111, 4 :3- ZHFFE ~1- FE -1H- LM 4- PR LEE (R 4)
[0144] % A /K ¥ 9 (35%,0. 958, Tmmol) 5 43 T ¥ (5. 0g) A1 A 2K (50ml) VR & FF4
WP -50C. AIZIEE R 4,4- 5 -3- A 2-(1-WRmg -1- T FHE) TRIEE
(85.5%,2.0g,6. 5mmol) 7EFZE (50ml) . B R IREWITE -50°C FHid: 2 /T,
RIGLE L /PET AR SR REHE IR S I pE R RR R IR RS T LR
LM (50ml) HHIFHEE K (50ml) Pedk. A HIAHLE MgS0, b4, 4R 58U B 2277 o
FASHR A R 3— 3 ok —1- 3L —1H- M —4- FE IR 418 (& 1. 3g s4R¥E GC (4l
72.9% (FETF 3- FMER) SR :71.0% ) o« BeRWH 3- RIS 5 FA A S A4 A LL 431
88 12,

[0145] il & SEfe) 1115 :3— @ F 3k —1- FEE —1H- mb g —4- R LM (7% 5)
[0146] ¥ F KW (35%, 1. 03g,8mmol) SEEAW/KIHEI (10%,2. 6g,6. 5mmol) Al
LI (50ml) VA IFFAHIR] -3C o fEIZIRE TN 4, 4- 5 —3- %48 -2- (1- WRig —-1- £
X)) THREEE (85.5%,2.0g,6. 5mmol) FEFZK (50ml) H . 4 IRNIREWLE -3°C
THEEE 2 NI, ARG AE 1L DI R R . ARG ERUE T NN IR AW bR . ¥
ARG T R OB (50ml) H IR 27K (50ml) Pk KE HIAHLE MgS0, L4, R 5
WIERRZEH . IR 3- P EE —1- P —1H- iEmg —4- PR 20 (& :1.0g ;
R GC AT :80. 6% (FET 3- Aafh ) ;U3 66.3% ). BRRWT 3- miafks 5- =
PRI SR AR L Ol 98 ¢ 2,

[o147] 3. #iJ& (V) L&D

[0148] £ Sifs) V. 1 23— A 3E -1 F3E —1H- nibme —4- LR

[0149] B 3— —GRUFIE —1- FIE —1H- ntkmg —4- FE IR 208 (1. 4g, 52mmol) FIE AL AM/K
B (10% K EE, 3. 1g, 8mmol) FIEEHIAE 60°C RHiHE 2 /N R NIRGIA HI R =R,
SR JE A AR SRR F pH AT 2 1o B R NTR G014 12 0°C, 15 BN BEMATTIE « K UTHER
[ A8, FER Ce il FRp s T4 o 3 DA A3 3 3— 9 AL —1- A2 —1H- b —4- 2%
R (& 0. 8g sit% :87% ) o 'H-NMR(DMSO-d,) : & = 3.9(s, 2H),7. 2(t, IH) , 8. 35ppm (s,
1H) .
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[0150] il & SEiEfol V. 2 :3— I —1- 3L —1H- b —4- EEFP R (RSN )

[0151]  7F -30°C M % OB (37.3g,0. 373mol ;98% ) 5| 3— WRhE —1— FE P4 ER
g (99 %,58. 1g,0. 34mol) Fl KF (WEZe T4 ) (29. 6g,0. 51mol) 78 F 2 (500ml) o [V &
o ¥ RNIREWIAE -30°C R HiRE 3 /AN, SRJEAE 1 /N TR AR IR KR NIREYH
FET K (400ml) Pedk. T4 ESAHLZ )G, FKAHH 2R (200m1) ZEHL—IR. & FF F 24
HAEPRH T4 229 600ml o H4 LA 7 2045 21 1) s W AE -50°C R 2 ik (17. 57¢,
0. 373mol) 7EFZE (150ml) "R o ¥ R NIREWTE -50°C T e 2 /AN, SRE1E 1 /)
B EER . REIMASEBIKER (10%,210. 7g,0. 527Tmo1) , FfK s VR A W) 4E
[FIALAATE T INF 2 /NI o FEAEN R 20T, 73 B AH o F R 2RAH A A /K (10 %69k
&, 100m1) ZEEL. KEKAHAIE, FHERIR (¥k) VAT pH oA 1 IFAHIFI 0°C o A UTTE I [ 4 g
H, FFR CRERig e 60°C FIUET . IXLL 56. 3g AEAT 89% M4l fE (MR ¥ & & HPLC)
23 3- ZH AL -1- L —1H- nme —4- LR (IR 0. 285m01,85% ) » T H 4R &
A< B e A 2] 5 41 3. 5g [E44, HAE & & HPLC £ 30% 3— — A 3E —1- 3L —1H- Al
e —4— FEFPR . "H-NMR (CDCL,) : 6 = 3.85(s, 2H),3.95(s,3H), 7. 12(t, 1H), 7. 9ppm (s, 1H) ,
[0152]  fhil&SZifo) V. 3 3 F AP 2L —1- FFE —1H- nfbmg —4- FEHIR (28RN )

[0153] 7 -30°C ¥4 9 S WEd (18. 7g,0. 187Tmol ;98% ) 5| A 3- WRHE —1- FE P4 8 TP g
(99%,29. 0g,0. 17mo1) A1 KF ( TMk4K ) (10. 7g,0. 25mol) £EFZE (250ml) IS+ . #F
RREYIAE -30°C R HiHE 3 /Mo SRIGAE L /DI INKHZIR G YRR R FIR . B RNIRE
Y22 E 1K (200ml) PV . 7R B SAHZ G, FKAHH R (100ml) ZEE—K . & IF
AHFFAEIR T e 4 2229 300m1 o A LU 77 2045 21 ) S NAES AR —50°C R in 1 R E (8. 79,
0. 187mol) 7EFZE (100ml) A o K K NIREWIAE -50°C T HidE 2 /M, SR 7E 1 /)
N IR W . ARG R SIR G I N S BK B (10%, 105. 3g,0. 263mol) , If
BAZIR A WAE PR AAT T 2 /M. fEA IR WG, 0 B SH. K BZAHF SU 8 LB
KW (LO% WAL, 100m1) AEHL . H/KAHEG I, HEhEE (i) W79 4 pH 4 1 742131 0°C.
BEUTTE I ARS8 Y, FH PR e JF4E 60°C PR T8 1X L 29. 1g [FEF1 89. 4% (14l &
(MR¥E 2 &8 HPLC) 153 3— 3L —1- & —1H- L me —4- AR (R :88% ). il
H 418 CBEAE IS WAT 2 J 41 1. Ag [l 44, HARYE & & HPLC £ 36% 3- A% -1-
FE —1H- ke —4- FEHR

[0154] & SZHER] V. 4 :3- RS —1- 3L ~1H- b —4- ZEFIR (328 N sNaF, T
kg )

[0155] 2Bl T Bi—SEiifsl, {045 NaF 1E & HE SRR FIELE T AT IR

[o156] DL 27. 5g a1 91. 6% M4 fE ARV & & HPLC) 733 3— — 9 P55 —1- 25 —1H-nit
e —4- FLHIR (7758 :86% ) M LPR OERAEIERAT RN 7540 L. Tg [ 1A, HARYE & & HPLC
5 40% 3- R —1- 3L ~1H- e -4- ZEFR.

[0157]  #Hil&SLiEfo) V. 5 :3— RS —1- 3L —1H- mEmE —4- EE PR (BR8N s &K
JWE)

[0158]  2RALLT-Szjitifs] V. 3, {HAF 35 % W FE I & /K M IEAE R AT iR 56 .

[0159] DL 24. 1g &N 70. 8% M4l fE IRV & B HPLC) 433 3— 9 P28 —1- 25 —1H-nit
e —4- FLAER (e :61% ) o H SR SERAHCIERAT R 54 5. 3g [ 44, HARYE & & HPLC
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BE21% 3- ZHFEE —1- FIE —1H- b -4- ZEFR.

[o160] il & SEHfs) V. 6 :3— =g AE —1- FIJE —1H- ke —4- SEFIR (RO )

[0161]  £E -30C ¥ =% LB (18. 3g,0. 16mol ;99.5% ) 5| A 3—- WRIE —1- FETA 4 R
fig (97%,25g,0. 14mol) F1KF (12. 5g,0. 51mol) 7EF 2K (250m1) H A o K SRR B
1E =30°C FHiH: 3 /T, ARG HE 1 /NI TR R EE . B ROVIREWH LB T /K (400ml) ¥
Bko MY B Z ¥ AKAHH 2K (200m1) REHL—IR o A I FFRAH HEAE DR R 46 2229 600m] .
¥ LU 77 A3 B 1) S NESEAE -50°C R i IR FE (7. 4g, 0. 16mol) 7E 2K (150m1) A%
W o W R NIRAWLE -50°C R PEHE 2 /NI, ARG TE L/ iR AR =R . ARG IS AL
BRI (10% R E, 69. 4g,0. 17Tmo ) , FHE S NVRAWILERIFAAT RNk 2 /it 7274 H]
RERSG, B B PR AR BIKE I (10 %W, 100m]) ZEEL. K KAHE I,
MERER (k) PR3 pH o 1 IRAEIRN 0°C o REUTIE I A8 H, FI R Cedii JE7E 60°C R
PR T, LL 21, 8g A 98% M4 (FRHE 'H-NMR) 153 3- — 5L —1- F3E —1H- it
e —4- FEFAEE (e 0. 12m01,81% ) . "H-NMR(CDC1,) : 6 = 3.95(s,3H),8. 45ppm (s, 1H) .
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