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[0076] j@[ I (la)

[0077] L%ﬁﬂﬁﬁﬂ%ﬂ%ﬁu?“ﬁ(la 1) B 25 35 SRR B, How T H R AF HR ANHe [ 2K
(D) K2R IR .

[0079]  EEFHIOLTE &R R (Ta. 2) (28 I wBBRER , Hoxt BT H P REAIR HF HR* AR
R ZEENHA 2 (1) (2 3 e i

10
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_ , : i =
[0080] (la.2)
Raa > g [lv W
R*

[0081] = (Ta.2) FHIR™ L X 2 , IEHLIE F9NH:
[0082]  EHFHIMLIEHI% W TR (Ta. 1. 1) (K2R IFSBBRER , Hox BT H PR REFIR MR, RNy
NHe LW AORI 2R (1) 1) 28 - wigz .

[0084]  SEREAILIE G R R Ta. 1. 1. 1) (I FRBRR IR, Houf BT H PR RPHIRY AR, R
JINHz, R*H EW A0 28 (1) f) 2K - wIRIg i .
F

v F
_ I (la.1.1.1)

||V O
H
[0086] AR BRI I T3 (Ta. 1. 1.2) [ 3 I mBENH, Hoxf B T HerpRY REFIRTAF, R

J9NH2, R*Y0H HW90R =X (1) (1 2K 3 s il .

F O _
Y,

[0087] - (la.1.1.2)
H,N N/\\o

|

OH

[0088] A B il &t N 2 (Ib) (428 3w I , HC B2 T e b R*NHAfR 28 (1) 28 9T
I i

RZ

__ , (Ib)

I]\l W

R*

[0090]  BHF AL B4 1 20 (Lo) 1 2wl ], Hoxe 2T 3 AR 0H 28 (D) 285 5%
W o

11
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) 2
RT 0. _ RRg
[0091] (le)
R® rlq W
OH

[0092] X T:X (ID B LID A & & &, 30 (LD B (LD AW R i P S 77
ST B A T AL A MR Tl (D) BARER' R R R REFIWH AR L , B2 A1 BT
B A A AU R B X

[0093]  RMfJLi%k NH:,

[0094]  JA4f%E YNHOH

[0095]  RMJLik Ay pd 2 \NH2BEINOz ,

[0096] 4 B AR IENH2BENO:

[0097]  Ju HAC#ENH:,

[0098]  JEfRI% AR 2 BNH:,

[0099]  HrAIMRIEX % s

[0100] AL Ay 2 EENO: ,

[0101] 4% B 1ENOs

[0102]  REANO:;

[0103]  RUAIRPAH T A7 A Ci—Cobpdit « Ci—CoBUIE BRI L Ci—CofR FE bR 3L L C1—Coe A I —C1—Co
B\ Ca—ColRJoe it AR FL B L , L rpy IR R AN L PRAH T 0 7 Rl B R B 3 4 1 -3 ANk B
% 2  C1—Colyt 3 B C1—Ce ot 8 FE 1) BUACZL BRAE,

[0104] R HRORRS EATHTERMING F R LR S 1A% E OFINKI &b 24 1)
YLFIE 75 1556 T IR , HoH iZ IR T I 4 1 24> Cr-Coe S UL HRAR 5

[0108] 5 50 36 HH T 00 37 M 9 Cu—Cale diE L Cr-CaFR AR 3L L Cr—Co i B I —Ci—Cale S B
[0106] LA R FEIR AR B HUAR B B 1 -39 H 1 3R Ci—Cafit B Cr—Ca byt S R 11 HUA QS L
R, TR SR AR AR,

[0107]  BLERORRS EATHRE RN F— i RN % & A 1NN R T RN 35 ik
560 , H A IZFME M 4 1 -2 Cr-Colst LR L AU

[0108]  IRAEAIPLIER (TTa) IR A O6f T30 (D) , KR R*FIRY AR, RVHIR® N0
HWHO) -

Fe o _R°
[0109] N (lla)
F olp
» . F R
O,N’ ~ "NO,

[0110]  HohAF BRRRPEA I EFrE & S0, SRR IR 3

01111 Btk FRAFFIR (1Ta. 1) - (11a.8) (AL &, Hh A8 EROHIR—i2 B A5 A
I —A4TAréa & X (R Ta. 1-1Ta. 84L& ) s LA K A A8 EROFIR A 52 AU H.20 & 3 HL
FERE T 0T B b 0ok AR BH T v AL S 40 e ) HE 2L

[0112] %A

12
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IIa.1 | CH; H

IIa.2 | CH; CH;

IMa.3 | CH; CH(CH,),
[01131 | Ila.4 | C,Hs C,H;

IMa.5 | -CH,-CH,-CH,-CH,-

I1a.6 “CHZ‘CHZ"CHQ-C HZ'CHQ-
11a.7 -CH’Q-C Hz-O-CHz-CI‘Iz-

[Ia.8 |-CH,-CH,-N(CH;)-CH,-CH,-
[0114]  BEERHILER T 1Ta) EIE S O RT2R (ITT) , HrhRY RPFIR® J9F, R MRy
NHo HWA0) -

[0115]

H,N
[0116]  HohAF EBRORIRPE A0 ErE & S0, SRR IR 3
[0117]  Ffhik FERBFTFIR (11a.1) - (11a.8) WA EY, P ERAR—LES
B —ATHTdh & X (R1TTa. 1-11Ta. 8(6 54 5 YA R Kb 25 EROFIRP ) 52 XA A&
Mot ELAE R RS 50T 9 5 bt Ak B T VR ANAL A A ) B

[0118] B
ﬁ’ % RC RD
IIla.1 | CH; H
Illa.2 | CH; CH;
111a.3 CI‘I3 CH(CH;)Z
[0119] 1113.4 Csz Csz

Illa.5 | -CH,-CH,-CH,-CH;-

111a.6 -CHg-CHz-CHZ-CHZ-CHZ-
1113.7 —CHZ-CHZFO-CH?CHZ-
a8 | -CH,-CH,-N(CH,)-CH,-CH,-
[0120] AR AINEAFEPA B TRE—IE ) PP O IR DEIR (1) ] .

[0121]  7E58—A BIR (1) ] Al (T RIS FEAL & ) 538 550 e B2 mi 45 2108 (T1T) i &
UG-

[0122]

W
A 184

X Owgi;,l\rﬁ F A
A _,__RBRZ R”

an
[0123]  Hrp & BUARE AN A ST 58 o

13
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[0124] A3 3 JE TR AN 26 AR 1 SE 49 B SCiik 0 %0 HOJCHE T BLAdvanced Organic Chemistry
(gw%3] .March) , 584/ ,Wiley—Interscience,NY1992, 551216 70 M [ J&5 7% 1 s B¢ Organikum,
52202, Wiley—VCH, Weinheim2004, 55626 11 K B 5 & 5 h 4R 3] o

[0125]  HE SR IE JE W15 3% AR HD B0 B BE L BK BT BUE I 4 B Sk R S A Bl 1
FEAEAL L A B 2 ik R R S R B A BT (borane) BB LA (borohydride) « H Ak
S FE B BT L AL AR AR  Ba SO AT L I B L A AL AR B L A A B (TV) S Bo 82 Ak
BRI AR AT -

[0126] &3k JF R ) HoAhs2 9 2 B n R BN &8, W'k Bk 8 B Ei e B S s b
(ID) , B SBRWEERE L RA 5 .

[0127] A3 i Ji 57 ) oAt S22 BRAL & 0 P B R 8 S JE 1 8 R AL BN L IR L AN 2
itz .

[0128] ik 550 B A R, AT AT Ao IR , (0 AN s 2L

[0129] BT JE A S AR, X (T1D) B2 AL A W] LLAE I AR < 5 22 /0343 T4k
ja (1) B 25 7 PIBMR B  SR 1, 25 1 PR, D] DAASE 3 B i 7 R X (D) 1 2 o
[0130]  HJLask F s Ji 7R 456 5 i 34T SR AL BT W Ba SO AR AL A 1 14, S &
WERBMA AT TE.

[01311  JuHARIE KL JFE )2 Sk R s B A A 1K 7 2.

[0132]  BEPLERY L JFE 2 Sl H 51 o2

[0133]  BEPLUER G JSEHIEH SR A A1 7.

[0134]  Zik 7 RV -5 & & EAAHA G 52 & 3 B fa Ab 2 H R
IR E = R &= .

[0135]  ZRSCHr AR TE R L ABE A Fk A W WpEcsE 2 B, DLk P RR VR A4 - 45
LT FH— Pk IR 57 .

[0136] PRIk, ZEARr A% ) SE e 7 2, £E AP B (1) v (i I — i SR 551

[0137] X (I1) WA EEAL G4 5 38 JE 7)) BE /R LE G 1 2 2-15, ik 1:2.5-10, BEALIEL :
36,

[0138] =X (IT) WY REEEAL 547538 I A ) BE R LL 3 9 1:2-1:15,f03%1:2.5-1:10, FEAL
i%1:3-1:6,

[0139] DI G) AlAERSE I TFTHEAZ Z 2008 kS L2108, MLk 2 262 (1 F
RN #AT

[0140]  JPR (i) LIRS T 7RI pH R , R IEAE1-6 I pH T, R AR AE L -5 pH R , JEH AR
FE2-ARpH T , BEARIEAE2-3 [ pH N 4T

[0141] AR GEAN AT LLIE it bRy 7532 , 461 ane o Ja] 30 14 Bd: 2 I &= pHif 1 58 1%
pH,

[0142]  FEA KB TTIER — AN SEiET7 2 , 7E 2 B (1) a6 2 BB a6 58 % pHIE B TR
L)1 e Ak A N B P R A L T T

[0143] A& EE & THLEZ (inorganic acid) fNELER SRR SRR | T PR B IR s oL
M (mineral acid) GN#EhR HREREUANE ; DL SCHHLER G0 IR LR AR B IR Y A R 7R
ORI R AR T PR AT AR T

14
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[0144]  fRuEHIR R 1 LT & M NI Z 1 .
[0145]  JuHARIEFRIR .

[0146]  FEAK BT 5 —SE ity b, 4 A R M Jr g e & al (D) (R IR AL & W I AE
JEALER 2 JE S A %K (D) RIS EAL S HpHME T 7, i B A b3k S FE 7 (0 pH i 745
VTR (1) th AEZ G F IR AT REIF AL B2

[0147]  HRIEZSEHITE

[0148]  HRi% BT (i) 7EV TR AT

[0149] &S HT 25 () P RIERI SEB S K, BE W B L L% 1 -TAEE 2-TA R S 1T 1%
O-THE TR BT R 2- LT N AU TR SRR I T 20 R R
TR E RPN LR LS LR IE T B Z B RS Bk IE T
FLTk AU T L HR L (TBME) L PY SRR (THE) L1, 4- —=&ix 1, 2- —HA R 25 8RR
B FR TR s AR BTV BN, N-— R 5 B R Fie (DMF) \N,N- T JE FR i N, N- I 2,
Wi f% (DMAC) 1 - FE—2-Mtn& Be il (NMP) 1, 3— - FF 3£ -2k e b2 i (DMT) N, N/ - —H VA
R (DMPU)  —FF IEAR (DMSO) 21T 1.

[0150] 32 0 ¥ 7060 5 FF B R 5 0 — P 26,

[0151]  REARLER VA AL FE FF B AR oK,

[0152] A< SCHT A AREVE TS AR R v 70 p RN E 5 2 MR 44,

[0153]  fu fd Fl RS/ F 2RIR A B S/ — R RIR A,

[0154] 4 B4 3 FH FP I/ PR RS0

(01551 TR (1) 35 7E0°C Z VAR W A1, PR 20-55°C , L H AR %35-55°C , AR £E35-45
CIRIEE T 3T

[0156] 3R (11) KRS AP ] LA it — B 00 R ik 114

[0157]  ZE55 B DB 1) ] ok (111 MR FAL & 5% R B3 B (D 128 3F el
R -

W 2
o C
N O#?N’R P NG A
[0158] RzR}%D — I
R R’ RN w
an m R

[0159]  Hid & BRI QAR SR e Yo

[0160] & 3& 1 B A2 A HLERE LR

[0161]  HIEAVERMSLHEF R AR N TR OIR BRI .. C K. 5K R E
U LB RO R SR LR SR B T R A3 R R R T
R =R R Bl IR (o B IR - (o R be) e 0 i (= (= P el I8E) P i) A T
PR 2RI IR o) FY 2R T R i 2k JR T PR B, i 2k PR R

(01621 AT LR )52 1R LR LR LU0 R R R IR DL A
W 7~ T PR R 7S RV T

[0163]  fRENERELFE 2 BR R ER SRR W W IR L IR ER AN IR

15
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[0164]  TEARIEN B EFE IR IRIR A 2 PR

[0165] jr:ﬁ%iiﬂﬁﬁﬁ%ﬁmﬁnﬁﬂz

[0166] AR SCFf FHARE BRIEE0 45 LAk G4 PR AN BT 2 B, s PR AP VR A4« i AL
1A H— PR

[0167]  [RItk, 7E4F BIOLIE A SL i 7 S, 7R 0 3R (1) R FH— P

[0168] W&@E‘aﬁ%ﬁém\mﬁ FUGNDBU , {8 VR FHAH 24 BRI B9 BR 1 3R 1R » b4k, AN K
AR 5 50T DA — 8k AT , 3 5 B0 v 7 2R L T R A R 1) BEAEG I B 4 e A B AR = 1)
Yo

[01691 X (1) RUREEAL A 5 BRI BE R EL 3R N 1:0.5-10, A3 1 1-2, AL : 1.
[0170] =X (1) M RE3EAL A 5 BRI BE R EL 35 M 1:0.5-1:10, L1 1-1:2, SR IEL - 1,
[0171]1 {5 (1) EEFIh 3T .

[0172]  && TR (L) FRIEFIE &S T2 58 () ik,

[0173]  fRIERIVEFVEAEF RS LB TR B R R IR 2EAK

[0174] Eﬁtiﬁﬂ’]i’é?ﬂ@%ﬂ% H IR AKX

[0175]  ZARSCHT FIAREEFIC AR LRk &9 R Ek 58 2 iR 59 .

[0176] %wﬁn@ﬁﬁﬁ@@?ﬁﬁzﬁhﬁ@ Y

[0177]  {EfpESLi s S, 7EEAT P IR (D) A1 (1) Z [BIASZE B 5 7)o

[0178]  LI% (ii) i® %focﬁﬁmmm%51M@m8mjE%ﬁauﬁcmmfFﬁ
7o

[0179]  FE—ASEiE 7y b, fEA TR G D a5 (1D L&),

[0180]  7E 5 —skitiy &b, Al 1D MR A It oGP IR () rh 3 3110 v
REMBEEHTDEGD) .

[0181]  fEH il J5 I A FIH A 1 o AR Lk SEi 77 B, G (LD
FFRVE TR A A S SAFAE T AE0-200 , ARIE0-5 L (1) & 7 R 7E20-60°C , L4045 CHY
18 JE R BERE2-8/NI, ide 3—4/Nm) o £E 25 B8 (i) SE B ER 0 5E 2 )i » BBl VSR AT BE HY
AL T SR B TN R FF05 s S VR A W AE 20-65°C , 365065 C [ 18 & T 4 EE0 . 557N,
PLik0. 527N .

[0182]  FEIRAK B 5E B B 4 € A S » T DA A BIARHERE A i b 2R AH BV A4 L s
AR RERL L 98 K E AL ER L ZRBR VA A/ B A R MR A X B g VAR T DA A LA

I
= o

[0183]  YEARIESZHE T S, S BV A W18 B = I I8 AL R o A3 S8 VR A pHIE 35 22 52
TR, LI T-10, ALY , FRF A FIEE 2 B 58 A2 28 B o P2 AR ), ARIE VR H1 20-30°C 1)
AN/ BN KT » ULiE I P i ik i g 4 5

[0184] RS 7 b, Bz A 77 ML A50-60 °C 1 I B VRS rh ok I 8
B R 22 22 IR R IR VR I pHE 79 22 R sl 1k , A3 710, BEARIE 9 o 7E A IK Z 5 7 AE
0-30"C F 3L B2 Y FHl PN PT0E o DL 1 =il i ok e

[0185]  FEARIGSEHf T S, BB AL R AN S B2V & %Elﬂ/)ﬁtﬁaétﬁﬁmzﬁiu%wm 08
(I pHIE 5 2 R e , IR 710, BEARIE9 « FE N IK Z S5 P AE0-30 °C 1 L 52 Vel P9 UL VE
DLVE R =it g
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[0186] 7=y AT WL AN 22 8t — 4 R 4 T 408 P2 T LA A FETKR MR B, B0 e T8 4 5
E et

[0187]  FEARMESL Ty &b, P Wimat Yiie 7 B9

[0188]  7EAK HIH 7, $0E T R (Ta. 2) FOZEFFwBIEER , 2o 52T 3 RVFIRY F H
ROHR™ g BN 2 (1) 10258 vl i«

R! o)
R Ok
[0189] | 7 (la.2)
R*

[0190]  Hrh

[01911  RUAHBKR 2 5

[0192]  R*™ i 25 BNHe s ARFE B 25 5 AR ENHz 5

[0193]  R*JNHBLOH; DA A%

[0194] W HOBKS.,

[0195]  %}TF ik (a.2) tb &M HI B2 &, X Ta. 2) (LA YIHIE: S5 SL i 5 S A0 T ST
Ho B A A A oot BT 2R (1) AR SR REFIWE AL

[0196]  FEAK M H—Jr 32406 T3 (Ta. 1. 1) K2R e i, Houf BT H AR RPFIR?
AR, RENNHe HLWAIOf 38 (1) (28 R 1 -

F o f
F <
[0197] I;[ | (1a.1.1)
N
R*

[0198]  Hr
[0199]  R*JYHBELOH.
[0200] T Ta. 1. DILAEWHHSLE, X Ta. 1. 1) M S PR BP0 SLE 5 A0 E
M7 B8 A L2 A ot TR (D) A8 SR R
[0201]  FEAKBI H— 5T, 324t T Ta. 1. 1. 1) B mRERER , Hoof BT H PR R A
REAF , R NHz, REAHEWAORI 2K (1) 1) 28 I e B2 i -

F

‘ 0
’ .
5 I (la.1.1.1)

ITJ O
H

[0203]  FEAR B B —J5 1 324t 7 2 (To) B 2R wBIs R , Hot B T H R AH0Hg X (1)
F 25 - R i -

17
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2
R. o R,
: R

[0204] m I (Ic)

R N W

OH

[0205]  Hrp
[0206]  R"AHB G % 5
[0207]  R*AHE;
[0208]  R*AHB R % 5
[0209]  R*JyH.pq Z=ENH:2 ; PA J%
[0210]  WAODKS.
02111 XT3k (o) (b AW %A=, 5K (To) A& W0 Rr L 3% S e 77 S8 40 T ST Hh B
HHE A AR TR (D AR ER R R RAWH AR,
[02121 X (I-1) MINH-2EFFeRags i O T2 (1) 10 2K B gR i , 2L R ANHe HR*AH) AT
PAHITF Al (V-1) i 4-BU SR -2 g i .
[0213] X (V-1) FI4-BUR AR IE 28 oz i ] LB I 5 (T-1) N2 - ek -5
A3 (VD) A IRLY S RL I ] 4% -

[0214]

[0215]  Hrh

[0216]  R*NCi1—Coft dk  C1—Coli KT IE  Ca—CoPR eI  Ca—CoBE M I L Ca—Cop A BE N I L Ca—Cs
JoR I L Ca—C i AR BRI L C1—Co ot S8 FE B Ca—Co PR f52 3 —C1—Co Jt 32k 5

[0217]  L*Hyk 2 5K0S (0) 2R’

[0218]  R"YCi1—Celie ik . C1—Copd AT  Cr—Colig I bE I . C1—Co it A FE—C1—Co i 3 L Cs—Co PR 2
J IR FE BN IR FE-Cr—Colse I , H rp 3% SR FE IR AH T 7 R e B B0 1 -5 i 2 L CN
NO2 C1—Cet 3 « C1—Colx fX 452

[0219]  FEBRCi—Ceit Al ) HUAC AR HUAR s DA AL

[0220]  R'.R*R*AWan b (g = (D il E Lo

[0221]  H Akt (V-1) 1 A-BUR I 2R IR e K X (1-1) (FINH-2 ok it ] LA
DAL, 9 DA B 4 B B £ 4 8 2k (alkaline metal salt) oM H, fiike L
B R R e L A AR AR (-1 AONH-ZR ez R 4 26, AR 2 I\ o

[0222] il %30 (V-1) [K4-EUAR I Z -2 1wl i Fir 06 75 19 38 (VD LA PIRT-LFm] T
a2 ] DL I AR A L A 7 3%, Bl Houben—Wey 11985, E11-2, 551084 7T il % .

[0223]  PHUL, AEA K I TG B i — Lk Sk it 7 2 v, 20 (V-1 194 - BRI 2 2 R 91
Ve i A 2ok G S 0 B 2%

o)
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[0224] i) {8 (11-1) (9 RS A4 -
W

RAL 0. A _R®
[0225] ’ it T}l (1-1)
RZ RP
O,N NO,

[0226]  HrpRYR*\R*\RERVAIWH Bl (1) T aE X
[0227]  5ifJ57 u&r”frﬁﬁiﬁﬁﬂ DK @& A A

{1H-1
H,N

[0229] ﬁEPRRR%RS\RC\RD%nwﬂuLﬁ a0 (1T BT sE 3

[0230] i) AIMRALFER (TTT-1) i & S 2128 (-1 N2 3w iR ; L &
[0231]  iii)ffaR (I-1) FINH-ZEFF Bz B SRR X (VD) b A B i 43 208 (V-1) (94—
BRI B e~ I eI

[0232] A& “I (VID BRI B 44 7 2 (-0 RINH-28 55 mR R g Ak (v-1)
(14— B 2 2R 95 ﬂ%@ﬂ

[0233] ‘ :\f (V)
H,N

[0234]  Hip

[0235] RN C1—Cobtdk . C1—Col FCKE L | Ca—Co PR bk | Ca—Coflh I 2 L Ca—Cop AU BRI 2
Cs—Cofe Ik | Ca—Colxi AR I L C1—Colse S I B Ca—Co PR i 3 —C1—Cobi 3 s BA S

[0236]  R'.R*\R*AWa_E g = (1) o g o

[0237] DR, 2K (1-1) AONH-25 3w R ok 5 T- 3% (VIT) B R -2 9w i, LRy
Ao

[0238]  DHitt, 3R (V-1) [ 4-HUAR 0 R 25 I F s i et o2 T30 (VIT) & 2 -2 9 i
B, Fe R ROARY, 5 AC1—Colse gk Cr—Colxi £ eI  Co—CoFR i3t | Ca—Co s 3  Ca—Coxi £ VBN
F Ca—Cobfe it L Ca—Copa FUBRIE L C1—Co it S I B Ca—Co IR Jm JE—Ci—Colii 2k .

[0239] X (VIT) f& k-2 3w i n] LU T k(1Y) 1) =R -2 I Rz i -

[0240] X (IV) 9 =R R -2 wres i m] DLl A b ROHBR ik (VI) Hh BT s SRIRTHY
(VI RS -ZRIFRE I 51, 17 -k ki (CD1) Al (VITD) (5 (%) BRI A 90 B 1
iill 7% -
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a ! R?
[0241] HeN N, W P4 Rj\)j\,ll » "N4 W
() R\.N)LN,R 2o
N V)
(V)

[0242]  HrpRYR*\R*.RURPGREVWAIZEID B =X (1Y) TR sE S

[0243] i (VIT) (RS- IFRRIGHER 51, 1 3t ke (1) A=l (VITT) (1 (%) Bk
A N SR (TV) 1 = B -5 5 R R B LE R AT A 3ET

[0244] PRI, FEAC K B V2 Rk — A e SE R 5 e b, 2 (TV) 1 =1 R -8 ) il i i
S PR

[0245] i) il (TT-1) ) AL A4 500 i R RE AR 21X (TTT-1) 19 — = B A9
[0246]  ii) HERALFESR (IT1-1) B9 &M AW mAE R0 (1-1) MR Z T8I R
[0247] 1) AT3EAE R (T-1) NH-Z8 5 wlR AR S AR 2 (VD) A& e piim 75 20X (V-1)
) A- A B I -2k I mR i s DL K

[0248]  iv) {FHAPRUAHERT R (VIT) R -Z8 I wRIE i 51, 1 —HkFL ke (CD1) Al
A (VITD 1 @) BRI AR .

[0249]  AEAS K W VLI 5 —Se iy & ob L JE a0 R A5 B Ak (T-1) AONH-2K 5 vl i 3
— A R (TV) 1 =0 - 25 5 g ]«

2
RY
Ay in I
}\N/go R4

z |
R5

[0250]

[0251]  Hrp

[0252]  RU:MgHEL X2

[0253] R*NXE;

[0254]  R*JHELX %

[0255]  R*H.C1—Cokit ik  C1—Coid ARAEHE  Cs—Co PRt HE | Ca—CoBEMRHE L Ca—Co
[0256]  p FUBEMIE \ Ca—Cole St Ca—Cobl AURREE  Ci-Cole S FE B Ca-Co P e St
[0257]  —Ci—Cefe st

[0258]  R°AH.NHz.C1—Ceft J B Cs—Colt It 5

[0259]  RONHERCI—Celiidi;

[0260]  WAHOBLS; DL A%

[0261] 7 HOBKS;
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[0262] i) AT (1-1) FINH-Z5 - wlres i 5 A AR (VD) LA R -

[0263]  R*-L7(VI)

[0264]  H.rh

[0265]  R*ACi1—Cofic It . C1—Copi AXKEIE L Ca—CoFR e L Ca—Co BN 3 . Ca—Col AU BE I 32  Ca—Co
I L Ca—Colxi AR AL L C1—Colyr S I BR Ca—Co PR f5e Je—Cr1—Co e it

[0266]  L*Apq ZBKOS (0) 2R"; BA K

[0267]  R7YC1—Celie ik . C1—Copd AR  Cr—Coli i bE Ik . C1—Colit S FE—C1—Co i I L Ca—Co PR f5
J IR FE BN IR FE-Cr—Colse I , o rp 3% TR J IR AH T 7 2R e B B0 1 -5 i 2 L CN
NO2 C1—Ce 5t 3 « C1—Co ] AT 2 B C1—Cobit S5 2 1) A R BUAX 5

[0268] 13230 (V-1) FI4-EUARI R -Z5 I w IR i -

[0269]

[0270]  FCspR!RERPFIWAIR (1V) o 22 3 A
0271)  REEE (V) P E s L
[0272]  iv) A (VIT) {9 42 2 5 vl i«

R O/ s
R

[0273] :\ﬁ (VD)
H,N N™ ~w

[0274]  HApR' RERPFIWENZ (IV) H BT 5 s BL K

[0275]  RUAHELANZR (VI) i LRIRT

[0276] 51,1 —%edk ke (CDD) A= (VITD (19 (5% BRAL &9 s i -
Z

[0277] R‘i‘\_/lk _R° (VI
N” N
H H
[0278]  H:rpR® ROFIZANZ (IV) Th T E X
[0279] #8338 (IV) B =ME FE 25 3 =R i
[0280]  fEfRESEHE T R, IR v) FERATAE T 34T o
[0281] =X (1) (K AEFAL AW m] LUE S FEBAFAE R OX) xR 2 B 5 R X-1) 1%

&Fjﬁﬁ?%iﬂ-
L R OH o\r\)L
'N’ +
[0282] R2"'R3 4D \/‘: t‘i
{1X) X=1) (1

[0283]  Hirh
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[0284] LAy 2 ; PA M

[0285]  R'.R*.R*.R*.R®.RC.RVFnWHn L= (1) s e Lo

[0286] A4k pkal (IT) AU RMSFAL AW 20 (X=1) Ay o 7] DA B i 7 248 1, 451 4 DA He
G JE B 4 e Eh S A, 03 DAL B L BB R A A A8 AR (X-1) I 19
£ WA DA IMAT o

[0287]  FEA K HRILIESL T 2, 3 (D) BIREEEAL APt (TT-1) 1 3L &9,
Howo BT H AP RUANO2MK 3R (TT) BRSS9

[0288] = (T1-1) ) —rEZE AL A9 m] DLE i AT =X (1X) 1 6 AR 2 B i 5 5K (X-2) B B AE T AT
PR R R LA 3 2R (XT) 19 55 4803 Z B et B 2R (XD A R HIU R 5 FIHNOs /HaSOakh 78
A XD E@%ﬁﬁzwﬁﬁﬁﬁﬁ-

R OH Rl by C
SN oy
02891 (1X) (%-2) (XI)
W
HNOs / HzS0s R\ o) \%%N’RC
, ‘ 2R" LD
%% i OoN 'N(§

(11-1)

[0290] H

[0291]  RYYHBEENO:;

[0292] L Aym ;LI

[0293]  R'.R*.R*.R®.R*.R° Wil E i)k (1T) s firsE o

[0294]  #Ak il (XT) (1) 75 482 2B e i =0 (X-2) O 4 m] LA DA #2043 5 461 2 DA L7k
& SR B 1 4 JE SR S, 03 DA LAy L B0 L R A Sk A 20 A L 2 A (X-2) I 1
£, A D5 AT o

[0295]  [RIUt, 7EAS R B 5 VLR i — P ik s 7 b, X (L1-1) 39 =g Ak & a4
N2 T

[0296]  a) 5 (IX) (X AR 2 BERE 53X (X-2) B M FERRAT AL T SN i A5 215K (XT) (1 5 4 2
R s UL

[0297]  b) #5350 (XT) s AIRYAL/BEREAH, W 2K (XT) 75 42 25 2 B i S5 HNOs / Ha S04 N
[02981 T2 (1-1) . AT-1) - (ITI-1)  (AV) . (V=1) . (VI) . (VIT) - (VIII) . (IX) « (X-1) .
X=2) B XD (&b %425, L T-D . T1-1D . G111 - (IV) « (=1« (VD)  (VIT)
(VITD « (IX) « (X=1) « X=2) B XD AL S P00 55 A e e sL it 7 S TN i B A AL 5
ST (D) ID B (TTT) (IASERY VR VR RERUFIWK I 6 , B 325 4H T 01 7 B30 A L4 4
BAETHE X

[0299]  LARIENCLBrEf 1, £F A& C1 8L Br, L H AL BT ;

[0300]  R*Jii%E N Ca—Colh BB Ca—Colki 1 Qb I , B A3 CabR I B Capxi AR I , AR 346 CHaC=
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CH. CH2:C=CC1 B{CH2C=CBr ;

[0301]  IEHLE N Ca—Cobft FE B Ca—CoFR kI —Ci—Col I , 45 ) DI 122 ok TR S IR A 7 e B
[0302] 3% A Ca—Cobhi S , BEARIZE Cab I s 455 T L1 CHaC =CH5

[0303] A% Ay Ca—Colxi ARBLEE , BRI o AR , i A1) I3 CHoC= CC1 B CH2C=CBr ;
[0304]  ROfJt3% AyNHa C1—Cot 3 B Ca—Cokit I s I AL IR B C1—Cole J2 s B A3 C1—Cofidt 5 B A
1 C1—Calot 3 5 i AL 1% CHa 5

[0305]  RODEIE NC1—Colitdi s B Cr—Cakit d s SR L% CHs 5

[0306]  ZflLidk MO,

[0307] &AL AS;

[0308]  R*iEi% FCa—Cokie I Bk Ca—Copxi 1 SR IE , B {1036 o I BRCap ARBR L , 4 I L3 CHaC=
CH. CH2C=CC1 B{CH2C=CBr ;

[0309]  IEHL M N Cs—Cof I T Ca—CoFR b FE—Ci—Coli 3 , 5 I DI A8 o TR S IO A 7 B
[0310]  JRfRI%E A Ca—Cobi S , EAR I Cabh 2L s 45 I L1 CHaC=CH;;

[0311]  3EARIZE A Ca—Corx AR , BRI Cal A B , 47 T e CH.C=CC1 B CH2C=CBr ;
[0312]  L*fidk M Z880S (02) R,

[0313] IR MCI—Colitdit SR B 2K I —C1—Cola it , o v % R LB AH T 7t SR g AR B
H W1 -3 Ci—Co 5t FE B IEEUAY 5

[0314] ¢S fik i 2 BK0S (02) R,

[0315]  HARTACI-Colr R TR 3L , Horp IR I IR A ol AR B 134> Cr—Cole L ERAR JE Y
s

[0316]  JuHALIECTBr.0S (0) 2CHsEX0S (0) 2 (CsHs) CHs o

(03171 AR HH T F71) i it 9] 146 A v A IR T3 A S e £934I e 461 PR o

[0318] 1.4 (1) 1928 I wIg

[0319]  SEHEM1.1: FH2,2- 92 (2,4~ AH2E-5-FR L) 1 -N N- - B 2 W e A 16—
FH-2,2,T-=F -4~ z;xa-ﬂl 4] vz -3

F. - O =

[0320] ‘ I

H,N ﬁ O
[0321]  [H2,2- & -2- (2,4- WS -5- LA L) -N,N- — H 3L 2. Bl (60.0g, 186mmo 1)
FEFZE (432¢) T AIVATR IR EPd (5% Pd,50% /K & &, 1. Immo1) « %R J5 I AMeOH (492¢)
B ZEAMAER AR OB JES) FT45°C R Hidk 2/ o 78 SN 5842 TG B BUE 775
TMAHRHCT (36.5% ,22g,220mmo) , 45 J52 N2 VR A0 N8 28 1198 FRARFR /N o 5 AL 771
14 pH FINaOH Y 15 2 9 7E 9 e T 28 BRMeOH. £ I K (200g) FH4iH: /NI 2 J5 5 Ui vE M)

H, K (100g) P PR FHEAES0 °C TR ok e T8 o DA €0 [l 4415 21 7= 4 (38. 9g , NMRZEJT Ky
90% ,160mmol ,86 % F=) ,

[03221 'H NMR (DMSO-ds,500MHz) : 8 (ppm) =11.9 (bs,1H) ;7.15(d,J=11.0Hz,1H) ;6.55
(d,J=8.5Hz,1H) ;5.28 (bs,2H) »

[0323]  '*C NMR (DMSO—ds, 125MHz) : 8 (ppm) =153.7 (t,J=38Hz) ;146.1 (d, J=235Hz) ;
133.9(d,J=15Hz) ;127.3(d,J=11Hz) ;120.9(d,J=3Hz) ;113.1 (t,J=260Hz) ;104.9 (d,]
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—94Hz) ;102.4 (d, J=5Hz) .
[0324] M1, 2: BH2, 2- 92— (2, 4- RS HE -5 R L) 1 N, N- — I ik 2, W e & i
6-F 2,2, T- =4 - AH-2E 1 [1, 4] w3

F ofr
oa2s X
H,N NS0

OH

[0326]  [A]2,2- 3R -2 (2,4 AHFE-5-TRORE L) -N N-ZH L 2B % (22.6g, 70mmo 1) £
F 2 (57¢) W I VAR P INNBRER P (5%Pd, 50 % 7K &, 1. 3mmol) « 4R Ji5 I AMeOH (79g) FIlf
% (20.5g) I IZIB EMARAR OB S ) N T25C R3S RPN T2 G
BETBUE 3 D8 AR I IR R K 2T B B R iE T 7K (300g) H1, 710 °C - pH HINaOH
6. 277 H 4R L BRI IR o FEMg S04 182 J5 e 285 £ 1R £ R DA 10 ] 4445 3] 7
) (15. 3g, \MRZE % /950 % , 33mmo1,49% 7 Z8) o ) A] LLsE i A Z Hr e 4l
[0327]  'H NMR (DMSO-ds,500MHz) : 6 (ppm) =11.75 (bs, 11) ;7.20 (d, 1H) ;6.85 (d, 1) ;6.10
(s,2H) »
[0328]  '3C NMR (DMSO-ds, 1 25MHz) : 6 (ppm) =149.6 (s) ;146.0(s) ;134.1(s) ;124.9(s) ;
123.2(s) ;114.5(s) :104.8(d) :100.2(d) .
[0329] 2. fi& = (1D KHE A
[0330]  SEZjEf2. 1 &2, 2- -2 (2,4- -SRI AL N, N- 2 B

O

[0331] F:@EO%N'CHS
O3N nof  CHs

[0332] eI

[0333]  fF =5 N [A/H2S04 (98 % , 34 . 5g , 345mmo 1) FIHNOs (100% ,11.0g, 175mmol) IR &4
N2, 2- 52— (3~ R4 L) -N N- I L 2 k% (8. 7g, 37Tmmo ) +iE EF E40°CHfAE
2R E T HAR RS/ AR EZIR A W T 10080k K b B UTiEMvE T50g B 25t 3 F125g
B AE B A o A I B9 WA S FINaHCOs Y R K e 6% o AR L T ¥ R 9 2 Ja LA
o i AAR1F 2K 9 (11.5g, B EHPLCAE & 982% ,29mmo 1, 78% 7= 2) . 7 FH ¥ O 45t /Et0Ac
(80:20) Fi-45 i < Ja P LA LA 43 A 2649 A3 2R o1 7 22

[0334]  7£0-20°C T & i K HNOs I AT B8 A 1 il %6 1 . 5g HNOs (100% ,0.976mo1) F1433.7¢
H2S04 (96 % ,4.245mol) (VAR (B & ERIK & :495.2¢) fE0°C F#5100g2,2- ~HF—2- G-FAH
AL N N- R W% (99% ,0.425mo ) 3E 75 31 [ b 25 8% H o AR FEFIRJE M0-10C 3K
ZMN236.9gIR AR 1) -

[0335]  7£40°C Rl S INA258. 3R AR (BE2304) o AL KL 56 BeiT FRASZIR S 7E40 C R
1RER/INE L8R 0 A 213525 °C N 1000g K 7K F1500m L FE 2R TR A o R 28 FI 100g
IKAI50g BRI Bt o 720 °C T 73 B8 45 A 5 7K /2 2408 R 2R A58, SR 5 238 . S IR A HLZ TG
BeAIR AERE PR 0 T A FH400g7K CAAUAHRY B 28 pHIE = 3) o ol A HIAH 1 I ACE I 7E Jak & T
ZEPR 2R K TIRR 25 o PR RAE R R VA WAS B 541 . 3g (it 2 S HPLCIN & 1) il 244k
BWIUE:22.3% ;77 %:88.1%) o
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[0336]  'H NMR (CDCls,400MHz) : 8 (ppm) =8.82 (d, J=7.5Hz,1H) ;7.52(d,J=11.0Hz, 1H) ;
3.26 (s,3H) ;3.11 (s, 3H) »

[0337]  C NMR (CDC13,100MHz) : 6 (ppm) =157.1 (d, J=276Hz) ;156.7 (d, J=34Hz) ;147.6
(td,J=3Hz,J=11Hz) ;136.9;132.9(d, J=9Hz) ;124.2;115.3 (t,J=281Hz) ;111.7 (td,]
=3Hz,]=26Hz) ;36.8;36.7,

[0338]  f4 fi:66°C

[0339]  SEEff2.2: A2, 2- i -2- (2,4- AL -5-FORNA L) N N-— 2 R 2 B

[0340]

[0341]  EAEITF T0°CRHaS04 (98 % ,261g,2.61mol) FIHNOs (100% ,107g,1.7mol) [KIVRE &

%EPJJH)\z 2- 92— B-RREE) N, N-Z 4K AW % (348, 130mmol) < SR S5 Z IR G4
IR = R 3/ R IR A T 7508 7KK | I TBME (250mL) 4% 7K AH

ﬁHTBME (200mL) L. & FFHA AU H K (300mL) 78 FINaHCO3 7 ¥R AN 35 7K e 5% - 7ENa2S04 I

T FE AR BT A ¥ R 4 i DA B A [ AR 15 27 )

[0342]  'H NMR (CDCl3,500MHz) : 8 (ppm) =8.82(d, J=7.5Hz) ;7.53(d,J=11.0Hz, 1H) ;

3.57(q,J=7.0Hz,2H) ;3.45(q,J=7.0Hz,2H) ;1.27 (t,J=7.0Hz,3H) ;1.18 (t,J=7.0Hz,

3H) .

[0343]  '3C NMR (CDCl3,125MHz) : 8 (ppm) =157.6 (d, ] =268Hz) ;156.6 (t, J=34Hz) ;148.2

(d,J=11Hz) ;137.3;133.3(d,J=8Hz) ;124.7;115.8 (t,J=281Hz) ;112.3(d, J=26Hz) ;

42.3;42.0514.1512.2,

[0344]  sEjEf62. 3: Aﬁiz 2- R 2- (2,4 HE - -ROR L) —1 Ak b - 1B LR

[0345] I:E
O,N

[0346] 7FOCTF mH2so4 (98% ,22.0g,220mmo1) FIHNOs (100% ,8.5g,135mmol) (KRS ¥+
TIAN2, 2- 52— G-FRA L) —1-MEg ki—1-: 2, F (3. 3g,12. Tmmol) J& JEF F10°CIH7E
ZIE R AR 16/ SR TS5 % IR A BT 1506 UK 7K F180mL TBME | . 7K A FI50mL. TBME
A o A I B A HLAH L FINaHCOSVE VR M K BE % o FEBR 2 I A #E K 73 2 5 LA i 6 [ 4445 2]
FH =4 (3.6g, HPLCAE [ >98% , 10. 3mmo 1,81 % F=28) .

[0347]  'H NMR (CDC13,500MHz) :8 (ppm) =8.81 (d,J=7.5Hz,1H) ;7.54(d,J=11.0Hz, LH) ;
3.72-3.78 (m,4H) ;3.54-3.59 (m,4H) ;2.02-2.09 (m,4H) ;1.92-1.98 (m,4H) .

[0348]  13C NMR (CDCls, 125MHz) : 8 (ppm) =157.6 (d, J=274Hz) ;155.7 (t, J=34Hz) ;148.2
(d,J=11Hz) :137.4;133.3(d,J=8Hz) ;124.7;115.6 (t,]=280Hz) ;112.5 (d, J=32Hz) ;
47.9;47.0526.4;23.5,

[0349] Y& 5:78°C

[0350]  SZEM2.4: A K2, 2- F-2- (2,4 HHIE-S5-FIEEIL) 1 -G H-1-F 25
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[0351] D:
o K/O

[0352]  7£0 chﬁzsm (96 % ,68.8g,701mmo1) FIHNOs (100% ,13.3g,210mmo1) [KIIR &4
ElﬂiJn)\z,z—:ﬁ—z— (3-SR IE) —1 -1k —1-3E 2.1 (18.3g,90 % 45 ,60mmo 1) o & J&F fr 24
T+ 240°C FHAEZ IR T AREF60 35T o 2R 5 15 1Z TR AP T 160g KK FI80g F 7 b o 45 /KA &
JEFEHT (2 X 40mL) o4 FF 09 A HUAE I FINaHCOs VAR A 7K B g « 7015 £ T ¥ R4 2 JG LA
21 [ A1 B =4 (12. 3g , HPLCZE 5 >90 %) « FHn—BuOH (150mL.) &5 it 1 PA 2 F ] 4445 1)
7.

[0353]  'H NMR (CDCls,500MHz) : 6 (ppm) =8.82 (d, J=7.0Hz,1H) ;7.52(d,J=10.5Hz, 1H) ;
3.68-3.78 (m,8H) .

[0354]  'C NMR (CDCl3,125MHz) : 6 (ppm) =157.5 (d, J=274Hz) ;155.8 (t, ] =34Hz) ;147.6
(d,J=11Hz) ;137.2;135.3;124.7;115.4 (t,J=281Hz) ;112.1 (d, J=26Hz) ;66.5:66.4;
46.63543.8.,

[0355] 4% 5i:96°C

[0356]  sLjiEf2.5: Aﬁjzz 2- 92— G- 2 H AR OREUS) -N N- R 2 B i

[0357] \‘:

[0358] 4fr6¢3@sz(100%,200mL 4.8m01) W HIZE-5C . MFFFE EE T -2 CHEZEMmA2, 2-
TUR-2- B-FUORAEGE) N N- L 2 BeRE (19.0g,81. bmmol) o £E 58 BRI 4k S FE30 4
B AR G R REIR A BT 450mg UK K | o 7K AH FHTBMEAEHRX (3 X 100mL) 5 & FF HIAALAH K
(100mL) F1#E7K (100mL) Feik I AEMg S04 b4 o 28 KA IS IR =4 , FLim it il £ U HPLCH
gl DA st RIS 2 724 (5. 4g, HPLCZEE NT2% ,5% 1= 28) LR JZ M 13 B B4l i .
[0359]  'H NMR (CDC13,500MHz) : 6 (ppm) =8.04 (dd, J=5.5Hz,J=9.0Hz, 1H) ;7.26-7.29
(m,1H) 57.13(dd,J=2.5Hz,]=7.5Hz, 1H) ;3.25 (s,3H) 53.09 (s,3H) »

[0360]  '3C NMR (CDCl3, 125MHz) : 6 (ppm) = 164.5 (d, J=258Hz) 5157.9 (t,J=34Hz) ;143.9
(d,J=11Hz) ;138.9;127.9(d,J=11Hz) ;115.5 (t,J=278Hz) ;113.6 (d, J=10Hz) ;110.9
(d,J=28Hz) ;37.2;37. 1,

[0361]  SZHEf2.6: 2 %2, 2- —F -2 (-G —4- Ry R4 IE) N, N-—H 3 2 Bk i

[0362]

ON"
[0363]  KEAHER (100% ,200mL,4.8mol) ¥ HIE -5°C . MR ERHE K T2 CHRIEZE A2, 2-
TAR-2- (B-FOREIL) N N- R R B (19.0g,81. bmmol) o £F 58 BB 2k £ 45 £ 3043
Bl SR G S BLTR A T 450mg vk 7K | o 7K AH FHTBMEAEHX (3 X 100mL) 5 A3 594 HLAH 7K
(100mL) AIEE7K (100mL) sk H FEMg S04 b1 o 28 K& A 2L ™40, How i il & 2L HPLCHZ
af DA st [ 4415 21 74 (6. 5g, HPLCZEJE>98% , 28 % 1 %) .

26



CN 103998433 B w Bg B 23/24 T

[0364]  'H NMR (DMSO-ds,500MHz) : 6 (ppm) =8.31 (t,J=9.0Hz, 1H) ;7.68(dd,J=2.5Hz, ]
=12.0Hz,1H) ;7.38-7.41 (m, 1H) ;3.21 (s,3H) ,3.00 (m,3H) .*C NMR (DMSO—ds, 1 25MHz) : &
(ppm) =157.1 (t,J=34Hz) ;155.4 (d, J=262Hz) ;153.6 (d, J=11Hz) ;134.7 (d,J=THz)
128.2(d,J=2Hz) ;116.8(d,J=4Hz) ;115.3 (t,J=274Hz) ;111.0 (d, J=25Hz) ;36.8;36.4.,
[0365]  SEZjtf2.7: A k2, 2- R -2- (G- —2- MR A FE) N, N-—H 3 2 B

6]

[0366] FO%LN,C Hs
-- FF &
SN0, CH,

[0367] 52— E-5-F KMy (3.0g,19. lmmol) \2-¥R-2,2- —%-N,N- ~F H: 2, BEiz (3.9¢g,
19. 1mmo1) FINa2C0s (2.1g,19.8mmol) 7E30mL DMACH ¥ TR &0t % N E 100°C 3R J5 15 1%
RSV T-50mL Ho0 b 3 FHTBMEFEHX (2 X 50mL) o454 FE (A HLZ FH10 % NaOH (50mL) 15
FAENa2 S04 B8 R R T AR 5 2 JE 13 B = o S 78 — S A RE B A F i DA 2
R 2174 (1.8g,6 . 4mmo1 , 38% 7= 28) , HATH B [H 4L .
[0368]  'H NMR (CDCl3,500MHz) : 6 (ppm) =8.04 (dd, J=5.5Hz,J=9.0Hz, [H) ;7.26-7.29
(m,1H) ;7.13(dd,J=2.5Hz,J=7.5Hz,1H) ;3.25 (s,3H) :3.09 (s, 3H) »
[03691  '3C NMR (CDCl3,125MHz) : 6 (ppm) =164.5 (d, J=258Hz) 5157.9 (t,J=34Hz) ;143.9
(d,J=11Hz) ;138.9;127.9(d,J=11Hz) ;115.5 (t,J=278Hz) ;113.6 (d,J=10Hz) :110.9
(d,J=28Hz) ;37.2;37.1,
[0370] 3. %% (1) KEIEIEY
[0371]  SEHEff3.1: A2, 2- R —2- (2,4- S E-5-FARAE L) N N- " 7, Bz

O

[0372] FD[O%N/
FF |

H,N NH,
[0373] P R¥BSHEMI2. 177 L2 RI2, 2- -2 (2, 4- 3L -5- R A L) -N N-
Wil (22.0g,68. Immo) 75 FF 2K (200g) H (A H NP/ C (10 % Pd, 4L 7],0. 7¢g,
0.7mmo1) o4 J5 N AMeOH (80g) H ¥ 1% IR A MEA M 0. LELJE 77) N T45°C F it #9055
B o 75 L 5E A 2 A BT 77 98 B AL TR T R D8 28 R 2 T DR 1 6 [l AR A5 31 72 4
(17.3g,NMRAL N84 % ,55. 2mmo 1,81 % 7 &) o 75 LR T 7T LA L JZ #r (S102, T b/
EtOACTR A ) R = 4% .
[0374]  'H NMR (DMSO-ds,500MHz) : 6 (ppm) =6.79 (d,J=11.0Hz, 1H) ;6.16 (d,J=8.5Hz,
1H) 54.95 (bs,2H) 54.60 (bs,2H) ;3.19 (s, 3H) ;2.96 (bs, 3H) . **C NMR (DMSO-ds, 1 25MHz) : &
(ppm) =158.3 (t,J=35Hz) ;141.7 (d,J=278Hz) ;137.6;134.9(d,J=14Hz) ;123.9(d,J=
9Hz) 5115.8 (t,J=272Hz) :109.2 (d,]=22Hz) ;102.0 (d,J=4Hz) ;36.9:36.2,
[0375]  SZjEf3.2: B Rk2, 2- 2 (2,4 —EIE-5-RMIAEEED) N, N- 2 B

[0376]

[0377]  REARIESCHEBI2. 17 R213BIM 2, 2- 52— 2,4~ IR E-5-R AR EE) -N,N-22,
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CN 103998433 B w Bg B 24/24 T

2Bz (13.5g,38.4mmol) FIPd/C (10 %Pd, T4k 77,2.0g, 1. 9mmo1) ZEMeOH (395) 11 V2
WAEE SRS (0. 1B JEF) FT50°C FHEEE2/ NG o 78 B 584 2 JE R F7, JE A7)
FR IR ZE R BT o i i JZ 4T (Si02, BT LE/EtOACTR G4 4l LUK 3 (il {415 2
FE (1. 0g, NMRZEE H88% , 33. 2mmo 1 , 86 % 7= )

[0378]  'H NMR (CDCl3,500MHz) : 6 (ppm) =6.85 (d,J=11.0Hz,1H) ;6.19 (d,J=8.5Hz, 1H) ;
3.71 (bs,4H) ;3.58 (g, J=7.0Hz,2H) ;3.45 (g, J=7.0Hz,2H) ;1.25 (t,J=7.0Hz,3H) ;1.19
(t,J=7.0Hz,3H) .

[0379]  '3C NMR (CDCl3,125MHz) : 6 (ppm) =158.8 (t, J=35Hz) ;143.7 (d,J=231Hz) ;
136.55133.5(d,J=14Hz) ;126.9(d, J=9Hz) ;116.1 (t,J=273Hz) ;110.3 (d, J=23Hz) ;
103.8(d,J=3Hz) ;42.4:41.6:;14.1;12.6,
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