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(Swern) Ul = A MERMEIE 59 FTiR G AR IR M 7R B K R ke . — R 2 2B
N—FF LAy i A ] L — FR ST AR B TR B L L L DR S T R L R 2 L L R S
THRE . LR B TR FPIE 25 & b DU AW (THF)  — wRbe K R & 10 %
FUH HEAT o BT NI 356 b FHMnO2 78 FY 4 o 8 F Swe rn 48 AL 71 ZEDMSOH HE4T

[0199] AT &b, vTLLan 15 25K (VID) B4k &9 75 Bl (DL e B — 5 oy S e 2 4
(LDA) T 40 0 JE 40 | 4 L 00 (= FF O P e o ) 0 26 4 (LHMDSS) X (= A 35 F Rk e
) A BT BEH) AR T B SOE I ) G A HR 2R R R DU SR L B -
S . w2 AR LT 2 SRR BT R R R LR A ) A7 AE R BT Y

SRIETRZN
A\ .
0
[0200] i D)LOR
F’J\o

F 4K B>
0201 FLoPRE PSR B (C1=Co) KLl 5 e B , 15 DA P ) 4 2 o

Cln- O
Me@

[0202] Cl

¥ 54k D
[0203] A BA LmEIREM S L.
[0204]  SEfR ik, RAEFF I, H A 8 FILHMDS 7E THF H s 81
[0205] W LAUn N AL ESWIB B EMLEYIB AEREE L 0% R AW IE T BT B 2R
b, FHEAN B E R, 5 WAR IS 2R TR B R S N 5 BAE A A3 B VA 7 W I L
S PAEEIE T BE BT B R I A R 2T N FR I e DO SRR e
Wi OBROTE LR SR N - & e S IR A W ARAFAE T 56 b 2 =i N, BT
B bk SR AN IR ER B L B R A L R A B BRI A B TR AT R A A BRI
RS R FRHE IR R SV L TEA (= 2 B%) DIPEA (Hiinighill, — 57 P % 2 3Ef%) NMM (N-
SiE7TETV VANl
[0206]  FEfRidetth, b i S FH B B B 7 — S P I Jre B — FR 2 2 e e 3B AT
[0207]  7E BIERAERE /K EE . OB S AR IR TR BT B R R e . H
B 7 T i N FR I s o L DO SR e 2 FRAR R 20k 2 R TR TR L O AR
EYAFEAE TN, ik B S A A VL R i 24 R B8 R S0 4% FE R B TE AL R st Rt PR Bk
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Oxone® (KHSO0s*1/2KHS04%1/2K2S04) 1284, 7T LLMAL A PIBIF B A B o B AL 1,
IR RN HOxone®7E F EEH AT .

[0208] W] E i, L 7EH BAAAE T AR GG A FIE WP B OB SN EE  IE T L
TR H S R R A ER I 2R N R R e B DO U L R b 2 H AR 2T
LK R BUT B K TR OB TR R O & e LIRS AR -H
SRR ek LA, WA RC B Hh TR AR 15 21 0B 10 Fh )4, BT i i pIe e s ik B 58 A 4 Bk
R AN IR R S S A LB B R A BRI LB U R L B R A SR B IR R A L IR R
i JTEA (= 2 %) -DIPEA (Hunighil . — 5 A 2% £ f4) NMM (N— B &R pk) | itk e« DBULDBO
DMAP o BE AR IR -, 13 S I P sk PR B R 5k R G e <23 o

[0209] i i 75 A B AN 2 BT R A7 75 T FECR A& & ¥ RvE 0 — F S BERG . —H R 2
T e N FF R L % o ] PR L O DO kg — w2 F AR 2 T L 2 T S T T
BT R K VR ST Pinner )R B, ] LA [ AARC 75 2 [B1RCT , BT IR i 5 Wi iR ik
H SRR SRR IR IR ot Je Tl I G PP e B R 5 R R R A R R . — YRk AR SR DU
AR (TV) A EEER (TV) VEARE) (TV) =3l . =&ALl &tk 8k (TTT) S48k (1D 57
P EE WP I & L R . — F R R e b R (TMSCL) = 96 FF s iR — HFF 8 FH 7k e i
(Me3Si0Tf) o EEARIEM , b3k s )87 R R 7E FF I vp S

[0210]  (VIT) (FLHn/EO0B1) 1IFH Jo5 XMk 38 1 00 i 2 4 ik B — X S A4k (1) , Horbn
2081,

[0211] & J5i 553 H &, 72 A T R B F AL B B 4 J8 F 14 2 S/ T, ffiRu—Rh-
B Ir—5= A 918 WRuCl2 (PPhs) 3+ [Ru (W <48 KE) Cl2] 2+ [RhCT2 (Cp*) J28% [1rCI2 (Cp*) ]2 5F
PEEC A NSL-N004—1 ((S) —4—HFU T F—-2-[ (S) —2— (W (1-ZE ) il Fe) — 7k i—1-3E ] wlm:
1) \SL-N003-1 ((R) ~4-S P %E-2-[ (R) -2 (AR FEIHHL) -k 1-35] & memf) | (S,S) -
Ts—DPEN ((1S,2S) — (=) -N-Xf F e -1, 2- —2F 352 — %) . (S,S) -Ms—DPEN ((1S,2S) -
(=) -N-FR e 2 -1, 2- = 2R B 2, 1) « (R) ~-DATPEN ((2R) — (=) =1, 1- X (4-F 4 B 2K 3) -3
H2E-1,2-T 2 « (IR, 2S) —1-2 -2 i I R . o 75 A AT T BEAT BT IR OB, BT I8
Mo ide gk B A AN BRER AN  Co—CaBEAL B IR BR VBN - ST A L E A B VIR BR B L C1—Ca B
P B TR A AR B VR R A L Co—Ca AL B L S SR B L TR R B L B PR S B . = 2 i I e
A4 F R FE ML

[0212]  Fr iR & B A H 7 v 71 FR 04T, BT i e K FR B S B SR IE T 1 W
TRE S R R 2B N R I B R R A R R THR e 2
AL OB Ol RGBT R LR TS OB R INEE . O IR AW

[0213]  Frid ) R AL th 7E A S AR AE AL 72 B 2R ARl g RuCl 2 (PPhs) 3 5 1%
BCARSL-NO04—1 fs B2 S T i &2 & kAT -

[0214]  mf #Huhh, i FHEAFIEA T GEdnZ0) kE 2] 1D GHnil , riddft
A B i E AR A LI R an i 2 R Bl A S0 R R B L R anid AR PR B O xone®
(KHSOs%1/2KHS04%1/2K2S04) o 2 WL 73S H 7K S I E L LB e A IR T B BT B —
FH B e — P 2 0 T P W IN— R bt s e ) & B RS 28 L R R DB S R 2R L R 0 2 L HR
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B T HEME THE . vt LR LT IR TS O LR KR ILIR G - T I N AR e b
FHOxone®7E /KA g 3T,

[0215]  3&AEB- B AR ARA , 38 Ik Bt S5 ) Ak 1) i) £ B -1 HPLC 3 B9, AR TN A (VI) (rfn
FE081) 15 2 A (1) A1 (VITD) GLAnsZ08k) .

[0216] AT DAR FHHALAERAE 45 T A2 LA IR AN e (VI) (¥, I BE 43 B8 1 0t
WL S R R B TR 2 4 o I 24 2% FERSTAUL RS B IR (SMB) 35 /E R 70 B KB I -

[0217]  — H B 2l id 1 % B FHEHPLCEOAR 73 50 (TD A1 (VITD) B4 &4, AT bLan F 5
(VITD) B4k &P 75 (M B Ak el (VD) B4k &9 - AL R (VIT) FE AT A4, TFBE Ja 16
JiR AOLE 5 73 25 7732 AR FEAR B, 40 i B 2 14

[0218] DAty i A R (VITD) , o] DLk —2B 3 in=t (D B &0 s 4U0%
[0219]  FErRTEMA (IT1) A, H A XJ&-NHSOMe , H.Z3% H -OHL & 1« ELEE B 8% (C1—Ce) SR
e RS HEE A L (C1-Ce) Jr AR BRI L L O B AL A B AN T 2 (Ci—Co) Ji B R A
3, 77 m] DU#E AR $ETheodora W.Greeneft] “Protective Groups in Organic Synthesis”
(Wiley—-Interscience,New York,1981) f1J.F.W.McOmiel’] “Protective Groups in
Organic Chemistry” (Plenum Press,London,1973) W bntEEME 5] NFIRR 20 R 473
[0220] K| AT DA AE A% BT 8 60 PR S5 TR I 3— A0 A 5 B 4R R —4— R Jo Tl Tk o i — 28 R R R
fig (A0 £EW02007 /089107 5 it 451 1 8 Fir ik 15 21)) FF46 , BAR #5 AH A & gk 45 M 3- 52 H -4 1
R R BTG, 13 3 a4k (T11) , H X2 -NHSO0Me H.Z 8 b1 5E X

[0221]  Af(E]4A (TTT) (FLHX/E-NHSOMe HZ4n b 1HI 5 X0 i 7ERs /K A i A sl (TTT) (B
H7Z 2 —-O0H) , BTl B pfe gk gk 1 S0 AL B B R Y - S A A B L BB A L L ST B LI IR AL &
AACHE R ER A s FTIR W 71 B S KBS DL R IR S K : B OB RN EE VIR T
B AT B ARG ER TR R R THE ek R HOR &) 2 — MRk 52
Jiti 77 &b, B 528 FINaOHAZE THE A 7K FR kAT

[0222] &AAC-W FAEMEY (1) GLH 081  fEAIEECDT (1,17 -H 3k ki) |
HATU (1- [ A (= A 5 5E) W AP 2] -1H-1,2, 3- =M 31 [4, 5-b ] Mk g 44 3-E AL 7S Bk R
#) JHBTU (0- CRIF =M—1-JE) -N,N,N" N"=[U F L IR 447 7S o BERR #5) \TBTU (0- CRIF = -
1-36) -N,N, N/ N/ - F iR 44 DY S IR &) DMTMM (4- (4,6~ —FH 4 JE-1,3,5- =2~
H) —4- TR 4H JALY) COMU (1 -# -2~ L M B -2- AL o S
(oxoethylidenaminooxy)) — F JE -1 IR AR -FR 48 /S UBEIR £5) JEDCT (N- (3- B4
FLP L) N/ -2, 2 — W e Eh B £8) FIDCC (N, N/ - — 3R O 8 0 — 0 %) [ (BB 7 s mT LK 72
i e A P T S TR VAR 5 A T T TR & BRI R FUAZ AR, A A FHHOBt (1-32 £ 28 JF =
), FHEAS FHA HLBE AN TEA . DIPEA \NMM. DBU. DBO . RHt g FIDMAP , 7F 3% Ff — H AR ER T AR —
FH 5 B TG g« — P 35 2 T g N B RSP I e D P 2 R L R R TR SR R R L R 3 2 3
B P35 S5 T L L THE . — et 2 F R 2L Tk 2Tk L SR T TG L T SR T RE L LR 218 2.1
SR S E & E AR AR AR A AR (TTT) (X2
NHSO2Me H.Z#&-0H) HHr a4 (1T) (A Z0skD) 4i& .

[0223] 45X (T11) 4k 4 2 ot S B Ik VR B0 A 1) TG R VS - BR T, 75 0 A AR BRI A7 7
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N E TR AT Brd R R

[0224]  7E—/MRIEM S 77 R, Bk )8 HCDIFIDBULE £ R 2. T 53

[0225]  #F BT o< F (I111) (FrPXJ&-NHSO02Me) 55 (I11) 46 & ik i AR R 46 140 K, il il
(TTT) GLHXZ-NO2) 5 (IT) GLrni&0sk1) 48 A 73 20 Ak (V) GLdnZosk) fE—4
ik 1) St 77 R R, AT id Je 8 FHEDCT FIDMAPYEDME H i2E47

[0226] @i FHIE H A M IR E R Bk &8 8 EA AR VB SR
SR AL A AL A AT S AL A L AR ER BN A I8 SRR SR (TV) (Hdin 08k
D) B R A (V) HdnR0m1) 78K A C 0 B ERE M BRI IE T, 4 1k
FUAFAE N JEAT Il SN 5 BT 3 A A )00 398 R e 22 0 A BRI, SR A3k dh ik ) R 2040 L B
P B A A R T e AT o CE AT FH R BRI IB L N , 758 R B LIk — S A AE N AT Bk J
IS o

[0227]  FFLL BB D BRI &G IR H K B OB S B IE TR R T B,
S A PR Rk 2T e N R R e R RS R R R THE ek L 2 F AR 20Tk
Tk ST EE AU T SRR AR Ol SR R TR O RFRE W) o A — ML I 5Lt 7
Fb, BTIA O AR AR PR R A A 5 % 48 (B 5 A103038 , 7 R L Big R i Ak) BEAT .
[0228] 7% 55— ML Skt )T =, FHE S AR EGHTE LR LB HR 3EAT PITid [ B
[0229]  SEIEAEA M A L 2R DUERE . wR e 2 F IR LT 2B SR
BT EEREE CIR O R R O & b & &R S R S & 1& v 7 R
BATAE TAE (V) (Hrn20881) 5 F il &= S, 15 BA ) (D HdnZ08L1) , Brid it
M AU A B R B R SV AL R BRI R R AR L
FRAR | S b A B R e LB B2 S \TEA (= 2 %) \DIPEA (Hiinighil . — 7 T % £ 3£ %) JNMM
(N—FH ZEng k) \DBU (1, 8- WA [5.4. 0] +—Fx-7-4%) DBO (1,4- & F I [2.2.2]
SEHE) JIHEIE FIDMAP (4- — F JE SR MEE) IH i 5 763 2056 AL e i 10 T, w7 DL e L e v
e

[0230]  Frid e i ide b F = e — SR B AT

[0231] 4o Bk THAY D) GHdnZ0) Ffsifb &4 A1) GdngD Frid, sl A ik
XA G (FodnZ0) , iT DS R FTE 0 (D (ID L V)« (V) « (VD  (VIT) B (VITD) 4k
“4 Grhnigl) .

[0232]  H{EFLEY (D FHdnZ0sk1) i, & Rl LUERE A —Fhek 2 Rl 77 45 5 somt ek
afifl,, iV LG sk H 7K S EE B R IR TR BT PR R R T
TN R R 2 R S TR THR . ek 2- AR R 2K L £ Tk L S A TR LR T R
R ORI LR R A e A b IR R B B, ARk s ik B e« O ke B IR L e
FHR IR OB sV AW - BT il e AR % HLAE 2 R 2.6 R FH IR BRGEdEAT

[0233]  [AITfi, i, v CATEA B8 £, T8/ B i ek £ B8 S A B A7 7E T il 28 s B4

[0234]  Frid e B AT DAAE Je B2 HR i AT, Hodole =X (D &5 —Frei 2 ik B 1 51
TR — L2, I 0T LUK BV i £ » RIS i & 50-90°C 2 8] (136, B , B 3 [ 44 58 4=
VR o AT LR BV E 05 C 2 18] A EN -5/, 3 Y T

[0235]  M7EAG L WEAFAE N T4 A, v LA 200 (D) AL &R a5«
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[0236]  FiTid Je AT ATE — Pk 22 Fhidke B e Cbe s BEbE PR L e R R IR e Al A
Fe i FH R (D B ST ERET , T A3 B, o] DU TIRAE IR G 5 Ol — il
TN o AT LRI 0 4 , 0T LLKEAS 21 1 22 R AE0-10 °C 2 R I FE VA AR FE 1-5/N)
B AR 38, F 2B se , HE25-55°C Rl IR B T8 10-30/N i .

[0237] Mg AE N SCHAE T I S it 451 A B 4 A IE AR R B

[0238] sy fsi1

[0239]  3— PR 28 4R 0E) —4— (R LM I 0 8) R R (R [E) 4 (TTT) , X=-NHSO2Me , Z=-

OH) il %
X X
O\/A NaOH 0\/A
E—

Coz
[0241]  (ITII) ,X=-NHSO2Me ,Z=-0Me (I11) ,X=-NHSOMe ,Z=-0H
[0242]  IAEWO 2010/08910. 5Lt fsl 18+ Frid 1S 2] (I11) , H A1 X /& -NHS0:Me H.Z A& —-0Me o 4
'© (6.0kg) AISL THFAREH I [ B 25 - B dihh , VR 56 . 6kg 35 % w/waE AN FI21 L1510 K
TR R B ﬂfh@ YN 2265 °C , [F] I 2818 HH G 1 THE o 7K i S B 285 R S 5 4
PEVE TR S MR HE 5 — AN S5 24118 K N T . 2kg 37 Yo w/wih B2 A VA TR ) S o 2%, f 4
I EART40°C ﬁﬁ?%lkiéj\%tlﬂomﬁiu () AR 3 30 5 I FH 24 LK Bk o« KPR [ 4R (TT1) (16.6kg
M E) 560L MR O ME— i H A skt s B as SR 5 N 22 (a3 DA 28 78 HE BOL VA 7l o %
12. 6LBEE hn#adh e B as b, IR G WAE S HE T OREF15-3053 81 . SR J5 1 B8 A1 2 5°C MIfE
T HE T ORFE2/INIS o K 75 21 ) [ A4 T 08, FFo0 e 87 248 AU DF FH 1 2L B e e % o W I [l A 7E LS
NAEFIE R TS (static tray drier) 4. 45 216235g H i 4 (93. 9% K Z) .
[0243]  'H NMR (400MHz ,DMSO-de) Sppm 12.85 (br.s.,1H) ,9.03 (s, 1H) ,7.40-7.71 (m,2H) ,
7.35(d,J=8.16Hz,1H) ,3.91(d,J=6.84Hz,2H) ,3.07 (s,3H) ,1.11-1.42 (m,1H) ,0.50-
0.67 (m,2H) ,0.18-0.41 (m,2H) .
[0244]  Sjitif5)2
[0245]  1-(3— (AN FEH A AE) —4- (o H A 0L) 2R 3) -2- (3, 5- =& 1Mkl -4-55) L1
(FR{E A& (VIT) ,n=0) 1)l &
[0246]  ARHELEWO 2010/089107 St A5 1P I 1) 1 £ 4R A, A5 2 R AR (VD) Hodin 20,

- n ,(O)n
bﬁ © D—y
[0247]

(VI), n=0 (VII), n=0

[0248]  FFA3EI (a4 (VIT) (n=0) i & ARHRAE:
[0249]  { FMnO2F #:4F
[0250]  ¥g5kg (VI) CHirns20) 1L SN 5 N I 30L FE 2 v 5 1 3 . 15kg i A6 MO IN AN

[0240]
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BURE P , I 2 U A 22 [ OR R 37NN R B 74 J1 2250°C , FH R MnO2 7E it 8 1
YR A MU EEE S A R, K B R ZE T B B3 TR AR R AR 201 2- T E
NS I PR A BB 25 R AR AR, DAERR 25 A & 0 2R InEk 7 4h200 2-TAEE , I
W35 7050 73 b 78 18 DL AE J 87 4 B A A5R R AR g B A HI RS A T AE10°C AR R
o [ AR o 8, KR A R B TR A AET=50"C T 12/Ni), 15 3 3 € [F] 44
(4.12kg,82.8 %K F) .

[0251]  7EWO 2009018909 5L 52 (Fh [E]441b) HH IR T F=4)RAE

[0252]  #E/ESwern

[0253]  {E25°CHitHE T, K = 2% (4.5mL, 32mmo1) IZ ¥ IIAEE (VI) (FEHdn&Z0) (5.0g,
12.4mmo1) FEDMSO (15mL) H ¥ H o £ 29 L/NI) F 43 N AERE . S0 B &4 (5. 0g,
3lmmol) , {75 A HEHE FEA T B T35°C o F R BIR S W7E25 CHL R4/, FF 4R 5
FA7K (60mL) F110 % H2S047K ¥ (10mL) 7K (quench) o ¥445 B VR & WIAE25 CHitE: , FF 4[]
P8t ANZES0 CHEUE T 1, 19 3114 62 (92 %6 YSt3) A Jy 7o 0 [l A4 ) 26 B (VIT) o

[0254]  {di HIBX[#) 45 AF

[0255]  ff (VI) (HLHin&Z0) (1.0g,2.5mmol) —XMEIMAAMRYE SCHR (JOC19995£4537 10) il £
A4 2— Rl Pk 25 % B 2 (TBX) (0.9g, 3. 2mmo1) FEDMSO (5mL) H H) B, I 15 2 VR &4 17E
25 CHEREL/NI , SR G IIFAE 50 CARFR2/INS o ¥4 F1Z25°C LA JE 10 % BRI 45 /K 15 W (40mL)
FER RN » -4 [T A4 08 H DA e Sl e A9 21l (VI o

[0256]  f FHSIBX® )41

[0257]  7E25°CH RT3 sIBX® (“Fa g (LI IBX” , K H R (22%) KR (29%)
FIAT T ok 2 2 HF R (49 %) IR & W0 4L B TBX I 3 €8 K i1 77, 73 H SIMAFEX) (2.0g,
3. 2mmol) — R IEIIA (VI) (Hrhinf20) (1.0g,2.5mmol) 7 Al (15mL) o By, K45 51 )
TBEYRIR2. 57N, E25°CA A, I8R5 FH10 % U7 BR A /K VAT (10mL) A1110 % ik FR AT /K v
T (40mL) FE K KR A IAE25 CHEPEO . 57N FFoK [ A i 5 DA e U R AS 2/ (VIT) (g
nrz0) »

[0258] g FHDMP1) 454 F

[0259] Mgt T ik adtde (DMP) (1.3g,0.31mmol) — X MEMIAEE (VI) (LHns20) (1.0g,
2.5mmol) 7E B (5mL) A VAT P o B SN TR A I AE 2530 C At BE 1N, I 10 % £ 30 i iR
BNZK SR (10mL) 115 % B BR B /K VR (30mL) HF K o K VA D AE25 CHEF0 . 57N Fo¥e [ 4
JEH, DL EUCRAE] (VIT) GLHniZ0) .

[0260]  SEjitif51]2A

[0261]  3,5- & —4-FE B 1S 8- nbme (ra)fAcA) () il &

Me Me
C AL Ol Ol
[0262] L = N*
|
(O
FE& A 0=l

[0263] #3,5- & —4-FF FE-tnE (0.5g,3.08mmol) MO xone® (1.5g,4.62mmol) &% T
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7£25m1 B3 ) B S AR R 8 - 3VR-E ) (5. 5ml) O Bk h B I IR A E 55 C AR FE10-15
NI o FE DR T R 2 R FERE A B R B AR AE B FE T B T 2R (80°C) HH2043 4t
SR G P AN ) ST RS VRS D6, T W BERA H & =R, 19 B BRI DT - FE0-5 C HEFE30 ) %
AL PELL 5, 5 2E 8 B Al R a4 (0.43g, 78 % UL ) «

[0264]  =SZjfify)2B

[0265]  (R/S)-1- (3— GANFEH S L) —4- (ZRH AL RE) -2- (3, 5- Z & - 1-F -t
Mg —4-) a@? (FpAA (VI) ,n=1) )&

% Oﬁl = N’(O)n
]@)L ON o g
[0266] -

T iE4% B bk A n=l (VID), n=1

[0267]  7E =F50m BRI -H AE R R IR [a]44A (0. 4g, 2. 25mmol) A [AIAB (0. 78g,
3.22mmol) , FHIE R T I /K THE (5ml) b o R 40 4 98 W4 122 -35°C K U T B2 4 (0. 3¢,
2.67mmo1) £ 1073 B B A I PR - #£-35"C | 826073 B BL i » FI25 %6 FINHICL/K ¥
W (10m1) K- R EL0AC (8m1) FIZK (8ml) IO EIFIH H- B+t 70 B 20 M, A HLAHAE
B, I 15 26 NaC LKA (10m1) ek o SR Ja # A WL 7 AENa2 SO BT RAE IS R ER 2 159 21
LAY F € B 0 o g T MR R B, 75 210 1 €] (0. 40g, 42 %6 WK) o

[0268] St fsi3

[0269]  (R) ~1- (3— GAPNZEH ) ~4- (I AI) ) -2- 3, 5- ML IE-4-5) L7
(Fh1EA (IT) ,n=0) K%

& FINZ N (O)n % CHNZ N-(On
F O
e

—_h \\“‘
F/I\O ¢l F70
(VID), n=0 (I0), n=0

[0271]  #2.40kg (VIT) (HHns20) i 75 S B 25 N IR 231 2R o o 8 e 37 28 FH 80U
#Solvias T A HLAASL-NO04-1 FIRuCT2 (PPhs) si7E2L SchlenkBRIE 25 4% 4 -5, H A
AT 2R (1, 21) RHR S0 2280 C LRKF LN, S8 5 4 HL Ik 21 = 05 RT) o bl J5 ¥k 1k
FU AT 298mLIE S0 . 5M NaOHZK NN S B2 8% 6 s g P I A AR, FF %
BEIOEEA T SRS LOE R IR 77 T IN#AZ35°C o 19/ 1 580 s WIS [8] LA 5 5
INFAER I H B S N A A HV B =, FERR 227K 2 A MR FHO . SLAK PRS2 UK s /K AH F 1L
NG BRI R 2 e 2R E 1 240g B (5% (Norit CAP Super) HINFF ZEIAR + , IR &4
B IEPRE GRR e, IR U L . SL TR 2 BE T Bk 1 ik I AR U T 4 &
T8, oA 2. 38kg M HIl VR ) BT o 4 B AE60 CAERL HE T IR 7EL . BLA TR R N e, N A 9Ll
T b (50 C) FRR S WIAE60 CHEPE LB VEBUIMN S PP (seeded) , FAEREPE N &8 HLA
H B AR SR, SR 5 B R A ¥ E 20 CORFRL/INET o o ] A4 3k 308 A0k
W22, lkg (87/%(1,95.0%%) .

[0270]
Cl
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[0272]  sjitfsl4

[0273]  (R) -1- (3- AN H L) —4- (ZRF A 5 -2- 3,5~ & -1-MtmE-4-3%)
LEAT(S) —1- (3~ GRNZEHF A L) —4- (ZH AR K3 -2- 3,5~ =& - 1-Mtng-4-3%) &
e (hla] 4k (VITT) F0 (IT) ,n=0) )53 B

[0274]
BT OH V™N-(O)n ## B OH & N’{O)“% OH VA N-
]@/‘\j; wen Y Q"\L
FHEME F’LO
(VI), n=0 (VIII), n=0 (I), n

[0275]  fgi FiChiralpak IC 20um—250%76mmAEAI{E A s A & F i/ 2 85295/5 (v/v) ,
X73000g (VI) (FerpnZ0) 4 fitidb 47 il 40 B K AN E ) (VI) BV 53 J LES Ina 48 = PEAE
(R TS , IR AE AT IS BRI 70 B8 R B S A AR I P I 8 6 9 o (TD) INAE B B 4R
()3 4 X DCM/E tOH 5 i VB & D 466 s o 15 31 1440 (48 %6 Wit 22) JHER (R 0 e e 4 (IT) (Ferbn
720) , . HA5>99.5% AUHPLCAE & A11>99 .5 % HUHPLC T M4l i . 1815 51 1470g (49 % Y %) Hoe
S SRR (VITT) (Hedns20) , H B A >99 % AUHPLCAE B A1>99 % HIHPLC -1 4l JiE

[0276]  SEjiif5]4A

(02771 (R) —1- (3— AN AU HE) —4— (3 AUHR) k) —2- (3, 5- - 1Sl ANt g -
4-35) BEAT (S) -1- (3- CANEEF A EL) —4- (CH AR KE) -2- (3,5~ & -1 -5 -t
WE—4-35) 28 (PaA (VITD A1 (1D ,n=1) 2 5

[0278]
DT OH # N (O &4z :B OH & N'(O)“% OH \Z°N-
weEn  F ) Ij)\‘j:)
Fr Gk F’L ©
(VI), n=1 (VIII), n=1 (I1), n=1

[0279]  Esizjitifs|428 it , A LAfd FChiralpak IC 20um—250%76mmi: FI4E Syt Zh A B
BEXTAME R (V) GLrns2 1) IR T (i 202, DU 2R I X B S p ik (TT) (Hrn
52 1) , Ho A S HPLCAE [ AMHPLC PR 4L 1 o ih AT A4S 21 Bon e e fa 4 (VITD (HrbniD ,
HEA = HPLCAE B AIHPLC T 4l

[0280]  Sjitifs5

[0281]  (S) —3-FF TR Jk F A k4 FR i P L S B 2R IR — 1 - (B- PR TR R AU 4 ol 4
Fe-KH) -2- (3,5- & -1-MnE-4-35) -2 fs (k&4 (1) ,n=0) HIH]4
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[0282]
\ -f.r
—8
Z>N—(O)
S |

@,OVA - O)J;’“”” O

coz }o

(I11), X=-NHSO,Me, Z=-OH  (II), n=0 (1), n=0

[0283]  }475g (IT1) (FLrPX,Z-NHSOMe HZ7&~0H) &% F750m1 DCMH 5 3% 473 iAN42,5¢ N,
N—$ 3 Ik, B 15 2 A VA TR AE S IR EE30min. I 375m1 FE 2, [ 5 I\85g (IT) (Frh
ns20) , HRHR AW INFE RIR 3B 7818 22D, SR JE K BRI AE 100 C A P 74 - 45 15 2
I RA E12240°C, ITN500m] 2.2 2.1 , 7+ FANaHCOs% i AN 5 /K B35 o K5 P2 i@ i I 2. TR
L TiE/ B 2 AT 4 B, I AR A VR S s 45, LA 21 A e A (R1c129g, 73 %
2 .

[0284]  7EWO 20100891075L 15 Fik 1 F=#RALE .

[0285]  SLjitifl6

[0286]  (S) —3-FA P 2 F A 24— H B SR S L R H R -1- Q- A -4 H P A
FOREL) —2- (3,5 A -1-EE e -4-3) - 408 (LA (D ,n=1) Kl

S“f’o B\sf’o
N N
0\ Do 70 T\ -0
O -y (0] S
5\ F
Fo Cl . ,\‘0 Cl
I, n=0 (I), n=1

[0288] i FHH202/ Z IR I 4

[0289]  #473g (1) FErfns20) 2 ALEI A . B J5 % A 150m] H 25 F1290m1 £ M1 75m1 35%
202, JHE R T IAA 80 C RSN KR G v 51 2550°C, BINT50m1 Z B2 B, I 22
7KK K5 HLAR FH 7K R 10 96 NaHCOs /K P DR 2 S Btk pH, 388 3o Z8 TR 259 771 o g AL Foll 0 o
i 3 T5mI 2 R 2. F1225m 1 IF Beke 46 i AT A, JF 7 LE SR T 13 v T4 , B 75 31
o 44 (m165. 1g,87. 1% W) S

[0290]  7EWO 20100891075t fsi 1 7Hh ik 7 FEMZRA4iE

[0291]  SEitifsl7
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[0292]  (S) - (3-FA A FEHI S I —4- G AL IR -2- (3,5- & -1-FAFE-ng-4-3%) -
I (hjaldk (I1) ,n=1) {4

A Cl A cl
OH = i\l_--(O)n - Ol =z N/(O)n
[0293] 0 X -
L -
Cl
F7™ >0 F>\O el

[0294] (IT), n=0 (IT1), n=1

[0295] i FHH202/ 2. BR A A

[0296]  K£490g (I1) (Fernj20) 51960m1 vKF EE — i B 40 fe B 253 H o B IR G ) #2250
C ., SRIEIEHT I\ 980m 1 1930-35 % i P B E K T W 4R A5 WO TEBRE  7E AR iR
FEARFFL6 /N SERHO A 2000m1 146K , B (1D (Ferfin=1) JL3 o il 1 K 474 I ZE 10
C I AEBEHE T R4 3 /N o O 5 0 L A8 ) D545 30 1 1k FET 1000m 1 7K e 3¢ o 44612 14
(IT) (Eerfns 1) FHEF T-2000m1 7K 2/ F1FE B T-2000m 1 5 Pk 3 /NG o 4 35 [ 4
16202 TP 151433 (1 4 (85% 1L )

[0297]  7EWO 2010089107=L 57 ik 1 M) ZRAL .

[0298]  fi HHOxone®fr#AE

[0299] #4456z Oxone® (KHSOs*1/2KHS0:%1/2K2S04) FIL. 2L K IS 8% L FH4 IR A
WLE 2B R . IN400g (TT) (GErfni20) FI3. 2L HEE , JRRRR A I 270 CARFE3 /N o
A 57558506 Oxone® , 7E1. 5/MF LU, BITid e N 45 o K g 2548t IR AE50°C N ALK AN
2LZ TR T8 o 5 K AR, H 45 B FH800m L /K Pe s , FFAE 2 FIRZE S 1. 5L IIAN4L
& IR G YITER S FIRAGZE2 5L, [FI P= YT AR 00E A BRI 10 CHRAERFE
P15/ K545 B [ A5 08, 3 800 FF 2K ek o W0 0 A ZE 03 1 45 20 A
Brh 13 288g [ A [E A4 (T2 % URE) .

[0300]  7EWO 20100891075L it 7 ik 1 )AL .

[0301]  szjtifsl8

[0302]  (S) ~3~3f P2k FT S Fk —4— st 58 S O 4 P G- 1= (3= I P S R4 R T 4
H- ) -2- (3, 5- - 1-EUE-IEE-4-3) - Z B LA (D ,n=1) {1 %

[0303]

NG
0= N

oA

X Cl
O\/A b\l ol Z i\"(o]n [>\| 0™ ZSN—(0)y
|
+ 0 N o X
: F
Cl i Cl
]’YO
]?

coz }—o
3

(II), X=-NHSO;Me, Z=-OH (I1), n=1 (I, n=1
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[0304]  4100g (IT1) (HrRXZNHS0:Me HZ42-0H) FI1LZ 8 2. Be hnEAE I 3 28 7 . 7£40°C
TERERE N 1B IS T g B FE ke, SR 5 VR S B #60min. M 123g (IT) (FiHn=1) Al
3.7ml 1,8~ ARRAA[5.4.0] F—8k-T-J , IRIRE VNI T5 CIRFFR L4/ K H
HLVA T FH500m1 (1M HC1 7K ¥ % « FH500m1 )5 % NaHCO3 7K ¥4 ¥ A1 FH 500m1 ) 10 % NaCl 7K 15 W
e B ENREMERT FINMETOCH KL 2600m] KR SR HZE50°CH A
300m1 1E Pt o 45 FE NN &R i, v 1 25 °C HEAE S #1 T ORFFL . 5/ o 45 2 1 [ A4 98 5
FERZ N1 45 2 168 g R il ¥ [l 44 (82 %6 L) -

[0305]  7EWO 20100891075L 517 ik 1 r=4yRALE

[0306] St f5]9

[0307]  (S) —3-FAPA 2 H A -4 - H Rt SL 2 2L 2R R 1 - (3-FA P 2 F AR -4 4R
Fe-RHE) -2- (3,5~ E 1AM nE-4-25) - 4T b AW (1) sns2& 1) 1 il 8- I LB 57
1k

[0308] Kt fb &4 (D GHrbnig D) MO adE 1L s B2 28 H o i ADCM (90m1) AIEtOH
(300m1) , K5 (9 € BV I BE IR A0 (8] 90 B 3] 58 4 TR R o B DOMZR AR H 5 13 e [ 44T 4R T
UE o N OBV W — D IR A 2 6- TR AR, Z8 08 H — 30/ EtOH, HAR J5 ¥4 E120-5°C Al #1120
I3 B K45 B [ A U8, HEF30m] EtOHYE SR - KR A i 7E B N AEFR B 2T a8 b 1
15 #3328 . 55g 4 [l 4 (95 % UL

[0309] IS NIRBHFT 4% MRSt 91 i e 1s 21 X (D B4k &4 GLhn L) o
ZHARREINE (DSC) (Bl IS s » 1 2 61 (W R AR = L e i A RS =) XS
M RATHS (XRPD) B3

[0310] 40 F3RAEE @ IEAE10°C/minf) R ZE A DSCHfE 1 87°C—101°C HI5 sV ;
(03111 JE# it I B XRPDUGE R AE 1 X -5 268 R A7 44 1 (Bruker D8 Advance con Xray
Diffraction Tube!'SKFL CuKa2):7,45:7,87:8,51:10,12;10,28:12,66;13,29;13,45;
14,95;16,14;16,34;17,05;17,74;18,05;18,48;18,88;19,05;19,33;19,85;20,18;20,
65;21,3;22,96;23,55;23,87;24,41;24,66;24,88;25,62;25,82;26,45;28,12F128,53 =
0.25%/20,

[0312]  SEjiifs10

[0313]  f&H (D Hnil) K4 an-TEtA

[0314] Sk 4FR 4.8/ BESE I 4AE

[0315] W5kl (D) Gl 530ml 2 /R 2 fi— ke hnd it e B g vy, I B = v i
FE, BB INHE 75 °C B B [E A 58 2 I 15m] 1E Bkt , 3-8V iGA B =058 - B I A
HZESCORFF2/INN, IR T T TR 52 A 4, B riEr A (G.6g,72% 1L
) .

[0316] i NIRHFFT 1 RS 10/E AT A 2 =0 (D M6 GEdngl) R
P #GE (DSC) (e 4 550 5 hi 2 ik OERIR B X | T i 1 xR AR 50 FX -5 28
Wy A AT 5 (XRPD) B3,

[0317] 40 FERAEE @ IEAE10°C/minf) FHHE ZE I DSCHE T 144°C—147 C ¥ rivu [ 5
[0318]  JE# it I B XRPDUGE R AE 1 X5 268 K A7 44 1 (Bruker D8 Advance con Xray
Diffraction Tube!'SKFL CuKa2):7,48:7,93;10,15;10,32;12,72;13,51;16,18;16,46;
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18,08;18,53;18,94:8,55;17,79:;19,89:19,1;20,2;21,37;22,96:23,63;24,87;26,51;
28,09;28,61125,82+0. 2/ /20,

[0319]  RH LR NERIIEAE

[0320] #5gkiHIY (1) HdnZ1) 520ml 2.1 5 s — e gk e , 305 202
I R BB 5 AR KR AV EN AR 0°C FEBERE2 /NI K 45 30 g [ A4k 9, 10m1 2
P2 7 TR TR o MR ] R 7 L2 R T4 A5 2104 . 05 I il 4k, BT AR ZRYA (81 %6 L )

[0321]  EWO 2010089107 S it 5+ fifiik 7 F=#)3RALE .

[0322]  sLjiffsl1l

[0323]  Ah[E]4& (VIT) ,n=0%1- (3~ (PR 3L H 48 3E) —4— (9l 480 0E) #%3E) —2- (3,5-—
A1 A g -4 48 (iR (VID  n=1) B

Cl cl
o VW |I\|-(O)n o0 \s N/(O)n
. O X OU@
[0324] e Cl
F 0] ||::>_O Cl

(VII), n &0 (VII), n £ 1

[0325] i FHH202/ . FR A 1E

[0326]  #£0.5g (VIT) (LHns20) 53ml vKMEE R — A & 23t 50m LBe i H o 4 35 ST i n 4
250°C, R IZ I 1m] 1130-35 % B AL S KIS, FFH IR S AR B HE T 72 AH )R B2
TRFF21/INIF o SR G AEIRUER B 23 771, S e KB o 10 o] 4 £ A FEASE B B (2 %% /Et0Ac 85/15
ZEt0Ac 100%) MLt gL Eaifl, PRy B b R i 2874 (e Z650%) .

[0327]  ffFHOx0one®H#AE

[0328] #$10g (VIT) (HHns20) 511.44gO0xone® 80m] H BEFI30m1 7K — it 2 2t e il
o KR S IN A AR 65 CARFES /IS, I 7E 2 IR AR FFAS /NI o B BE 28T Y, FE I N 50m1 7K A0
100m1 FF 2K oK YR & W0 i #4 B 21 [ A4 58 AV i, K K AR HE R B HLAEE B2 N Ik4E &
T0m1 o A4 B VIS HN 0 CHAERFE T R4 1. 5/ o K75 S0 f [ A8, IEE LA N AERR IE
AT Th TR 15 506 . Te A A (60 %W F) .

[0329] & FIMCPBAJ #: 1

[0330]  440.5g (VII) (Hirfnf0) ¥f#AE10m]l THEH, 0. 34g MCPBA B3-St A K H R,
TT%M5E) , IR S WAE 2 I8 R 7  HPLCX BRAIE S2 1P 52 4 Ak o W VA VR AE 100m] 2, 18
TG FN50m1 1475 %6 Bk e S B /K I VR 2 8] 43 TE o W5 A LA FH 5 A1 50m B M 5 v e ik R B 28
TR H R 2T A R TR A AR e IR, 4 KL o) 4 A i P B B 4liqk o 45 2
0.22¢ (VID) , Hen=1 (2% %) .

[0331]  sEjifs|12

[0332]  AH[EI4A (VD) ,n=1Z1- 3~ GAPHEH L) —4- (P AR KH) -2- (3,5~ & -
1 -5 - iE -4-55) A8 (P afk (VI ,n=1) %4k
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B 7 o h -0 DT o\
OO/)\);) —_— OO/JKLJ
F
[0333] F)‘O Cl F|?_O Cl

(VI), n=1 (VII), n=1

[0334] g FHDMPI1) 454 F

[0335] 4 (VI) (FirbnsZ1) (1.0g,2.38mmol) &3 T Pl (15m1) o K B i i AE e bE T
FE0-5°C UK H1 AR 5 — P I8 — 5 T el fite (1. 4g, 3. 3mmol) o il [ B e 91T
e, HIEVNT PG, ik B I8 B Z i - 207N LS 5 OG5, 6 10mL I 10 %6 7K ¥ A5 0 At
BRI K, FEIMN30mL I 15 %6 Bk FR B /K VW o K VR A D 725 CHEFE0 . B/NET , Fo¥ [ 4
it PE DL E E RS R (VID EHnZD .

[0336]  SEjififs13

[0337]  3— (AN 2 A JE) —4- AR R IR (hialfA (TT1) , X=-NO2MIZ=-OH) [l %%

X

@O\/A B @\A

[0338]
COZ

(I11), X=-NO,, Z=-OMe (IIII), X=-NO,, Z=-OH

[0339]  #RFEAEWO 2010/089107 =it 7] 1 8+ ik B 4 A il 2% (T11) , HH XA -NO2 HZ &
OMe o K4550g (1T1) (GLHIXZ-NO2 H.Z /& -0Me) Izt s B 2% 7 , Bl J5 N4k 1. 651 THFAI2. 851
[ IME B A B K IR K TR B IR A0 CLRFRL . 5/ SR G A EI 2 50 . INN4 AL 2 TR
TG B IS N 240m1 1937 Y% HC LK IS o 4 /K ABHE 5 FF4 A HLAE FH2 . T5L/K BRI 21K, FF 948
JEAES0 CHE L2 R4 , 1EAHIF IR BE ML . 65L 1F Bk, FE0 B i A #2225 00 W [ A i
H AR R BT s b TR, 15 20337 (TTD) , JL AP X2 -NO2 AL Z 2 -0H (7326 %)

[0340]  sEjiifs14

[0341]  (S) —3-FR A H A B - 4- AL R H IR -1- G-IR P 2 AR -4 U 3R ) -
2- (3,5~ & -1-MEnE-4-3%) - 218 (FPaA (IV) ,n=0) [l &

[0342]

NO,
A
=

| Cl
— % 0o VA SN-On
F>\U e

(I1I), X=-NO,, Z=-OH (I1), n=0 (IV), n=0
[0343]  ¥prpjal A (TTT) (P XE-NO2,ZZ-0H) (80g,0.34mol,ref.) f (I11) (HHniZ0)

X cl
()\/A % oH YZ N—(On
| 0
F
A
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(109.1g,0.27mo1,0.924 &) .EDC.HC1 (193.9g,1.01mmol,3>4%&) .DMAP (20.6g,0.17mol,
0.524%) FIDMF (400m1, 5vol) VA TE—, FH MM B TS Cil I ALK TN LR . g2 18]
53 TC o R A LA PR A AR 12 7 I Y A I AE L T T4 o K FH #1147 J5 FHE tOH (1200m1) A
il (100m1) &5 % . 152 A s 4R (101g, AT T (VITT) 60 % %K) o

[0344]  'H NMR (400MHz ,DMSO-ds) Sppm 8.60 (s,2H) ,7.97(d,J=8.38Hz,1H) ,7.61-7.80
(m,2H) ,7.18-7.32 (m,2H) ,7.02-7.14 (m,2H) ,6.27 (dd,J=9.70,3.97Hz,1H) ,4.04-4.21
(m,2H) ,3.89-4.02 (m,2H) ,3.74(dd,J=14.11,9.70Hz,1H) ,3.45(dd,J=13.89,4.19Hz,
1H) ,1.10-1.30 (m,2H) ,0.49-0.65 (m,4H) ,0.36 (qd,J=5.44,5.29Hz,4H) .

[0345] Syt fs]15

[0346]  (S) —3-FA P 2 F A k-4 -TH LR F iR -1 (B-BA PN 2 H AR -4 ol R AU R ) -
2- (3,5~ &~ 1-F N -4-28) - 2408 (P adk (V) ,n=1) Bl

[0347]

N
X Cl " O\/A
A N—(O)n
O\/A % OH _ lN o
F U A\ 0=>¢
PN Cl o “
F>\0
(I11), X=-NO,, Z=-OH (1), n=1 (Iv), n=1
[0348] ¥ (ITI) (HrpX/Z&-NO2 HZ+&-0H) (80g,0.34mol,ref.) . (IT) (Hrn&1) (113.9g,
0.27mol,0.924%) \EDC.HC1 (193.9g,1.01mmol, 324 &) .DMAP (20.6g,0.17mol,0.524 &) F1
DMF (400m1,5vol) J& & 7E — 2 3F I E 100°Cil K B R A K M 2 TR 2 BE 2 18] 70 BL , K
HLAH FH R P AR 7K 8 YR e % I AE 3028 T W4 o K FH #1405t FHE tOH (600m1) « AR (200m1)
AIFEgE (200m1) &h i - 15 2 3 b 44 (T1g, AT EAE T GidnZD 41%150%) .
[0349]  'H NMR (400MHz ,DMSO-de) Sppm 8.56 (s,2H) ,7.97 (d,]=8.38Hz,1H) ,7.62-7.83
(m,2H) ,7.16-7.32 (m,2H) ,7.04-7.14 (m,2H) ,6.20 (dd,J=9.26,4.41Hz,1H) ,4.11(dd,J=
7.06,3.53Hz,2H) ,3.93(d,J=6.62Hz,2H) ,3.62(d,J=9.26Hz,1H) ,3.32(d,J=9.26Hz,
1H) ,1.17-1.26 (m,2H) ,0.49-0.67 (m,4H) ,0.24-0.43 (m,4H) .
[0350]  Sjiifs]16
[0351]  (S) —3-A A H A - 4-Z R H R -1- Q- A A B4 | R ) -
2- (3,5~ & -1-MLnE—4-55) - 4 B8 (A4 (V) , X=NHaAin=0) § i #%

CcOZ
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NO, NH,
O\/A 0\/4
Cl Cl
[0352] \ oy P"(O)—-n % 070 \2 {“'(O)n
O X (@] ™
F
5 5 Cl >0 Cl
(IV), n=0 (V), n=0

[0353]  SfkiRfE

[0354] 25 Jg % 8835 N 2. 5gff) (IV) (FLrhns20) .119mg Pd/CHEALFIFI25m] 2.1 2. B8 . SR J5
W I N 2 5 B R AR IR AN BERE N INFE 40 °C 1 N B - 25 IR B A% 78 NAEL A 4/ LA
J& » A I o GBI i YRR 2 AL, FEEIRER T 28 TRV T [ 2 . 208740 (90 %6 AL o
[0355]  'H NMR (400MHz,CDC13) 8ppm 8.50 (s,2H) ,7.49-7.56 (m,1H) ,7.30-7.36 (m,2H) ,
7.10-7.19 (m,1H) ,7.00-7.08 (m,2H) ,6.58-6.68 (m, 1H) ,6.20-6.28 (m, 1H) ,4.11 (bs,2H) ,
3.78-3.92 (m,4H) ,3.69-3.79 (m, 1H) ,3.30-3.37 (m, 1H) ,1.178-1.32 (m, 2H) ,0.58-0.71 (m,
4H) ,0.28-0.35 (m,4H) .

[0356]  {ii FHISnC1off) #4F

[0357]  ¥42g (IV) (Firbnf20) M AE20ml THRHY, FE N4 . 34g — /K& 5 (1D VAR
FE80 CHi P B VAT AE100m] £ 8 £, TE F1100m1 ) 5 % KHCOs 7K VA VR 2 18] 73 i o« KH VR &4
YR UARR 2 UTTE I 3 IR AR KA AUAH F 53 A IKHCOs B K Bl  FE L R R EA
BLIEF 5 (V) GLrnf20) 70 B st (1,84¢, 9726 H0%) o

[0358]  Sjitifs|17

[0359] () —3-FA A Jk FH A -4 JEOR FH R - 1— (3-3A TN 2 HH AR 4 3l FH AR 1) -
2- (3,5 & -1 nE-4-5) - 2.8 (FiE ik (V) ,n=1) K%

O\/A ] O\/A
Cl Cl
&j O N @) _
[0360] 't i N (©n b\(l) Q : N (©n
F | F
F>_O C F: . Cl
(Iv), n=1 (V), n=1

[0361] S ALAE
[0362] 45 2 3% #83 A400mg (IV) (Hirfn=1) .8mg 1%Pt/C{E4L7| fldml 2,18 2. g, B+,
FEAERR AR T IN#EE60°C , B AN B, FRAR B FE A/ IR S I I DA RR 244k
FIRITE A R0

42



CN 110256338 A ﬁﬁ HH :F; 37/53 I

[0363]  {ii HISnC1off) #4F

[0364]  H1giy (IV) (GLhn=1) VAME/E10m] THEH, N1, 06g /K& (I1) G
WAE S WP B FNTE S N 2R, I 10m] 4R Z B F110m1 ¥ IM NaOHZK ¥ I
FR R K AHEH, HE A HUAE FH10m1 ) 10 % NaC 17K I VRE 1% « B 2B WLV, 35Kk
WP RIE T LBk, FR 0 RE B 2015 2 [ A4 K e il U8, FAm] 2 Bk I 7R # 1k S 2R g gs
s 19 31 3 e 44 (0.68g,71.3%) o

[0365]  'H NMR (400MHz ,DMSO-de) Sppm 8.55 (s, 2H) ,7.40 (dd,J=8.38,1.76Hz,1H) ,7.28
(d,J=1.76Hz,1H) ,7.15-7.21 (m,2H) ,6.99-7.08 (m,2H) ,6.64 (d,J=8.38Hz,1H) ,6.14
(dd,J=9.59,4.30Hz,1H) ,5.63 (s,2H) ,3.88-3.96 (m,2H) ,3.70-3.88 (m,2H) ,3.55(dd,J=
14.11,9.92Hz,1H) ,3.24-3.31 (m,1H) ,1.11-1.34 (m, 2H) ,0.47-0.65 (m,4H) ,0.19-0.41 (m,
4H) .

[0366]  SLjiifs)18

[0367]  (S) -3 7N 2 H A S -4 - IR SR - K IR 1 - - A - 4- U A
Fe-ORHL) —2- (3, 5- &Mk RE-4-3%) -4 s (& (D n:0> ) il 2%

“"-gx

/ “NH

CP\A gjva
,aa)n ,u))n

Cl

[0368]

F
F)““0 “ ;3»—0
(V), n=0 (), n=0

[0369]  #50.5g (V) (Frn&Z0) (0.84mmol) & f#EAEDCM (7Tm1) FITEA (0.17ml,1.26mmol) H,
SR SS9 (0. 11g,0.93ml) , FORHE AR E B FE20/N o S8 5 F7K (20m1)
PER IR, A6 WL 7 ZE B, A5 %6 NaCl /KA (10m1) ik o B 2 55, 44 A 14 FH A 2
Vel (B %E100% £ 2L 5E/Et0Ac 60/40) TERE (TR Eafifh, F= A N TE e imr 4 7= 4 (KR
30%) .
[0370]  Sjstifs|19
(03711 Ak (A (TV) (HHnag0) LAFS 2] (S) —3-34 P4 2 H A -4 -TH AR iR -1- (3-24
PR AR -4 T AR R ) —2- (3, 5- -1 -k g —4-3%) - 2. B (R AA (TV) ) n
=1)
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NO

2 NO2
;,0\ LN ; 0 45
D © oC'/N—(O)n . q @ 0 N\~
o2 T, ST OOA);“
=
F Cl F, Cl
> >0

(IV), n=0 (IV), n=1
[0373]  {i FHH202/ Z BRI HRAE

[0374] 0.5 (TV) (Lrns20) Bk & A 3ml vk EEER (1) 50m 1 B b VAU # 5255°C
ARG IZHT I Im L AL (35%) , FERH TR A WIERERE T 16 M0 [R5 B AR FFA8 /NI o I 5m1
KK Y R CBE AL, I WLV FRITE W R BR 2%, P A AE N3 (il 7= (e R
74%) .

[0375]  f#i FH Oxone® 1 #/E

[0376]  440.3g (IV) (iHnZ0) Sakidts0mlBeif . bE 535452 . 4ml FEE . 1m1 7K F1215mg
Oxone® , ¥ 2 IF R AESS CHtFE4Sh AILEA0 CHERET 2h o ZE VT T B 25 W EE 3T hn A\ bml Z. 18
LT K KM 2. BR 2.1 (3 X 5m1) REHL , K5 HLAH7ENa2SOs R -8 I 72 Jl . T B 2598571, 77
AR N B PR (96 %)

[0377]  {ii FIMCPBAF #:1F

[0378]  #40.5g (IV) (LA ns&0) AETE1Om] THFH, ITAN0.22g MCPBA (3-4 it A K H R,
TT% ME) , HHHRAYTE IR PR 5 HPLOW BEIIF 52 J LT 58 & WAk 4 VAW 7E 100m] 2, 1%
TR AN50m T )5 %6 B R SR /K I W 2 18] 43 L o K8 ATLAR F 573 405 0m 1B P4 VA e 1% 0 AE L =
TN H IR A = S e R A A 9 e IR R ) e A i 3R E 44k .45 210 19g
(VIT) (37%ULZ) .

[0379]  sLjitf520

[0380]  #1 (V) (GLrbns1) FEEAL LIS 5 (S) —3-FF P s R AR e —4— FP Tl o R S 2 PR -
1- (3-FRTR 5 A AR - 4— — 4 PR AR IR -2 0E) —2- (3, 5- & - 1SR ke —4-55) - 2.1 (k&
Y (D, Hnsl)

O="
NH 7S‘NH

EE}O\/A ?OVA
cl cl
[0381] L N 970 T\ O % 0720 "\ N On
(0] ™ l 8] - |
F F
g>—0 cl >—o Cl

(V), n=1 (), n=1
[0382] #0.2g (V) (F:nZ1) (0.33mmol) ¥EMAELEDCM (3m1) FITEA (0.05m1,0.39mmol) H,
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SR G NS b D N F RS SL (0.045g,0.07ml) , FF 4498 AR S IAEFE20/N o 48 )5 FHCT 1IN
(10m1) % K J S, 48 WLVAE FIZEEL, £ 5 % NaCl 7K VA (10m1) Beisk o B 220877, FE A 414
FHBA B (2%t /Et0Ac 85/15%EtOAc 100%) LEA: (i vk b 4alifh, 15 4 v 6 € i i 4k
P (R#30%) o
[0383]  sEjfifp21

[0384]  3—F2Hk—4— (T30 FH SALAL) —4 P IR FH T ) A 4%

HOD)’LH HO: : J‘I\O/
—_—
[0385] 0 0
F/k]': F/kl:
P4k C diask C"

[0386] }$100g 3—F2HE—4- (o AL K HEE (0.53mol) ¥ M#AEMeOH (600m1) H1, FE 17N
iR Z A I E A Oxone® (325g,1.06mol) , FERH iAW i FE AR 4 22 50-55 C LR FF2/N i
W FIE B NG 22 200m] , H AN IK (1L) o #15 BI R AL ST AES0-55 CHil b, AR J5
TN 2K (500m1) , 345 9 AH TR & 90 ) ZU8ERE B K A HE S, 84 HLAE /K (500m1) HEv5
IINTE MR (10g) , ¥ WA RE2070 Bh o & fE kv 8 Bk, BHaFIE 2 Tk
%5 2 2- 3R, 315 B VA R P E80-90°C o 248 Hi in A\ IE Bi ki (400m1) IR S ve H
F0°C, HH BIFIAEO C I B A [ AR AT I I 2 Fod 8, I A IE BEde (100m1) Peidk o 44
BRI A EEAE R FTESRTE 0TE70%) .

[0387]  Sjitifs|22

[0388]  3— (AN FH AR IE) —4— (9 FF AR 3E) — 2K FE IR FFY T ) ) %
j 0 0
OQ)LH . OMe
[0389] 0 E—

0

F F F F

& B ¥4k B"
[0390]  #$873g 3— (BRI HI A L) -4 (T H AL X H % (3.61mol) ¥ fif fEMe OH
(4.4L) v, SRS AE /DI iZ 4y I B #& O xone® (1,86Kg,6.06mol) , F- 44 i i 41 A i
A 55-60 CIRFF2/INN B FIE B MR R, 6LIFMAIK (TL) AR B A S ¥
TRAES0-55"CHHE , SR G MM 2R (3L) , H- 44 P AHTR & PRI BN HE KA ARt I RE AR
FH7K (3L) Wk o i FUME 23 N IR 46 22 2- 3R, FR R A3 B 0 i IR #4 22.80-90 °C - 22 1 i
ANIEBESE (5,5L) HIR-E Y EN 2R -10°C, FF A BRI AE - 10 CHaFE I 4 o 1 [ A4 76 A1 TG
iUk, I HIEBEGE (1L) Badk o 445 20 1) s AR 72 1L T AE IR T (W ZE52%) .
[0391]  Sjitifs)23
[0392]  1-(3- AN AIE) —4- (TH A L) -2- (3, 56- & -1-MtiE-4-%5) L
(Fp{EMA (VIT) ,n=0) 2%
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cl
NQ*MC
% o - % @
> cl
[0393] D)LOMC o 3
0

FAF F/k
FiE4k B" (VII), n=0

[0394]  ¥43- GANEEF AR —4- (SR AR KRB FIE (30g,0.11mol) F13,5- &~
4=H1EE-NEE (21.4g,0. 13mol) $& N 1L B85 o A i T THE (120m1) H o 44 35 SJ VTR AE 3
FERBEE-10°C . 7305 B b 2218 Ho in N IMAY X (= FF 5 AR R 6 36 ) 0 ik #8175 THF
(0.22mol,220m1) ¥ W - ¥ TR & DI TEARIE B 15-30 0 B, SR JF FH 10 %6 HC 1 /K ¥ ¥R
(250m1) & KR AE I MAN LR L1 (300m1) , 355 5 #HVR & W0 2445 £ 15-20 5 8
WKMH R . Tg (150m1) 5 2L K #1584 A 10 A ML IR 48 2 2 R B3 N 57 T4 I8
(240m1) , A4V TR IR IR G 2 2- 3 AR NN R A B (150m1) , B A #120°C , 15 31)7%
T [ AR TIEND o 3/ DLJE K [ AR A2 A IR 3 B I 98, I LR FR I ¥ = TN RE e - 115
I EARTE B2 PSR TR (%F90.5%) .

[0395]  sLjitifs24

[0396]  3— (AN FH A L) —4— (ZoRUHH AU 3) — o R FFY s 1) 1) &

Q 0
HO
:@AOMC : © OMe
[0397] o
A 0
F°F F7 Ok
ik C TiE4& B"

[0398] gt HIDME AN IR FH P #5F

[0399] H3-FRAE-4- (R EE) - KF R F g (5g,22.9mmol) K2C03 (4.75g,34.4mmol) .
Nal (0.34g,2.3mmol) FIVR-F LA L (3.7g,27. 5mmol) VS MEAEDMF (25ml) t , AN 5]
(TR A W £ AN ESO “C IR A2/ NI o W BV A ENE IR AERERE R I K (50m1) ANy
SIHR A MY F 20-5CLREF60-9073 %, F- 44 [l 44 AE o #ds =F ik Ui, 7F FH7K (50m1) BE¥% .
PR B0 [ A4 B S AR LS R AE = IR T (0% 95.8%) .

[0400]  Sjitif5)25

[0401]  3— (AATA 2 AR 2) —4— (3 A0 8) — X HE IR P g 1) 1) %
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D\‘ 5 % N
0
J@)LOH 0 OMe
[0402] 0

+ @4k B FE & B
[0403] {7 FHIDMA BT £ FiiMe T f) 45
[0404]  “Rf3- RN T —4- (5 52 R IE (50g, 193 6mmol) AK2COs (28. 1g,
203 3mmo1) &I F-DMA (400m1) H , F Kt BRI IR H 2 75-85°C o 78 /N w8 e 30 <
AMeT (32.97gr,232.0mmol) FEDMA (100m1) H HJ VR o 7E M S5 SR , K B % 2 2205
C L HFAEBFE N IIAIK (500m1) o %A= A 4 [ A B TTHE - 45 A ST A TR S 0 H60-90 70
b, R4 B A/ ol 2O St I UK (50m1) Padk o 15 BIE A (0 [ R (0 729 o 6 AR
7 SR TR (R R98.1%)
[0405] it 51126

[0406]  3—FHk—4— (90 FH SALAL) —4 FP IR FH T ) A 4%

0
HOD/CN HO:Q)LOMe
S e
[0407] 0 0
F F F F
ki C diEE C"

[0408]  7ESOmIKEN A , W3- (ATHIEH A L) -4- (ZRUF AL — %% (0.5g,2. 7mmo) 5 fif
FEMeOH (3m1) 71, H44 35 &) B TAE Z IR B HF: « 212 HIIZ R NN 91 %6 HoSO0uZK VK (Im1) , 4%
VIRAES0 CRLIAL T B A E 22.0-5°C I A K (10m1) , H-H4 15 2 (1) B VF AL IR IR B R
NI K B ERAE T AR S IR A BIE 8 B B R (T8 %) .

[0409]  SEjiifs27

[0410]  (R/S)-1- (83— AP ZEF L) —4- (H P E L) KB —2- 3, 5- & —1-F -t
WE—4-25) B (P ER (V) ,n=1) 1l &

[0411]

(VII), n=1 (VI), n=1
[0412)  7100m1 BRI L 22 AR A (VID) (REebn2 1) (0.2g,0, 48mmol) , 3% T
MeOH (10m1) 1 32 #H1ZE0-5°C . JnANaBH4 (18.0mg,0.48mmol) , 7 ¥ = W B £ 1. 5/ o %%
SRS FHH20 (25m1) 4 K il 30 28 3 o K KV TR R B (2 X 15m1) ZEER 2K, # B i 2
& B VAL NasSOa T4 o K V8 FIAE IR T 28, 19 2IRH ] 1) B A o o 2 T e A 4 R R
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(10m1,85-90°C) H1, FHERF VA E 22 0-5 CLRIF2 /NI HEAT 25 i o 4545 21 1) [ 44 1 8, A 10m1
F DR VEI AIAE L2 R AERR I SR T8 R T8 . A5 31 164 . Smg [ [ 44 (81.6 %6 WL &
[0413]  ARHEFILEFE T IR BARS 7 & -

[0414] 1. —FpFF 4 Hdn2os 1 1020 (D Ktk &9 5,

NHSO,Me
oA

O Cl
0 Z>N—(O)n
Cl
0
PN
F )

[0416]  FTik 7045
[0417] &) fdi=X (TT) AL

1
OH & = N/(O)I’l
| I
[0418] O:O)\);
F
Cl
F (I

[0419]  Horns208k1, 53 (111 KL &M
X
: oS

G (111)
[0421]  H Xk H -NHSO2Me F1-NO2, HZi% H-OH. & IR « ELEE B SCBE (C1—Ce) St 528 75 4
BT R | (C1—Co) BEFEFRIE A IE  J5 FEPRIL AT TN TG 5L (C1-Co) B PRI IE, LAAR 3
X (D WALE Y, HodhnZoil, 5k OV) &4

NO,
0\/A

cl
[0422] A\, TN F’(O)"
0 ™
|
0

P
F (Iv)

[0423]  Forhn B BRI S SCHXR-NO2; 3 B, 5750 BRa) 15 250 AV) Mk &9
ing

[0420]
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[0424]  b) eIk B (V) R RAL &4

NH
20 A
[0425] | -(O)n
ﬁfjkp £0°
F S
A Cl
F" O (V)

[0426]  Hrhn 208k, I fs e 5 W AL o S L, DL 2K (D Ak &9, Hehn B BTk

EESE
(04271 H A {E D HRa) i (TD) HIL &P F AR ¥5 B AT Be ) Bic2) H T —Tif5
#:

[0428]  c1) AL (VD) KL &4

|
[0429] B 0\/@»)\/@
Cl

F’I\O (Vl)

[0430] ﬁtljnx%ofcl LA 2150 (VID itk &4

/(O)n
[0431] D/M\/t;

(VID)

[0432]  HAn 08k 1, FIBE 55 & 0 ek Bt H A L CA45 20 (TD it &9, Hbn B A
TR R R S5 B

[0433]  c2) it 1% &0 (VD) 4b-& 4, HodnZosk 1, LS 21X (ID k&9 fi=t
(VIID Wik &

cl
A‘ (_)H = |N/(O)I'I
[0434] L0 ; X
Cl
F’J\O

[0435] ﬁ%ﬁﬁi@%&fﬁﬁﬁ/‘\ﬁi

[0436]  FUAEiEH KT AE L BEc2) AR 2R (VITD ftk SRRt (VI X RAL &4,
bt JEid JE et (VD AL &), Fen & 0B L, FIAE i 70 2 7 ik b FE AL 2E

[0437]  HHEAmZIMArAKA (D . AD . IV) « V)« (VD)  (VID 58 (VITD BLE ] LA
AL, F A O X AL A P15 2

[0438] 2 AR¥E ARSI 7 S 1B K U5 3%, Frid U5 i B ds A 20 BRa) iR A (TD) It &4
530 ATD Mt &P s B, H A XFE-NHSOMe o

(04391 3 AR¥E ARSI 7 S LI (K 75 3%, Frid U5 i A 4E 20 BRa) A (TD) AL &4
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53 1D &P B, FA X2 -NOg, LA R (TV) AL &9, FITE D BRb) A, % (TV) I8
S (V) R B 2 AT AE W), SR I A BT IR AT A= ) 5 R I vt e 87, B4R 315K (D 14k
“H.

[0440] 4 KR4 B ARSL it 7 Z AT 7732, B 5 A3 s R Big P TR 1) 43 21 50
(ID) Bt & K VD &AL (VID B &9, A% G — Rk &t e 1k %
PEHLIE RS (TD I &9,

[0441] 5 KR BARSL it 7 AT 1) 7732, i 5 i A3 a0 R e B P B c2) 3 21 5
(ID) Pt & it o 50 (VD ik & 20 0D e &9 (VITD ik &
Yo

[0442] 6. MR B ARSI 7 R1BTIR I 7712, ik 7 i dE A4 =X (D k&4, HnZo.
[0443] 7 ARHE AR S 77 22 1-3 R I AF — T ads () T 2% =X (D) B4k & skt (TV) (1)
AW 71, BT J5 145 « £ 45 3% B DCC.CDI \HATUHBTU. TBTU . DMTMM . COMUEDCT f] 1%
BRAIAFLE S , FHECA FHHOBt , FHECAS A HLAR AN TEA \DTPEA \NMM . DBU . DBO . Ftt W FIDMAP , 7 1%
PR BRI EE R R A R R I N R B R AR R A
il L S TR L B | PR L 2 R L B L S TR L THF . —wR e 2- L 2 L 2Tk L S A AU T
B ORI O & W b & 07 FOoR KR SR R, £ 20
(I1) Ktk &9 5 H A 72 -0Hf 28 (T11) 4k S9N

[0444] 8 MR B ARt 7 1 B2 IR (1) 77 ¥ » FHCDIAIDBUTE £, BR £, g H S 3 o

[0445] 9 AR B AR St 77 22 1 U3 PR i 777 » FIEDCT AHDMAPEDMFH S

[0446] 10 MR 4 B ARSI 5 R 153 ATid (1) 77 v , Hoh 725 b)) wh (TV) B8 JR Ak H &L 3
NS LN e K N R N N R T Rt N RN A
BN EUE BRI D AR R 3 SR TR AT

[0447] 11 ARG EARSLE T R10FTIA R J5 1k, Hoh frid b JE 57k B3 & PR 2 0« F IR &
VR , 78 AR AE R AT, Brid 4 75 1 226 140 BB I fi A0 77 B30t 1 e 304
BB A R A L B R AT L R AR A

[0448] 12 ARG EARSLE T R10FTIA R J7 1k, Horb frid ik JE 57 2 F R , 766 & sl i ik
SO AR E KRB OB SRR IE T BT R . O R O 3 2
fiie N—FR Lt i o i L PR RS 8 R 2R CTHF ey \ 2- AR L 20 Tk L 20Tk L S R Tk L T 3
k. TR 2.6 2R SRR TS « 218 M R S 77 rh 34T

[0449] 13 ARHE HARSL I 77 R10FT IR T v , A SRS Rk K B 15 % 40 k4T, FL 7
FA103038, 7E LR L B iR AL .

[0450] 14 . MR B ARSI FE 1B AR (1) 5 i, Fod Birid (V) 5 H G 11 1) S R AE A —
B2 Rl AR RBRATAE 34T, BT i 703k B FR 2R % R OR DD A B e L 2 - F RS
O WP BT SRR R AT R R NTEE L O &R e & SRR S R
G W, B B A0 128 b 326 ) &SR A S TR A ok R LB L AN L AR B R R B L IR R A
PSR AGHE IRIREE  A B IR 6 RIS e . TEA . DTPEA \NMM. DBO - It & FIDMAP , H. 3
Hh eI B AL RE A 1500 5 AT DL TE G FL eV A

[0451] 15 AR¥ HARSL i 5 184 BTl (1) 7 2%, HAR PR EALFIAFEAE R, fEIE H /K
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i F I« — R O 2 T e N R b g e T L FR SIS R TR R R LR R T A
FEW IR PR T 2RO TR BN OB & ke JTHR . —w&le &
HIR AR EFIH T (VD) FEAER] (VID) , Frid Ee7ik B 48 8 Y1E WiMin0, , 1
M Tl Gn 2~ Ft P < PR R (IBX) it — 5 T b e, 28 — AR 2846 771 (Swern) G =
AR E B 59
[0452] 16 MR 4 B ARSI R 1B AR ik, Hodr (VID) & (1) By it FEPEid IR e A
T B B8R A T i1 22 4 B 1 2 S A7 AR T e B A Ak R R 3EAT , Forb B A TR s T
PLEN R &4 AFRu—Rh—B{ Tr— & & 3% WRuCl2 (PPhs) 5+ [Ru (o —<=4E48) C12] 2. [RhCI2
(Cp*) 1288 [TrCI2 (Cp%) 125 T B AR tnSL-N004—1 ((S) —4—#U T F-2-[ (S) —2— (W (1-Z
B JEFE) A1) wR M) (SL-N003-1 (R) —~4-F R FE-2-[ R) —2- (R -—
TRAK-1-FE] wB LI | (S,S) -Ts—DPEN ((1S,2S) — (=) -N-x Fi A fi e -1, 2- — % Fe 2 —
1) « (S,S) -Ms—DPEN ((18S,2S) — () -N-FI Rt -1, 2- = 2R FE £, —J%) « (R) -DATPEN ((2R) -
() =1, 1- W @-FEFEFEIL) —3-FF-1,2-T %) « (IR, 2S) —1-Z FE—2- Bl ¥ S b
[0453] 17 ARG EARSL T R16FTIR I J5 vk , Horb ik o i ik % 14 16 R 75 ik 5 A A
BN B BR BN  C1-Ca AL IR R L A s A AL AT IR BR L C - CaBE AL B IR B W &L
AL B RA L Co—Ca AL S S L Bt R IR Bt BRTR L4 - = % IHe e A4 — FR 6 St
WE FRIBRAEE AT .
[0454] 18 ARH HARSL it 77 22 1 B A BT I (1) 77 2%, e AR B a6 Al e 3 P 0 Ji 7 A J5 1) 47
FE N AT , B3 5 770 e B B ke TV 5 -S40 I — R Aa IR = be () andes T - — S pa P 2
Mk B AN RS e . S A YR I - S ) R m e i b (15 a2 - R -CBS - ik
Wik 2— T 3E-CBS— R M Al 5t . 45— 2 2 -CBS—wR M il b, H P CBSAC % Corey—Bakshi-
Shibata %R MR (AL 7)) .
[0455] 19 ARG EARSL T R 16 FTIR I 7515, Horb BT i Xof we ik 36 14 08 JEL 7 3 1 /K S R EE
OB SETAEE L IE T B AU T B FE R R R R 2T B N R e R L B AR L R
2% THF - wl e  2- AL 2 T 201k S I I R T 2 A L 2R 2B 2R S T R 2 G
S AR A IR A AT
[0456] 20 . R H HAAR S it 77 22 1 B A BT I (1) 77 %, e AR B a6 Al e 3 P 0 Ji 7 R R R R
HAEAMKIBERAFAE R , IR ERUC] 2 (PPha) s A1 FPEFCAARSL-NOO4—1 S N JFAL T R B &
WidEAT o
(04571 21.20 (IV) F0 (V) By R (AR AL 54, Hodnag 08k 1

NH,

NO,
'o\/A o\/A
Cl
[0458] A\ oio O % o£(§' O
FOUK-Q FO@)\)\;;)[
A
F)\O Cl (IV) - Cl

[0459] 22,30 (I11) A R TEMAAL &4, HeFp X&-NHSO2Me H.Z 52 —-0H

(V).
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X
SPA

CcozZ

[0460]

I -
[0461] 23 —Ff T il 5 (1) 9 (kA i o2

NHSO,Me
O\/A

[0462] RL O (O AN ~(On
0 -
o Cl
R2 (lX)

[0463]  H in 2081 HR AR 7 Hb e FH H BLRE S HE (C1—Ce) bid:, FTidk (C1—Ce) Ji kAT
et gl — A e N BURSERU, Frid BRI E B 50 31 R 1 (Cs—Cr) Mkedik | (Cs—Cr) PRJd 2k
(C5=Cr) M4t BB B SCHE (CoCo) Mk L T Jik (Co—Co) M AN EL B B SC B (Co—Co) BRI, ik

FVEALE
[0464] &) iz (X) HIfL &
cl
R1 OH 1~ FI(O)H
[0465] 0 N
RZ-\.O cl (X)

[0466]  Horns20mkl, 53 (IT1) KL &M
X
i o

coz (III)
[0468]  H.H1Xik H -NHSO2Me F1-NO2, HZi% H-OH. & IR « ELEE B SCBE (C1—Ce) S5 75
BT HEGEAE | (C1—Co) BEFEFRIEEIE  J5 FEPRIL AT TN TG 5L (C1-Co) B PIE S IE, LAAR 3
XD LAY, o Z0s 1, Bif5 28 X1 L&)

[0467]

52



CN 110256338 A ﬁ'ﬁ HH :F; 47/53 T

NHSO,Me

NO,
?,0\/A B \/A
/(0)11 Cl o
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