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HUAR ) 22 AT AR AL B W A BT V7 AT A1, HF BLAUE A AERR Sl ], [ FE LA R
B IT I

[0044]  “LRAYIL” JE 48 42 2 7 1 R I SO B e AT e L B A RH 112 B e 1A 1)
L ) S R ] R, AT AR A O AR T AR P8 75 G R I M o 25 R A o R R A 5 AT
T Wuts,"Greene’s Protective Groups in Organic Synthesis,” 255/, Wiley (2014)
FlHarrisonZE A\ ,Compendium of Synthetic Organic Methods, 551-8%:,1971-1996, John
Wiley&Sons,NY. o] B LRI H GE B A FE (AN T30 5 L 20 R AR gk o AR SR M 1 i AR 3
REAFEEAMR T H B 4B (Ac) « 3 WAL 25 (Bn) R FBERE (Bz) 228 IR iR
R BREE (“CBZ7) VX H AR TR RS IE (MozBliMe0Z) AU T S BRAE (“Boc™) , = 3k F R e ik
(“TMS”) 2— = FA B A R e B~ Z Bt Ik 3k (“SES”) « =R FH S AT HUAR ) = 2K 3L LI DR AR PR 3
9— S F AU B E (“FMOCT) i3 P S8 ik (NVOCT) e F AR R R 3 (PMB) P ik i i
(Ts) %,

[0045]  “YEFIAY” AT LA ELFEAE AN PR T 08 B8 AL G 00—l 22 P 1 R0/ B8 9 BAS =2
AT BRI A A s B FEE AR T 57K 7 N EE L OB BEVDMSO. 4R
lE LI - CRENE B EN A G S A EY .

[0046]  “ER” AT UL B FE(H AR TP B T 25 R AN AR (1) — B8 22 i 4 A VE B HAS & A Ay
ER R SR U B IR B B FE AN PR T AR R £ L AR AR R AR IR R A AL WA R £ L WA IR A
R VBEIR 2h BEIR — A 3 VW A Im IR AR AR ERIR h S IR B L TR
Eh AR EL IR EL F IR NG IR AL R SR R T IR AR IR AR L BRI Eh VN R 2h L B 2
W IR VBRI AL L R AR B R AL VE SR AL BRI T -1 - RER . -1,
6- MR R IREL EURHER 3 VBRI R 31 L T AH IR R 3h R BRI iR 31 L H A 0
ARHIRER AROR ZH R ER BEIR AL L T ORRARR R R AR ER R IEE N IR AR R T IR L AT R
fRdh FLIRER . v AL TR EL TR Th A TR 3 R TR 31 U PR 26 L 25 - 1R R £ . 25—
2T IR L AR BRER 26

[0047]  “YEF” Al BLFE (AR T BB B4 S 5T AR 4 ol 355 711) o AR R 5 751 ) 156 B
PR A FE AR T 0E BRI bt A e 2R VB R (1, 4- e VS0 L S SR
S BE (DCM) o AR 14 = E 57 -5 770 1 0 BA e s 9 B (AN PR - DU Sk i (THF) 4R Gl VTN
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iR — F R H 9 i (DMF) 2L )i (MeCN)  — FH 2 I A (DMSO) i % B 5 ANk R P 1A il o 0% 12 5t
TR0 0 UL BA P R RN R T H R IR T RE . A (TPA)  IE PR £ FE L LR AN
7K

[0048]  “WR” R IBREMIRAL A (B 7oA B THY) , B BE8 5 B 75 T LA 4 1 ) 7 R
B (a0, 2% 5 WiiR) o B T A FEEA R T IO R R R i AR R « £ M5 25 2 R A A%
% o TC ML 1 U B 1 7 (91 0 8 AE AN PR T 1 A & B LA T - SRR (HF) R (HC1) V&R IR
(HBr) V&R (HT) ;X &= & &R - k&8 (HC10) L WAER (HC102) V&R (HC10s) - i SR
(HC104) LA A IR AT AH LA LA R IR s BR (HFO) s iR (H2S04) 5 3B R (HSOsF) 5 MR
(HNO3) ; R (HaPO4) ; J8 AT AR (HSbFe) 5 AR (HBF4) ; 75 J IR (HPFe) 5 £5 R (H2CrO04) 5 PA
SRR (HaBO3) o fisf R 1) 158 B 4 7 491 B0 48 RN PR T B Be i R (550FF R  CHaSO0sH) £ ettt R
(B 4B R - CH3CH2S03H) 8 it iR (B K i 2\ CoHsSO3H) X F i ik 1R (Bl 4 — FH 2R R
CH3CeHaSO3H) + = 3 F B i R (Bl = % Y i 12 . CF3S0sH) A3 2K 2 4 ik 1 (R4 k 56 R 2 45
[CH2CH (CeHa) SO3Hw) o FRER H) 156 BH 14 7R 1 B FE (AN PR T Z R (CH3COOH) TR (CellsO7)  H
i (HCOOH) - i %] # 2 (HOCHz— (CHOH) 4—COOH) « #LF& (CH3~CHOH-COOH) - %R (HOOC—-COOH) A3
A (HOOC—CHOH-CHOH-COOH) o i AR FR & 1 it B M7= A L FE(HANR T L BR =M SR
LR RO =R LR - LR TR 0 Ut P S A5 H AN R T Pr bR i iR o 1% BR 1 i BH
PRI AL FE AR AR T Bt A A% B AR (DNA) FIAZ BB X R (RNA) o

[0049]  “B” ZEABREWLHEZ ok A T HHA R BT M/ B A S E R E TS TEE T
(OH) o Bl 156 B 14 7 49 B0 5B R T A 8 A 4R (AL (OH) 3) VUL B (NHLOH) AL (As
(OH) 3) & A ALAN (Ba (OH) 2) VA EALSE (Be (OH) o) A ALEK (IT1) (Bi (OH) 5) A A AL (B
(OH) 3) A L4 (Cd (OH) 2) “E AL (Ca (OH) 2) VA A ALE (IT1) (Ce (OH) 3) VA A L4
(CsOH) EE LSS (IT) (Cr (OH) 2) VAEALES (IT1) (Cr (0H) 5) JAEALEL (V) (Cr (0H) 5) JASA
b4 (VI) (Cr (OH) 6) A A% (IT) (Co (OH) 2) VA ALE: (TTT) (Co (OH) 3) A E AL (T)
(CuOH) V& S AL (IT) (Cu (OH) 2) A EALE (11) (Ga (OH) 2) VA EALE (I11) (Ga (OH) 3) &
(1) &AM (AuOH) VEEA L (TT1) (Au (OH) 3) VA AL (1) (InOH) VEEALEH (1T) (In
(OH) 2) EEEALAH (ITT) (In (OH) 3) VEAEALEK (TTT) (Ir (OH) 3) VA A LEL (IT) (Fe (OH) 2) V&
AL (IT1) (Fe (OH) 3) VA AL (La (OH) ) JEEALHT (IT) (Pb (OH) 2) VA EALEST (IV) (Pb
(OH) 4) VEE AL (Li0H) VAL EE Mg (OH) 2) VEEALES (I (Mn (OH) 2) JEEAE (TTT) (n
(OH) 5) VEEALEE (IV) (Mn (OH) 4) VA4S (VIT) (Mn (OH) 7) A ALK (1) (Hg (OH) 2) A4
7k (1) (Hg (OH) 2) & A ALEH (Mo (OH) 5) VE A AL (Nd (OH) 3) JE AL ER (N1OOH) & AR
(IT) (Ni (OH) 2) VA AR (1T (Ni (OH) 3) VA LEE (Nb (OH) 3) EEAAER (1IV) (0s (OH) 4)
SEALEE (TT) (Pt (OH) 2) VESEALAR (IV) (Pd (OH) 4) VAL (ID) (Pt (OH) 2) A EALEH (IV)
(Pt (OH) 1) VA ALER (IV) (Pu (OH) 4) (A EALHH (KOH) A F AR (Ra (OH) 2) VA A ML
(RbOH) A ALET (ITT) (Ru (OH) 3) & EAAET (Sc (OH) 3) VA ALEE (Si (0H) 4) VA A LR
(AgOH) & S L8N (NaOH) &AL EE (St (OH) o) A AL (V) (Ta (OH) 5) A EALES (11) (Tc
(OM) 2) - DY FE LA S AL (CaHiNOH) WSS ALEE (1) (T10H) (A& 4bEE (ITD) (T1 (OH) 5) JE &AL
&L (Th (OH) o) VEEALE (1T) (Sn (OH) o) VEEALE (1IV) (Sn (OH) 4) JEEALER (1T) (Ti (OH) 2) -
SEAER (TTT) (Ti (0H) 5) VA ALER (IV) (Ti (0H) 4) EAALES (IT) (W (0H) 2) & A AL BhiEE
((U02) 2 (OH) 4) VEEALHL (IT) (V(OH) 2) VEEALHL (ITT) (V (OH) ) JEEALHL (IV) (V(OH) 5) -

13
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ZEAEE (Yb (OH) 3) EEFAAES (Y (OH) ) VEH AL EE (Zn (OH) 2) FIEAALES (Zr (OH) ) -

[0050] 7Rt sty & H , AR SCAIT A FF I 532 AT LA TR B« DA G0 AR ST I 14 3% 42 5 55 DA
A AR] o] BE AT % A

[0051]  FE—/NJ5TH, A SCAF T —FHTHl% = Q) &)

Cl
[0052] l“N O
Z N\)I\OH
OH O (8)
[0053]  ml H: R R 592, A AF =X (1) AL & P al H 2 55 7K i 551 4 fik
Cl
[0054] |\N HoQ
- N\)J\O,R2
O O 0
Y
R (D,

[0055]  HAIR'JEC-af Ik \CHoC 2R FE Bl 35t , L b 2R 35 A5 I o () 5 A W] LA ST g —
ANVFIANER = AN R R AR R R AT 2R A R B s 9 HR® R Cra i 3

[0056]  fE—Lbsijifi 7 22, RUZCroakEJE \CHoCL A LB 3L, e 2R RS S (AN m]
DAL ST b g — N B AN R B R AR L A R AN T 2R I BRI AR o 7 — S S ity R
RUEC1-abidi \CH2C1 2R FE B I , e A 2 RS I A iy B AN T DA ST M gl — AN B AN it
P I PR SR 3 RT  2 R EA RS AR o E — S S it 5 e, RUR C a3 L CHoC 1 R B , HE
H R N 1 o R B S AT DB A — N B AN 18 B R AR R AN i 2 1 AR R AR o 72— 2
ST G, RUZCroaki 2 L CHoC L AR FE BRI , L 2RI RN I r () B AN 1] DU g — A
B A AR U BUAR o 75— S8 St 5 Z2 P, RV A2 Crafi 2 L CH2C AR Sk Bl e 3 . fF — s
Jti 75 Ze R C1-afi FE B CHC o 7E— Se St )7 S, R & Crabi i  7E — LB Sl 7 Zrp , RUZ
T

[0057]  {F Ly b, REZ R YL IE 256 (AL R S T AT TS
BORUT B S 7 S, RAE IR ZJRBORUT S A NSt R, R R R
BT 36 o AE LSt T S RER AT 3 o 7E — Se Sl 7 S b RE R 3

[0058]  7F—Bsji 5 b, R Ci-abi 3k LCHoCL R FE B, I RS L L 2 L 3
ST E P T ER TR T R A s SRR Croa B S B I, O AR
F 3 2R T 3 o 7E — B8 s 5 R R Crabii it , I HLR™E FH LBk 23 7F — BB S it
S RUZBRUT 9t HRM 2L,

[0059]  {F—ubsijifi 7 S, RUBARP L IR (1, 2- B 1, 3- Ak 9R . 1,4~
RO 1,2,3- =R 1,2, 4- =32 1,3, - =308 AR 1, 2- A1,
- HIAEAER 1 AT AR 1,2, 3- = AR 1,2, 4- AR OR 1,3, 5 = VAU RO

14



N 112088155 A W OB P 9/18 T

THIEA 1, 2- SRR 1, 3- SRR 1,4 R IR 1,2, 3-SR IR 1, 2, 4R AR IR L T,
3, 5- SRR VR, 2- A AL T EE L A TR, 2, 3-SR, 2, 4R,
3, 5- A VEIE L, - T AR L3 AR AR, 2, 3 AR, 2,4 SR,
3,5- =& K R, 2- A1, 3- TRE L4 TIRIE L2, 3-SR, 2,4- =R IE
3,5- YR MR 1, 2- R (1, 3- iR L1, 4- R 1,2, 3- =R L1, 2, 4- iR L
3,5~ =Ml ZK \2- H JEACIE (3-FF LRI (A- RGO 2, 3- IR L (2, 4- RN 2,
5 HIETRIE 2,6- THISERIE (3, 4- RO (3, 5- R EARIE 2 3- A TR AL L2,
4= BRI 2, 5 TSI 2, 6- AL 3 4- AR 3,5 HIA
FEAHE 2, 3- TR IE 2, 4- TR IE 2 5- TR R NI 2 6- R AR L3, 4- R
HRE 3 5 TR 2 3 TR 2,4 TR 2, 5- AL 2 6- RS L3 4
RS, 5 R R 2,3 A R 2 4 AR 2, - AU R 2, 6- AR L3,
4= NHE 3, 5 AR 2, 3- RN 2, 4- YR HE (2 5 TIRTIEHE 2, 6- IR
3,4~ RAREE 3,5 RN 2, 3- IR R L2 4- IR R L2 5 IR R L2, 6- iR
.3, 4- TR AR 3, 5 TR

[0060]  £F—sbsjiti 7 R, REZC1—Cro B 85 Ca—Cro L HE B Ca—C PR i 3 Co—CroZR 1 L Ca—
Cro 3 BEE Ca—Crab AR M 325 5 BR Co—CroZk M  Cs—Cro S BE B Cs—CroF AR R JE B 5 35 o 7F — LB st 7
Zrh RJECI—CroEBEBCo—Cra L BEI I ; Co—CroE 5 . Co—CroBl L BRI 3 ; Co—Cro H 85 5C5—Cio
PRI BT  FF — B S 5 R L REECI—Cra ELEE M 3L ; CoCro L BE M 2L s B Co—Cro B B bR HE B
N FE L AE— BB St 5 L RECr-Cro EL BE MR 5 \ CoCro BRI JL BN 3L . 7F — BB St 5
R*ECI—Cro B BEM L B3 o 7E — B85t 5 b, RO CI-Cro EL BRI 3 .

[0061]  7F—UEsja /5 R, KT SR . £ — S Sft /7 Brh , IR IR . TR A TR . T
B2 JRIR  CFR  BERR LIRS SRR AT IR IR oK R BRI R TR - 2 R %) PR ORI R — 98C
R S 5 P I R . = S 2 TR (TFA) B IR R R R B R L SR 182 L 2 e iR (BSA) I'E
TIAE B A A — St 7 B, IR LR 5 B RS = %0 TR . = S 4 R (TFA) ViRt
FRE Eh IR  7E—SLSLHt 7 P, IR = IR (TFA) BUEh IR o 7F —SE STt 7 b, BR 2 #h 1R
[0062]  7F L5t 75 R, AK ARSI S0 o 7F — LS T R b, B 4 B L A AL T
& RREL B S5 W-SK (Z WA, MacCossZE N ,Synlett,675,2004) 5% DY T & Al 4%
(TBAF) (Z: W44, Ren®: A\, J. Am. Chem. Soc. ,129,5381,2007) . £ — L& SZ i 77 b , Bl 2 il
GRS ENY I T IR AL E (TBAF) o 7 — LSSt 7 b, Bl il 4 B S A A o 75— sk
Jiti 77 b, i S AL AR (LiOH) VA AL EN (NaOH) A A AL HH (KOH) 5i S AL 4 (CsOH) A &
AT R G A LS T R, Bl ZUE Y (NaOH) B S8 AL 81 (KOH) o 7£ — 285 i
J7 &, Bl S A A (KOH) o 7E— S8 st 77 S8 b, Bl Bl < JE ik PR 26 o 76— S8 St 7 B
Bl A2 B R A (L12C03) BRER N (Na2C03) BRERHH (K2CO3) B R4 (Cs2C03) LA K BEATHIMT R A
B o E— LB STl 7 R H , BRI IR B (K2C03) BRI i (Cs2C03) o 7E— LB STl /7 R H , Bl 2 B
%t (Cs2C03) -

[0063]  7F—LLSLiti )7 =, FEAAAEVE FIAE DL T A A= B o 72— SE STt 7 S, i AL
N, N-Z F B ki (DMF) U T I — H A2k 2kt (DME) 215 &0 FF 52 (DCM) - Y &Pk i
(THF) \2—F BL DY Sk (ME-THF) 5 A B B L B BB A T S A G o 7 — L8 STt 7 &
Y AL B THE o 78 — S8 STt 7 S8 R, ¥ 55 AL BN, N- - HH 25 FE B e (DMF)  — AR 2 e
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(DME)  PU kR (THE) 8% 2—FF 25 PY Sk (ME-THF) o 78— S8 St 77 22 v, 13 75140, 2 2— FF 3 Y
S5 (ME-THF) »

[0064]  7E—LEsifi 5 A, 3 ) I A4l B 3 /b50% . 2 /060% & /bT70% & /b
80% . &F/085% FE/90% . E /091 % FE/092% . E/093% (FE 094 %  FED95%  FE 96 %
#/97%  FE/98% (FE/99% (FE/99.1% . FE99.2% . FE/099.3% \FE99.4% (FE /D
99.5%  FE/199.6% & /99.7% . & /99 . 8% B 099.9% A — s 7 &b, 1 (8) By
B4 N E /90% B /091 % L B 92% L E/93%  E D94 % ED95%  E 96 %
#/97%  FE/98% (FE/99% (FE/99.1% . FE99.2%  FE/99.3% (FE99.4% (FE /D
99.5%  FE/99.6% & /99.7% . & /99, 8% B A 099.9% A — s 7 &b, 1 (8) By
EMMAEE NEDLII%  EL99.1%  E099.2%  E099.3% E/099.4% & /D
99.5% FE/99.6% & /99.7% . & /99, 8% B 099.9% A — s 7 &b, 1 (8) By
EMMAEE NEDLII%  E99.1%  E99.2%  E/099.3%  E/099.4% & /D
99.5% FE/99.6% & /99.7% . & /99, 8% B 099.9% A — s 7 b, 1 (8) By
A AR 299 %

[0065]  #F—2esiji 7 b, AU AT T il K (D A& 7%,

cl
|‘~N y O
[0066] P N\)l\O,RZ
OO0 O
Y
R! (D),
[0067] 0.
[0068]  a) FEAFAEBIIFHL T 12X (5) A& el H 25
cl
[0069] |“~N
Z > COo,H
OH (5)
[o070] 53X (ID) MAb& el 3h 4,
o)
[0071] R1JJ\CI an

[0072]  HrpRUZCi-aftdk . CHaCL R BE B 3 | JH o 2 AR5 6 o (3 5 A W DA 57 e A —
APIANE =i B A R R L R R AR A
[0073]  b) EAFAERR I L T 1820 BRa) TR E P4 530 (N1 D) AL & Vsl sh i,

o)
[0074] HZN\)LO, R? (11T

[0075]  HHHRZEC-akEdik

=
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[o076]  Mififg ksl (D Mtk & ¥ei L,

cl
[0077] |NN H § L%
2
SN I s
0.0 O
by
R @:s

[0078] ) {1k A B 5 AR ¥ 770 e i 20 k) TR BT 77420
[0079]  fE— bl Jy S, AT LAAE D BRb) B0 BRe) Z R e b & 2 (V) iIAE &4 .
ARSI, AT AE KA 2K (D itk 59550 V) AL SV EEREAL 83 8) L &4

Cl
[0080] | >N H 0]
pZ N\_)J\O,R2
OH O (IV)

[0081]  fE—Lbsijifi 7 22, RURZCroakE 2L \CHoCL A R B 5L, e 2R RS I (4N m]
DAL ST b g — N B AN R B R AR L A R AN T 2R I BRI AR o 7 — R S ity R
RUEC1-a b \CH2C1 2R FE B I , o A 2 5 RS I A iy B AN ] DL ST b gl — AN B AN it
P PR SR 3E RT  2 R EUA RS AR o E — S 51 it 5 Ze P, RUR C a3 L CHoC 1 AR B 3, HE
H DR N 1 o R B S AT DB g — S B AN 18 B R AR R AN i 2 ) AR AR o 72— 2
ST G, RUZCroaki i L CHoC L AR FE B AL , L ZR I RIS I r () B AN 1] DU g — A
B A AR AR BUAR o 7 — S8 St 5 Z2 P, RV A2 Crafi 2 L CHoC AR Sk Bl e 3 . fF — S s
Jti 75 S, R C1-ai FE B CHC L o 7E— SL 5Lt )7 S, R Crabyi i  7E — LRSIl 7 Zrp , RUZ
T

[0082]  {F by K, REZ AR YL IE 2 BE AL R T AT TS
BORUT A SESE 7 S R, RAE R L FRBORUT S A NSt R, R R R
AT 3 AE — BBt 7 R, R P — BB Sty S L RUR AL T 3, F HRME 3
[0083]  7F—LLSLiti )7 =M, FEAFAERRI IR 00 R AR i o £ — LS 7 S8 vh , Bk ST M 2
BN AE— LSt 77 B, AR = O (TEA) « = N5 = I 3 ik (DIPEA) (it
BE 2,6 T FEAEE 1, 8- & -+ —mR-7-%5 OBU) .1,5- & Z —¥ (4.3.0) F-5-
J#& (DBN) BENTIAE R H G AE 25 7 Brh, A AL S = &% (TEA) « = 5 T 2 Ji%
(DIPEA) MEREELL, 8- ¥+ —Hk—7-4% (DBU) o fE— 451t 77 R, A NS — 4 %
(TEA) 8¢ — 5 N J:fi (DIPEA) o 7F— L85 77 2 , A LB 2 — 7 N 3k (DIPEA) .

[0084]  7F—LLSLiti )7 =M, FEARAEVE FIAE DL T A A= Fefi o 72— BE STt 7 S b, AL
B N ON- I H e (DMF)  — 2,3 B i (DEF) \ —FE B 2 Wi (DMA)  — 2 2% 2. e i
(DEA) \ — H ZEME AN (DMSO) « Rk . — H 4 L Z bt (DME) « Z 1 & FF ¢ (DCM) - DU & Pk i
(THF) 2~ JE DU S PR IH (ME-THF) 85 e I 1R B 4L & 7E— L85 77 b I A& LB N,

17
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N—— F B FR e (DMF)  — FF 35 Z 8k iz (DMA) « — FR L P AR, (DMSO) « — &0 &% (DCM) Y &k R
(THF) 82— PY SRR (ME-THF) o £ — 8525 77 S8 b, 77 AN, N- — T BE F G fie (DMF)
VUSRI (THF) 82— H 2 PU SRk IR (ME-THF) o 75— 8 St 77 S+, Y 77 E0 AN, N- - FH 2 H
Jtz (DMF) B8P0 SR (THF) o £ — L8 St 7 S, v 77 A5 DY &0 g (THE) o

[0085]  7E—LLsijifi /7 b, F5 B B e) AE— LSt B, B R e) R R P AL
T210.5% =0 (5) AL & W A2 — 2L sLiti 7 b, 2 o) IR BRI =P & /b T 2904 % (1)
X G) FIED A — L5t 7 B, B Re) P E = a & > T450.3% K 6) ik &
Yo AE—RESIht 7 S+, 20 BRe) I U P & T 290. 2% 13X (5) A& - 7E — 265k
Jiti 5 b, 25 ) R PR AL T 2101 % 3K B) BIAL & . E st /b, B
Be) HIE R = a0 T £90.09% 15K 6B) AL &9 . 78— L5 /7 = H , B B e) HIE AL
=& 1 290. 08 % 150 (5) AL B W - 75— 285t 7 Rk, 20 Be) I I =L &
BF250.07% 3 B) G AE—BeSLt 7 b, B Re) RIE I A D T4
0.06% 0 (5) AL & A2 —LeSLhti 7 =, 2B Be) IR L) PPl 2 /b T 290 05 % 1) 21X
(5) AW AE— LSt T B, B R e) R =8 & 2 T 290.04% 1950 (5) B &
Yo AE— ST S Hh P R e) IR U A E b T 290,03 % 1 X (B) AL &4 - 7 — L&
SEHt T R, b ) R B AL DT 290,02 % 15K (B) AL AW o 7 — Se S it T R
W, B e) IR LS T 290,01 % 1 K B) BILE .

[0086]  fE—LLSIytiJ7 M, 20 BRe) A AdE FH i 7 A B oK ORI o 7E — 8 STt 77 2R, /K5
LR (v/v) NZI0.1%-1%2£10.1%-5% Z10.1%-10%£10.1%-20% £]0.5%-1% . Z]
0.5%-5%210.5%-10% . £J0.5%-20% 211 %-5%211%-10% 21 %-20% £15% -
10% £15%—-20% . £110%-20% £110%-30% 4120 % —-30% 2120 % —40% . 24130 % -40% .
£130%-50% 2140 % ~50 % 2140 % —60% + 2150 % —60 % 2150 % ~70 % 4160 % ~70 % . £]
60%-80% £170%-80% £170%—-90% . £180 % -90% . 2180 % —95 %  £190 % ~95 % . £190 % —
99% 8L 2195 %699 % o ££ —EE STt 7 Z2 M, Bl A LB £ — EE STt T =, A LS = L%
(TEA) « = F N FEHZ . — 5% (DIPEA) JIHERE L2, 6- U T FEMEnE 1,8 & 2 —H+—
WR-7-45 (DBU) \1,5- %4 —FF (4.3.0) £-5-% (OBN) B e A KA R4l & o 7 — s it 7 &=
H L, AU = % (TEA)  — S N 3% (DIPEA) JMERBEER L, 8- & 48 — T — i -7-1%
(DBU) o fE— 652 i 5 = b, A WA 2 = 2% (TEA) BY 57 P 3L % (DIPEA) o 7F — LB S it )5 5
W G LR — AR % (DTPEA) o

(00871  #& 5 —J5 i, AL HF 17D K&

cl
[0088] IMN Ho
2
N oR
oyo o
R! I

[0089]  mRH: 3L, HiARURC e \CHoCL A L B I, A L AN e A4S /] DAk 37
H A — A AN ER =N R R R R A R A BRI BUA ; I HRPRECr e i .
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[0090]  7E—&ksijifi A, X (D B B4l BN 5 /b50% . 2 /060% & /b T70% & /b
80% & /085% FE/90% . E /091 % FE/92% . E093% (FE 094 %  ED95%  FE 96 %
#/97%  FE/98% (FE/99% (FE/99.1% . FE99.2%  FE/99.3% \FE99.4% (FE /D
99.5%  FE/199.6% . E/99.7% . & /99, 8% B E 099.9% A — s 7 &b, 1 (D) 1Y
BRIl N E /90% B /091 % L B 92% L E/93%  E D94 % ED95%  E /96 % .
#/97%  FE/98% (FE/99% (FE/99.1% . FE99.2% . FE/99.3% . FE99.4% (FE /D
99.5% % /99.6% £ /099.7% £ /099.8% 5 £ /099.9% . £ — 85 7 L 3 (D L
SR A N E /099%  F /099, 1%  E/099.2% L B /99.3% . 5 /699.4%  FE99.5% |
F/199.6%  FE/099.7% A /099.8% i F/099.9% . £F — szt 7 &b, 2 (1) B &
A NE99% E99.1% E99.2% E99.3% E099.4% E99.5% E D
99.6% % /99.7% & /099.8% B % /199.9% . #F — L85t 7 ik, X (D) 4k & Wik 4t i
NE9II% .

[0091]  7E—uesfiir =, X (D MAAE RS /N F£10.5% 15 6) Itk & 9, BP=C (1)
A &M EE /N T 290.5% [ 4R 5T, % 2% BN K (5) AL G4 o 7E B AN BRI ZEK 5 A B 45
i, A5 (D I EEES N TF2X% 1R 6) Itk &9 24538 (D) M a5 /N T4
X% [ )50, 1% 4 N (B) B &9 - 72— e st 7 b, X (D I &S /N F210.4%
18 (5) AL &9 o 75— e s b, 30 (D B &S /N F210.3% 120 (6) AL & 9.
E— sy R, (D A /N T£10. 2% 150 6) M &4 75— L st 7 &
HL, (D AR SN T290.1% 1 6) &) £ — sty 9, X (D 1549
BENFZ0.09% X 6G) Ktk &P £ Z, X (D) HEWES/NTFL
0.08% = (5) L& FE— et i, 3 (D B &S /N T£50.07% K=K (5) 1
& AE—2esiits 7 b, (D I SRS /N F£10.06% 112X 5) B4 &4 . 75— L5
7 =, R @) b &S /N TF210.05% KR 6G) Itk &9 . 78— e szjiti 5 &b, 38 (D)
A& /N T 290.04% 28 (5) AL &9 o #E — e st 5 2 v, 20 (D) AL & &/
T270.03% 15X (6) M &9 £ — 25Ty 2, X (D M EMaS /N T290.02% 120
(5) KB fE— sty A, 58 (D) A& E & /N TF250.01 % 1K G) 1L &9
[0092]  FER—, KX AT T —MAEY, HEE:

[0093] &) 80% ¢ £ 1= (D) Ktk &L 2L,

cl
[0094] |\N Ho T
2
% N\)J\O,R
OYO o
R! D,

[0095]  HrPRUZCi-aftdk \CHaCL 2R BE B 3 | JH o 24 AR5 5 o (3 5 A W DA 57 e A —
AN VAN B AN R R | AEURE RSB R R T BRI AR s I HRP R Crade B
[0096]  b) 20% BB /DA (IV) AL EIEEL 2
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Cl

[0097] |‘*~N h ©

= N\)J\O,Rz

OH O (Iv),
[0098]  HAR*ZCi-ahidk, 3 HIH A (D ftb e 50 V) M5 1 &
HEAEZ199 % FNZ1100% 22 8] , I a1 2999 . 1% . £199.2% £199.3% . £199.4% £199.5% .
£199.6% . £199.7% «£199.8% 5£199.9% .
[0099]  {F Ly K, REZ R YL L 256 I RS T AT T
BORUT B S T SR, RAE IR L FRBORUT S A NS R, R R R
BT 36 AE—LE St T S, R F 3
[0100] 7 — b 5=, AW 285 % s 2 120 (1) Mk & H 3 DL &
15% 8 5 /A0 (TV) 4k B ek H 2k o 78— 2L st 7 b, AW 2990 % B FE £ 11 20
(D) Mtk & a5 DL K 2910 % 55 /120 (TV) (46 B el I 28 78— 2L sijit r = b 4 &
WA 5 2995 % 5 2 1 20 (D B A ElH Eh DL R 295 % sl 58 /D g =X (TV) AL S
FE— S STt 7 =, H-E A5 99 % 5 2 (1) 3 (D) B4 SR DL A 291 % 5l 5 /D (1) 20
(IV) L& el He gk .
[0101]  FE—Esjir b, HAEWAE/NT210.5% 130 (5) Itk &4 FfE— e st 7 &
L HAEME S NT£0.4% K 6) MG £ — s 7 Zh , HEWE & /N T4
0.3% 120 (5) I B 7E—Se st 5 B, HAE B & /N T 210. 2% 120 (5) b &4 . 75
— LS T B HEWAE N T290. 1% 1 6) BRI &) 7 — sty B, H AW
TNT£90.05% K50 (5) BB AE — 2L SETt 7 b HE WS /N T290.01 % 15X (5)
&Y.
[0102] 75 —J7 M, ASLAF TS (D M S S AHEY,

cl

|“‘*N H O ,
P P

0.0 O

y

R M,
[0104]  FLARRUZEC ki3 \CHoC1 IR FE BN I , S rpr SR RN 36 o (1 454N AT Ak ST i gl —
ANV = AN R L AR A R R T 2 O BRI AR RAECra i 3 5 FF B & /N T
£70.5% 120 (5) Mt &9

[0103]
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cl
[0105] | =N
7 Co,H
OH (5)
[0106]  7E—sesijifi 7 ZH , HEMBE S /N T290.4% X B) WAL &) 7E— L5077 &

O HAEMES/NT£0.3% K 6) Kb &Y £ — sty Z , HEMEE /N T4
0.2% =X (5) PIEW) AE— L7 B, HAEWERE /DT 210. 1% = 6) L& . 1E
— LS Ty B, HEEE /N T0.05% 20 (5) I AP AR — st T R, HE A
H/AINT210.01% 150 6B) I &)

[0107]  FEEEANACRE SR AU F b, BrAE A B, & WL &8 807 H 50 E (%) 72
i 18 i HPLCI & ) i A5 P A 4 B Bl 2% i

[0108] il 4% s

[0109] HXI1

cl CNN Cl
©\ + \@CN PAC1: (dppf) (cat. %\ 3) NaOMe %
B(OH): ¢ hLO DMF-H.0 T e, R |“N
E: 62%-6T%) (= 80%85%) ZNeN
4 OMe
cl cl

1) 37%i& HCL, [AI¥E

1) THF. DIPEA

i 0

=N
2) Kk |
[0110]  3)THF ¥ 7 “co,H 2) %C, o Om/k
(P23, 90%-95%) OH 0.0 O O
s N
i £ il
1) THF ¥ T
2)Gly-OMe HCL 1)HOH, HO, Me-THF
3) DIPEA N o 2) e Hel N &
)R HR L | ¥ 3) ek | §
5) K i il N\)J\Ol'wka 4) FHE Y S B e D = N\)J\OH
6) Ak Oy, .0 O (P58 § i) 88%-93%) OH O
N s
[O111] A5 PR AR AL 751 IR 14 B 22— U 2 e 2, BA SR AL 543 o FH P B A P SR

FEMENES, AR AL 54 ﬁiﬂﬂi“Eﬁﬁk/ﬁﬁh%"%ﬁ%ﬁjﬁﬁ R e AL B AL &5,
CASERLIR S IRITT6 , HAE 5 H 2R T M6 56 R Hh S I e (b 9t 57 (R] BE 2 FE R e -3 - fir
BB ST R R IEN, AR DAL Rl n] RO &48) o A
ARSI THAL B8 -

[0112] S fh
(01131 DA St 9] 5 WY 17 A B Y — 8 SE2 it /5 S AN T o %o T A SR A 5 AR N B3 32 11

21



N 112088155 A W OB P 16/18 T

Ty MBI 52 5 167 B3 24 5 B RS e B BBl R O BT DAEAT 45 P i 38 L 5 4655, 9 L
W SRAG e RN AR R e 5 A AN ASOR 2 3K 45 BT R 58 1 AR R B o 38 DL St g i — 25 0 T A
SCHT N TR AR 2 B 5 308 6 S il A5 R A J97 2R A DA R 2 11

[0114] S fsl1 : 5— 3-SR AL —3-F—2-F LMt g (b 543) 1l &

[0115] 7525 MU £ 3% B IR FETF AT EUSN B 201 e oy 2 H 2 N (3~ 2K 3E) Tl
1% (550g,3.52mol) \3,5- & —2-FFEMLIE (639g,3.69mol) K203 (5.5g,40mmol) . [1,1 —XX
(RS k] &4 (ID) [PdC12 (dppf) ] (11.5g,140mmol) 1 — FF 3 F ft iz (3894g,
4.125L) o Pk I NIV, I 38k I BUE FH IR 3053 B o S8 5 4 i ST 7K (413g) ¥ i )
SR A, R IR R AR T-50°C 25 /Nt o FH 2R 2. Fig/ FH S (42 1) 1R NI ENAR, UV
435nmM &% J i 2H ), 183 TLCA BTl 58 3, 5 G —2— SUIE Lk I F V1 2k, DA TR %0 o v 52 o
SR S TETRA HN 2 5°C , ¥ Bkt (940g,1.375L) F N, I kL3070 4d . 47K (5.5L) FEN,
HHBEEREFE15°C IR G — DR R LN o i i 38 4y S AR =9, 3 K
(5.5L) Peik S8 J5 B bt (18881g,2750ML) Peifk K Fr {3 IR DFE B 25 T 28 S T 18/
SRJGHE50°C T 52— TN EE (6908g,8800mL) FlBEkE (1g,2200mL) K]V &R B4/ NG, ¥ £ 2 30
SRUR B AR G AR IR R N B /N o AR e e i 9 4 B 7, IR A R 2- TR B (3450g,
4395mL) Peik , S8 J5 Pt (3010g,4400mL) Peig o 4 AT A3 0 [ AR 7E = 28 N AE40°C T 164
/N, #3 E565.9g (65 % 77 %) HIEE =4, K € ] 44  HPLC W 52 46 £ 98 . 3% . 'H NMR
(DMSO-de) 9.12(d, 1H) ,8.70(d, 1H) ,8.03 (t,1H) 7.88 (m, 1H) F17.58 (m, 2H) .

[0116]  SEjafs|2: 5— (3-SR IE) —3-FH A A —2-F ALk ng (th &94) il &

[0117]  FEHA WM FE AR 2 B A% VIR B2 vH AN H B 200 i 97 28 2 N 5- (3-FUK
5 -3-F-2-FAEMLIE , 1, (558g,2.24mol) FFARHE TR Z0R HIERE N, SR J5 4 FH B4 (25 % 1)
H I, 726 . 0g, 3. 36mo 1) N AETRFE T, 1 I BV AR 22 B 24 /N, 15 1K By
Wi FHC K/ 2B .18 (6:3) YERVRENAH, FHUV 435nmWi 82 Jx W 2H 43 , 3@ ik TLCA Hr il 5 5— (3—
FRHE) -3 -2 TIEMEIE (1) W 2K » TR SE S L 58 o 4 S TR -G P04 H1 225°C L, AR JE # K
(5580mL) 2% N o K AT A I S IAES “C N 6P 3 /N o 388 3k ok 968 43 25 [l 4 =4, 3 FL 7K (5580mL)
ik, ELRNE pIA T AR PFE LA N KT 16/ o SR S5 K 19 n [e] 3] s )37 28 vh , HEAE 3R
BRI FE T T-MeOH (2210g,2794mL) Haff B 1 /N o 38 ok ok i iie 2 [ 4¢ , I FHMeOH (882,
1116mL,5°C) ¥k, SR 5 H BEE (205mL, 300mL) HEisk , HAEm B2 N 7E45°C R T 172/, 15
$|448g (82% =) Fr i P24, K A i 44 HPLCI %8 46 & 997.9% . 'H NMR (DMSO—dg) 8.68
(d,1H) ,8.05(d,1H) ,8.01 (s, 1H) 7.86 (m, 1H) ,7.59 (s, 1H) ,7.57 (s, 1H) #14.09 (s, 3H) -
[0118]  Sjifafs|3: 5— (3-F ARIL) —3-FRFEMEIE -2 FR R (LA45) il 4% -

(01191 [y 25 MBI £ 2% L A e s IR FE i W AN 1 F125 % NaOH 7K 7 V0 3 45 2% 1 20L
IO 2 HH 2 N B— (3-SR 2E) —3-H A k-2 - F ke , 2, (440.6g,1.8mol) FI37 % IHCT /KA
(5302g) o LEFHHE ) [F] I, K5 S5 B VAR AR 102 °C 247N o KE 5B AR 37 % HC LK 1A (2653¢)
BN IRJGTEL04°C R HE L8/ o SR Jo ks S NN 5074 1 225 °C , 4K (4410g) 2N, SR JE 7
0°C T HiFE 167N o 3 i 1 38 53 B e A5 B UTUE =40 , I K e sk B 2 38 TR ) pHo6 (298, 0001
K G IEYHERUE N T IR2/NET SR S IE DT B 8] B ) B 28 A, FEAE RS IR S R T THF
(1958g,2201mL) HHHF BB 2 /NI o 94 Ji g act oot 08 23 B 1] 4k 747 , - FHTHF (778g, 875mL) P, I
7E5°C RIEWE N T 148/, £3 311385¢ (89 % U K) FI i 724 » K A €6 [ 44k - HPLCIM 5 4
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£ 996.2% . 'H NMR (DMSO-de) 8.52 (d,1H) ,7.99 (d,1H) ,7.95 (s, 1H) 7.81 (t,1H) ,7.57 (s,
1H) #17.55 (s, 1H) »

[0120]  SEjtifhl4a: 5— (3-F AL —2- (N-H 2B H BER ML) —3- (2, 2- = -1 AN A
) nkre (A7) 1)

[0121]  ¥§3-F2IE5- (3-FFKIL) —2-FRFEMLnE (1.00FE &) FMPUEFLIG (4.48FE &/ FH &) 3
AN gE SR G EN N- R R 2% (1. 21 B /&) 2N EZ0°C N I i &
(1.0bEE/HE) , MR GV E 2NN TR EL0C TR INIY AR (2.59H &/
&2) AIHZRH ISR (0.64EE/HE) , FAL0C FHRIN N-ZRNELIE (0.78H
o/ HE) JEL0CHAEERE N R EME NN N FER . ERET NEER T ¥R
N7 5 771 DU Sk R 22 488 B o 7R 2940°C R n/K (8. 00 &/ B 5) o4 BT 19 I B iR R A 55
TR B+ I8 F L BERUK S 7 B I BV TR 5 290 5 % AL & 405 MELAFR 25
[0122]  SEjifsl4b: 5— (3-F AR HEE) —2- (N-H 2R H BER BEIX) —3- (2, 2- = H -1 AN 4
5 ke (A7) 1

[0123]  ¥§3-F2 35— (3-FFKIE) —2-FRFEMLnE (1.00HE &) AMPUEFLIG (4.48FE &2/ FH &) 3
AR gE o, SR G N N- R R 2% (1. 21 &/ E &) 2N AEZ0°C F I &
(1.0bHEE/HE) , MR GV E 2R TR EL0C TR INIY AL (2.59H &/
&2) AHZRRH ISR (0.64EE/HE) , FAL0C FHRIN N-ZRHNELIE (0.78H
o/ HE) JEL0CHAEERE N R EME NN RN TER EET NEER T ¥R
37 375 771 DU S Wk R 22 4608 B - TR 2940°C RS K (8. 00EE &/ &) , il J5 N A~ & AN, N-
TRWNEOHE0.0TTER/EE) M BIFRAAENNRRE THEE i H O BERIKBEE . 7
BIHIAL AT AN w0 A A 5 BB S HPLCAS M 520, 05 % R & 5 AL T T
HE— AT T S 2258 . 'H NMR (300MHz , DMSO—-de) 89.064 (t, j=6.1Hz, 1H) ,8.947
(d,j=2.0Hz,1H) ,8.161(d, j=2.0Hz, 1H) ,7.999 (m, 1H) ,7.870 (m, 1H) ,7.568 (m, 2H) ,
4.024(d, j=6.1Hz,2H) ,3.656 (s,3H) ,1.332 (s,9H) AEMTHI 7> T B N404 .11, X & A H
JoR B PEIAIE SIZ R 5 1% 5 R ] S R R 405 . LI 206, HONAY T IMHF L] B s

[0124]  SEjiifs5: 5 (3-FARIE) —2- N-H BRI —3-F2FEMLnE (tb &48) 1) il %
[0125] 45— (3-F R HE) —2- N-H 2 R T BE AR BL i) —3- (2, 2- — F - 1A AU 0) it
WE 2-F - DU kg (6. 928 &/ H &) MUK (3.24H &/ H &) I AR M & U8 INZ)45 %
(1.50FE & /H &) MNEAAHER, FFAENRRIRE TR GV E 2 U8R T8 KK
(3.73FH m/H &) N, FFAEMTEILE N FRHCI /KA (L1 . 38 &/ H &) MRILIE AW . HE
H R KA, FEAEZ)45°C R KIS INEA HLAEA ) R EOKA , FEK A MU AT B B
I8 2 DU SRR (8. 30H &/ H i) N, IR G WEL45°C T B Y 22 2151k
NN INIE Bk (0. 99 & /B &) , HFEL45°C T ns- (-G -2- N-H & IR AR B M
J1&) —3—F FEME e Fh 1 (0. 005 H &/ FE &8) ELI2/NN PR IEBELE (5. 62 &/ FH &) A, I
W BIFIRAEL145°C R HE 20 /NN o R B VR AE T v e B2 T S IR g 22 206 . SRR, AR e
TEL)T5C P HE K BV A H B EIR B, bk i k. FHIE Bk (3. 31 &/ H &) Bikk
TEVR I BEDE, FEAEZI50°C FE 2 R T8, L1900 % i 7= R ra A e oK Ak, O Hod i
HPLCIU & NN B 3-F2 35— (3G K ) 2R ALtk e (k- &45) K14 21 9100% . 'H NMR
(DMSO—de) 12.84 (s, 1H) ,12.39 (s, 1H) ,9.39 (t,1H) ,8.56 (d,1H) ,7.94 (s,1H) ,7.81 (m,2H) ,
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7.55(q,2H) #14.02 (d,2H) .

[0126]  RVE LA AEA SR AR 1 A B IR St 7 58 (H A2 X T AU N 51
1115 53 DL AR5, X 8 S it 7 SR A LA 2R 911 5 3R it o E AN B AR W B 1 B0 5 A S AR
N GAIAERG A8 BIVF 2 A Y DA AR A8 e o N2 PRAR , S SCPITId B0 A i B B S5 it 7 58 1) % A
AT AT LA TSt A A B o DL BURI SR & A2 BR 5 A5 W A Y B I L R I i X S8 AL
ARG A 0 7 R NG5 4 b H A (R 4

18/18 1L
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