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011,01 T%¢,2,4,6- =FHEEAN 1,3,5- =AFRSE, 1,3,5- =T 3%HE, 1,3,5- 7
TERSKE1,3,5- RERRGEE RSN ;

[0080] - “ZUIAIE7RAL T 522 DMHII PR A AR B AV A BURN ) 1-6 P ARR
T4 BURGAE 10, IR Z IR, AE 07 AR

[0081] - “kedt” BE MBS AL, C—Cygr PLIE C,—Cyr JRFEHT

[0082]  — Fr LA it 2k I AR IS TG “ AL U I 7R i bt 25 1] LR — > B2 A 2R AT
G EZEERIE 1) FREE 11) C-C, BrdadE si11) BRIREI siv) ks — 8N4 C-C, bt
5 CENHREANFE ) BURI 2SS, S e 54 e a R+ — R s 5-7 4
(I R PR A, J5 B AR e B 46 5 B R BN R 1 75— Bl 2 R 1

[0083]  —“BrfE AL it b Ak Bt —0- FE [, Forp bkt Btk ST, C=Clg, P12 C, G,
S

[0084]  — “fihaidk” R LEdE —S— FH], Hr el L MBI, C—Cy P C—Cy, S5
Al

[0085]  — Gt H i v [l 1l B )i S LR 7R 1K — BB VE L Y

[o086]  — “HALBCHLER &7 55 H fRHh ik B AT A ERAT AR EL <1) R HCL ;11) &R
FZ HBr 5i11) BRR H,S0, 5iv) SeZEllg :A1k—S (0) ,0H, 41 A ILMA TR AN LSRR sv) J7 R TR
Ar=S(0) ,OH WIKT#EFR AN B ZKTER svi) APAF IR svii) BEHIMR sviil) AR six) FLIR %) &t
IR TR :A1k—0-S (0) OH 4t 4 ZE P T P A1 48U R WA TR sx 1) O A AU ik I gt 2 a1 2
FIE AR N A JE RS sxi1) BER HPO, sxi11) & CH,COOH ;xiv) = % A% CF,SO,H
Al xv) VY5EHER HBE, ;

[0087] - “PHE P B+ 2 SR IS 7 AT 255 W IS s B 755 B s 58 Ak
UL, B E PR TR 1) )R AR s11) AR sii1) BEERA, LA C-Cs bt
FETATR R :A1k—S (0) ,0—, Q1 A 25T PR AR B R IR AR (mésylate) R ZFEMAPRIR siv) J7 FET
FRAR :Ar—S(0),0—, Q1 2T o AR A AR AT R A B R T PR IR (tosylate) sv) AFARIRIR 5vi)
BEIAMRAR svil) WA sviii) FLIRR ;ix) HEIEmiRR :A1k—-0-S (0) 0—, 4 A FE At B AR A
LFEWRHR 5x) FFEEMBRHR :Ar—0-S (0) 0—, WA BRAR F FF AR BRAR 5x1) e S S5 R A -
Ar—0-S(0) ,0—, tn AU LR FRAR A S AR IR AR sxi1) D5 R AR :Ar—0-S(0),0- ;xiii)

10
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PEIRAR sxiv) SRR sxv) =9 FEPERAR s R xvi) HIPERAR G VU S50 R AR o

[oogs] i (1) i (I1) HIZIGHRHZBEM AL 250-700nm Z [P EC A ABHY UV 45 I
BRA] LG X IR SO RN BE S 7 400-700nm 2 [R] () & BT A, AR ] WG X p &
SO ED .

[oogo]  fLik, @K (1) 8k (I1) K%L &M AE 400-700nm 2 [A] AT WOGIEX A
HRIR ORI BE A AE 500-650nm - [A] AT WHEHEX. A em HE R GGk, SRR, 1%
TG B} 2 REAE IE 420nm-550nm Z (B IR A 0 ARG R REAS 7E 550-620nm 2 7] (K] 3
K A, ARETRT LG XA B R G R

[0090] A& BH %y e SEit 7 =9 KB s (1) 8¢ (1) WHA SY B REF 52 e g kl, Horp
Y RoRER T E AR, Y RoRE R T

[0091]  AKRHEA (1D FOutb a5 SY Haeldl, Ko UL 2HEME A -S-Y 88 1
A SV XER T Y B BURAE A B I pH

[0092]  HRHE A% & B IR) I3 — AMe g SEIt 7 56, 78 BiRiE L (TD) o, Horp Y 2R3 3R, 1%
PR P 5 2 Ak (R I S B RN 5L L AN B I8 4L, 45 40 7E T3 £ “Protective Groups in
Organic Synthesis”, T.W. Greene, JohnWilley & Sons publisher,NY, 1981, pp. 193-217 ;
“Protecting Groups”, P. Kocienski, Thieme, 3rd ed. ,2005, chap. 5 FHiB I HLE,
[0093]  REJIH Y FoRBilE E RE A IRy LRI, Y ik B A3 -

[0094] —(C,—C,) BEILIRIL ,

[0095]  —(C,~C,) Jehm Rt

[0096]  —(C,—C,) KR FEpRk ;

[0097]  —(C,~C,) %A FEMPRIEE ;

[00908] —(C,~C,) KEFERMBRIRIAE ;

[0090] —( =) (C,=Cp) (HEkE ) RIHRAE ;

[o100] -( =) (C,—C,) (dk ) ZFEMIRE ;

[0101] - JFFERIL WA SERRIE

[0102] - D74 BRI 5

[0103] - J5dk (C,—C,) Fese It ;

[o104] —( =) (C,=C,) (et ) ZBEpdt i — AL S

[0105]  —(C,—Cp) (FidE) JFaEadh st

[ot06] - &3 ;

[0107] SO, ;M', Horp M SRRl ani sl sl =X (T W DA ANEAE 5

[o108] - fF & B AR B9 0% 25, W 2R &, = R IR M PE R B 1,3,5- B = e &

(cycloheptatriényle) ;
[0109]  —ATRIEHUI 45 2, AR DTS 1-4 DN 4R 7 B & 1 BEE & 10
F

[o110] i) 45 5,6 8 7 AHIER PR RO SRR, kg 3 (Furanyl) sPRIEEE (furyl) ,
g I (pyrrolyl) sRMEAEZE (pyrryl), KA 2L (thiophenyl) BMEMYFE (thienyl) , LM
5, DEMR L, RIS, Fp MR MRS, S W MR Eg, WE Mk, BRI 85, e R, S ERES, 1, 2,4 =
ML, 1,2,4- = M$4,1,2,3- =M 3L, 1,2,3- = MEE5,1,2,4- BRI 3L, 1,2,4- FE MR E4, 1,

11
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2,4 WE W I, 1, 2, 4— WE D4R EE, Nk AR B4, Bl bk e O, Nk B4, W E D, MR IE 85, ML IR I,
N MR B4, Mk R L, AR ES, —WRIL, =R, PUMRIL, D nEEg, I BEAl (azépine) WY BT AlE5
(azépinium) « & 44T P Al (oxazépinyle) . & 2% MY BF [X1$% (oxazépinium), . thiépinyle,
thiépinium, PKM:EL BUBKEES

01111 i1) ALK 811 A B BA o J 7~ FO LR, A ig Wk, M| Ik 845, 25 JF WK W, 248 JF oK
Megds, K M, 2R IR M gss , — SR R M- 3, 2R IR ML, T I R M, b e S K
J, MEEWE K Ak 845 , BROE Wy I 2R B8 — I 28, 1k 28 IR B " IR P T — e 2 AN P
(C,—Cy) Bk (FInHEL) 82 wifl (C,-C) Hids (il = P2 ) B ;

[0112]  iii) BRDLR =3 ABC .
oo

[0113]

01141 HATFAER A I C AT LR AL T, RIER B & 5-, 6 5 7- G i, 36 6- JEIBF AL
B AT BUUIRIESE (pypéridyle) sRLHZE ;

[0115]  — {ELEM B 0 (LU A FR e 3, 2R A B B2 A A 0 2 0
SR 14 A 25T U SR8 AN 9 -, 6- 5 7- G BB FRAE L, 01— / PO g, — /
DU S, — / DU E, — / POURCNIEE, — / DY / N AR A, L B, DR
S, RIS, DY VRN SE, WK SE, — / DY / NAURAHR B R/ DI A, % e
LR R — S AR (C-C) 63, AR (ox0) BRBARAIY (thioxo) BRAR smRiZize
FReR FEER .

[0116]

R'c ng

\,

/N\F R"
g <N/(CR'~°—R'f)V

J

R An’
[0117]  HAF R %R LR SR LR R R, BT A R BAA, RREJR T8 (C-C) %
BN R S SR A/ B R R, R CEB AR IR, iR SR
— AR I REEE s v FORAE | T3 Z AR, Rl IR, R E R " RARE R
TR An” KPS
[0118] — JHiRES -CONR” R %) = NR” R’ "An, Hip R, R” 4, R” € F R T, AT ] AH [H] 3¢
AE, ARG TE (C-C) itk ofhikhh, R © B R T RRmGER T oF An R B E+
[0119] - SR -C(NR” R” ) = NR” &, HA R S, R CFIR Wbk BE X ;
[0120]  —ATRIEHUH) (=) 53 (C-C) %idd, iMTik#i— ek Mt HiE R (C-C) %t
5, (C-Cp) BRI (WIS ) , B, (C-C,) BedkIRILol (=) (C-C) (kidk) &I (f
T R ) PSR BB 9 B AL  SIL AL el AR L
[0121]  —AFIEEURI (=) 24053 (C-C) Kedk, %y 757 ZE U H A2 BH & 7 s AERH B 111,
HUBERIT, 3 HALHE 5 50 6 AN EIFR P R TH0M 1-4 A3k AL SRR 288 5, 3 [t
W, W, AR, nEb e I, mHEmE 6 N- SR AL 4- nibme 3 N- Ak ek 2- mibmE S N- R

12
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e, mEIRisS (pyrylium) , MERESS B = MR IE, IX S FL Tk o — ek 2 N Wne 3 (R

ML) UG, % (=) 24055 (C-C) W ARIME (=) 25 RS (Z) 5HEL

5

[0122]  —CR'R’R’, HHp R, R? AR, ‘AT AH R SANA], s 0 38 18k B R A0 2L -

[0123]  —(C,~C,) Heik ;

[0124]  —(C,—C,) FE%JE 5

[0125]  — ATSEHUARI Y 5, an ik — ek 2 A EE T (C,-C) kidd, (C-Cp Fra sz

FERUR RIS 5

[0126] - AELEHUARI A DT 58, WfFik s (C,—C,) BB R A I , R 2k, ik 25, bk Agg

SE oL mE 5

[0127]  -P(ZHR’ 'R °R’ °, KA R P IR 2, BT AHIR AN A, R FR3E, (C-C,) Kt St

it R ° RRFREEEL (C,-C,) BB 2! RS R 1

[0128] - fZBHIIRIEN], tn4NlkikE (adamantyl) ;H1

[0120]  —ATIEEURI LT (C-C) Fidk, AL A (MOW) , L8RS (EOW) 87 T

AIETI.

[0130]  RHEERE S T4, @ (1D W2 R MY R fEE R Yi), & A8

FE 14 ANk F AR 2% R 710 PH B 7 1 D5 T 56— F1 6- JGERIRZ% 5 2, GnnEmess,

Bﬂﬁ%%ﬁ% WEMRAS, SERRES, 1, 2,4 =B85, 1,2, 3— =44, 1,2, 4- BEIRES, 1, 2, 4— W
5, LGS, NLIE 85, WRmE 86, MLMR I, ILRE 545, WANE 865, — R34y, DUMESS, A AL IR B — I 25

thiepinyl, thiepinium BUBKMESS ;i1) PHES ¥ 8- 2 11- JU 3407 3%, W & WWREs, %fF

IDK AR 845 5 255 S I M 45 B W WAk 85, 3K 6 B BR BY IR A% 0% SEAT IR 4 — AN B N R P e 2

(Blan L) B )i (C-Cp) fedk (Bl =F PEE ) B ;111) BBLFRIZRMIEH] -
[0131]

iC

\¢
< ]
N
An’
[0132] A R H R EATAAHF A, RS/ Fo (C-C,) Fidk ik, R E R ¢
TR (C,—Cp) FeFE A2 sH An RIR-PHT B+
[0133]  JuiL, Y%Tﬁaﬂﬁuﬁ& ﬂﬁ% ,BEMRES, SFIEMRES, 1,2, 4— — M4, 1,2,3- =
Megs, 1,2, 4- BEMEES, 1,2, 4— WE WSS, IL AT 8455, ML IE 845, MR e 855, LIRSS, MAMR S, —WRE5
K P 845 2 5 2 FF IR A B B zl:%tﬂf'-ﬁ%% SRH S FEBE M 345 , 1K HE L PIAT e 4 — s 2 A (CI—C4)
fedk (JCH L) Bt
[0134]  JUH, @ (ID) BIZOGYRHIEER] Y Ronis: 8 sl iy 5L 41, o -
[0135] > (C,—C,) Hedkfieds, in I RIL el LRI
[0136] DU FEFRIE WIRFEPREL ;
[0137] > (C,—C,) BefIEIRIL ;
[0138] 075 AEFREE ;

13



CN 101454401 B OB B 10/30 B

[0139]  »F5HE (C,—C,) B I ;

[0140] 3 (=) (C,—C,) ( itk ) 2aFhedhin — L2 FLRIL ;

[0141] 3 (C,-C,) (Wil ) J7ILa LRI ;

[0142]  SAEEHUARH) D758, anasit

[0143] 35— 8K 6 JGPHE FRIRAL 7L, Uit 84, MLme 84, WEme 345, nLRa 64, mk e ssy, —
SRR M #h S IX LB AT — A B E M AH R BIAF ) (C,-C,) BedEan R HUAR 5

[0144] % 8- & 11— JUPHE T IR 055, Q28 R0k M S5 sl 28 R RE M 84 5 I Se L AT 1%k 9l
— AN EZ MM FESAFEK (C-C) Fedkin FEEEUAR ;

[0145] UL Rl 1IHE 455

[0146]

[0147]  »SHifRES -C(NH,) = N'H, ;An ;

[o148]  »fiiflk -C(NH,) = NH;

[0149] %S0, , M', M" oAl WA sl , sl X (1D 1M F M AAEAES

[0150] MR A K W FR%Rr 78 S 7 5, AR IOt et Rl X (Ta) 8 (TTa) , % HA
W L5, %W LT R ML E S50 7 i e BRI b, R B AR AR 2SS — 8O A b, BRTE 4-47,
4-2" B 2-4" {7

[0151]
4 3 Ri i /Ta /S_S\ /Tb
R, 0} YN-CRRINCRR,), CRR)y CRR)ZNT
R' N+ 2\ 3 Z‘FL R
L R Ry T (Ia)
M a
T SY
e e
) N\— (CR1R2)m \(CR3R4)n
R (lla)

[0152]  #Ei@R (Ta) Bk (ITa) 1, R, R, Ry Ry RH R, RGR™ L RLR LR, R myn, VR,
R R ;R R LR, R”LR” LR, R LR” LR om” Fln” WIRTIAHTE Lo

[0153] A EHI) I3 —AMFEE Lt 77 Z8ub Sl s (D 81 (Ta) WA Zmidb ekt BI,
RoRyRyR L RLR LRLR L RLR, R, R, Tom fln & F R LR, R” LR LR,
R” LR”,LR” LR LR LR LR ,T,m Fn,

[0154] PTG Gl 28451 ok Ui, ST LA S A& )

[0155]

14
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CN 101454401 B BA
+ 0
—N
N/—\_N?_\_S's )Y \N
—\_< N\ \ \ /N;
© 2An-
1
(0]
- \
—N . 0]
— \ N/—\—Ny—\-—SH —N+ \ \ O /_\_
) ' An’ — Q NN a
2 3
(0]
_ N
/ \ N \ SH —N. \ N\ SH
e\ M\
— An’ An’
3 4
[0156]
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12/30 1T

N\ o)\_\ 7\ 0. NH,
;>_\\—©—N/_\—N SH =pN" ) N NKSH
\ \ A A \ \

N\ 0. NH, —\ o)
-—-N p—
Q—\\_Q(Q—K_SH Q‘\\_QN(_\_O*‘\SH
An’

An

NI SN NI R
=/ \ N<_\—-N?_§—SH =/ N N(xN?_\SH
An’

_ + \ O}_\ \
: N N
/—\_ \:>__\\_©, Nc_\_ N\ S _<;N ]

2An
12
31@““ OOy
\_(O \ SN
13
- 0 NH
+ \ 2
—N Y :
—/ \ N(—\_N?—Q_S_S—QN—\_;N /N o
HN O W
2
14
o \ \
N - _\_/<>_\\C—+ M
NQ—\_Q'N/—\—;\?—\_/S S/_\—% \ /™
\ \
15

[0157]
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Ny \ /—koy—\ \ \ |
== N N s-s N N N /., ™
\ \ \_(O_\_/ O_LQ_/
16
\_N:*, \ O NH,
=/ \ N/_\—NKS-S \N \N —
\ \ Ny \ 4 /N+_/ oM
HN O
17
" 0 N N
N _ N T\
o TG -
F
18
& 3
—N
\:>_\\—©-N/—\—N s-5 \N—\_>N \ /.
\ \ - N
0
19
—\ o NH,
—N
\:>_\\—©—N/—\—N>_Q—S—S N N W
\ \ Ny C o= o
HN O 7
20
0 N N
N , s w oo™
N\D_\\_Q,\(_\_N?_\_/S Sf—\_(o W
21
, 0
N N \ \
=/ \ N N S-s . N—\ N N /.o
\ \ \_<O § N
22

[0158]
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NI Q. NH,
=/ \ N/_\—NKS-S \N \N =
A e ( ,NL/ 2w
HN O :
23
NI 0. NH,
— \ N N SH
\ A
24
/—\_O \ \ N
_ /
=/ N\
0
25
(0]
/N {
Y M\ \ \ < o
N N N S-S N N \ N=
N \ \ s N )
(o]
26
O NH
7\ ? {
HN O \_/
27
(+
0 \ N=
—N;_\ 0
28

[0150]  Firh An” AT, EATT AT AR R BAN [, s B & 1P 5

[0160]  An™ AT M, ‘AT H] AR [F SOANA], 5 Al R -7 8 7 g 3 (halogénure) , i 115
SR SRR s BERAR, AT C—Co BEAE IR AR <A1k=S (0) ,0—, 41 P e iy MR AR 15 Y At R AR
M ZFEREIRMR 5 77 R B FRAR Ar—S (0) 20—, A AR AT AP 2 fid PR AR B AR IR AR A7 AR IR
MR 10 R AR 5 FLIRAR s FEAEBRT IR AR :A1k-0-S(0) 0—, Q1 FF L0 R AR T £ H i 1R
M I7 BT IRAR :Ar—0-S(0) 0, WIZHL RAR AN FF 2Bl AR 5 e SRR IR AR :A1k-0-S(0),0-,
1 P AR S PR AR T L AR BE AR IR AR 5 07 SR BE R IR AR :Ar—0-S(0) ,0—, BEIR MR ; ZIRMR ; =3 T

FERRAR 5 AT IR AR 2 D S IR AR
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[o161] 3l (IT) HISZ ORI BRI Gk AL YA P R & . 38— B BOE TR ¥ A
AU I EE RN B AN 7 VR A R R AP B B e Bk, 4 2T, “Thiols and organic
Sulfides”,“Thiocyanates and Isothiocyanates,organic”,Ullmann’ s Encyclopaedia,
Wiley-VCH, Weinheim, 2005, J34b, 55 i BOAE T HR 95 AT P IR L8 HOR N 53 CL A0 %
WA BT Rel, DA~ @ (I17) B2/ BB B 4kt o X T OR9 Bt B 44kt
BEH Be ] —SH 284912k Ui, W] LA S AE 548 4g S i 777 :“Protective Groups inOrganic
Synthesis”, T.W. Greene, John Willey &Sons ed., NY, 1981, pp. 193-217 ;“Protecting
Groups”, P. Kocienski, Thieme, 3rd ed.,2005, chap. 5.

[0162]  3X—J7VEREME HH —Fh U7 iR 28 B Ul B, %07 0% 1) AR T i E R
Al =S-S— I~ — REFATOCGEH (1) IR AR EESOGREA 11) 78T, A5
T Rk ey (I17) MBS e, MEHRFEA (T17) B2 kd mEEZROG44k .
[0163]

. =R '
R RhRi a\M

b N= R'
A R ; s /T /N N\ 9
i ~ 'a e R R
R, =\ N\_(CR1R2)m\(CR3R4)n \(CR3R4)n (CRR), R R o
Re=N LR R 0
M R,
R T SH i) 2 YR
. i P . / - "
VERH_ R d A IN-CRRNCRRY, g 2
R'g =N . R,
» r R Ry
MR, (i

[0164] AR, Ry, Ry Ry Ry Ry Ry R7 5 Ry R7 5 Ry R4, T my n FTMT WTLL b5 50
R 7R3k ML 11 8 256 4] (groupe partantnucléofuge) , 5 40 FRAPR AR, AT ZARAPRAY, =
PRI B 2 (halogénure) , Y ACEMEE - B B8 — #9056 .

[0165]  Hi#iE J— Al REME, MRAEAE LA b4 S ) 45 b Bk IR AR e 24 i i — R0 A e P ) 4%
LA b5 ORI AR IE ] Y R IR S ) (b) IR IR AL S )G 22 /b — Ao
ZERER, it 5 28 (RIESERERE) I RVIGTHETOC K A7 85 3 « v
EHETOCRERA” (@) TATRN. HajiEyl, (@) ARG R, DUER S L0y
B, X R AR N LR E T IR

[0166]
R R,
Ry \ N=(CRRJTE + Mr—(CRR)SY —
R; _N: R R (b)
M Ra R" h -(-a-l
R R
Ry \ N—(CR Rz Z——(CRR )7—S Y
Ry=N R
9 ' "

[0167]  H: ™1, R, Ry, Ry Ry Ry Ryy Ry R” o Ry R Ry R7 0 Y2, my n UMY 41 BL b

g7
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BT 5t S0 Nu 2 75 I SR AR A T 556 B T, M e R S B B R T L,
6067 B SR AR BRI, 0 T B FO B B R SRR AN, X Rk R I — R I
B =80, ~0-, =S, -N(R)~ il -CO-, i R {REZR T (C-C)) Hedk JRIE (C,-C,) hekok
Fa (C,-C) Bk, o HH, X AR [ FRIIEH € (0) -N(R)—, ~C(0) ~0-, ~C (S) -0,
0)~5-, ~C(S) -5~ 5 ~C (S) N (R) -

[0168] T L AL ¥ K5 A BRI R4 Y-SH, E F 35 % SH 7 A A 5 AR Tk
BOEREH (1 ) BEREER TS0 o G LR T R, LSS (1)
I RS OB OL Yt

[0169]
R- Rh @HS'Y
R ' —~(CRR)—T—(CRR,)-—Hal — (I
9 N
| - HHal
R'A\=N"
N R, Ry, Ry
M R,
(@)

[o170]  HHAH R, Ry, Ry Ry R, Ry R R RL R L RGR G, T, Yom, n AN WL EFTE X,
Ml Hal Z27 5% f ) o 22 S 1 2, el
[0171] &0 DIAF FHEARER () (B amR ), e 5#ZOtREH @' ) HifrKER

AT OB
[0172]
SH
R’ R R, 0
1 + Rl
(a_') m‘*' Rg N;N\R R'i th éb (“cn)

[0173]  HA R, Ryy Rys Ry Ry Ry Ry R” 5 Ry R7 15 Ry, R (5 my m, Ta R M 40 BL L B s A
R” &r (C—Cy) Fidko
[0174]  F HAKRHB UL, 58 M7~ 500 2 2 2 T mT DA AR IR ] (S = C(NRR)NRR) HUAX, A=A
SRR A0, W SRR BRI 2 A K bk ES (thioimidazolinium) (B ), W i £k 2
T AN
[0175]

R EN

" g N/\

N>

h N+ .
—T— po— A
® R, ! T/(CR1R2)m T—(CRR);—S ||a ' n

d

\ RlI th b (""")

[o176] A R,R, R, Ry R, R,R LR R
UL E e 2o

[0177]  AABBFEFOCKOHE @' ) KKy, 5 shn] LUAEHAHS 5 — MR AL o 11K
)40 FR 2 R AR e TR AR () Rt A

[0178]  HR#E J3— A28, A A el AT AR SOt R (A (@ ) FIHBKIEmE (b” ) 1

20

R’ g’ Rh7 R’ h? Ri’ R’ i? Hl, ny Tay Anijﬂj M’ ﬁu

g’
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A4 sf A= 7= i bk o TR A4, DUETEE F SO ) R—-Gp AT R s b 2 Ja A2 7=, o R KoRbe LA
Gp R B LMWKz (s, 31, B ) Bl B e AR Bl A I AR 225 41, A 148 it
(I177) Gkl

[0179]

b

R B PN
a' ' + \ I
@) -H Hal R'A=N !
\ R R,
M R,

A
R'-Gp
R',
N
N
oD
R R N(B'
R ' (CRR )T T—(CRRY—S ™ | GP
9 N R'
R A N i d
¢ N Rl| th Rb ("uu)

\
M R,
[0180] 2% r 7~ iak 5] B 25 2k A1t R At A B b (490 2, s A R Ak s A U R ) X
£, DUE A3 (Bunte) #h (-SS0,7, Na” 8K K') -
[0181]
5,0.M, R Wil ’}’/(CR1Rz>rTr(CR3R4)r—3/S(:;*
~HalT RSN R kR

M R,

[o182]  H:H R, Ry, Ry Ry Ry Rys Ry R” s Ry R 5 Ry R” (5my m, Ta UM 1A b fi 52 SUAN
M 7R < e T R
[0183] R4 J3— Al REME, FELZ ORAP IR EE SRR (TIT7) REMSH I 2 (R4 BRI AL
EWEER R TEA (hucléofuge) B REI BEE s RN (AL B eI AL &4 (d) BEAT
[ NRFRAT  ZAED) (d) SAsUhER IEH Z B R AR PO Rk ] (o) [RAY. -
[0184]

(@)

R R,
Ry \ N=ORR)TNu+  E—CRR)TSY —s= (II")
R'A=N" R
g 1]
Mm' \Qa'?i R b © @

[0185] A R, Ry, Ryy Ry Ry Ry» Ry R7 R R7 R R, T,y Yom, n, M2, Nu AT (TT7) 40

CL EJ s X, B RonoR F2E A1, A0 2 e 2 sbomat AR e 256, it o O A 51 L MR Bl AR . 2

TRk B FR—RHZEA -S0,-, —0-, =S—, N(R) - Fl -CO—, Hrp R AAKRA IR ¥ (C,—C)

Ptk Rk (C-C) pdkirdk (C1-C4) fidk, JUIHHL, ¥ R Rk B MR -NR) -C(0)

-, =0-C(0) -, ~0-C(S) =, =S—C(0) -, =S—C(S) — 58k -N(R) -C(S) -,

[o186]  —Ff 4t 77 58, A I Al A PN B, FLRE 68 22 [ oK B Al iy A K & 0 FE L e 855 % (1 14
21
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(c ) IR YT, LA BRI 26 gkt (117 a) , HonT LA AR, 8l mT L4 JE 4k LA
PR RIGERL (TT7a) A1 (I17 met) , Wi N B Fron -

[0187]
R R R l
R 3 —N N—(CR,R,)=NRCO—(CH,);SH
) \ N—(CRR)7 N\ \
' + R —_
R = 9 N ) Rb
o N\ R R, L R Ry
moR R ) MR, (Iry)
R R,
/—_. N—(CR Ry)~NRCO—(CHy),SY
R -'N R R Rb ("")
(ry) Ra
\ £A&k MN—(CRR) NRCO— (CH,),SMet*
R'A=N b

(" met)

[o188] R4 —Fin]BEME, L_it (H) (K52 ORI IR I ¢ JC AR} BENS T o — Al B i T Y 2
P DR B P [ A P v AL o i 7R B R 2k (7 ) (il RS IR AR, PP 2R Fe B AR
IR P EIRIR BN 2 ) eSS sz ai s se I 5Ot R Al (¢ ) (Hrp Rb &R
SR T ) BRSO ERAT o

[0189]
R Ry
Ry N H\ + E—(CRR)FT—(CRR)TSY —= (Il
R'; -Nz LR, Ry @)
M R, i (c)

[0190] AR, Ry, Ry Ry Ry Ry Ry R7 o R R™ G R R 4 Ty Yo my n ATMY SR BT E X,
E KR 5L, ) PR ER AR, AP R PR, — R0 R PR AR B b 32

[0191]  AR¥E 5 — Rl Bk, PR AR B X (TT) ABREE 26 4kl v 18 i B 46 DL e
XA R PR SE - EE  (F) ARG 45 B 4G S5 % 5 A AL A W I R R 3R
130 ZEBRUL, 21 G IR I I B AT DL “ S5 A B IR e JEn eSS (e) Z 1A)4
H A 50 = O LM e 1X— RNV IBEFFRVE“Knoevenagel "6 1ZATE “IH LRI
7 FRFa B /e 4] DE 19951134 rhde S (0L  JUH W DIER & 1, 2— —heJLnbie 35,
1, 2- ZHZEMERESS -

[0192]

22



CN 101454401 B OB B 19/30 T

i
R, R
Y . 6 N—(CR,R,)—T,—(CRR,)—SY —>
R'=N \ H,G
\ R T2
Mv Ra Rli R'h b
(e) ]
R R,
R, N N\—(CR1R2)m—Ta—(CR3R4);—S Y
RA=N" R
9 , ' b
w R, R

[0193]  HH R, Ry, Rys Ry Ry Rys Ry R 5 R R7 R 5 Ty Yo my n R MY 0L _E P R G
TN B R T B NR” FE [, Horh R” SRR SR T B

[0194]  3X— R NV BRER 1) ) — AR AR Bl f5 E AT “Knoevenagel ” 81 i A, BIViE 148 FH
[ (£7) siZ22E R NH 8888 5 — 451 E- (CR,R) —E RNHEAT RNV, LRI (17), J5#&
A G REW 52 R AT AEY Y SH RN TSR] (7)) Bk, 1X—h Rk REas 5 ke it
WESS (e) AT “Knoevenagel” 4 MY, 15 252 fRY I ZFEMBE DO LR (1177 ) 6

[0195]
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R,R,)=Gp

R'NH2

E )
I
i —(CR,R,)7—NHR'  + HGp
Knoevenage
+ (e)
R R| h Rl
: R A N=(CRR,) N\ +H,G
G N\—(CR1R2);Z—-(CR3R4)n—Gp RAX=N' R H
R

IR '
rRORY @ MR, ()

l Y'-SH
G @-N\—(OR,RZ);E—(CRSRa)H—S Y E—(CRR)—SY
' R,

E—(CR,R,)

R’ R, i)
Knoevenagel
+(e)
R B,
l:‘:: + N N\ (CR1R2)HTZ_(CR3R4)n——S Y'
_N ' [
g R R
M \Ra ) h (|| )
l%%#
R, A
RRQ'M—N\;(CR1R2)m—Z—(CR3R4)rSH
¢ ,N\ R, Ry °
M Ra (II"')

[o196]  HH R’, Rs Ry Ryy Ry Ry Rys Ry R s Ry R R R Eymyn, Y2 FTMY DA B Jr s
SR, X 3278 N(R)-C(0) - B -N(R)-C(S) -

[0197] X T H T Bk 5 ik P I HRAE AR e 417 2% 1 511548 :Advanced Organic
Chemistry, “Reactions, Mechanisms and Structures”, J.March,4th ed. John Willey &
Sons, 1992or T.W. Greene “ProtectiveGroups in Organic Synthesis”.

[0198]  JiT ¥ i ) it I 2% Ol G Bk 3 el A P 5 38 O 47 5 H] X —SH Bt I 1) R 97 10 48 6 AL
B —SY” ORI IR IE SO G0k o BRS¢ G HRHI BE I As H AT B IR AL EOR N B3 B
W3 38 7 vE Sk e @Ak, W AE AdvancedOrganic Chemistry, “Reactions, Mechanisms and
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Structures”, J. March,4th ed. John Willey & Sons, NY, 1992 HrdiiR A48,

[0199] LR (10 B YLk} B A 1 ok 17 3 3k 428 S it 22 AR 4, Wi £E H5§E “Protective Groups
in Organic Synthe31s”,T.W.Greene,JOhn Willey &Sons ed., NY, 1981 ;“Protecting
Groups”, P. Kocienski, Thieme, 3rd ed., 2005 F#Ed H A 4L,

[0200]  HC4fi S N TT AT b b SEA B ) B AT A e AR 45T A 0 RN B L N
W75k % 2GR, R T A A A E REH] -S-S-(T7 ) BN R BT S O6 H
Bl AR RN B REAL N (k) FFG, 58 04, 76 1- A7 b, S5 R0 2R ] 6-R, Hoh
RE/R (C,—C,) bk, FRATRM , A AHE B AR B =9 R ER AR RN G 3R 7= S Bt J - B Ak 4
WA FAC ALY, - HALEE, 76 2- 80 4- 47 b, BEsnEE 25 i 5 A Wﬁj\él%
X — R VR 5 e e Ak (1) g AT OV, MTEAE & 2 519 2 =1 / B
(thioalketone) —Hifk# (m), Ja& BeME 5 M A EILEIENERESS (o) éﬁ/ﬁyy\ﬁﬁ%}ﬂi’f{/ﬁ

(1),
[0201]
Ry G-R
o CR R CR R,) (CR R, \(CR Rz N
2
R, [" N- (CR,R2 R Rj‘
R, (k)
R, Knoevenagel |2 R;

9

T S$—S
~'a Ta
N—(CRR,), MCRR,). \((;Rﬂn NMCR,R,)—

" (¥}

[0202] X} A F ik J7 vk A g # 4E & R Hoe 4075, 2 WA £ :AdvancedOrganic
Chemistry, J.March,4th ed. John Willey & Sons,1992 or T.W.Greene “Protective

Groups inOrganic Synthesis”
[0203] @ (1) B XTRRI A 9k} BE a8 78 A 20 3R v 18 1 AR OR 3 IR Bt I ¢ ' 4

K5 R 1 m@%fdﬁ%’éﬂ&ﬁ Kt e NI B (1) 1 =it gekt
[0204]
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R, o ASY HS T R"

- \ / b | "
RQ'M‘T CRR)n "CRRy, + ‘(CR'SR',,)n.\(CRyR’z);'ﬁwi"
RT=N R R R' o =R

h b

R

R /Ta /S—S\ /Tb\ h R"I Ru
RQMWCRM}@&% (CRYR'), (CR'1R'2>;$—@\'/)\€§\5 9
R.g _N\ R, R R' " " R g

b R 7“
. R" h b (I) h R'I v
MR, oM

[0205] I R,R L, R,R ,, R,R ,R”,R” ,R,R R”wR” Ry R LR LR,

R” Ry R 55 Rys R” 5 Ry R” omom’, ™, Ty, Ty FUM 4 Bh B fr s Y7 Ronmi i B e 1R

PR

[0206] AKRHMLEWEFEL (D) 5 A1) MED—MIe0k. Bl 1) mEb—

PR 9 S Y RAFEAE 2 A, A0 BRI B IR & 1B JAF o X — I8 JEFI AT LIk B AR, 454

PR EIR , = P DR IR B PR FLIR IR SR B 3, I, AR R A B, AR IR #h, 32k LR, FH

AN OUH P SRR H AR ) , DARBH . X —iE S5 n] BUE B ISR EAT)

T A, AN S A B RN A AL B = R SR S A E = AR R S M 2

BhEh, SRR, B L, AL, A (DY R, DU 234, DY IE T A el e g = 2084k ) £k L%k

M AT o

[0207] fEH TARKHAPHEBAEY —KESAMENTHAEYWESERMNS

0.001% —50% KA (1) 80 (I1) K265k ik, X— &8 2AE 0.005% -20%

(&) Za), MEEFRELE 0.01% 5% (E& ) [0, AR TAHEWIr S EE,

[0208] % YLKl 2H A Wt T] S A B D0 R BB gkl X e B B Rl o, 1k 3 b,

1R P ol BH B 7 i 5 S R e Rk, A, TR R BRPH S A0 A B R ek, DY A R R R S

(tetraazapentamethine) Jek}, Hr, BV ek PH & 7, JUIL EER YR, WY R R gekl, =07

S EREYR, 5E% (indoamine) ELREYURIAI AR H YKL .

[0200]  7E HAREB YRz b, nT LUEEBIFE B IERR, SARKER, 9528, R4 %, IR 40iR, IR

MR, 1255065, i L% (protocatechaldehyde) , BET , HE4L, BRYETE, /NI E B R AT

€ (apigenindin) o tA] DS &7 1K LR AR Gk SR U BRI AR 2 HE L, RO B IR SRR

T FAE BRI

[0210] LY R AW LLE A T 3 6 8 B A 4R 1) —Phel 2 Rk 2 G R /

B — B Bl A

[0211]  {E%AL B iz F, 7T LAER BN — K i, UK FE W B 58 %, 5 — 24 5 2K ),

R — R EEZR Wy, & — SR, 2R, R e AT N ek o

[0212]  FEIXLER AT, JEI AT DAER R ) - 2K i, () — 255K, () - BCORR, 28Rl

s ZLERBCET, FEATR Ik .

[0213] W EHFH - BRUERAED L ERENO0.001 % -10% (E&), Lk

0.005% —6% (&) MEfFLE.

[0214] FELKAEDNTHAENANEEH KRS BURERAEGY L EREW
26
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0.001% -10% (FE &) 2, Lk 0.005% 6% (ER) Z KBTI

[0215]  — %, BEAE FH A< & B HP 1 AL A S8 €2 MR Rl €20 50) 1 m el 3k JC L 36 11 45 TR 140 o ke
#h, AR IR B, SRR L, TRIR AL, AR IR 3L, BRHAIR Eh, W A R 2k, FLIR 3L, T KT IR 2, T
BREL, W ER TR A LR 2R, A5 Bl 0 I e, 491 Gn sk 4 i il s B, 207K, B 2 sl e B 1R U4
.

[0216]  I&A TR 5, RRAE GBI , A — At /K B30 A R 22 20— B AL 1)
TRE A A S A B XA WL, B m] L3R 2 C,—C, R e e e, W S BEAN S
WNEE % JCRE AN 2 JoRERE, 40 2- T 4828 S, TH I, T I 50 R, — IR 50 STk, — Y
B FE, DL R O I R AR B BROR AR A O, TR R G -

[0217] ¥, ST IELERT, PRk 52 BL 1wt % —40wt % 2 ], A0 T Je RS ) i &
FIEARIELL 5wt % —30% (FEm ) 2K BIAFAE

[0218] LY R G WIE T &A@ EH TR B EAEGY TR &R B, Wb &7, e
T AR T PR s s TR I E MR eI R A Y, e T S L AEE T, B
SR ECN E E FR AW, SCEATRRY, AL ECE UG, MOCHE S, BB+, 465
TR FI T ST 1) 45 6 R A SR, DU, BE T, 2 MBS, TR, S, 43 B0,
YRR, 190 201 50k B T T, 4 R R B e M I SR e AR o T U SR A AU, I, Ao
S, B IR, AE AT RS .

[0219] DL BRI, AP e —F, — LAY FEZAEWEER0.01% -20% (&
&) FEATE,

[0220] 44K, AR P IR R Lo RN R T R X — B AT BE Y B Ak S, B
SR SR A K B B SR 4L A T A A G R BE AR RE A BRIE AR b AT B AR RS
P

[0221]  YupLZH-EWI pH —FRAE K2 3 F1 14 22 18], FURIELE KL 5 F1 11 2 18] & H)
W R AR 4 R G 1 R A SR AR T B P 2 2 1) G R R A R Y B BT R AL
[0222]  {EFRALFZ A, 49 anm] ASR R TEHLBCA HLIER, Wik Mg, (E BRI, TR, FR R 28, 4
LR, A TR, Frig B sk LR , B IE -

[0223]  ZERRALIAF 2, 19 an e S 2K, B e SR Tk R 2, e B e B —, — - FH = L i,
DL EARIAT AR, A B E S BRI LA N (v) A -

[0224]

(v

[0225]  Horp W, RATER R IR EE C—C, FEIRHUARI I N 2583 SR, 5 Ry R T R, EATTHAH
[FIEA R, RoRER T, C—C, FeFEE C,-C, Fabt iR Al .

[0226]  IZGLRIH AW AT LR S A 2, Wi, Pl B 20, B2 G A T4 6 A
S EaR i1y Ry S S R

[0227] AR BRI (7 V4 T AR A G N T M & MR UM & A 44,
JCH AN M A ek, 55 R R Ui Sk &k, AR ERA A aREEA (1) 5
(I1) B2 b—Fh ekl
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[0228]  HRAEAS A W Y7 i R 8 S 5 5, AE Bl s (D) s (1) f 2/ — Rl 4
B2 AR N 22 I J 50 FE A A 35

[0220] X —id J 5l ] LLIE H BRI, 51 G IR 2 IR » et = e e P it 2 L IR, 3K 28 it I 1)
o Bk, WA ER SR, WARER Hh, SIS CBRAE RINE (JUH BRI SRR H MR ), BB H
XI5 T LAE B AR AL R E AT RT A, B i A ) R A s = LB
AIMAEN D =P M AL b, B, Bk, §5 3, 4 (DU EEEE, I 25
B, WUIE T 55, R = 8 ) 2 s LR .

[0230]  FI 2 b Bk 93 J5), 3 — AR AT DU B IR 8], TG 0. 1 #2 =30 738, A2k 1
oy 15 73 Bp.,

[0231] MR 5 —Fh s, AFEE (D 80 1D B2 0—MIOt kA S Wi &H UL
& D — g SR X —HEWIRIE N T3k K.

[0232] =i (D) s (1D WRREF SO IR IR B RERI ORI EL ] Y I, AR B 535
AN BAESIKE SHH BRI R AR DBRIEEAT

[0233]  ZEHSRUL, A7l BESE L a0 M IETS pH, AT Y SRIPEEENE S-Y B RERI LR -

[0234]

Y ARYFE A TR
B PRI pH>9
75 2 R pH>9
ot S pH>9
75 B IE R IE pH>9
5 s e S P pH>9
(=) (i) SIERIEE pH>9
(st ) HRETIERIE pH>9
AERE AR 5 2, RS pH>9
5-,6— B 7 JCIRIA ARG B, WIEMEE pH>9
8~ & 11— JC INHT5 5, W 2R K SR Bl R R I 44 pH>9

[0235]  iZF ARG AL IR RE WS A6 Sk A PHUAL PHD R4 40 Sk R 13 IR FRAL B AR 24T

[0236] MR 5 — AL Tri%, WHEE L (D 8 A0 KR>3 dRn A e Wic & H
DL b AR —Rg R ). X —HAERIE N Tk .

[0237] MR AR A A, iZE R EAE AT Il i 21 &8 50 (D 80 (1D 20— Mot
USETES SRR N7/

[0238]  MR¥E T — A AN, fEEHEA (D 8 A0 BRI dB 4L a MR N Z
Jei ISR AR Ja AL BE5R) o T4 b P B3 SR, A D R0 i A B B T 2 R K 5 4970 2
0. 1 Fh22 30 708, L | 73BPA 15 73 Bh. MRIEHFE I SCE T 58, 30 Je5n) e B Brids (bt 8
s A AL AL R o

[0230] A B Ry g Skt 77 53 S Firidk, bl sl (D) 80 (D) 9O RLRHERAT I
JS5R), B I R FAL P BGE S Ja AR BRI O T BRE N A Tk R

[0240]  AJ4ALFI A AL AT LT 20 & o P DASE F 7 A Q50 o AT ] 28 2R R 4 AL
o AL, e Lk B AL S, AR, B IR BR £, 1 IR i I A PR e AT i IR
DL g, JLrpon] AR R SR AL VD, 2 W7 SR i Bl PR R 4 FL T SR B TR
A B AT R A LI R o

=
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[0241]  iZEALFIRES A S A BN (1) 3 D) KED—FhI2 e gkl 459 KN H 2 5
B JE N H T4 4E b,

[0242] R4 AS A B ) G205 0 R N — RO AR PR B B N AT . SR, B R] BAAE
20°C 2] 180°Cyu[H I T 24T .

[0243] AU BHI) 3280 2 2 S S A B AR &, b s — s A e st (D 5
(11) [ Z DTt YR YRS AN 25 S IR TR 7], 12040 Ji 771 R 0% 38 I A e 1
MR MU E e .

[0244]  JXEGRRE P — AN A]S A B GOR B OB R B — a2 AL e k)
[0245]  AKBHIEW K2 EE RS, KPS —EEEFamEA (D sk aD mRb—Fo
FEO R ISR A1) 58 T E A BRI R M AU R AR AL B IA SR ) AN =
Jis = B AR

[0246]  5j—ADARANE K 2 IR Yt i A B (0 R &, B AR AA L ID 1
Z b —P 2 R VYR A G W — I SR S LR R A S s
=

[0247] DL E42 R4 BB — Fioa] DL 4 B f VRS W0 B ik 21k Ak bR, il dn e
LR FR 2 586 913 IR

[0248] "I~ TH] % St ) FH 2649 0 BH A % B, ABLFE P _EASBR A R B o T S i A47) 11 29¢
FEYLR} 5 A b )G 7 ARG i T VR R A .

[0249] 5L Jiify]

[0250] & S i)

[0251]  SEjff 1 :4-((B)-2-{4-[ (4,13~ ZF % -17-{4-[ () —2- (1- FEEnLme sy —4- 3 )
CIREE ] HEHE -5, 12- AR -8,9- —Hi 2y (thia)—4,13,17- =& L/ -1- %) (F%E)
L ) RIS ) -1 AR (1]

[0252]
N\ 0
—N
D_\\—O-N/—\—Ny_\—s \ \
\ \ 'S — )\ :_ .
\ 7

[1]
[0253] & ki
[0254]
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0
\——<‘ >—N<_\— H\

b \
Q—\\_QN/—\_H AcO-
\ \

—N
0
HOH—S‘

e | OO
—\_< N
_Pe()— F
o | CN z ° N‘N"N F_:p‘é,: ACN / DIPEA
FF
. O
—N
B T e o
Voo N-\_/N@—\_@+
\ /N
o}

2An-

[1]
[0255]  F&)F :
[0256]  BMER 1 :4-{ AL -3-( FIEa L) N3 ] &2 ) KAEEIA R
[0257] % 8.64ml of 4- HACKFEE . 13. 36 Ak BRBFFN 30m1 N— ALt R e i (NMP) ZE i
AR L0C RS K 11 9ml 1, 3= X0 ( IS ) TUE i 22 s A iR, A HL R
PUFE IR A 110°C =K. B NIRA R4, [FIAS 3 54g AR
[0258] P B 2:1- FISE —4-[(B) -2-(4-{ A& [3-( FZEEIE) N3t ] &5 ) K&E) 4%
BT nHEnE S LR AR K Ak
[0259]  #% 25g4—{ A ZE -3-( AL AL ) WAL ] & ) K I AE 30ml S T4 I 1190 ¥ L F
10. 9m] ARG BEAE S0 R HERE 10 20 8h. #F 7. 6ml LRI S N AY TR, 78 20°C R AR RE
20 3% IMAFRREAE 20ml ¢ A B PR 26. 551, 4— — FILNERESS FILmIR o 7R T IR
FERNATBEFE 5 Ko PTARREWAEH A Fhe (OO ZEHL 3 K, W48 ALK / T BE
FHEELAL . Al AE T FIRGE S, IS 31 3. 4g ALk K.
[0260] P E% 3 :4-((B)-2-{4-[ (4, 13- —F%E -17-{4-[ () -2- (1- FFLMLEss 4-3L) &
JAHE ] EFE 1 -5,12- AL -8,9- —Hi4% (thia)-4,13,17- =& 4+ /\-1- %) (FE)
BOE] R ) -1- IR ER (1] AR
[0261]  #% 1.63gl—- %L —4-[(B)2-(4-{ & [3-(RERE) WE ] &E | FXE) &%
5] MERESS SRR T oml SHEH (ACN) o ¥ 600 1 — N2 L& (DIPEA) , 420mg3,
37 - AR ER AN 1. 09g (1H-1,2, 3- 2K JF =M —1- B4 3L ) ( =Mt —1- 25 ) B85S
FACHER IMANIR A H . AW T BERE 24 /NI IS, B2 08 A W0 I 40 I 450 FH Ak Jie € it 4
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b (Cg BRSO s FEBBEIZK /ACN/0. 1% =% ARLER ) o« F 2RI /1R &, T I AR PR &L
B AR, PR B N URAR, B AT BAREUN AR /CAN IR G H . (R IE S, 28 RIS 240
A 1. 770 S8 R BoR, i3 =95 P RS AR . TS 7 An” HH =8 SR
(trifluoroacetate) KR IR AWM. LOVS : 1EBF m/z = 383,256 Fl 192 73 51| X}
N F [M/21%, IM+HD® F [M+2H] s N, 468nm.

[0262]  Sijifhl] 2 :1- I —4-{(B) -2-[4-( 2 (3-[ & G-kt (sulphanyl) A
% (propanoyl))— 22k ] N3k | 208 ) 2R3 ] ML T mibmnessEh (2] MGk

[0263]
0
- \>_, :
N N N(_\—N?_\—SH

An

[2]
[0264] & Rli%4k
[0265]

[1] °
| e

HO

[2] An- = TFA F2 HCO, ¢4 i A4
[0266]  F&/7 -
[0267] 1- 1 2 —4-{(E)—2-[4-C F & {3-[ H % (3- Wi %t 2& (sulphanyl) N B %
(propanoyl))— 2 1 INZE } &I ) KA ] QA5 T nibressish [2] &k
[0268] Kt 60mgl- FIZE —4-{(E) 2-[4-( A 3E {3-[ A 2E (3-MikiZE (sulphanyl) PIBEZE
(propanoyl))— &3 1 NI ) &IL) I ] LAFE ) HREESEAE T 10ml K / ZFREW
1ol 52eq. 3-0 R (2- RIE LI ) IR ] WIRRERER /K EWTE Iml KA ISR deq. ik
RANAE 1l KPR EY . 78 40°C FAEME AP HERE 30 205 i 4 1 &
71N ARG 4 0 o A5 BT U -4 2]
[0269]  LC-MS 43 #7 :LC-DAD (400~700nm)
[0270]  #F :Waters XTerra MS C185um(4.6 x 50)mm
[0271]  VABHAH :A 7K +0. 1% PR /B:ACN
[0272]  ZMEFEE :T(min)A% /B% :0min95/5 ;8min0/100
[0273]  VAizHEEA :1ml/min

31



CN 101454401 B OB B 98/30 1

[0274]  #; :UV diode array A = 400-700nm

[0275]  MS(EST+) XN FRr At =4 (2] 5 FHE T (monocation) &,
[0276]  Ju{h S fy]

[0277]  SEgfidhl] | -3 757% — A &4) [1]

[0278]  Hil%&H &Y A

[0279]
— gl (1] 10°mo1 %
R 4g
B2, "% 60F 6g
B OEA%R 0.7g
TEH 65% MA 7K R A R e 2 2 A B 4. bg
ALK qs100g
[0280]  Hi|&4H &) B
[0281]
Ak LR ™
HEAEN qs pH8. 5
Ak qs100g

[0282]  {FHIRS, KFZHA4 A (9ml) FIB(Iml) VRE, ARG =i P RIRA WA T—%
(1) 1g I TRERRE 4 Sk RAER 30 238h (FE 15 8P 2 JEiX —283k R BRI R AR )
[0283]  IX—ZkL R AN IE KR VE, 285 T4, WLE R A b B 1) Sk R s B2 - (LR 4
(193X — 28 Sk R ARAFAEALGE - LU AR A3 R 0 B — 28 Sk R T o

[0284]  Sjfidsl] 2 <Y ta T - a1 (2]

[0285]  YLh Jyid:

[0286] K 10ml & s il (WAL 54 [2] Hriers it T8 TR R I — 281 1g 18
IR 4 WSk, FEEW FAEA 30 2080 (£E 15 73802 J5 ik — 2k R A R AR )
[0287]  IX—ZE KRR FHTRKERBE, AR5 T

[0288] T, (L IRIR S 4 I — 28k R ARIFAEMAE b LU AR A BE 0 i — 28 Sk R T

.
=]
—

Juo

[0289]  AHXF TAHARIWERERAEN & KRB M (remanence) :

[0290]  H43k k7 P 47, — Sk AR 3 — AN BT I EAT 5 AN AR I BE R BRAE, i 8 B
F& AV IX — 283k, I I e R FBe sk, FHAEESE, B S T4

[0201]  EHALW %L

[0202] 7 SE I R R AE A, BE R LA R K A

[0203]  FIr AR S 3 (B DR A7, B /R R AR T AL B (R ER 4 19K Eag m] LI
[0294] 4 L"a"b" REEAIKLEH

[0295]  7E 5 IR Z AT 2 J5 —235 R B E A FH MINOLTA® CM2600D 736 efE T, (&
ek (illuminant)D65), £F L'a™b RGP EAT I o

[0206]  TEi% L'a'b" R4, L" R, a" fap . / Lt b ik (8 / it
L BB Ay, BB BB SS , A S M, L R, B R B 3R 2 o a™ (AR &, L
2, LUK b IR s, (R

[0207]  {EHT4 (ELVRIRE 4) Y@ RPN P2k R 2 (R I (AR AR 3R DU T 77 #2 2
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AA

et

MER] (AE) -

[0208] AE = J(L*—Lo *) +(a*-a, *)? + (b*-b, *)?

[0209]  7EiX— 7 FER A, LY, a" 1 b* RoREYL 2 BT (1, LUK Ly, a," il by" FonAE
Jeft, (BRUER ) 2 BTN I .
[0300]  AE [R{EREA, 7F HT4 —23k R R 4 [ — 283 R 2 IRIZE I, b2 Tk
[0301]

1o L* a* b* AE

AL HT4 —4 3k & 17.27 2.78 3.19

1ot 1 19.36 8.32 9.20 8.45
[0302]

o1 -5 kA BEE [19.58 8.37 9.09 8.45

[0303]

FELL R A 145 AR B, £EX T HIAS AR W G Qe (B 1) s /A HT4 [ — 283Kk BT

AT b IR RERAEZ G AR AR /N o BRI, X TSk R 155 (R 38 2 8 R S s B
TREFFICARA, X TR T A BB Bk R IR 4 1 52 14

[0304]  Sedpf A L

[0305]  HR¥E A A BH I 4L A W ) 3G o B ME R A B W AH X T AH 4k Ve R BB T 5 10 AR
B RS AE SRR SO Z R BREICR R IE I o 1 28 [ 5 36 5 (PR B HT4 [ — 28 R AR T SK R 1
SR AT HL L

[0306] | KONIKA-MINOLTA ® CM 2600d 73 66+t (spectrophotocolorimeter) 3%
B, I HAE K 400-700 24K [RB K30 [ A RT WOGHR S 2 5 TN & B it 26

[0307]

ERRANFESRKELBEE, ASHILEGLEEHRSE

6 -
T I PS4

4 - LA
- 1a-#1
& ° 4,_/,/,//’// ------- o 1-5 3K Rtf
“& 2 | rmmm——

1

0llIIIIlIIIIIIIlIIIl!llIIIlIIlll

STISIZETEB8T§IEE S
#K K (nm)

[0308] T IGTEAR R, IR A A W A 20 S W Ak P 1) — 28 SR S S 3 R TR Ak

BRI S o AR PR i) — 2 Sk AR R B 5 DI

[0300] b4, G KK, 16 5 PR BAIE )G, AR WA G WAL B IR 4 1) —2%

SR SR A AR AR R /s o AL, 36T SRR 5 RN S A S B b R JE A2 I s T
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