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s A B 0 05 T R Pt 15 T o 4610 a0 I A 5 A 1 s A A T IR Ve R A B A B A
oo IXTE RLAE 2 AR DGR IR IR ST e o 380 05 5 PR 3 B PRI AL S R i M o 8 S it
Tr& IRy N0 B4 2 RS, SRR (V) (V) R (VD) TP m PSS K IE B
P ) 236 7350 43 RN R P 2 [ el e 56 A el L 2k 2 RN . RS R, e m 1 240 3

11
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RS e

[0046] RSy S, AR WL A n - HERL, fF4E T &P 05 B
REMS T —4E n - HERR.

[0047]  ARSCHTIR ) LLC AR 2272 A 5 R A AR SC T I 1) — b B0 2 RS SUR (LA S 41
W (ESKIET %, LLC A R ALHE LLC lalAH. 24 LLC R R PSSR AL S Ik E
Qb T B8R TR FR T VB T R I SR BN, T2 R LLC HR[RIAH o AR STHTIR IR & P e A% 4k il
T CAMR AT D389 BB N 1R, I HLHIE B A% 4 T LU AT B AR A B s e P
LLC 7R 3 o IXLEARE (1) LLC 4 23 1] LA T T L AT 151 P2 (R B IR e FE KR DI 2R P ) 45 1] S
Ve ] [F A/ B DA oy S il B o AL 3 AR ST IR IS SR (AL S ) ) LLC 4
FRIRI ST 55 REA8 SEIRER 25 0N T R FL A 5 A 250 5 1 A B /D Al R PR R o

[0048]  HIASCHTIA BRI S 4T LT LLC A4 33 10 STl 77 58340 AT 1 K0 FRIVK B L FE AT pH
O YGRS E 1 o BRI, AR R A S PRI AL T % ) e P TR ) 7 %, F BL AR Ve S
M T HI&REZ 2 AR . I E SR S T8 . AR SCHTIR A AL & ) I St
77 B HUGE 7K I AR IR T A 3 R 0 A1k S W R ) Sl g 22 27 HR B )
AR et . AN BRI BRI, & I AH A5 R St 77 52 7 ) v DI 27 45 I e M
ML P B AN DL 53 7 2 TR RSB AT B 1 — BB A0 BLAE RS B34S
%]

[0040]  BRAEAERYE I pH TR LLC AR 5o 3101, AU AR N 52 BEREIHE M, HT M, [
PR P B R R PSR S M A5 A pH SV RS AR o AESERETT S, M, AL/ M, AL R
MR, RIS WL, S WILER T pHAE A2 1 24 6, (RS, M, AT/
B M, B B B A, AR AL SRR AL S AR I pH 2 8 24 12,

[0050] s /e Pk sl PR 2 A Ak A e AT b TR S B 8 IR 1 AL & W s e ik o ol
T I RO I S s B - RE RS 1E— SR K P S AR . S 4, o LT IR A A
BT R GRS —E L.

[0051] @Ik A FFIHR T, A A TG S Boa AL e 038 5 A8 I BR, A4
BCHAR N R A A SCATIRAL S . B, Wik 12 R, ERARY R A EAK =
P i AR A A — AR R BN, (DMSO) R A ¥ ), # nl #8 B AE R L i el e Y R i
T - BHWAE L5 - 2B [NH,- (CH,CH,0) ,—CH,CH,0H] 7E 150°C F [V 4 /Mt 5 /M. 0°C
T, = SIRWAFAE T B A - A oK Z & P he b ik — 0 5 P IR L SR N, bl s 7R
DMF /1 54 L BRER S N 5 /NN 2R 6 /N o GBI E LR P i 8 A S BB A IR AL B )
DLIF i X I e ), K v ME AL T8 -3, 4— R R WD i el R DU R B — W W AT A=, 1R
Ik - MR LB - CEEP n, 2B HA AR RN A S KT R, $l& ez
5 TR e AT AR R B AE ] 3 . RAEHLRIMRE B TR BHAEL) 5% wt
227 30% wt HIHLEHR T, 2505 T REE T iAs e RIS SUT RIAH . BRI, 6 2 88 7 R ekl
R PRE AN R TR TR POWLEE 2] [r) S0 AH o & 1] R 1R AH A e ATTIA FEIAFAE LA RO AR 5% A2 X S8R DA
TEAZFR G 25 Sy MU E

[0052]  HAZMEN (D). (1D 8¢ (111 KtbGYEERE S Sl Y site s 1 LLC /R R, M RE
W ER AW F 2 i LLC R R, X (D, (D) A1 (111 (LS5 R4l & Refs A
T A LLC R R A . IBAh, X e S A— A ietd 5 e DA S S MR G

12
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[0053]  {ESEHE TR, HA MmN (D) fit/ 8k (1) Mk &95 Bef% T ak LLC 4H
e OGBS T R LLC AR 2R o ARSI 7 S2b, HAg g X (D) . (T1) At/ sk (T11)
MAE Y5 eV AL, & e SUE R ] WG A AR (Jeth ) BRES I IR RE
TR LLC 7R 2R o 9 i@ i A &9 518 WK s ARG R TE i LLC A R R EWHE,
% LLC 1A R 6808 T B EL A W] F R Ry G2 e PR 0 25 ) S R S 2% 1) [R) PR/ B 2380 4 & i
(. 7EZF 6, 563, 640 5 3EE LA PRI T H TR AR e LLC 7R & & TS 2 1 4%
) S PR 1] R PR RN/ B 20 0 4 i (R 6 2R R T VE RN R 48, & s T LA S I 7 R
AL, R S i 30 e 2R R T 2% T

[0054] AR SCHTIR BIZKES I I UK G140 & 038 3 7E 2 400nm 3224 780nm 3 4K [X [
W RN H B K2R FE S T e, KSR R B LA AE L) 450nm 2244 700nm
AR TR P B B K62 8 B AR SCRTIR AL B )BT, REBE I HI7E LLC /KR T IE U
G FEREMRRISEAK - B 94, B o y CBU A DY SEBE S o I dE ) BERg %4
W (1D PR EREERZ LA U sk, 1Ak, g i BAdE (V) fR s
BB P HA A (V) MR DGR / s A (VD B3R O W kB
K A R S5 K T o 24 S5 50VR A i, S e AR X 28 S5 P AT A — A A, A4
FORN R REMS T, A S WIS A TE RS BORE BE o S 40 ARSI AN 53 A REA8 1 15 IR 8
I £ 8 15 AR sl A A B KO IE M R G LS .

[0055] AN SCHTIR A EUR (G BIAL AW St 7 SR Re e T8 ute e M B0 A &R B4
IAFFEFRR T, ASURE AR N RGeS Hi 4 HA g5 i@ (D (1D) 8¢ (11D &9
LRI HeAb A MR A LLC 1K &R

[0056] AN ST Ik () — B B2 Bk A W Re 8 5 W FINR A TE il LLC K &R, bl Ji5 Re 4844 BT
A LLC AR R IR 78 T 3 i 3R 10 8 T AT E 50 8 7 R B IR], BT Id 25N 5 12 1 491 W 7E 26 WO
94/28073 'S HIHEWO 00/25155 5 PCT 2 il (1B L8, Birak 22 FF LAS I8 77 XIF AL
T A ) 2% 0l 27 8% 1) S M T ) 5 JEC R AR AT A R U A YRR IR R B B/ B LR
FOE /2B A A UL Gk RS SE 77 2 rh, R R VB E BRI IR AT R
T T R B AT AEAT BT B T R AR IR B LCC R R T
J& Lo B E Ik B BN L s R T DA LR R R . AR SRS R,
AT AE R A T B A1 1 T LA 3R T 0 Fs R A LLC AR R B 5k 7)o BE 8K 20 25mm/
s BHY Im/s (4R T8 PRt 0 7 F5 3 Th SR A v ot P (AU AR B 1) o B 75 5] AFE 5598 N kAT o 7
S s ity 2 A, E 1) TR PRI ARG VR T LUK 2 55 % 244 85 % . AERELE ST 7 S, AT
JIT i W frc B R — b T R 7 SR HES 7, RIASCRE B B e LA A1 PR B AL 1 <
J&7 THRMREIN LLC K R o AESEHE T R, LLC AR S LLC FRAH. 4 —SEii 7 &9,
B Ae—AJ5 1 Al JE LLC AR ZA# LLC AR EL ] .

[0057] B, M\ CLE IR OV SRV P B 2 IR T R S 20 0. Lum 245 2um [
A MR RS R, R N2 0. 2um B Lum, {ESIE TR, IR JE
FERZ)0.3um B4 0.5 um, {ERLESE 7 Srh, % ) S v LUK 2 i i

[0058] A T e AL IRV A i AR B AR R 1 49 i ok S IR K R A )
A/ B T SRR R IS MR OO R . LLC AR RIS ] DAL — ek 2 Ak EPER
K2 PRI I 8865 7 (b 25 R RERA IR AR AN PRI A 22 28 B I P e K
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(RAES 23 7 B I3 (1) SE ) A 5 (EAS PR T3 2 PVA FHER £ T ) 8 98 B8 A W R T v & 44
PR TRITON [y R] 5 I P 8 T o e 790 PR B 85 5 B E B8 3R i 3% 4R 57, 7 v 24 R A TRITON
F A A HA 28 K JE R AR Lo 2k A I o i 56 P sl K 6 A (9 AR 8 1 R T v M7 o 3%
LEPS T AT LA G S G R T 04k LLC AR ZR PR R 1t o ARG 1, 6B BT A s I 5] EA(E AN
IR LLC A4 28 R E ) 4 5 o

[0059]  7E HASC TR 1) LLC 4 FR B e 1 S it 77 2, JIT I JS3d 5 RO R AE T4 10 %
BICEE R PR T BRI A A9 G A TR LR AH R KA TR 2 ) L % 5 L e A e i i T 1
—FhEk 2 PP PE BE S S PRI

[0060]  ASCHTIR I A IR W] LU T 3R1545 m MR . a0, n] Dok g5 X (D)
(I1) 81 (I11) BB FIE TN LLC AR RIRE RIS EIFAATAATINT I R /EH - 1XBE
{08 o ) P A v R R TR 22 D VR ) 7 320 78 LLC R RS I B 25 A 2
JEHE i T 2 i, ik 2 di I ELA 2% 1] [F) 1 D' SR e R 3 AR DX I S5 44

[0061]  WEUKEHE RN H TR DI 45 IR/ SRR / BT S
FE G255 1) () P 5 1) S P X AR R BB R/ AFAST S AR R/ s X T S e 40 i) 2% Hp ] UAE P
XA R A G . 1R T b, T IE OGS % ) R PR B0 o) = PR LLC AR
BEEAGEHENR (DD A1) PREDHEMLEY . E5—SLi T E%, LLC A F&
T OG5 1] [F) B ) S PR, B T O 25 45 v (R MR B 1) S PR ) LLC 1R R A
B RDWR BRI A, BTk AR &4 sk (D (ID f1 (11D i b—F, 3
F AT BRI S VA E T XS X X BRX, IR D PTRRAS [ A BUAEE o AR A8 St 77 52
W, LLC R R T DAL FE ] RR A “FE T /K H i SR 2547 7K M 0t v T o

[0062]  {ESLHE 7 &, LLC KR ZEIE TR #lln LLC kR s R (D).
(ID) A1/ 8 (I11) A FFRESUR R —Fel 2 MG RTK . R A L &l
FESEE 7 S, LLC AR R AL S /KR a] 5 K VRS A WL IR &4 . A6 Sl 7 S, LLC 14
FAL T KA WIS T RTR G ) BTk WL ) e B8 1t 5 7K DU A LU AR A BY3E SLRF R AE
T 57K PR VR » v 8 HLE T RE AR 3 7], 48] 0 — FR 2 (DMSO)  —— 7 2 AR
fie (DMF) (B (5l FREEER 41 ) A N- FRIE —2— mEns el (NMP) .

[0063] AR ALFEA IR AR N R O ek, fESEH T E, LLC A RIS AL & —Ff
BRZ PR TG R o FE S 77 S, RV MR & Sk LLC R EEIL 5% . 1R TT
i, RENEMFIEN LLC AR REENA 0. 1% EL 1%. i ET, LLC R RIGA
PP E PRI . ESCHE T e, BRI A LLC R R E R 5% . 1ESLE T &
W BRI E N LLC AR REEMNA 0. 1% 24 1%.

[0064]  TEA SRR LLC MR R, WEUR B B G B BUR 6 B SRR A W) K
FERE Ak fESEHE T S, LLC R R EEUR (LML SRS R LLC K R EE ML
5% ERYL50% . {ESLHE T R, LLC R R MEEUR G L EWIIRE R LLC A R E RN
8% BL 40% . FESLHE T, LLC R T HEER AR G E R LLC AR ERNY
10% 221 30%.

[0065] 41 R FTik, LLC 44 Z Hh B Ry v 30K 5 A4 0 IR PR R A AR AR T2 P 75 11 12k I
MALA . AESEH )T S8, LLC /R R A & P AP el A L gh i =L (1) o (TT) At/ 8k (I11)
MEDA S, P E T REALGYREE, B (D LEMHNERIZL 0% ERILEY

14
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99% Eimth, T REPMLEY R E, B 0D LEWHENA 0% Ea L E 4 99% &
L, RS T REF SRR a, @ (1D AW 2 0% E i b 24 99 % H &=
bbo fEiEHh, @ (D) (D) A/ 8k (1D GRS S REIMEY R EEN R
b 50% ., AFREHL, B (D). (1D f1 /8 (1D KSR EREY 5 R G N E
B 75% ., [Tk, @ (). QD A/ 80 (1D WS R ERE &R G S
YREENE /D 90%., ki, @ (D). ID) f1 /8 Q1D FbSwr s Rt bR 6
FAL A SR Z) 100% .

[oo66]  FESLiE AR, T REAFL G EE, LLCARFSEA (D WEWHENY
1% ERILRL 100 E. ELTET, ETREMLEDREE, LLC AR EA
(1) &I ERNA 5% ERELEL 5% mE . ESLiliy&Eh, TR aHLEW &
B, LLCARPER (D) AR A 0% BRI EA 0% ERl. EhE &b, T
REALEDRSE, LLCARTEX (D EWHNENL 20% B2 80% Ea .
i ET, BT RO EE, LLCHRETEL (D S EIA 1 % EEH
2L 50% ERL, ML, BT RENEGYMER, LLCARTEA (D HEWH
EAA 0% EEILRL 9% HEl,

[0067]  FESLE 7 &, BT REMMEWEE, LLCARTEL D) WEWHERL
1% ERILRLA 100% EEIL. ELTEh, ETREALEGHHER, LLC AR EA
(1D WAV ENA 5% BRI EL 5% EEE. ST ED, T RETMLEW R
B, LLCHRATERL I1) S YE N 0% EELEL 0% EEE ., iy zEh, it
FTREFUSYHSE, LLCHRRTENX (D /LEWENZ 20% EELL 24 80% & &
oo AESEiis &, T RO G R E, LLC A RPER I WEWIIENA 1% E
HILRA 0% EEI. E T Zh, BT ROIMLEDN S E, LLCARTEA (1D 1k
EUNE N 0% ERIL 24 99% EEll.

[o068]  FESEHE T =, T REFM G EE, LLCARFP @ (11D (b EWIE I
1% EEIRL 100% EEmbh, fESE T, BT REIEDR SR, LLC /AR i#E
(IID) A ENA 5% BB EA 5% EELL . A5 &P, T REOBLEWI R
B, LLCARZAPHEA U1D S WitE N4 10% ER L E L 900% E . ESiig &, i
FRED G EE, LLCARPER 1D (LEMRE AL 20% EEHLEA 80% H i
oo fESEiis &, PR EFLEYEE, LLCARFBEA Q1D (& E RN 1%
FERIRL 0% Eatl, EErE T, R T REIMEYRES, LLC AR EA (11D
G B Y 50% R LA 99% EE .

[0069]  {ESLHE T B, WERMARESTEN (D, (D) 8 (1) ME— &4, Lt
T LLC AR BT &, 55— SRR E N2 0% us b £ 4 50 % i e, IF Hi@ L (1) .
(ID 8¢ (11D M A S HE—AEWARE, T LLC AR SR, 5 &0
WL 0% JRE L £ 4 50 % F &b, bt T LLC IR R S L E, 5 — LSS &
YIRS B Ek 2y 50 % R L.

[0070]  TESEHE T &, LLC (ARG & 2 /b — MoK A MLk B e b —F A Fof
MANAE . RS =, FLEA VLGB BEEA F A ANAL S UL S 5806 1E
Mo FTFIE RE AL B A AL R B e A VA A .
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[0071]  JERDREASCHTIR LLC R iR 156 E, AR bl 5 BEAT B, 2R A T8, W] LLERAS
AR IS S PRI . DL PRI A9 T S, a7 4] 1 Se iR i S0k (4 1140
BV E R TR E AL G LLC K3, SRS A ] LLC 7R R T A DL .

[0072]  FESKEHE 7 G, A 3 £ b — R EUR G L S LLC AR VTR TR B
KI5 ) SRR o AESEETT G0 B 22 /D S it o ARSI S, Rt &2 /b
AR TEAHLAE . ESEIETT S, B ki A2 ST S, B AR AL GE IR i o
[0073] 53— SEiliT7 R B & 20— Fh B AU IR &5 OV s s o AESEHETT S, 2D
Al B AL i e e L E D BASCTIR HOG A A MERRIRL I . ST SRRt
P T, B — GG ik oo A & R RN 2 /b — MR SCRTIR ) LLC i A2 L8 St Ty
Frh, “OMOU IR ) E- Ry . —SEitir SR IS DB B AR IR AR I W
i LA RS, b B AR A AL 22 D — FASSCTIR I LLC ik H L LC Bon 231
HAE T O— B, I HL 2 A S TR 0 A P AL LC s A I, R LU R4 25 BT A1
Js A b — R B R AIRAFI I LC onAs al AR SR » X bR AS BT AR b
b, AR St 7 S, Sl 0- AU IRAR 10 H T IRAR EL, BE0S B 7% B AT % S A
SCHTIR LLC B B A 23 1) 77 1% IX L RENS Tl AL T BRAR LC Be s (AR . 725 7, 015, 990
TR E R P SRR T A E R WA LC R AR BV AL, B AR LS
J7 BRI NASL, IFR5 3 R IX AR R B AR I B

[0074] 53— SCili 7 SRR M OESE & [ A PRI 5 ¥k ARSI S, TR Ot 5225 [ 5+
PR ) A R R A SCATIR ) LLC AR R T2k L, Joh LLC AR R 24 LLC HHIRIAE,
IR Z A LLC HRIRARER ] o AESC T S0, THiR IS sl bRk 22 /b — Bl A SCHnd 1) & 14
WA 5K BOKFAHLE R SR G RIE K LLC R R . AESCETT S, Jribh ket
JE LR LLC AR T ARSI T7 S, 24> LLC R AH AR r) A0 65 45— J7 1] 8 8 LLC
HTal A

ST 151
[0075]  SEjtEfs] 1 - &%
[0076]

[0077] DR T-1 :7F 250mL KEIHH, FEE T, B 2-[2- Q- AE LA R ) 48R ] O
(1.64g, Llmmo1) JE R IE BT (1. 6g,5mmol) ALK = A HE (20mL) 7E 40mL JG7K DMSO i
4o T 150°CHRNIBEY) (ZE) Bidbt i (10 /AMTE 14 /N ) S5, 5 SN T4 2]
£ 80°CJFEINAE 900mL [¥7 10% HCI (aq) . T2 ISR SR 4 /. @il gg
B OTTEPICEE, 7K (100mL X 3) PR IFAEE AT T 60°C T4k 4 /NI o $R75 Ay I 2 € [ 1A 11
EMIN-(2-(2-2- BELFR ) CHE) &) JEREBT I (1) (1.94g,81% % ) »
HaAaifg S U T —2E . WRTE, @it h CHCl,/MeOH(12 & 1/v © v) Pl LR &
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RENS I LAY (R, = 0.51) .
[0078]

OO /\/O\/\O/\/OMS (2)

[0079] DHR I-2 .4F Ar T, ] N- (2 (2-@-BRECHEKL) ¢8R) &) BT REHT
ffz (1) (1.8g,3.97mmol) ) 100mL JE7K CHCL, ¥ " Bt I A Je/K = & i (2. 3mL, 1. 68g,
16. 67mmol) o MR AEIZ 0°C )T, 76 Ar T, B FHESS 25 52 12 #7251 E & (1. 3mL,
1.91g,16.67mmol) » T-Zid T IELLFE LA, B/ 0 A 100mL f#¥) CHC1,. F NaHCO, (5% w/w,
2X200mL) \H,0 (2 X 10mL) FER/K (100mL) PeiiBEY . KA HIAHH MgS0, T4, i ki it
WG 2 RANAE K« IRAF WG LA AR AL A9 N- (2- (2- (2- FEEmIIE Ok ) £ 3E)
L) I BRER I (2) (1.94g,92% ) » WA FFE, it f1 CHC1,/MeOH(15 ¢ 1/v ¢ v)
Vel e R e ge e dE— DAt ) (R, = 0.52) o

[0080]

O O N~ O g SAC 3)
2ot e

[0081] PR 1-3 :7E50°CT, %N—(Z (2- (2- FIEmAEEIE £ 58 ) O ) 3 ) B3
FEWE % (2) (1. 8g, 3. 39mmol) HHifX LMRH! (KSAc) (0. 5g, 4. 38mmol) KRG HTE 25mL TG
7K DMF Hrfiie 4 24 7N, 72 BE 3R], FH AR TR A28 OV BE . 4 [ IR S 415 A 7K (250mL) Hh I
FH CHC15(3X300mL) #H{ . K404 A HAHH K (100mL) \NaHCO, (aq) (5% w/w, 10mL) FHE:
K (100mL) Pk B HUAHFH MgS0, T4, bk il i ek 28 R AR Kk . FIREReAE (CHCL,/
MeOH = 15 © 1/v @ v) 4tk FrfS sk 44 LUAE ik B 6 [ R F N- (2- (2- (2- TR k3 2
FIL) ZEIE) ) TE BRI AL (3) (1.42¢,82% ) (R, = 0.62) .

[0082]
0
0.0 N/\/O\/\O/\/SO3H 4)
o)

[0083]  DUE 1-4 o H,0,(30%,w/w,6mL) 5 4R (20mL) WIVERSYIINAZE N-(2-(2-(2- T
ROBEE AR ) C8RE) &) JETREBIZ (3) (1. 4g,2. 74mmol) [ 15mL LR
o BiERE 24 /NS TN 10% Pd/C(40mg) LAEIR i & i AL A . IR IRE W) I8, K
GEIFAE T0°C R 5 2 (2X20mL) FIfk (2X 20mL) W JEIL28 K (BIande et 2 R 0 ) LA
RBRATAEY) () o WK / SR EEPEL RS Dati e (1) USRIt
W (4) o FAF AL AR AMBRRATEY (0 (1.02g,72% ) .

[0084]  JDIR T1-a—1 X MR 2-[2-[2- (2- BRILLEIE ) L5 ] LEKE ] LS

17
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%

[0085]

[0086] {EG S N, fE0°CH P ( £ ) (40mL, 22mmol) 0 A & X A 2K i Bk & (44g,
24mmo ) A — FAZFEAMLIE (DMAP) (36g, 26mmol) ) 150mL Jo/K — & el o SR )5 #: [
REWAE OC N 2 b0, G ERSR T TEEESDH . A UV 2 BEH R E 3
(10% PMA ) EtOH Y& ) BME o 32 (61 (TLC) 52~ it oL sefe R ITiEma,
VSR 78R . Wi EtOAc/ TE (80 & 20 & 100 : 0/v & v) YEMGHIRERA: FivE
R AR R, A A LML S (B) (35g,45% % ) o R, = 0. 2(EtOAc) »
[0087] B 11-a-2:2-[2-[2-(2- BELFEIL) CEKE] 2F8IE ] ZEREK
[0088]

N3/\/O\/\O/\/O\/\OH (6)

[0089] g XT - FREEIR 2-[2-[2-(2- FRL L5 ) CFE ] ¢5E ] s B) (6w,
17. 2mmo1) FIEEALE (1.7 %5, 26. 2mmo1) [ 50mL J& 7K MeCN %5 ¥ A1 37 36 /Mo [F] 32
W5 IO 50mL FIZK FE A CHCL, ZEHUR &9 1 IR ERES M (25mL IRIRIR « 12. 6g FHIRA |
0. 57g BfiFl 225mL £ B 7K ) BUMLAE TLC b5g8 o™ Pkl 2R Ji5 75 H EtO0Ac P it ikl A
A WAREAT A Hr. RIS ALt (3. 3g,88% ) HIMLEY) (6) « R = 0.5(EtOAc) .
[0090] DBE 11-a-3 :2-[2-[2- (- WIRELHIL ) L8 ] L8 ] ARG -

[0091]

HZN/\/O\/\O/\/O\/\OH o

[0092] HBA W 2-[2-[2-C-B A LARE) CRE] CHE] LI 6) (4. 2g,
19. 2mmol) \ =2 IR (5. 76g, 22mmol) FI/K (539mg, 29. 5mmol) 5 20mL THF VB4 . 4%
TR TR 4 N a8 e 25 KA 2R AR CHCL,/MeOH/EEN(3 & 3 1 1) ¥k
I B AR AR . IRIF AL (3. 32,89 % i ) L& (1),

[00903] BB I1-a—4 : X -N,N-(2-(2-(2-(2- BRFELZHHE) 2FFE) 28E) %) 1k
BRI BRI A R

[0094]

OO
HO ™ O™ O~ O.O NSO Oy
o) o] 3

[0095]  7F 250mL B, 74/ R, ¥ 2-[2-[2- (- I o) 25 1 o8] 2
(7) (2. 6g,13. 5mmol)  JE VY B IE —ET (2. 2g,5. 6mmol) FHIE/K = F % (25mL) 78 50mL 7K
DMSO H1iR G o ¥R MNVIRAY) (E B ) 78 150°C FHeR 7 (10 /N2 14 /i) J5, % R
VTR VA HI A2 80°C FEEIALE 900mL [#] 10% HCL (aq) "o 7523 T T w W HEE 4 /)
o R R TR AR, K (100mL X 3) ¥R HHAE 60°C F B2 T 4 /N o RIS M
LA &Y (8) (4g,96% ), Al fE L U T~ — 2 G . W2, #id i CHCL,/
MeOH (10 : 1/v @ v)) VEMGRIRERG il Refs it — L 4ifb =1 (R, = 0. 45) ,
18
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[0096] DR I1-a-5 : XL -N, N-(2-(2-(2-(2- LR e 2L 483 ) ) ) &
5 JEDUER L R RS R
[0097]

o (o] o] o)
HC~d! ) 0 Oy 37O
6/8\0/\/0\/\0/\/0\/\N . 7 N NI N0 NN N \(\)
(o] l l o} (9)

[0098]  FEAr T, W -N,N-(2-(2-(2- (2- I LI ) CHFE) LR ) - o5) LRk
K TWEEEZ (8) (4. 2g,5. 66mmol) ] 150mL a7k CHCL, @R TP e HE A oK = &% (2. 3,
1. 68g,16. 67Tmmol) o FHEWRAENE 0°CJG, 7F Ar N v EST #2218 i\ FF KRR 5 (1. 3mL,
1.91g,16.67mmol) » =& T ELLHHEE A, Bl f5 A 200mL [#) CHC1,. A NaHCO, (5% w/w,
2X200mL) \H,0 (2 X 10mL) FER/K (100mL) PeiiBEY . KA HIAHH MgS0, 458, i ki it
B 2 RANZE K o AT NG LA ARGS9 (9) (4. 8g,94% ) » IR FHE, i@ i H CHCL,/
MeOH(10 @ 1/v : v) ¥EMIRER (et it — b aifb =4 (R, = 0.55)

[0099] JPIE I1-a-6 : X N, N-(2-(2-2- - MW FE L EFE) 28IE) 283%) &
5 TEVURREE BRI A K

[0100]

3 OO L
/u\s/\/o\/\of\/o\/\N . 4 N/\/O\/\O/\/O\/\s)j\
0 0 (10)

[0101]  7E 50°C 1, BB -N, N-(2-(2-(2-(2- MBI 85 ) 8 ) C8E) &
) JEVREE T WEZ (9) (1. 5g, 1. 67mmol) SHRAXZIRHN (KSAc) (0. 5g,4. 38mmol) VR
EAE 25ml JG7K DMF Hdiedt 24 /N, 7R IR, AR S G e BB . F R NVIR-A BN
7K (250mL) 1 3FH CHCL, (3X300mL) ZH . A A ANUAHAZK (100mL) \NaHCO; (ag) (5%
w/w, 10mL) FERK (100mL) Pedk. HA A MgS0, T4, g Il e 2 k7&K @it
fERAE (CHC1,/MeOH = 10 1/v @ v) itk i3k Ry LR O AR AR (10) (1. 21g,
84% ) (R, = 0.68) »

[0102]  ZPER T1-a-7. XL -N, N-(2-(2-(2-(2- MR L85 ) L) &) JEVIRE=
WO % PRI K

[0103]

igSava
HOSS’\/O\/\O/\/O\/\N O' / N/\/o\/\o/\/o\/\SO;,H

o o 1y
[0104] 4 H,0,(30%,w/w,5mL) F1ZF& (25mL) FITEAMIMAE -N, N-(2-(2-(2- (2- &
RO CAHRE) CFHE) C8E) ) JEVRE BT X (10) (1. 2g, 1. 4mmol) ) 15mL
LB o Ptk 24 /NS, IO 10% Pd/C (50mg) LA ik & fyit A SR B o B ROV TR
AL g RAEIEAE T0°C R 5 FZE (2X20mL) Ak (2X 20mL) Jk LA (1 nfE fig i 7%
RACH) LERASRR (11) o @ik K / B RS Raiiuib 69 (1) DRI aifb e
A (1) o R NBE A ERAMBERALSY (11) (910mg, 74% ) .
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[0105]

O 0
O AP A
(o) (0]

[0106]  ZDBR TT-b—1, R -N,N-(2- (2 (2- (2 FIEEMEMIE L4858 ) L83 ) 253E) &

%) JEVRE B % (1. 8g, 2mmol) O A 3— FRZEEMERE (570mg, 6mmol) F K,CO, (1. 38,

100mmo1) ) 20mL JE7K DMF ¥ o TR/ T IR G WP HE A2 80°CIREF 5 /M

A2 WS, 200mL ¥ CHCL, A1 150mL (¥ /K Ab 38 2 N YR G4 A HULAH S 3 F ek

Na, SO, F-# o 8 I e 5% 28 R B A WL R LASRAF X -N, N=- (2- (2 (2— (3- nime FEAA Ik 255

LRI CEFE) R FBIRE B Z (12) W=, 18t d H CHC1,/MeOH (12 & 1/
) [EaEskaitl T LR AR AR (12) (1.52,85% ) .

[o1o7]
@»0/\% \/)\ (\/ >\/\o \_@/ (13)
MeN= O 3 NMe ©
CH3SO3 CH3S03

[0108] IR 11-b—2 ¥ 3mL EI’J CH,SO,Me (2. 2g, 20mmo1) JHAZ XL -N, N-(2-(2-(2-(3- it
WESREIE LI ) QL) C8AE) 58 JENYR I B IZ (12) (1. 45g, 1. 62mmol) [¥]
10mL CHCL, ¥ o KRS WIHFE 24 /NI, $7-0 -N, N- (2- (2- (2—- (3- MikIE R L
k) CFIE) CFIE) ) JEVIRIE WL (13) PLUE, JH A A e i ot v LA

SRAF4lF ) (13) (1.72g,95% ) o
[0109]

o)
HOOC%O\/}N
6

[o110] K JEPUEREE R (1.96g,5mmol)) 1 3-[2-[2-[2-[2-[2-(2- HELHEE ) LH
I CERE] CEE 28R ] 28R 1 AR (3.88g, 11mmol) 7F 20mL J&7K DMSO EIJ‘J%\
FEF 10 380 fa , FHIR S AT FHA0 [ N A5 AE 160 °C B 40 738 e e Hl 2 2 . A 28108
HVER. T8I A CHCL,/ TRt E A dm Al Ry . W 752, Wit H CHCls/MGOH(4 L1/
vooov)) VRN R (i e 10E— P Al R N, N-[2-[2-[2-[2-[2- (3- WIR L% 2L )
CERFE] CRRE ] CHE] CHE] CHEE ] JENRE B Z (14) (4.3,81% ) R, =
0.55) .

01111  =Zj

| 2. ;i
[0112] ’é\/ )‘/\SO3NH(Et)3 (FEfH 1)
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[0113]  JHALAE 0. 85mL )25 B 17K FR¥Ef# 150mg FIFE il 1R #% 15wt %6 FUFE & 1 L 31
IR AERE PSRl 1% BB bR e 60 23 8B S FH 25 B8 17K e N R B O F
FEZM T T8 RIS (BAR4 3/8 5T, #2-1/2 4f4 ST, Paul N. Gardner Co. Inc.)
L 25mm/s [P 268 BEIGFE S 1 IR EAEEI N b (2 e~ X3 98] X 1mm) o PSR & A&
N0, 2 50K IRBEALEEAE I (~ 20°C ) ALY 65 % MAHX R T 3T HAEAH R & T
P T 1 o

[o114] 3@ id s FH S5 BV 7 5 1) (A, FIARRT T IR 7 I 3 E o7 1) (A, TRk
FEHRALE 190nm 2 800nm [V K e [ N 4E Perkin ElmerLamda Bio 40UV/Vis JGi4yte/E
o B e e SR R AR AR . ZEARAT T B KRy A = 420nm BB, @K, =
log(A,,.) /log (A,..) 5 T4 3,

0 o
o w § ) o .
[0115] (Et)3HNO3S/\‘€ \/>;N O Q N 5 SOGNH(ED, ( Fih
o 75

2)

[0116] G|
Wi, it
0.2 1 m,
[0117]  TEAE IR E R 710 (A, AU TR 77 M B T7 ) (A, ARG
HAE 190nm % 800nm [KI K- [ N 77 Perkin ElmerLamda Bio 40UV/Vis G436t/ it
e OO R R AR . AN T KRR A = 485nm KR, AR K, ST

25 37,
0
: o\ L
N Y~ SOsNH(Et); (FE A

(o}
o. \ *
[0118] (Et)3HNO3S/\</ \/iN
3)

[o119]  JEiE¥F 150mg #£4 3 ¥ifE T 0. 85mL 2 B /K i) 4% 15wt % LS 3 KB 1K
. IEFES 1 BT M AH B A 2 R B AR ER S Ay b TR R A
0.21m,

[0120]  JEIAFAHATE RSB T (A,,) FUAEX FRERE T M EE A A,.,) RIERE
RAE 190nm 22 800nm [P K36 [ A 7E 7 6 vF Bl e W B ik RAE R . ZEARXS T 5K
WK A = 485nm KT, Pk K, 25 T4 11,

0 0
o ) ) |
[0121]  (E)gHNO3S™ " ~""N O.' N/\/O\/\SO3NH(Et)3 (FEM 4)
0 o)

[0122] I 150mg #F5 4 %fE T 0. 85mL 25 B 17K il 48 15wt %6 AL 4 1K B 1K
W IR 1 AT REIR AR R H AR s MR B AE ARV A b T3 B A 2

0.2 1 ms

EHF 150mg # 4 2 FE T 0. 85ml K B Kl % 15wt % (UFE s 2 (28 7K
PR L TR A R I BR AR bR R B B TR IR E N 2

21



CN 102007198 B OB B 17/18 T

[0123] AL AW BRVR A8 J7 [0 () AART TR B 7 17 13 BT 1] (A,.,) Wi 1906
AAE 190nm 22 800nm FRIYE K vt [l N AE 70 6 B v B 2 WO G SR R AR . £EARXS TR
WSCE) A = 485nm HYE R, PR K, 55 T4 28,

[0124] (Et);;HNOaS/\é \/} w’(\/ )‘/\SO3NH(Et)3 (FE A

5)

[0125]  JEiEH¥F 150mg #E4 5 BifE T 0. 85mL 22 B /K i) &% 15wt % LS 5 1K B 1K
. IEFER 1 TS M AH B A S R 8 A ER S A b TSR R A4
0.21m,

[o126] JEIAFAHATERSRE T (A,,) FAEX FRESRE T M EE A A,.,) RIERE
WAE 190nm§§800nm FIE A TE [ P 2E 20 B e B vk B e R i ke R AR . ZEAR X T 5 K
e A = 485nm [P K T, ’éritt K, T2 31,

o A G

cmsos CH3S03

6)

[0128] @ 150mg A5 6 ¥R T 0. 85mL B F /K il 8% 15wt % FEN 6 31K
W LTS 1 BT HEER BAH R B AR 2 R B AR bR R B N b T IE JEFE h 4
0.2ums

[0120]  JELAE I E IR 710 (A, AN TR 5 m e B 5 ) (A R
WIE 190nm§800nm (I R B S 7E 3 6B v B e WO B i Sk R AR . FEAHXS T 5K
W N = 485nm FIB KR, @R K 2 T4 9.

[0130] HOOC/\/< \%\ %/ >\ACOOH (ﬁﬂﬂ 7)

[0131]  JEIIH 150mg FEih 7 W T 0. 85mL KB /K £ 15wt %6 IFES 7 El@z%%%k
W TRIEAE 1 TR A R AR Z S BN B bR E R B TSI E R N 4
0.2p1m,

[0132]  JEIIAE IR AR E 7 1 (A, FAEXS TR 7 M E R 7 ) (A, TR
JEIRAE 190nm %2 800nm [ KT A 75 73 B v B lllE Otk R AN . AEAHX T 5%
KRB A = 485nm (R T, Ak K, F T4 7,

[0133] I;[jﬁﬁ‘j’ﬁl 1

[0134] &R T HELLTELS 2006-098927 5 H A LR HiEH #EA LG

[0135]  LbEALEDIWIT -
[0136]

22



\

CN 102007198 B 18/18 7T

ARG
(CEI)
0 O
Ho/\éo\/}N j(\/ O)‘/\OH
30 Q O 0 3 (CE2).
0] (o) ’
«Mf{wﬂ
0 O O o (CE3)
| Fa

O
HO/\/O\/\N . /\/O\/\OH

DaUat
0 0 (CE4).

(01371 DL R T7 sE XA S b AN R A Ko AL S CB1 AEK AP ¥ AL
NZ110% BB IE H K, /DT 90 tb& W CE2 AE/K TP e/ T4 0. 1 % BRI FLK,
NTH 9. MG CE3 M CE4 AR MEARH I RN T29 0. 1% R EIF H K, /M2
To

[0138] LA EAIR AT T 2E YLt Lt 77 M5 A BL . AR BIAETT B L B 5 T8
o IF BAESIE TR et b5 T o A3 I K975 18 BUAR S T IR B 1R S R Ut 5 3K
FERE O T AU EBAR N G2 Wit 2 Mo AL, A BT AN 5 AR BRIAS ST T [ B A e
Jiti 77 % » 1B FCAE i B AEBUR SR A AR S B S o B AR ot 9 P A PR A R 48
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e e s S oS
. (o] . N‘{\/O>\/\OH
DMSO, Et3N, 150 °C O O n
o o)
4-5. 8, 72-85%

MsCl, Et;N

0
CHCly, 0°C~ it O O {\/o}/\ KSAc. DMF, 50 °C
88~95% . N n OMs
5.6 Bt , 72~88%
o

o)
. o]
B R Ve Ve (W
59 aaln o
o) 2) PAIC, 2/ B, rt, 75~83% O O n
' o]

K1
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2/3 1

<0
o)\/\
L5y o
O o]
DMSO, EtaN| g1 aao,
150 °C
4-5.)~8t
=<
YOS OS Sk
o N o]
MSCI. Et3N

CHCl3, 0°C~ it | 85792%

<O
m«@wﬁm“’%’”s

< )< ) g

o e}

KSAc, DMF
50 °C 78~86%
5-6 )\ B

A°S/\’<o\/>,: 8.8 :%\/ O);/\SAC

1) H O, 8% 2) PdIC
rt, ZJJ\Eﬂ‘
24 A,

80~88%

K 2
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IO«
MsO/\’< O\/>\N . N€\/ O>/\OMS
OO

0]

KoCO,4, DMF
HO 2 3
‘@l-ﬁeﬁe 4

rt, 24 h
LA
CH3S0,

CH;;SO;,

K3
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