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[0014]  JELF) k1l :J.0rg.Chem.2001,66,8504-8512
[0015]  JELF) k2 Tetrahedron 1998,54,3607-3630
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[0029]  [4JAR#E (1] ~ [3THAE—THTR 45 5, SRR I _ B S o A8 A ]
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[0060] AN TFRUSE S ARy ARX G 2850 A b B A RFIE 1

[0061]1  ZULH - Ry ARX G ERAT AR LA T 4508 FEATo

[0062]  [XHJZRMEMTRIE X Pert PRO MPD (A< R )

[0063]  [#M]Cu

[0064]  [XUF£R7E HL 7] 40mA

[0065]  [XUF}£&45 Hi 145KV

[0066]  [FHH7EME120=4.0~40°

[0067] G RKE AN TT IR 5 7 b AR B 2 S5 2 T AR XS 2R S 2 B 0 A T 50 A, )
WG AR ITEBIRTICE A, AE DL DRI RASFEIOAT S A0 (20) BT W FRrE MRl (A
2)

[0068] [31]
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No. Pos ["2Th)] d{&[A] NETZ&E "cts] #axtidE (%]

1 5.9165 14.93835 2502.83 2518
2 10.1471 871762 625.56 6.29
3 11.36%1 7.78318 224371 22.57
4 11.8382 7.47580 757693 76.22
5 131577 6.72893 3047.28 30.66
6 15.3195 5.78389 610.48 6.14
7 16.1935 547364 3654.28 36.76
8 17.1773 5.16231 1409.99 14.18
9 17.7460 4.99814 478.93 482
10 18.4506 4.79851 4680.94 47.09
1 19.4686 4.55962 9940.27 100.00
12 19.7004 4.50649 6210.24 62.48
13 20.0967 441850 4495.28 45.22
14 203630 4.36133 2937.43 29.55
15 214153 414933 5525.77 55.59
16 219978 4.04075 3202.83 3222
17 229853 3.86935 7071.51 71.14
[0069] 18 240829 3.69542 2077.87 20.90
19 243163 3.66048 2619.89 26.36
20 25.7510 3.45970 702.44 7.07
21 259498 3.43365 600.86 6.04
22 264303 3.37230 135933 13.67
23 27.9228 3.19535 787.09 792
24 285826 3.12308 596.98 6.01
25 288891 3.08064 81135 8.16
26 29.2447 3.05386 95889 9.65
27 29.8553 2.99278 99533 10.01
28 30.7443 290824 42084 4.23
29 317594 281756 287.01 2.89
30 321622 278319 612.03 6.16
£l 327859 273165 320.05 322
32 33.3645 268560 24963 251
33 344102 2.60634 761,54 7.66
34 36.0061 2.49439 579.68 5.83
35 36.9022 2.43586 69166 6.96
36 382233 2.35465 31545 317

[0070]  FERF AN TS5 EEAE Fab S50 T A R X S R AT 5 28 B - AT T A s 30 1 L 7
5.9.11.4.11.8.13.2.16.2.17.2.18.5.19.5.19.7.20.1.20.4.21.4.22.0.23.0.24.1.
24.3.26.4.29.9 (°) oA SR 10 % DL_E .
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[0071] 10 5 , By ARXYSERAT I HR ITIT S 41 (20) AR5/ NT-5 % Wi 2=l IRl L Bk
TR ARXEFERAT I AT B AR e — B g5 ML LASN WA 51 A1 PA/INT-5 % PR R 25— 2K
(P45 I B2 T A TR &5 b o AR R XS ZRAT S v, 9120, AN R 10 % LA (I AT 4
17 (20) 5~5.94+0.3.11.4+0.6.11.8+0.6.13.2+0.7.16.2+0.8,17.2+0.9.18.5+
0.9.19.5+1.0,19.7+1.0.20.1+1.0.20.4+1.0.21.4+1.1.22.0+1.1.23.0+1.2,
24.111.2.24.3+1.2.26.4%1.3.29.9+1.5(°)

[0072] AT B HT R S I &5 i Qi e SR BRI 10 i I , £ AR E / 7%
RIS (TG/DTA) 6 B R 5 °C/ 4381 E4T T o0 AT, AE124°C A Al (1A
3) o

[0073] B R 2 / 22 s B A (TG/DTA) 7ELA B 254F Mk T

[0074] [ FIAE£5 1 S ML B STAT200 (H 37N A T 7 - A = R)

[0075]  [5E 25441 4530 ~ 190°CHITE FEIEF 143 B %5 °C , M i AF I IR AR o FE Aokt
L SR

[0076]  ARATHNZGAT RN G YIS R =i NI E IR 7 . S T &
K HRRE M, RIS W5 iR S IR I BB S5, S8 D e R v

[0077]  JEI , AT &5 i B AR Dk 1086 I HPLCAE B i 790 % DA I, skt
95% DA I, dt— P i R98 % LA I, db— e W ok99 % VA b, i —2B e i 7k99 . 5% LA
I &HEE) .

[0078] AN, AN MBS TR TR ~ T500 A RIS 45 5k 1o i 75
%o

[0079]  Trl IR G R T IR I sk S 2 & Ly,
[0080] T 72 K2 G4 — 3 S 290 RpE AR AL | 13RS 53
FroRe &S Ty,

[00811 T )73 K xU3 A mNA S I i 4 i B D L gk S =4 R =L &4
Trr,

[0082] T Jp4.: KA RIS AN R AR Dy s U, Tk 2 ik &4
1Ly,

[0083] T 5 : NP Rib S ¥t a5 S AL A 4 At , RS 2B P s A S P 45
FSENEE

OH OR'
o Q) g s "o — OHC™ e
%’é de-' "ok‘ /}h" 6 &:‘l "bk‘ R‘d: %)T
1 2 3
[0084]
1 %
iy RO 0 /4s RO IHS
HO 0 R2 .~ -u0} K5 W e 4 &
R'G" ey R O

4 5

[0085]  7r FiRrh RIFREEL OIS RO IR B LM

10



N 113924308 B W OB P 8/91 i

[0086] ST DAL RIS E G ok, (8 Bk Tl ~ T s ik, LA M
HRIRE=

[0087] A 2Fr R G 9] DL i K 2L AT s A SR 306 A5 [ 8 36 114 - B 2
DRARIRAT 04 - BURS e , WA A TFI SR &9 B 7R | a0 g i 25 1, peide
4-FR R L A G R 4 R AR IR S A - AU R A - YRR 2 R, MR ST
ISR G S5 R = 28 R, a4 - U5t V4 - TR 4 - L4 - R 0 A
SRIFI A Gy I AT T, ffoaded - IR 2

[0088]  4- HUAFEL AL RN AP TN B A R T3 ik A TR AT o 451
ST FNA- RIS O, WA BEEAEDME T, £50°C T FHINaHALFE 15538 ~ 3/N A4 e, 54+
PR SLRAE = N SN TN ~ 247N BT o gtk A, 3 AT RUASE FHER FH S B A 7K ATR S S A
BRKIETR S SE AL S BT 05 55 0 32 R A7 DU S 2 - FH 3 Y S P
Tk R AEFI AL AR -8 2 KA JE 20 A LAl f]Protective Groups in
ORGANTC SYNTHESTSHric i1 25 MR 43 NIk

[0089] 1T RIWAL S W 2 FI , AT LAGH T 85, o aT DLl 23 10 75 7 (9
J.0rg.Chem.2015,80,5337-5343) /.

[0090] T /p2:@ R 2RI SR Ah — I S AR bt A L, kA3 03
FRIe S 17

[0091] AT Frp, 8 1 R4 ) B S 2 B b S AR AP T Bl B, T e
ORAPF AT R BEER 47570, FTUAGE T O BR =5 O FR  ERR VIR s BT 12, A
HIRIF R YERRAENE S 1, el AR -

[0092] Wi CR4F AN I FT LAAR SR OR SP AR R 2SSk 1 2180 , Bl an 2 SRR
SIS 26 3 T vA 71 i

[0093]  bAN, GjE iR AR , MR &5 S AR RS 25 2 75 1E, Deade (58 T /KA il B 741 1B
DRAPF S HIEDAFI R bE 2R AR THE 2 o0 10: 1 ~ 12 144, B e 2 1.

[0094]  FEAR T Fer, hy 7R A0z i) — F L — S A2 B R b FE b A T AR 471 A= ple 11 — B 4k
SEA T LT A AL, 50 SR o DR T AR TP S8 A ), A 2k AR ) o R S5 1k
FREL VU AR« E AT 12 i, MR B 55 5 T 25 RE, e ase (ol AR B4 1 ~ 10
JEE /R Y B AR B o e AN, LBl R B e o 1 ~ 2B/

[0095]  fE T Jp2rf, o T4 m sd I SO , mT DA R D070 o RS I, A i
[0096]  f& [ iR T 2/ RN AR A G, P de (i T CRRPE M IR 37570, 48 KA E R v
F, A FH e R A AL 7

[0097]  FEfii TIZACAENG AL B, ATRAAEO ~ 100°C N AT SR o 507 3 B4R A1 BE AR 26 24 50
~80°CA AT AL PR & A T RNT ~ 247NN BIAT

[0098] s il T2 41 &, I AE SO A4 38 FRASAEAE o FR RIS | BN i FROIR 51 1 1 3 25
G T DA AR AN, 8 i LR &8, A AT DA T e SRS i =
I ZE ST EATO0 ~ 90 % PA_F XA s ek 1S PR SR &4

[0099] T 73R =C3Hr i S I i 4 f BRSO R kS 4R A S
T

[0100]  FEACT J5rh, e B MR B0 o VE Rk B A 1A el i, 1R AT DA 481
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A SRR AT AR B b I AT 2 R MO e T TR RE L IR
2658 A S o 38 R R R o T AR 3 e R ) P 288 R 1 4 T o A e i A A )
LT, A T3 R S AE FH0 . 25 ~ 10BE/R Y &, BE ARk (#1110 25 ~ 2E /R Y
AL FIRSAE N, ATPAFE-30 ~ 50°C, BEARUEAE-10 ~ 25°C FdEAT10 ~ 1204 BH S

[0101] IR Ty R R 791 T AAR AR D1 S5 ) A 2 i XY R o /SR K &R A 551, mT DA
A AERA PR, AT AR T FHEE B S5 v 711 VH SRR 2 - HH PO S g L 4 - FH 2
UL e Tk A

[0102] T Jr4E R AR R S PIIAN RS R AR g 2 50 1R AT B R &
P TR

[0103] RN T SN ES AP, A R R, (H T s seR A T A
ST, et A A2 AR SR H ) SR e v PR RS o VS A I RS R 4811, ] 28 HH 4 - HE
ORTHIE AR 2 S R I S 2 U PP S 0 U PP S 2 L i RS B 2, MBS A3
WIS NG 2 T3R5 B T 5 1E, a4 - FHORA I A 2L

[0104] AR T Fy i AR TR AT AR B SN B8 2 R P Aokt M e B AL K
SAVUIAAINA S Bk &, el LA AR PE A A UAFIMERE S b S 055
AR = ORI A S AE KRB K - = RSP A B 8K
T AR BRI IR SV E A LA A U B U5 55 0 22 AR A7 DU S kg 2 - FH2EY
SRR STk R TA AL G0 1 - 0 B SR e T 2 F, ERYE LA TS 18, e e il ]
MHEIE S S P BN TA R - DY S S SR A KA - 2 - PR DY Sl 2 WP AT — 2 S A A
[ S NG A et T AR s AR B 2 2 A RA I R Aok i 24 0 56 o 4B i 4 - F
IRA I S 2 22 2 M A e /E s A s O B AR T3 R s e A e il 1
~ TOBE/R Y, RS 1 ~ 28R Y i o A1 Bl S5 1, B -10 ~ 100°C BER 210 ~
60°C NN 1 ~ 24/NIFEP AT

[0105] T )75 20 2B Hr R S & Bl SN R A T A PR E | 1 3R AF 25 P A
SIRIEE I T AR N XEF R SR 25 S AR, AT DA R O SRR A R0 R
SRR S AF N R, AT B CFR TS VU IR IEE S5~ I < PR T
FEA AT EY D UM A E A RIS, AR b BE K FTE T AT AR -

[0106]  fF Rl & Ty, AE LGN N, W DAE L r 85 R et 140 B /RS il i3 (R ]
AT AN 2 /RS TIN5 1k, A2 H B - A8 30 I B 5 2 P ik &5 b (Ha i A
T B RIS AR &5 S i, DR AR e R T 45 AL

[0107] KRl 3R~ S W 25 A dEA TR o B, e /E T p2 5 T p3 2 [Rldk
—PEE N Ly Al A TR IS RN AT OFR - 7K. U,
bt SN T, 3FT R S &5 Tt

[0108] by, ftia S R IR EA T, B S E D g SafAr i, Pk AT AR 1k PRA B 7 s
I 5 SR 40 Ao A B F= , R S Rl i o IR, 7E T Fe2rp, BN TR A (i 1 i 2
ARG HERAE , T LA 2 B s AR N (G HIES (1) .

[0109] S — 51, Al AE 2 A 5SSk 3T id 8 i M R sUb R 59 & ke
F e SR o0 b, 22 BUE 23l A (G IESL (11)) oit—2, XcFrsitb & hAES:
e, PRIEAE A TR IR 00 T 75 R i 1 2 2R R
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[o110]  IRAFFRYAS RIS &l b o T AT DR IRRE H R AT, P PT AR D A2 ik
RURZE IR I H o A i Sl AT ZER F el RS ) TR, PR T Tl s
01111 AT Fs I SR EE il T LA IR E L ) SRR 255 22 R TC 28, 1 ot A
NHRI L6 ~ L1025 s A

[0112] T Fr6. i s SRS bt S0 T e Rz A S i S N SR Ay
WAL, kA e s I S L

(01131 L7 K6 frsitt 5 50T 7 RS R IG5 , ki LT e &
Yot Ly

[0114] T 58 AEERE N TA sV S PRI PR T SL A RN 2E A TEME SN, MRS 871N 1Y
LEwIN Ly

(01151 TFr9 R8s SRR EEER 2L, R ORI S0 T
[o116] T 10 ARHaTE A RO R AL S PRI s S NPRIPSE 12 R A5 20107

S L
R'o._
0
Rld 07N 10" bu R1d' bAc
5 6 7
[0117]
158 IA9 . THI10
= RN - - HO/\,("D\'}‘& - Ho”\/ - R)
s’ \_/ {__\_*_" { \_f
R'GG HO 6 HE 6
8 g 10

[0118]  fF R RIBTRESL IR IL  RPFoR B LM ROFOR AT T B s IR R 4Pt
[0119] R UHTORRER T MRS | FRIGENE RIS | OmEnE | 5 - FH L fmsng | B EERS DL A
FIPA 2 - TR RIENE 5 - PRI PRIGESE |5 - PYHLEL Mg L2, 6 - S BRI X AE i i —2F
7 T A O T PAgE—28 52 22 OB T 46 A2 H B

[0120] X 2BHRK_F 1SS P VAR CRE RS CBEE R BRI S T BB e i
TR RS RSO

[0121] g2, T LRI AUAZ B BB LA AT B ) A R AAZ e e , i L JE %
FISCHR2ZF ) A FIRE 3, REERARGUSHAR N Gt il LA SRR g .

[0122] AT AR AAZ A i 7 v th 68 T DA E R A7 1 = P s A S
SEELTE R RIUAZ T FR TR, R T AR 6 75 22155 A5 s A

[0123]  DUF, i dL el (A R AN SZ S I N A PR E -

[0124]  5jE 1)

[0125]  (57@fo1)

[0126]  <{LEWI5ARYSh I iG>

[0127] DM S P APE A G ok} i DA T 1 il R A S B AR 2 o 75 S0 1
&, 7, “BPMO” A1 “OMPB” #3575 /RBPMAE S5 5 T HIO0SE - IlbAh, “BPM” St CRED) AL (it
R4 -TRTFEL)

13
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OH OMPB BPMO
/\é%mlo ,\i%““o OHC%--MO
- j Ous ""Ok . dﬁflPBb)( BPMO" ""D)\’
1A 2A 3A
[0128]
BPMO BPMO.

T

“.‘#" Ly é‘l'. At

R P

BPMO 8PMO

4A A

[01291  WLAEMIAGAF A2 GRefirife ¥, R =4- W50 (I T 7

[0130] Kb 5414 (20.43g,70.37mmol) JR AT~ HEE LWl (5K, 352mL) , ¥ H1E]0°C.
TIN5 (60T % JitE, 7.04g,0.176mol) , B bk /NI I, DN - B LR (44, 0g,
0.176mol) , /£ %= MEHELT/INN o £ SRS R N HIEE (10mL) A THe P I , 2-AT T k4i o £
Pt I\ CIR ORI T /KT A VUEAE o/ KR e b1 ks, 3k T k524
(01311 WLAEMATAF LA Y3A GR3FRIL A, R =4- V50 (I T 7

[0132] R fb & #2A7E TR (507mL) HIAE60°C N INFIE R e, U8 ot it ER ) (30 1,
0.141mol) /KA (253mL , ££60°C I JIFAIATAR) = HHI50mL o 75553 B PR II30mL , 25 285
ST PN IR 4% , AR R BEFES/ NS o 35 SN I HI N0 CH e P45 5 Bl , BEEUAT HA I ]
Tk (G5 R /K CUARLETR2: D, 85 LB /K , T Eas T,
RS TS P3AI S, (33.10g,59.51mmol ,84.57 %) .

[0133]  'H-NMR (CDC1,,400MHz) ;89.89 (1H,s) ,7.48-7.44 (4H,m) ,7.20-7.09 (4H,m) ,5.86
(1H,d) ,4.66 (1H,d) ,4.63 (1H,t) ,4.52(1H,s) ,4.47(1H,d) ,4.41 (1H,d) ,4.31 (1H,d) ,3.66
(1H,d) ,3.60(1H,d) ,1.60(3H,s) ,1.36(3H,s) .

[0134]  WLAMSATAF LA AA GRAFT R A, R =4- TRV (0 T 7

[0135] Bk &Wn3Aggh il (33.10g,59. 51mmol) &% T HEE (298mL)  PUZ(HLARg (298mL)
BHIZ]0°C WA EN (563mg, 14 . 9mmo) BER/DEAT IR IS, AE B BES 4 80 e, JE—2 U
AR A B (563mg , 14.9mmol) | $i P2/ NI o 3 SN Rk 4 .2 /D & e, AR H i
NCBR TG, TR A AR 0 AN UEAE oK ImBER B b T k4, 3815 T 18

HAN
[0136]  WE A AR & H5A GREF I A1 R =4 - IR HE R =4 - TURRH A
50 AL Ly

[0137]  4IbEPAA I JL 3R , R RIS A A T nE (BE7K, 119mL) | AN - PRk
F(22.7¢,0.119mol) , 7£30°C R 17/INIF o JIN 2525 1-7K (10mL) A THE I , ¥ I Nk
4 AEFRIE T I CTR TR , FMURIBRR S M7 K IR 1% B B W UEAE TOK BRI e 0k
WA kit 2R3k R B T s i T CER Cig (50mL) |, U %¢ (100mL)
DB RN (G5 A )« HE—2P R InT e (100mL) |, 4 v 1 04 o BT HE A 4, T C 4
Peln TR A T RS TS s AISE Y (32.22¢,45.20mmo] , 75.95%) .

[0138]  'H-NMR (CDC1,,400MHz) ;87.77 (2H,d) ,7.45 (2H,d) ,7.44 (2H,d) ,7.29 (2H,d) ,7.13

14
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(2H,d) ,7.08 (2H,d) ,5.68 (1H,d) ,4.63 (1H,d) ,4.54 (1H,dd) ,4.44 (1H,d) ,4.43 (1H,d) ,
4.38(1H,d) ,4.32(1H,d) ,4.14(1H,d) ,3.51 (1H,d) ,3.48 (1H,d) ,2.42(3H,s) ,1.29(3H,s) ,
1.27(3H,s) .

[0139]  <fL&EWbA &SI E >

[0140] S BRI A IBAIIES I, MIE T Mk (D) ~ (4 Btk

[0141] (1) SYJBIM R 22

[0142]  FE7 W B a7 S5 AR5 S E « Tl RO 20 B i i H T Dino-
Lite AD-4113ZT (AnMo Electronics Corporationthfil]) , WELARZ R4 123045

[0143]  (2) ¥y oRXST LR AT

[0144]  KE{b G H5ANI S5 B TR AR XS a3 A o B P AR X £6 AT Lo A~ 7 RY 2
PRAZHE G, oA S5 DA T BB

[0145]  [XEFERMRFTEETIX Pert PRO MPD (R~ N A bk astl)

[0146]  [§{]Cu

[0147]  [XEFF£R4 HL i ] 40mA

[0148]  [XUF£R4 HI 145KV

[0149]  [4filH120=4.0~40°

[0150]  RpilEpy g Ron T 2.

[0151] (L&A 2R 7R IUTT 41 A (20) BT {2 R

[0152]  (3) AEEiE / 25 T (TG/DTA)

[0153] Kb G HbARI &5 b B T IR E / 2 7~ I3 T (TG/DTA) o Pir il FH A A / 22 7~
P (TG/DTA) HUAHA A BE ¥ STAT200 (H A7/~ A 7 7 % A = ZRE) |, A &4 anbA
AR

[0154] A3 AT 2544 : 4530 ~ 190°CHITE EIAFE L /3 Bl IR % 5°C, MIE T i FERy VR b 7B
IR T T AR

[0155]  RpillE pygs RT3,

[0156] (LS WIBARI S, AE124°C I /Rl Al

[0157]  (4) R PR st i

[0158] Kb G H5AN &5 i B T ARE PRI D 1056 o 12 D 3G ) S A 2nlh N ARAE

[0159] AL A WrBAM £ it 50mg B TE S HIAE S A, 7E80°C I IHAAT K o A Img IR A T
SMM=_ . FE5% LR EL - TORAR % LG ImL , 38 13 = 8GR (8 T 4l

[0160] AN, ME LB G, B S W5 AIN OIS TARAE AR 24 N I ie R e &
PISATI 45 i 10mg IR it T~ M ImL, £E80°C N IIEAT R o KA R T 5mM = £ 35k R £R - 70
PR % IR 1065 , 1l mSuAE e i llE 1 208 .

[0161] K5 AR T4,

[0162]  fLEWSALESO°C TR MIFASKAE N, N TIACR S , 2B D 2135 % , S5 AT, 6
TERIRE, LA KA

[0163]  [AISERIR], LA P05 A HEAE G5 RS R, BV AR A TR B AT B S 0L B
WEEB A E MR A o 53— 7 1 AR, BRI A S 05A , S EUA A X AUAZ A Fh TRIA T
G BCEARIA], W TR , AR E PR A HA TR
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[0164] <A T 2 R L FISCHR3 AT IC 2 T b >

[0165]  ¥faf it Bk 7y A S W3ARI 5 b SAEAE L R SCk 3R Il & & M
BRI S IR IR T 1 B

[0166]  MAb &Y cth EWIH T )7

[0167]  FMAHEL A SRk 3FTIC 21 75 1 , MUb R S il tH e R i &4
[0168] i FTLC, I T 2 B A= i« TLCRU A anbA MK«

[0169]  TLCH :MerckftHITLC Silica gel 60F,,

[0170] Iy Ot : AR ARE=2:1 (ARILL)

[0171] R A Y3AINEE W I TLCI &5 SRC 8 15 (1) RHE L R Sk 3prid i e s
M S PIRER TLCEE Sl 2 T IRI5 (i1) -

[0172] i\ T aniRadad Rk 5 kS e G 3A, WA SN IO T, PR i i
(ORI, AT O, BRI S = I S 3A.

[0173] 5 bAExt, AR L STk IC &8 54 B S ke B b S s S TR
ELBR T e IR S LA SNE WS 2 B P A i BR T stk G i1
AEgs i, AN TERZZm =i b PRSI S 00 B, Tt s s .

[0174]  (5ZjiEf5)2)

(01751 i FHIAE STt A 1 b il RO S5 W B APE R Ok, il H g P s\ JPR ISR L5 - FRL i
WEIE \ A T 28 AR IR AZ F I e -

[01761  (Stafh2- 1) M BRmasime S I ARAZ U ke o i ) il i

[01771 WA PIBAE B H R E A I AZ A A P 11T 6

BPMO.. BPMO fa‘
T:o;':d}‘\’fj;ok —_— TsQ;M;}D o —— TS%}OL{*: ""% g BP o, E:o

5A A (a3 BT

[0178]
Y o
X
T
"T

(01791 WL EHISAGKIFH L & H6A (REFTRIIIL &1, R =4 - F 5L R =4 - IR R
) TR

[0180]  Ki{k 5954 (33.10g,59.51mmol) BiF T L& (366mL)  LFRET (45.0mL) , JINARER
(0.393mL) [ LFRYE T (30.0mL) , 7E == I HE2/ NN o 75 SN I A IR BN (1. 50g) 4T
PeFEe , SR TR 4 R it T R 5 K AR BRI H N CIR O , TV ATRRIR S 7K i T
Vel SR A NUETE IO KBREE T k4 , 315 T &6,

[0181] WL EWI6AKIF A TT R RIL Y, R =4- 5 F 5 R =4 - 2R R
AL = JRPRMEE) 1 17

[0182]  FE{L&W6A . R IEMENE (7.96g,63. 1mmol) N, 0- X (= AL REE2 L) 2 ek
(33.9mL,0.139mo1) H1 I (105mL) , 7E85°C N i fH: 1/ INK o b s Ny E1E0°Cf , N
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— i PR R = PR LS (9.89mL,54 . Tmmol) , £E85°C N HRE4/ NI o 5 sz B4 H150°C
DINVEFERIR A AR AT T 0P BT H i B R s o ik - E g bR 20, AR 4
FEPEHN (WA O R LR = FHAME A B/ KIA T, B TN S B KIS TR v, NI RRAERR
FERAFIRREE) oA HUEAE TR EE b T e 4d 3R 13 T & 7T,

[0183]  MILAMTTIRIHE 8T (R8I A4, R =4- 10N 5, i = i) (1 T
e

[0184]  AEALGWTTH A FREE (211mL) , JINZAALEN (8.42g,0.211mol) , £E40°C i+
3/INI o A5 SR SN MR A BKIA T, TR CRER B R A HUEAE oK iR s: BT
WG T, AETRIE TR NN CIE (150mL) , IS IR O B 2NA MR « AL B OFR TR 2
TR 25, BEIUT HR R A, T R0 o S FIT A R [ A E 2 T4, 5K 45 TR 5 4908T (20. 004,
32.88mmol,78.1%) .

[0185]  'H-NMR(CDC1,,400MHz) ;88.39 (1H,s) ,7.49 (2H,d) ,7.46 (2H,d) ,7.46 (1H,d) ,7.18
(2H,d) ,7.14(2H,d) ,5.64 (1H,s) ,4.62-4.45 (5H,m) ,4.02-3.78 (5H,m) ,1.70(3H,d) .

[0186] WAV EWISTIRIF ST GROFT I &1, = IR Jlasne) 1) 1 f5

[0187] Rk 5H8T (7.13g,11.7Tmmol) FHFREX (7.56g,0. 12mol) {1~ HIEF (120mL) &
FR T (120mL) , SN 2057 & % S S - 5 PR I (20511 % Pd, 5051 i % 75 7K) (3.57g) , 1E
60°C N4/ NI KA o e - SR 205, BHiE TR 4 , 1 R Btk (REAR
150mL , 007 : HEE =101 (RFAEL) ) SEATRS T, 5695 T E99T (3.22g,11.9mmol,102%) -
[0188]  'H-NMR (D,0,400MHz) ;57.66 (1H,s) ,5.67 (1H,s) ,4.49 (1H,s) ,4.22 (1H,s) ,4.05-
4.03(3H,m) ,3.96 (1H,d) ,1.91(3H,s) .

[0189]  MALEITIRIFH 10T T )7

[0190] Kb & H9T (4.23g,15. Tmmol) JEAR-T-IEmE (B7K, 52. 3mL) , JIA - H AL =2k H
FH(7.45g,22.0mmol) , E == FEHEA/INNS o 2 RS R H NN IS (5mL) BEATHEHE I, 64T
TR ATBIE R IIN IR CBR , TBATERER 2 8 K e ik M A MU AR oK IR e
T8 e R T R IR 3R, 1l IR € % (B Rz 250ml, bt : ZFRARE=1:1~
1:2 (EFALEL) ~ AR AT SEA TSI, 3895 TS H10T (8.99g,15. 7mmol , 100%) -

[0191]  'H-NMR (CDC1,,400MHz) ;88.54 (1H,s) ,7.65-6.84 (14H,m) ,5.63 (1H,s) ,4.43 (1H,
s) ,4.28(1H,d) ,3.88(2H,d) ,3.81(2H,d) ,3.80(6H,s) ,3.58 (2H,d) ,3.47 (2H,d) ,2.31 (1H,
d),1.70(3H,s) .

[0192]  MALEPI0TRIH LT T

[0193]  BHb&H10T (4.50g,7.86mmol) N,N- SN2 K (3.86mL, 17. 3mmol) /iR T
AT OBEK L 39 3mL) L B HIFI0°C . M2 - FlIE £ B T S N B SV B i (3. 86mL,
17.3mmol) , 7E %=1 N HEHE L/ NI o K S S i P O AT S M K iR e 5 e B A A UEAE TEoK
DRBREE T M k4 o R i o i oA €t (Rt fie200mL, e : OFR TR =1:1 (RFLL))
PATHG ], 045 T 5117 (6.00g,7. 76mmol ,98.7%) »

[0194]  *'P-NMR(CDCL,, 160MHz) ;8149.94,149.80.

[0195]  (STJfd2 - 2) FRMEme <2 IR ARUAZ A U A o g 1) s
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S S i
[0196] ; ? R ”ﬁ%{m 'mmg@’rﬁw e et ,,Eg dﬁw
" ™ 1A J}\WN

[0197] WL EWSARIF L A H6A (REFT R A, R =4- N 5L R =4 - TR R R
B Ly

[0198] ¥t &Hr5A(24.0g,33. 7Tmmol) £7F T LR (340mL,0. 1mol /L) ,— A =0 I ik
— BRI INNCERHET (35mL, 262mmo1) AR (0.32mL,6.07mmol) [ LRI (371mL) , £EAH
I N PE3/ NS o A8 SN G5 AEAEAIR . R INN CEREN (1. 2g, 14 5mmo) Ji , £EAHIH]
WL N HPED S Bl AT T4 o s T HH R (340mL) Lyl 37k o T I ERIE A IR T &
B i (400mL) Jir , SR P AR R A 847K (100mL) P53 /K IZ AT TR R &
filt (400mL) PIEE LA, S IHFRTAFINEBA LS , R TR BRI T A 77 1) ek
Fez=bR 25 5k 45 TG 16A.

[0199] WL EWEATKIFL A WTA RIF RIS A, R =4- N5 R =4 - TR R R
BB =N 2K BRI [ T

[0200]  ZE{LAH6AN°- 2K RIS (12. 1g,50. 6mmol) HAIN I ZE (85mL, 0. 4mol /L)
J&, —AE = PR IIAN, 0- 8 (= e ) el (25mL, 101mmol) |, 1 1A
B3 N BEHE LN o B s, AERR I 2 0 °C i, AEARFITR L B % I = 5 FH i R = FH 35 ek i
(7.9mL,43.8mmol) , fENIHFAENAE M HE2/ NS o KW 25 R, 750°C I NN LR CFig (300mL)
Fiimol /LA A BKIA W (100mL) , FEAHRREE M FES s e e , KA th I A ol 1 i
kR Ee, 7 TAPUE 5K E05 3 TS A UE H1mo 1 /LA A /KA TR (50mL)
Ve33R , MR AT R R B I T AR i s 2= iR 25, 3K 45 TR G 7A.

[0201] WAL AMTASAF A8 GRS R A, R = 4- TR W IE  Bl= BRI (1 T
[0202] XS TAIIN FEEE - DU (9: 1 (PRFRLL) L 170mL) J&5 , I SE L Eh (6.7¢,
169mmol) , f£40°C M+ 1/INN o 75 SN &5 R, AEAR IR N INNAB AN S0 /K v i
(170mL) i, AEAEFREE R HeFES Bl B, INCRR CTig (200mL) SEATHERE S , KT H O[]
Vil T BETER 25 o AE RS S I, (RIS VAR T TR C g (400mL) =, #H4T T AHUES
IKER B ST A NUELE T TR A B 17K (100mL) [P LR e, R 3E 4 7R it
RN T AR A IR 2 R 25 o X PITARI ZRIE SN HHEE (67mL, 0. 5mol /L) , £E MIFAE1R
RN TE R VAR ORI, IR B FE IR, PR A, AT HH IO A IR T R 4
e S (20mL) P29k, 3843 T &48A (14 . 3g,23 . 2mmol ,68.7%) o

[0203]  'H-NMR(CDC1,,400MHz) 588.33 (1H,s) ,7.99 (1H,s) ,7.47 (2H,d) ,7.41 (2H,d) ,7.18
(2H,d) ,7.10(21,d) ,6.03 (1H,s) ,5.63 (2H,brs) ,4.87(1H,s) ,4.58 (1H,d) ,4.57(2H,dd) ,
4.48(1H,d) ,4.26 (1H,s) ,4.11(1H,d) ,3.99 (1H,d) ,3.81(2H,dd) .

[0204] M EM8ASIFL G 9A GROFT RN &, =) 1 Ty

[0205]  XP{v.5Wp8A (14.3g,23. 2mmol) IR TS : FHEE (1.3 (RFREL) ,600mL) 5, JIIN
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HHTR %X (21.9g,348mmol) FIAESF-7K (37mL) , /E60°C M+ FL 2N A MR SR 5 AR =i M I
AR TG YRR (2.9g) , 7E60°C M PEL T/ o B2 B IR EX (7. 3g, 116mmol) FIZ A
fLE-TE IR (0.7g) , 7E60°C Nt FE24/ NN o 7 SO S5 IR, 2l o ke = 0 JRERs e A IR 25
J& A TR AR 2= TR 25 3R TS W9A.

[0206] LA IIAFIFLA Y104 GRIOFRIILA YD, Bk RY) =N°- 2K F B IR Eans) (1 T
B

[0207]  SbdEAT 7 PR /K (HBE 100mL , 37%) AL A P 9A NI RE (116mL,0. 2mol /L) Ji5
LE0°C RIS = P AL flk% (20.6mL, 162mmo) , ZEARFIGLEE R HERE3048h . 4 N2k, A A
T MU IIZR S (13 6ml, 116mmol) , 2 1L/ NI o B35 o I S (116mL) Jir , 75 %06 b
BEFEs S8l ARG INZUK (34mL) |, FEAHFRELRE M EHE2 . 5/NI o A8 SO S5 ER , RATT HH P[]
PRl S P MR 255, BRI 7518 25 AR, R Inmk e (100mL) |, Fie 6 ¥ , KEARIA
fE A AR IE L S IR TR 2 o BHA AR 28 R 2, 3R A5 TS H10A,

[0208]  MALEPI0AZRIHL S IARY T 5

[0209]  XFdbAT 1L HEEZK (HEBE70mL , 370 AL S LOAINIERE (77mL, 0. 3mol /L) f& , —
BAEE N MAEPE— N AR R R G (9.6, 28 2mmo 1) |, AEAHIFIRE MHEFEL/N
I 3225, TN HAE S = K L5 (11.8g, 34. 8mmo ) , Fit FE 12/ NI o 7E ;2 N 455 , I\ HE
Bg (80mL) , AEAHFIELEE M HEs s Bl e, AT T O 2= 18R 2 o ST S I BRIE T i T
LR T (320mL) Ji, 92t FH 20 25 17K (80mL) FIPEI LYK o IR BEAT T R FHRER L IO TR
FE IR 72 R 25 0, il o ek e € (S10,100g, LR AR : Ot =66 34 (A FH
tb) ~ CIRCTR) PEATAES, K73 TS P11A(9.41g,13 . 7Tmmol1 ,59.1%) .

[0210]  'H-NMR (CDC1,, 400MHz) 589.10 (1H,s) ,8.77 (1H,s) ,8.28 (1H,s) ,8.02 (2H,d) ,
7.63-7.21 (12H,m) ,6.85(4H,d) ,6.13 (1H,s) ,4.44 (1H,d) ,4.04 (2H,s) ,3.61 (1H,d) ,3.56
(1H,d) ,2.65 (1H,d) .

[0211] ML S LA 12000 T 7

[0212]  XidbAT 17 ILEEiZK (FH2R70mL , 3700 FIfL 5 #011A (9. 41g,13. Tmmo 1) AR — 5K
FRE (70mL) N, N- SN 3L 2 L) (6. 0mL, 34 . 3mmol) i, —3BAF0°C RHEEE—h N (2- %
F ) (N, N- 53 SUR R (6.7mL,30. Immol) , 7E 2535 FHEEE2 . 57N o £E RS
S5, 7E0°C N NN FIRRER 87K (50mL) , fEAHFRELE PR aha , T THIUE S
KRR B K ESHAT TR LR LB (TomL) [R3REL R, & R i aHLE , 1)
RIEAT T R T R BE 100 T M RN o A W) Rk P 2= 1R B 25 o AR e, il o s ke e A £ il
(510,100g, OFR TR : CE=69:31 ~90: 10 (GRFHLL) ) HEATAS T, 245 T & W12A (9. 4g,
10.6mmol,77.0%) »

[0213]  *'P-NMR (MeCN-d,, 160MHz) ;8149.54,149.04.

[0214]  (STJEf12-3) 5- FHA i < I ARUAZ I e ot e 1) 1) i

[0215] WAV G WA F Bl HH 5 - FHRR e A2 ARAZ A I A el 1 2C
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[0216]

%?@W T —
WWW—-"Z@?’“

27e
[0217] WA WSARIH L & 6A (REFT R A, R =4- N 5L R =4 - TR R R
B L
[0218]  K{{k 5954 (30.0g,42. lmmol) BT JR (366mL)  LFRT (45.0mL) |, 181 1 i
WRIRER (396uL) 19 L FRIATR (30.0mL) i, £F =6 N kE2 /N . f}imﬁthﬂu)\a@;%m
(1.50g,18.3mmol) , HiiHF L2 e VARG , BEAT 14 K aRiE K - LR g (CAARRLE
TFh2: 1) ek (40mL X 5) J7 , fEZRIEH I G TR L TiE (300mL) , A Fk R % %W7K(ﬁ/1&
(150mL) Ptk - KA NUEAE JOKMREREE I T8, 95T 7 k4s o 3 253 ] FHOR L 3 (20mL X
3) 3k AT T EI6A.
[0219] WL EW6ATKIFL A TC (RIF RIS A, R =4- N5 R =4 - TR R R
BE =N -2 - 5 - R msng) 1 T
[0220] VA MI6ATAAR T N GBIH/K) (105mL) , BN - HIgE - 5- L amsng (12.7g,
55.4mmol) N, 0- B (= HIEEHEELESD) CBElE (29.8mL,0.122mol) , 7E85°C F IIFASE £ 17N
I o 6 SN IRV S, IIN =500 R — PP AR (11.4mL, 63 . 1mmol) , £185°C N ik
P FES /N o K S SR VKA B ION TR S0 B 7K A (150mL) |, Hii P B2 &I ~F B .
MR TG (150mL) FE8, KA A LE A oK R S J:ﬂsﬁ): HATIRAR , 5745 THLEWTC,
[0221] LA TCHRIFE A 8C (R8T RIUL &4, R =4- 1R N 5L, = 5- I fwmsne)
1 LF
[0222] AL & WTCIA MR T DU (21mL) , JHNFEE (211mL) A5 LN (8. 42¢g,
0.211mol) , 7£40°C N INFAIRF: 14/ NI o K S W7 ik 4 1.2 /D i iy, R T (200mL) 4
B, MHimol /LERER (100mL) AEFTRRIR S B /KA (100mL) Yeik o KA MR A /KPRt 11T
T T T R4 BRI VAR T PIER (30mL) , SN2 17K (15mL) o NP 1 2 R AL
BT , BEET H T A o 4 [ A 5 04R R % SIS UEis I, AT 2 T8, 3005 T &
8C(18.71g,30.81mmol,73.17%) -
[0223]  'H-NMR (CDC1,,400MHz) ;88.54 (1H,s) ,7.50-7.42 (5H,m) ,7,19-7.11 (4H,m) ,5.71
(1H,s) ,4.71 (1H,s) ,4.60-4.52 (3H,m) ,4.38 (1H,d) ,4.00 (1H,d) ,3.87-3.79 (4H,m) ,3.71
(2H,s) ,1.67 (3H,d) .
[0224] MV EWISCIRIFH E9C GROFT R &1, =5 - HH AL Jmsne) 1) 1 5
[0225] B &5p8C (16.07g,26.46mmol) IAMAR T PU VeI (142mL)  FHES (142mL) , JINHH
fR%% (16.8g,0.266mol) , AT T 1AM II N 1mol/LERER (26.4mL,26. 4mmol) &AL AR - 1514
7 (8.04g) ,7E60°C NI HE23 /N o IIAN R Z 17K (27uL) B0 A )e il ik 1+
o BERF A E AR - TR PR IR BR 2, FHB0MRFN % FHE (100mL X 5) Peidk o KRS  DEl ik 4 , 7%
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AR TR 2 /K (100mL) |, IR B T-Dowex50W X 8 (H'7H) A% (60mL) KA /KYEE , 0. 2-
0.5mol/Lad/Kis 405 HFRMI I 7y (fraction) R4 , B TELAS T8, 3018 TG
19C (6.83g,25.4mmol,96.0%) .

[0226]  'H-NMR (D,0,400MHz) ;57.62 (1H,s) ,5.66 (1H,s) ,4.46 (1H,s) ,4.19 (1H,s) ,4.04
(1H,d) ,4.04 (2H,s) ,3.96 (1H,d) ,1.98(3H,s) .

[0227] L AIICHIFLAY10C GRIOF R A, Bk RY) =N"- 2K I - 5 - F L foms
) 1 Ly

[0228] Kb 549C(9.15g,34. Ommol) AR T-ILAE (BE7K) (118mL) , BIAZK HHERRT (15.4g,
68.1mmol) , fE% M MEFEI R AL R N IR NN CBE (116mL) < 2mo /LA A A B/KIA T’
(174mL,0.348mol) , FE L/ NG , I N IR (23mL) o B S S iR & I , B 0kids F 2 25 1ok 3
2R R B R T B 1K (25mL) |, JEHAT HA A, BEAT 1 7KBE KRR [ A 25 125
FKTLE Y, 35 T 910C (10.19g,27 . 29mmo1,80.3%) «

[0229]  'H-NMR (DMSO-d6,400MHz) ;88.15-7.45 (6H,m) ,5.67 (1H,d) ,5.46 (1H,s) ,5.22
(1H,t) ,4.17(1H,s) ,3.90(1H,d) ,3.83-3.63 (4H,m) ,2.00 (3H,s) .

[0230]  MALEMI0CRIHL G ICH) T

[0231] Kb H10C (7.00g,18. Tmmol) FHMEIE k3 i, AR T-ikme (BE7K) (62.3mL) .
O\ S I = R FFIE 5 (8. 24g, 24 . 3mmo ) , ZE 251 ik NG, 76 5 Svdorb N i
(5mL) A TR AF TR I R T (200mL) , P RIBRTR S BN /KIS TR (50mL) ek B
MUZEAE O/ EE b T8, dEA T4 , 6 2 2R (20mL X 3) Hajdh B BRI AL DL T 254
N AR 3 (510,100, LUkt : CRATE=2:1~1:1~1:3 (RBILL) ) A TR,
RIS TS 110(12.14g,18.00mmol ,96.26 %) »

[0232] 1H—NMR(c1)613,4001\4Hz) ;08.32(2H,d) ,7.83(1H,s) ,7.55-7.25(12H,m) ,6.89-6.85
(4H,m) ,5.70 (1H,s) ,4.47 (1H,s) ,4.29 (1H,d) ,3.85 (2H,dd) ,3.81 (6H,s) ,3.62 (1H,d) ,
3.48(1H,d) ,1.90(3H,s) ,1.86 (1H,d) .

[0233] MG ICRIL G 12CH) T

[0234] Bk E5411C (11.50g,17.02mmol) IR T —SUH KT R ZK) (85.1mL) , JIAN,N-
T RNEE L (6.02mmol, 35. 2mmol) « (2- L HLE) (N, N- PN L) SR R
(6.83mL,30.6mmol) , f£ = 15 FE2/INK o R SR iU S 05 (100mL) Mk fer , FHARANIARIR A
BRI - TR A B KA (50mL+50mL) Peik B A HUEAE JOKBREE F T, d- 7 1
ek A AE LA N A E Nl o R € (S10,100g, LUt : OROTE=3:1~2:1~
L: 1 ARRIER) ) BEATRS R, 2K95 T A #12C€ (10.70g,12. 22mmol, 71.80%) -

[0235]  *'P-NMR(CDCL,, 160MHz) ;8150.10,150.04.

[0236]  (STJfd2-4) B R I ARUAZ A I Ao e 1) s

[0237] MG WA Bl H B RS A AL A I 12 13G
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[0238] "-JH:- 106 "o AHiBy
f"’“
WL
126 ,L g N NGB

13G

[0239] ML A WISARIFL G 6A (R RIIE AW, R =4- 11 T Ik R =4- HIOERERE A
) LR
[0240] K {t 5454 (30.0g,42. Immol) 7% T~ LR (366mL) « LFRHET (45. 0mL) , P g b
WA IR (396pL) 1 LERIA I (30.0mL) J& , 78 %=k N FE2 /NI o 78 SN i I R
(1 .50g,18.3mmol) , HEATHi Pk B B 5E R IA MRS , AT T IR 4s K5I FIFFOR - TR G (DA

BT R2:1) s (40ml X 5) J5 , ZEFIE T N CBR LT (300mL) |, FAERIBRIR 2 57K i
(150mL) Y - ANUEETO/K IR b1, d- T 7 k4 o 7 H 28 393 (20mL X
3) 3k 13 T EI6A.
[0241] ML AW6ARILE TG (RTFTRIME AW, R =4- 11T Ik R =4- IR RERE A
=2 -5 - SR 1 L7
[0242] (v &6 AR T M GRIBZK) (105mL) , JIAN2- 4203 -6- S (10.7g,
63. lmmo1) N, 0~ (= HELHHLE L) AMEfE (33.9mL,0.137Tmol) , 7E85°C I A £ 1/
R o 85 S M IRUFH VKIS E i, ION = 6 RS ER — FH L AR (15 2mL, 84 . 1mmol) , 7E85°C N Ik
PEFET/INSS o S B RS JITS , DI MO AR VA7, Fid P B2 R E - R E
fift (150mL) $2HY, KA HLUE T IME A B KIA RS  AE oK R e Fdb AT T R4, 3k
3 T EWTG.
[0243] MY AEMITCHIF LA WS6 (R RIL A, R =4- 1R I B =2- 5k -6- 1%,
S 1 L
[0244] BV A WpTGIA MR T VY S HeR (105mL) , N FVES (421mL) « 2544 FH % FHE A RS v
W (80.9mL) , 71 & N IR FE24 /NI o 4 SN I T 2MERBR WA iy, 24T T k4 o« AR v
TN IR CBE , AR S /K S TR B B MUEAE JoK B e b T s , 60T Tk
9 TR TR AT CFR TR, IINTEPE IR (1.0g) , 7E60°C T AIFASE L/ NG o 05 1 i 1 A
we IR 2T BRIk , 3R T A 86,
[0245]  MICEPISCIRIF 96 GROFIZRIE &1, =2 - 50k -6 - A SER) I T
[0246] 41t & P8GR MR T VO WEIFE (213mL)  FHEZ (213mL) , NN HH R (26.9¢,
0.427mol) , AT T 1A« INNZU A HE - TG IR (13.5g) , 7E60°C T ANFAF30/IN o a1 At
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R B A AR - TR IR R 2, T (100mL X 5) Yevks « BHIEIR « BRIk SR IS , K ki
VAART 25 B 17K (300mL) |, FFRORPE % R iaiamak T TRA93 (OH 21Y) 4% (150mL) , #E1T7K %
J& , B TIR A  RAT TS I9G.

[0247] MY EWIGERIF I S 106 GROFT RIS, b= SHE8) 11 L7

[0248] BV & W9GIAME T 100mM Tris-HCL (pH7.5) (420mL) , JINJE T 208 (37ul,
42units) ,f£40°C FMHE24/ N B IR F 28 (37ul,42units) /R N E—2E At
247N o BEHUHT HR O A /K Pe  , AT s T, 3RS T 5106 (8.50g, 28 . 8mmol
68.4%)

[0249]  'H-NMR (DMSO-d,,400MHz) ;810.63 (1H,s) ,7.79 (1H,s) ,6.56 (2H,s) ,5.68-5.67
(2H,m) ,5.03 (1H,t) ,4.28 (1H,s) ,4.14 (1H,d) ,3.88(1H,d) ,3.77 (2H,m) ,3.71 (1H,d) .
[02501 WKL EM10GHAH L & 116 GR (10) Fosiu &, il RY) =N"- 5 T S [
T

[0251] Kb 54106 (600mg, 2. 03mmol) ¥4 TN, N- ~HIBE R (Fi/K) (4. 1mL) , DA
TR T ERERE (1.22¢,8.09mmol) , 7200 N i PE20/ NI o K5 S B il HH R C R FRE , 7K
Vel , M AVUEAE KRR S AT T T R4 - K i i ik i €0 (S10,100mL , 5
5 : =20 1 (RRLEL) ) EA TR

[0252] R A AR TS (8. 0mL) , IINVKYAAL S T T4 (336uL,3. 18mmol) , 7E =3 N i
P20/ N KBS /KA THCE I, SO iR 4 - AR FRIE H NN C IR C TG , T AR
ARVKIEIRT B AANUE O KmBREE b3t T 17T k4 o K R PR 3k, Kok
P A e (S10,100mL , S5 - HHEE =50 1 (RFHLEL) ) EA RSl

[0253]  Kpod AR 1 B (10.0mL) |, JINFRIEFR MY S84 (860mg , 15. 0mmol) , ££60°C | I
TR LTINS o AE SN IR INNAE SRR 77 2 vl 25 e, 1 RSO €3 (S10,100mL , 52
5 : HEE=10:1~5:1 (RBILL) ) BEATRS ], 2545 T E11G6(0.53g,1.5mmol , 74 %) -

[0254]  'H-NMR (DMSO-d,, 400MHz) ;812.11 (1H,s) ,11.77(1H,s) ,8.09 (1H,s) ,5.80 (1H,s) ,
5.73(1H,d) ,5.06 (1H,t) ,4.37 (1H,s) ,4.15(1H,d) ,3.92-3.72 (4H,m) ,2.77 (1H,m) ,1.12
(6H,d) .

[0255] MG LGRS 12GH) T

[0256] Kb AH11G (1.87g,5.12mmol) FHMEIE k3 i, iA R T-ikme (BE7K) (17.1mL) .
IO SR =R P (2.43g, 7. 1Tmmo 1) , A2 =500 M B2/ NN I, 78 SO b N F S
(ImL) S TIR S AEFRIE TN R 2B (200mL) , FAABANBRFR A B/ KA TR 5 AN LELE
ToKMEREE T g5 , FEA Tk 4 , B 08 FH R 2K (20mL X 3) FL3ab o 87 5 5 108 i Ak oA 1 3
(510,150g, CLht: LFROTE=1:1~1:3 (KFILL) ~ CFRATR) HEATREHI, 3815 T 5126
(3.27g,4.90mmo1,95.7%) «

[0257] 'H-NMR (DMSO-d,,400MHz) 5512.05 (1H,s) ,8.93 (1H,s) ,7.88 (1H,s) ,7.44-7.13
(9H,m) ,6.79 (4H,m) ,5.78 (1H,s) ,4.60(1H,s) ,4.44 (1H,s) ,4.05(1H,d) ,3.99(1H,d) ,3.74
(3H,s),3.74(3H,s) ,3.61(1H,d) ,3.55(1H,d) ,2.64 (1H,m) ,1.24 (3H,d) ,1.23(3H,d) .
[0258]  MAL G 2GR S 13GH) T

[0259] Kb 50126 (3.20g,4 . 79mmol) AF T S HBE GREIE/K) (24.0mL) , JILAN,N-
FNFECHEN (2.03mL,11.9mmol) « 2-FFELEL) (N,N- —FNED) SRR (2. 35mL,

23
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10.5mmol) , fE i PP 3/INRE o 3 IS 7 7 FH ORI S B K PR % KB MU AR
MRk LTI BEAT T kA R AR A (3 (S10,200g, bt : LFROBE=1:1~1:2
(RRIER) ) LA THSH, 3R 13 T A 136 (3. 368, 3.87mmol,80.8%) «

[0260]  'P-NMR (MeCN-d,, 160MHz) ;8149.09,148.74.
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