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BCAE T e A A B AR, Hp R R B A 1 2 b — AN R AR A N (-R) —.-0- B -S— &
e, A QANREAE 2- I IREAR s Al

[0034]  ZMFRIWAXEZ -S-.-S(=0-8-S(=0),~, B4 Y& -N(R)—

[0035]  AAFIERAZYAE G, 05 255 ERl 2 MEda = T A We 255 ]
sz

[0036] AN FFIEFRALYG YT i A MG T S I ME 77, AR R ME G 2 A B ER 2
DR T A WEOL S BTS2 ISR

[0037]  7E4 ) () St 77 2 » 20 3 0 P e 19 e o, IR PR R R TR R, I A I TR A
H & 50)% FhG , M40 S .

[0038] ¥4 7l () S5 it 77 3, 4 R 3 U A 30 1 R A LIS 8 o, b R PR EAT MR 2 R TE
WAL, Bh KSR FEAE AL, #2221 4190 Jog , 19 40 MO VE A 29000, TR IZ I8 TE B B 0 &5 0 » 3L
LT AR IE TR,  E WUE, B 2B 45 0E , il 5 Rr B, FE 7, R P3G AR VEFL IR, R
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HUZARIG A, X2 42 P b L 0 3 U e i, % AL i bk L o 8 D o, 2 A P, 490 P9 s
R TP ST AR AL X S 5 e TR AR 2 2 P MG B b, R E

[0039]  7F4 7l I St 77 3, 20 3G U PG e B e o AE S St T7 3, J E e 3 OR SR
JE 8 U LR SR PRI s 22 U0, e, B s 45 B R R Tl s e, B4
ST P 1 P A2 PR EE T L5 PR IR B IR A P b B A 1 AR

[0040] A FFIE SR AR SR E 09 IMA A 75 5 9 240 e X0 40 B s X O 02, B i AMA 25 2
HREN R DM T A ELZ 2 F a2 1.

[0041]  7EHEECSLE 77 A, Jed A Mg 40 i . 74 ) B St 77 SR, iR 40 ik B O AR,
B LM, BUAIRR, 2, i, 5, 45 B, B PR s 40

[0042]  FEFELLSTyET7 A, AR T EWEi L, AT ERT . AR BT
L, AR ZER T EWEEL R, F TRy T MG RS . £ E K77 K, AR B4t
AR T G YEEL A T 2 29 a&, ek 29 F T 697 40 R BG B et o AR R B
IR T8I T A IS TR FRAS I 250, & 30 T A S B 255 Rz .

[0043]  AN/EAK B H T AFM R AT 4 G B TAE, 78 4% R B it 77 R — AN J7
HAFERSCAFRA S/ BUPIR. £ X —J7H, AR T7 RAEE FHASCA TR
MM /) BOPRA R £ —T70, A KWL 7T AL AFFRA A/ BUP R K.
[0044]  KEHTEIR

[0045] A% BH B4k A VA2 G W 545 106 338 1 e 477 1 200 L P 384 B, RV S35 BB 25 i 2 4 i
FKRTARIE (B /ADHRIE ) IR H M. 75850 40 M m] DA I b AR R AH AN R B IR
J , 9 4 oA SR BB

[0046] A B AK A5 40 4 A5 001 ek e 0 B 100 38 5, 9 ELW T R e Ab S ok Ui 15 3 41 i A
oo YU T RE T FEEIRAE T . 50 50 30 B () I Rg 2 20 A R AR (H AN R T
TR B0, FLME , BA B, e, B, 45 ELRE , M A A T .

[0047]  ICHER(EAA VI TR YT AERE 4 Husg v et AR EA R T N SFrd ) LILE 8,
Uk R AT T 22 R TR, Bl KA REAL , PP 2R A 4R IR, 1T 20 M VR AP R e R TZIE Y
Fs B IR 5 0, FLIR B AR 4 B2 1 v, - URE, B 25 45 , o R s BAes , B, R 13
FEPE LR, RVERT P RRIE A, X R ME bk EE 4 o 38 B A, FEAEL IS bk B 4 3 B e s, 25
BEARVE , PRI R 5 38 B A 3B B A A0 DX 50 » <J s P L2 4 B3 B B b, MR E

[0048] 1. B X

[0049] 1. —%

[0050] it B AT AR EE SR R R A, BB 7 — 7 7 A T R T AR R
0 BRAE BN SUE R A TR

[0051]  GUARSCHTH, RIE 7 ¥yT 7 7 Ab3 7 n] B A , 5 HL S 3R iSRRI A 22 A
/ BORG EEERER R PR IR VR PRAK . ARE I FE S A SRR, TUpT— ek, Al
oA BT 7 R DR A (A R 5 AT o

[0052]  GOASCHTH, 7 AME 7 (anisyr ERE ) SR ILEh AR AL s . LB
AL AR AN R KISH P BA R+ 4 s 5 482 AL = B AL 30 B FE ]t £ R
5%,

[0053]  f&&F " AR 7, A8 R AR HE e i B HL e 20 M B s (1 MR RO TR T T I, A2 4R
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U0 o1 200 P A 32 ek e 401 B 1) S 5 AR AR B B, B 5 20k 755 e 4 L 0 32k i e 44T 1 41 A 9
THIRER T AR &SR IEEA MG T EA AR SR 20 2 PR R
[0054]  RiE ~ 40 S FERG 7 RS, H P e 2 A MR B R AR gl iR — A A
TREIAA B MIGEIE . AR P IR FhG o, A HUAE LAAE ML 28 b s (058 227 AR 20 e
[0055] 2. k2

[0056]  7E kB, FhLl s SRR . S HEE R R PR, T AERR .

[0057]1  RiE 7 fidd 7 ARG BE AL BARERN —H 2 88, BRAE DA U, EREBCEI R
BR, BERERmEFE (R C-CEiE 1 2 6 MK ) FIEHE EEE . ST H) BE SRR I
Ao el RG AL, 20, AL, I AE, T4, e T2, BT 28, L, B s, it . sl
EHZ (C-Co) Brdk, Felse £, B R4t

[o058] A&7 kAt 7 pahEE e R A& H R, REAERA U, £ HE R %R
20 HARE o B0 ET SCHr 8 SR BT AE , it B AU, AL, 1- TR, 2- IRAEE (R A
) MEEZNERY) (homologs) M RAd A . Ke el B B I e 3 o fe 6 B 5 72 1
WSR2, W B SO R 5 e RIER 2 (C—Cy) Kesa ik, el A AR R A A
[0059]  RiE ~ RE: ” miE -C(= 0)-0-J, Hrh J 5eW8 2 H. LALBCA HLH 5+, A5
&5 A =T O S FE S . B, R AR AESR IR - (C = 0)-OH M8
IR E L - (C = 0)-0-Na'.

[0060]  RiE 7 kefkz At 7 B4E -NH- bk, fLik -NH-(C,—Co) et

[0061]  RiE ” BiAkz AL~ B5 -NI-(C = 0) - ke, fLik -NH-(C = 0)-(C,—C;) btk
[o062]  Rif ” “hekka it 7 E A N[ ik 1,, ik -N[(C,-Cy) ket 1,0

[0063]  RiE ” M ILZIE ~ BiE -NH-(C = 0) - 75 5.

[o064]  ARiE ” BBt~ BiE - (C = 0)-NH,s

[0065]  AiE ” fxIF 7 e fiidt H AL B A R R BT I IR R F R . Ak,
R QBB 2 A LA PR LR

[oo66]  AiE 7 iR 7B KR T A BUE N S BRI — B, BRAE S A U, &
SR, BUE . Rk, xR B AR SEGR, AR B

[0067] ARi&” Hik ” 2B BA —NEZ A2 AWM K RIFEUZRIE, B A 5 REAE
(tRIEA (n+2) MR = (pi) HF, Hn 255,

[o068]  RiE ” J5kt: 7 MBS HEAREHAMTH &R, BRAESGUHH, A -1 820
(— M BN ) BRI SR R 4, Horh Bk 2R m] DA LL&E 4 77 S0 A — i b i oK
2, B DI A Lo Zs o sef L REoR I TR SRR . RGN ZR AL, B Lk i 2 ok
H,

[0069] 7 ERARHI 5L 7 B ARHE 1.2.3.4 B 5 DEURE TR I a0 /1 SCAr e X 55 3. 7E
HE b st 77 A, ARG B PR A R xR TR R B B AR s NR Ry s T B
HF A F I R R LA =/ P 2 -0-R,; [-N(-R ;) = (CH,) ,~C (=R;) (-R¢) —(CH,)
+~COOR, 1,5 [-N(-R o) = (CH,) ,—C (-Ry) (-Rg) —(CH,) ,—COOR,],; Al C ,—C, V{8 1 B A 101 A1 (1) . . %
B AR B PR B I 1 T P 8RR 2 2 A, A e SR A ) & D — AN SR ATk
F -N(-R) —.—0- B -S- &, ik, BRI S R EH 1 2 3 MEH TR B A,
Fodk, g B, MG, AR, SEARGe  2, Fe ik , AR 40
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[0070]  FEICLESLETT A, 4R B BUEAL T 97 2L A 2.3, 4 B 5 A2AT / B <E S TH) B
XL BT, 84 55 B B T g 5 (2R R AL T
[0071]

6 (40) 2 (4R)

5 (&) 3 (&)

4 ()
[0072]  RiE 7 REHII AL 7 28 AR BRI 0 a7 SR e R 75 2
[00738] R~ 055 7 BL 7 ISR 7 AR BAA SRR 23R . 23020 05 B w] LA R
— B AT PR . 2% T R P ) S A R LI mE R, LR, mE e L, R 2 2- A
4— TR IGE i, TR MR L, B[ W L (2-.3—.4-.5—.6— F1 7-) , MEW} &, eI 2, At ng &, 4k 2-.
3— Al 4- WEmE AL,
[0074]  RiE 7 BURHI LT 7 2464k 1.2.3.4 B0 5 NEUREEBUR IR ST 2455
Hto fERLEsE T 2, BURSEIE B H IR A IR & TR AL SRR B S
ML R UL R R G s =/ & [N (-R)) - (CH,) ,~C (-R;) (-R¢) = (CH,) ,~COOR, ]
23O 193 [-N(-R ) = (CH,) ,—C (-R5) (-Rg) = (CH,) ,—COOR, ] ,; F C ,—C,, Vil A B A v F1 1) . L % BY
ALY FRAR B BR (1) T PR EAE T 1 e S L T, L A e B R P 1) & /D — N ik S A Hb
H -N(-R) = —0- B -S- B fe. Lk, BURIZR S EESH | 2 3 MaE FIAREULE
B, R, EURE, SN SN B s N R
[0075]  RiE ” RAERKIZT5 5 7 2 fa AR BRI a7 SO e SR 205 4
[0076]  ARiE 7 ZRIF 7 B 7 ZRINAE 7 B AEE T ARG BUE N B BRI — e AR R
e A v, RETRBIEEURIY AR08 R IR B Z PRI R 4, Htax i i e —A
176 F NGO AT S B 2% i 2 B, I B A SRR 2% i 1T DAMT e 44, IF B U+ 7T DA%
WAk . BRAES A UL, 2438 RS n] DS AT PR AR 45 M AT B 2R IR B0 I 4
[0077]  Z&IFZE (AEFFHR ) 0S4 40 45 B 3R 2L A bb fn < 0 TR e i, PR & e 2, T 2 3R
PIBE 2L, ZUARIR T be 2, SR IR T be s, DR AR IR T be 2k, Wbt i Joe 2k , MOk v Mg, IO A R s, it
M, AR R IR A, R TR, 2, 3— AR IR JE, 2, 5— A kg ik, IO Sk I Sk, I
SMEWy F (thiophanyl), WRWEHE, 1, 2, 3, 6- TUE ML nE 3, 1, 4- &ML me 5, UR 188 5, 1) ik

&
WRIE L, EURIE L, 1, 3— AR MR BRI O, 4, T- & -1, 3— TR 7R BE LRI T R AL A
(hexamethyleneoxidyl) , Hti MR We A , W e J2 11Ny mpR i
[0078]  ZERHRFRISEGIALHE 5| WREL, el s 3—.4—.5—.6— Al 7— W] Ik, D IR mp & , nez ik
A, DU SRR, bk, R 2 1- 05— SRk, 1, 2, 3, 4- DS S v nph i, mg bkt , vl
Wb, fr ) A 2— AT 5— WERVR ML, mE bk i, AR, |, 8— FRNg B, 1, 4- ORJF Bk AL,
HERE, AEE R, FRIREIE, B 3-.4-.1, 5 ZENE gL, 5-.6— il 7- ZRIEIRIE L,
2, 3— ZEAIRIFIRIE AL, 1, 2- ZR0F SRR, IR RNy L, A5 )02 3-.4-.5-.6— NI T- ZR I
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Wiy B, R IR, DR IR L, R A& 2— DR IR R EL AT 5 DR AR L MR AL, ORIk I
B, B8 2— DRIFIRIE L, DR JF =M B AR TR N 0, PRI, R BRI, WY g L, kg b e
3 (pyrrolizidinyl) MIJ\E —2H- HElEEL,

[0079]  ZRBRIHN 44 55 HEH 73 B T I 51 9 A BB 2 AR 1 vy A PR bl PR 1

[0080]  AiE ” kK 7 R AN AE AR R AT B A, BRAE RS A d e . RIRERE
i T8 B AE 75 R LE a0 2R Ut , BROS IR LL i B BUR BV (Co—Cy) T 225 AR )
I (C-Cp) s, ALER 2 (C-Cp) KAk, Rl LIk iy & R A (C,—-Cp) bedk. Al
1, A S AR () 48 A 25 ] 60 R Tk L 0 —CH,—~0—CH o

[0081]  ARiE 7 B~ S48 7 80U 12 AR BRI 3 2 X — JE A B s %)
T AN S FEE A, ARE 7 BRI 7 BT E AR, JRED 1.2.3.4 B 5 B, R 2
VTR R . BRI 7 k38, I HEUR ] DU TR E A2 b Bl ) 47

[0082] 7 HUARIE: A& e Bk Bbe AU e 2 A 1 100 T, B T DU S Ak s EREEFRIR T, ik B
B,

[0083] II. AKMHILEW

[0084]  FE—ANTJ7MH, A KIS T A EWEH L -

[0085]  Q,~X-Y-CHR,~CHR,—Q,

[o086] A .

[0087] Q1% H BRI ECR £ B 1 74 B AEA I BUR BRI 225 24, 2 % 5 M EX
AL H -

[0088] L s & ;¥R SHHIE s-NR R, F RS G sF7IE R R, s =/ F A -0-R
[-N(-R,) = (CH,) ,—C (-Ry) (-Rg) — (CH,) ,—COOR.],; I C ,—C, v 1 B A d A1 (. B B 5L X

AR BRAR BOE PR 59 F M BCAE T 1t e L A, A e R A ) & 2D — Ak AT He
F -N(-R,) - -0- B -S- & # ;

[0089]  Q,1% H VA HIBR 2 B 5 A A I BUR 2B 24 05 55, £ 2 5 4NEX
RIEIER -

[0090] HR ;& IR AHIE NRGR;s A A H R E R E, =R/ F

# ;-0-S0,-0H ;-0-P ( = 0) (0Rg) 5;—0-R ,; [-N(-R ;) —(CH,) ,—C(-R;) (-R,) —(CH,) ,—COOR,],; FHl
C,—C M AN B AN 1 ELEE B AL G PR BRI B = P B AR PR R L R [, A j i
A 2 b — i A A -N(-R) - —0- B -S- &t ;

[0091] e QI QA &/ — N R BR AR G AR R R DAA MR BB BUAR

[0092] Xi%EH -S-,-S(=0)—, -S(=0),~, CHR,)—, €(= 0)—, M N(R-)—:

[0093] Y EH -N(-R)—, -C(=0)-, -S—, -S(=0)- M -S(=0),~:

[0094]  RAITR %% H Jh 57 o3 8 H; Al C ,—C, il A B A W AT . BB 51 S 1k 1.

WAREBE T B F e A F R AR, Ko ke i A n 2 — A 5 F4F %
H -N(-R,) - -0- B -S— & ;

[0095]  R,AH R & B HLE B H;C \—C o MBA AN 1Y BB AL 1 Te 3R 1Y F 143K
AEF MR AL B A, Hoh e e B A ) 2 D — M R AR IE A -N(-R,) - —0- B —S— &k
C,—C AN BAEUR 1 ELRE B I  FRIR I F B E T R AL L ]

[0096]  HY
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[0097]  R,FH R A A & UE BRI B AEA K BA 3 & 4 Mk i 8, Hd—AN8g
AR AR A -N(-R,) - B -S— B # LA R R, B Ry R AT BAA 5 DAJE R A
BAAEA 5 2 6 MR BRI, Horp— B2 Mk R ARG g -N(-R,) -, -0-,
o -S- Bt

[0098] &Y

[0099] R QAT BLZAHA LUK IR ER

[0100]  RyFI R BB [ H ;s oF1 C,—C, W FI B AL RN ) | B B S AL G  FRIR BR,
TR F BRI B A AL R R i — B AN sk 3R, C—C be ks, € —C bt
SR, AR R AL RIS, J B, (C-Cy) ek, (C,—Cp) et JEmilh AR 2

[0101] =%

[0102]  RyFI R (AJ PAAH & U B ATBAEAI R 2 A 3 2 6 Mk T8, i —AN8L
AR AR -N(R) - -0~ 8L -S- B ;

[0108]  RIEH H Ml C,—C, MMBCAEA R BB R PR 1 FHBEETF
JeHEIE A s AR R ) ML IH & BUA WL I+

[0104] Ry FJZHIGE R HAN (C-C,) JRdk

[0105]  Ryi% 9 H Al —(CH,) .~C(-R.) (-Ry) - (CH,) .~COOR. ;

[0106]  Ry,i% H H, STALRIERAR AL (C 1 —Cy) Kudk, 1 (C,—Co) Btk s

[0107]  R,IEH H, STALRIECR AL (C —Cy) Kukk, 1 (C,—Co) Witk s

[0108]  m Al n %% H FhA7 ML 0-2

[0109] z & 1-2;

[0110] 4% {1 J& tn S Q& FH % 3 B C ,—C, M Al BCAS v AT ). B % B8 52 4k 1L BR IR
B G BRI T 1 B T e R O I AR, A R R A B A D — A Bk R AR I
F -N(-R)) - —0- B -S— &, A QABRLE 2— AL IREUAR s A

o111] MR WEX & S, -S(=0) -5 -S(= 0),~ WA Y & -NR)

[o112]  FEHEueszG 77 arh, =0 T AL S b2 2522 E 52 1 2.

[0113]  fEILLesSE T :h, QBRI REE I HAE 2> 4- A7 g AR AEHEEE S 77 X
H, Qe EURHIORIEIE HAE 2- A 4- A B, AEFEELSEif 77 s, Q & =B A R I
I HAE 2-.4- A1 6- AL EAR.

[o114]  FEFRELESE T P, QBRI RE I HAE 220 4- A7 g BUAR. AEHE L S 77 X
B, Q2 HURIZRIE I HLAE 3— il 4- £ 4 B

[o115] AKX — HARSLH 77 N5 TS B ER, Horp Ry HAI R 2 Ho

[ot16] AKX —BAELiEr NE 5 T e, Hh Q2 BRI ER & B
R 3L, b2 & 5 ANEUREEIE A& &0 TR s H2E s-NR R, s B L s 5 UL R R
Wl B s = & R & [-N(-R) — (CH,) ,—C (-R;) (-Ry) = (CH,) ,—COOR,] s FIl =0-R 1,0 A & B[] 3L
— HAR S 77 A R T A EWEaL R, Hd o 2 BRI BCR AR 53k, Hp 2 2
5 MEURIEE B s & s IR 2R s-NR R, s A IR FE E I, s F I ORI s RIE I, s = 2
[-N(-R,) - (CH,) ,—C(-R;) (-Ry) —(CH,) .—COOR,],;: A1 =O-R 4o

[0117] AKX —BAE L7 50 T e, i ik B BRI ELR &
AR 75 B A EAR I BOR 2 BRI 28 05 %, Horp 2 22 5 DN BRI G B AH 22 5-NR Ry 5 75 B
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FEE L B R REBE G =/ P A [-N(-R) - (CH,) ,~C(-R;) (-Ry) —(CH,) ,—COOR,],:
T -0-Ryg0

[o118] AKX — HAR i 77 A& N T A& WECH &, Hh Qi B BRI EUR
R J7 B, o 2 2 5 BB B A &5 5 (C=Cy) e 2l 0k o AH 2k -NR, (R, s A1
[-N(-R,) = (CH,) ,—C (-R;) (-Rg) = (CH,) ,—COOR, ],

[0119] A K BRI X — BAk st 7 & T b St £k, 2o Q BB 55 5, Hrp
Z & 5 FAEE

[0120] AR AR N — Bk 77 0 & R T At 38, b 2B 5 4, B
28 54 (C,-Cy) P HEUCE. 78 (C-Cy) P AR Sl sz 7 2, 4 502 R 3,
FZEFLAEZE D 4- 7 (C-C,) WA LB, 78 s 77 s, SR FLAE 2—-.4- F1 6— fir
(C,=Cy) P =R,

[0121] AR —EARSLiE 77 N a1 i Seidt ik, 2o ik A BRI ER £ 5
RFE I, K 2% 5 MR E (C-Cy) BTt R,

[0122] AR —EARSiE 7 A TS eidt i, Ho Qi A BRI ER £ 5
R 753, K 2 2 5 ANEURIEE B (C-Cy) Kes KL s A [-N(-R) - (CH,) ,—C (-R;) (-Ry) —(CH,)
—COOR,], .

[0123] AR —EARSLiE 77 a1 S ei i, o Qi A BRI B R £ E
R 75 BRI BCR BRI 205 1, Hh 2 % 5 MR ERIE R -

[0124] B0 s &0 ;¥R SHHIE s-NR R, RS UL s &L R R, s =/ P -0-R
[-N(-R)) = (CH,) ,=C (=R5) (=Rg) = (CH,) ,—COOR] s Il C ,~C, ¥ F1l B A~ M 1 (1) B BE 5 32 1
[ PR B B 1 T PR 3R 57 4 0 5 R T, H o e R AT ) — AN B A Bl i AT e
F -N(-R,) - —0- B —S- & #e.

[0125]  fEHEEESLE 77 A, Q 2 BRI 25 45, L B9 1.2.3.4 B 5 AMNEUIE & 5 M / B
e

[0126] AR B S — BARSLiE 77 A & 3 T AL e 2k, o Q2 BUR B R £ B
A7 3, 2 2 5 NEUCIEIE B L& IR L -NR R, s A BEFE &3 J/ 0 R
R e B = & 2L ,-0-S0,~0H ;-0-P ( = 0) (ORy) ,; [-N(-R ;) —(CH,) ,~C (-R;) (-R;)— (CH,)
—COOR, ], ;1 —0-R ;00

[0127]  ARK UM L —HARSeiE 77 A& R T A e 2k, Ko Q2 BUR B R £ EX
R 55, Hh 2 2 5 NEURIEIE B &0 IR AL -NR R, s A R E L 70t R0
R e B = & 2L ,-0-S0,~0H ;-0-P ( = 0) (ORy) ,; [-N(-R ;) —(CH,) ,~C (-R;) (-R;)— (CH,)
—COOR, ], ;1 —0-R ;00

[0128] AR W N — HARSEiE 77 N & 3 T AL e H 2k, o Q2 BUR Bk £ EX
B2, Hrh 2 52 5 MNEURIEIE B FU &R s-NR R, s F I SR AL s 50 R 5
R e B = & 2L ,-0-S0,~0H ;-0-P ( = 0) (ORy) ,; [-N(-R ;) —(CH,) ,~C (-R;) (-R;)— (CH,)
—COOR, ], ;1 —0-R ;00

[0120] AR I S — HAk szl 77 06 & 3 T A e 3k, o Qi 5 BRI BLR &
BRAR ) 25 2 B R R R B 9 4 05 5, Horp 2 %8 5 ARSI F S 2L -NR R, 5 75 Bk
SRS R R S RBE LA s = FUF & -0-S0,-0H ;-0-P ( = 0) (ORg) ,; [-N(-R 4) — (CH,)
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—C(-R,) (-R,)—(CH,) ,—COOR,],; Il <0-R .-

[0130] AR G X — B AR sl 77 0 & X T4k &9 B £, Ho Quk B BRI
BRI 5 5, Hp 2 2 5 MEURIE L B &5 (C-Cy) b % 2 5 AH AL 5-NR Ry s 72
# ;-0-S0,~0H ;-0-P ( = 0) (ORg) o3 M1 [-N(-R 4) - (CH,) ,—C (-Ry) (-Ry) — (CH,) ,—COOR, ], -

[0131] AKX —BAESLiE7r a5 T EYsEt s, H Qi B IR AR & A
RT3, Hoh 2 %2 5 DNEUREEE B3R s (C-Cy) Brfil ik JUE R RN AE R,
[0132] AKX —BESLiE7r NE &K T EWEELE:, Hh ik B B BRE
R 55, 2 % 5 MEUREIE B (C-C,) b MEt.

[0183] AR IR N —BARSLiE 77 A& 1A E &, o Q0% B BRI BUR £ B
55, Horp 2 % 5 NEURERIE B NR R, s FIFR I

[0134]  AKREHR N —BARSLiE 77 U5 N T W EW L, Hd ik (IRHEREA
BRI 5 5, 2 2 5 AMEURAEE B (C—Co) FsE oFl —NRyoR, o

[0135]  ARKBIH X — HAR Lt 77 A& N T AW E S, Ko Qi |« B K L
RNERARR 55, Kb 2 2 5 MR EEE (C-Cy) Lt B s M [-N(-R,) - (CH,),~C(-Ry)
(-Ry) — (CH,) .—COOR.]

[0136] A& BARY N —BARSLiE 77 A& T A Ec &, o Q0% B BRI BUCR £ B
B 755, Hp 2 2 5 MEERIE R (C-C,) brsldd: sk,

[0137]  7E5E X QMY HTIA Lt 77 FAF B, A+ st 77 U Q 2 B 2R, Hor
BAREEAE 2 /D 4- fir . FEFRELESEE T 70, Qe BRI ZREIF BAE 3— A1 4— A B
[0138]  FERELESLE 77 sUH, Q2 BAR I 75 2, 1 1.2.3.4 B0 5 MNEURIR & 5 M/ B A%
Vi

[0139] AKX —BAALiEn RES R TG WEidtEd, Hdh XiEkH -S-, -S(=
0)—-S(=0),- —CHR,) -, -C( = 0)—, A -N(-R,-) —»

[0140] AR N —HARSLE 77 A5 T EWEOLEE, Hd X2 -CHR,) —

[0141] AKX — B4R a5 T mEdtsh, Xh X g -C(=0)-

[0142] AKX — B4Rty e & T EMEELE:, Hh X & NCR-) —

v gy

[0143] AKX — B4Rty A5 T 5L, i X2 -S-

[0144] AKX —BELiE7 NEE R TE et Kh X2 -S(=0)-
[0145] AR —HARSLET RO T EWBIHE, P X & -S(=0),-
[o146] AR AN —BAASZiE 7 A &R T EMBELE:, HP Y & -NGR) -
[0147] AKX —BELiE7 NEE R T mEdish, Kh Y2 c(=0)-
[0148] AKX —BARSLiE 7 NE 5 T 5L, Hp Y 2 -S-

[0149] AKX —BARSLi 7 WA E R T e, Kp Y2 -S(=0)-
[0150] AKX —HARSLiET RO T EWBIHE, P Y & -S(=0),-

o151] A KWK X — AT XG5 NI1tka a0 & X
& —CHR) - B -N(-R-)-sMY & -S(=0),-

[0152] A K BIE N — HARSL 77 A& R T S Ec L, K X & -NGR) - MY
& -C(=0)-

[0153] A K WIH N — HARSL 77 A & R T S W Ec L EE, o X & -NGR) - MY
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2 -S(=0),-

[0154] AR BHIK X — HAR S 77 A2 T A A WEE 8L, Horp R E H AT C —C, M Al
BN AT ELFE B S PRIREBCTE I () F PR EGEE T PR R A [, Horp e B A i 22 /D —
AR FATE A -N(-R) - -0 Bk -S—- # .

[0155] AR BN — BARSKhE 77 206 5 a0 T A WEaLE, Hdr RAE B H R C —C Al
B AT ELEE B AL B FHEBEE T MR R L A, oA e LR I 1 22 /b — Nk i
FAFE A -N(-R,) -, —0— BY -S- & ff.

[0156] AR B X — BAR it 7 A& T AL A WE i Eh, P R H AT C —C WAl
1 BB AR BT BEE F RS A, A R A 0 2 b — ANk ik o
I -N(-R,) - —0- B -S— &k,

[0157] A& AR N —BARSiE 7 A& T LA L, A R 2 He

[0158] AR B X — BARSiE 7 A T AL AWE L, o RE E H AT C —C M Al
B AT ELEE B S IRIREBOE I (I F B AE TR R L 2 [, Horp e B i — AN B
B AR A -N(-R) - —0- B¢ —S— # e,

[0159] AR B X — HAR St 7 A T AL A WEEE, Horp Ry [ H AT C —C M Al
B AT ELRE B IRIRBUE I (I F B GEE T R L 2 ], Hop e A ) 22 /D —
AR AR -N(-R,) -, —0- B -S- & #e.,

[o160] AR BHI X — B AR SEii 77 S & 30 T A WEHEh, Hdh Rk B H A C —C M
BN AT ELRE B B FHEBCEEF MR R R A, oA e L A 1 2 2D — ik it
FATIEM A -N(-R,) =, —0- B -S—- & #e.,

[0161] AR B X — HARSi 77 A T A A WE L, Horp Rk [ H AT C ,—C, M Al
(1) BB B AR TR R F B AR TR R S AL ], Horp @ 3 0 0 2D — AN SR Rk b
i -N(-R,) -, -0- 5% —-S— & i,

[0162] AKX —BARSLiE 77 e & LA EWEELE:, Hh RJE H

[0163] AR B N — B AR sSLi 77 A& T A WE &, Hdh Re 3 H A C —C Ml
B AT ELEE B IRIRBOTIE I (I F PR B EE T PR AL L ], Horp e L 1 — AN B
PR AR A -N(-R) - —0- B¢ -S— & e,

[0164] AKX —HAAszir NE SR 1T AW, o R H 1 C ,—C MRS
AN BB B AL B TR EEE T MR A [, Horp e S L 1 2 /D — A Sl
ik A -N(-R,) —.—0— B¢ —S— & ¥ fl C,—C M B AT L BAEE S A B VR 14
BRI A .

[0165] AR B X — HAASLit 7 A S T AL AWsEh, Kok Ry 1 A1 C—C ML AT
BANEL AN ELRE B AL FRR B F B EE T e AL AL .

[o166] A WM X —BARSEi 7 SR & R T AWk dth, Horh Rk [ H A1 C,—C M AT
B AT ELRE B B FHEBEEF M R R A, KA e L B 1 2 b — i i
FAEEHA] -N(-R,) - —0- B -S— &,

[0167]  AKBAR N —HARSLit 77 A& T EmEc &, o R& He

[0168] AR B X —HARSLjiti 7 A SR T A, H REH H5C —C MRSk
AN LR B AL T T BT PR B AR T PR R AR [, e e B I [ 1 — A BOPS  Bik Jit
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FATHe L N (-R) ——0- 8% —S— &4t s F11 C,—C, MR BN 1 « B S B SAL 1  FRR I
WEHEF MR A .

[o169] AR BHY N — BAR Sk 77 A & 2 T A G £R, ot Rk B H C | —C AT BL
ANVLRT ) B RESCZAL I TR ) F PE SR T PR S 5L [, o R R PR & D — AN SR
R A -N (-R,) ——0— B, —S— &4 ;A1 C,—C, MR B AN A ) o BB B S AL A FRR 1 T 1
BAETF RS

[0170] AR N — HARSLE 77 N5 T AR, KR RIEH H of € —C LI
AR ELEE B AL FRIR G B AR T R R I

[0171] AR N — BAR st 77 A & a0 LS EaL &, Hih RE H H 5F1 € —C il
BN AN ELREBCSAL R TR B T P BAE T MR R A, L A i S A 1) 2 /> — ik i
FALEMHA] -N(-R,) -, -0~ B -S- & .

[0172] AR —HAARSLiE 7 A5 T AL, Hd RA2E He

[0173] AKX — By /a1 %/\%&/ #h, o RIEH H 5C —C HANEL
K@ﬁ%ﬁﬁji%MﬁﬂM$ﬁjﬁiﬁ%%%@ﬁﬁW%%@m AN
FATHHL ] N (-R) ——0- 8% —S— &4 s F1 C,—C, MR B LR 1 « B S ESAL 19 W FRR B F
MEEHEF R RIEA.,

[0174] AKX —BAELE T RS K GBI, Hdh RAR TUHSE
PATE B M A BN ML R B A 3 2 4 AN R 7 BB R, B — AN 2 ANk R 7Tk
F -N(=R)) — B —S— & 4 DUE PR, B Ry R 7T DLAELA DU s A B A B AT B AT 5 2
6 M BRI, Hoh— AN EE AR E ARG LA N (-R)) - —0- B —S— & #.

[0175] AKHABK N —HUAELE T N85 1 E e, Hp RAMR,ATUA
AUE BB A WM R A 32 4 DMREF R, X — a2 Nk JE 7T
M -N(-R) - B -S— & e DL iR Fh. A8+ S50t 77 sU s — AN B A i iR A4 4
FI -N(-R)) - B —S- B ¥ AL 2% E .

[0176] AKX —HAASLjiE 7 NE &K 11 & &, AR TUHS
DAY BV AN B VL AT ) AT 5 & 6 ANk il BB IR, Hod — AN B ANk T
I -N(-R,) - —0- B -S— &,

[0177]  ARK WM N — BARSEiE 77 0 & T A el &, 2o AT Q 4 A LK ik
",

[0178] AR EA N — B At 77 A & 0 T EWELh, K RIE A H XX s C,—C,q
TRLRI AN VLT ) B BCZ A  FORBUE IR ) F PSR F P S B A A L R iR R i —
B E NI (xR, C-Clitdt, C —C i, JR Ak, AL, JRlk Rt &5, (C—C)) —hisk
A, T A

[0179] AKX — B ARt 7y A & T EWEdLEh, Hh RJ2 He

[0180] AR N — HAKRSLi 77 A &l 1T A S E Lk, b Ro2 iR,

[0181]  AEHM X — B AR St 77 A & 30 I A WEILEE, H RE € -C MBAEA
I B BC AR FRREBOE I I T B F MR R A, AR R i) — A B N EL
R, C-C e sk, C —C he i B, FR 0k, JR L, R O, &0, (C—Cy) et Bt it
At
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[0182]  AJZEH N — AR 77 A & 3 I A WEILEE, Hd R C -C BB
A BEREBCSALR  FRRBES M F I EEE T R S A

[0183] AR B N — B ARSiE 77 A & 3 I A WEILEE, Hd RaE C -C MBAEA
F ELRE B IR BTE A 0 T2 1 BAE T MR B 5L P o 2 AR

[0184] AKX — B Ak 77 A& T G, Hh RESTHAE T
(C,=C,) ZRFRIHEIR,

[0185] AR A X — HAR i 77 s 5 3 T S s 3, Horb R F1 H s iR R C,=Cy
YRS A AN BB B RS B F PR E T R B R T TR —
ANEZANEUR (X2, C-Cbedk, C -C e, Bk, JaL, MBhst, /3L, (C,-C) ket
L, BB R

[o186] AR EHM N — B ARt 7y N & T EWEELE:, Hth R 2 He

[0187]  AKFAM X — ARy A = 1S sidtdh, Kb Ro2 xift.

[0188]  AJZFA X — ARl 77 A &30 T A WEILEE, H RofE C —C MBAE A
F R EC A FRRBOEH I FHEBEEF R R A IR TR i — a2 N
R, C-CedE, C —C et B, JR 0, JR L, RO, &0, (C —Cy) b h% i, ot it
At

[0189]  ARFEHM X — AR 77 A &30 I A WEILEE, H Rig C —C MBAEA
R BEREBCSAL  FRRBER I T EEE TR L A

[0190]  AREAM N — BAhsit 77 A& K [ AW, Hd RaE C—C MBI
F ELRE B R RIRECTE A 0 T P BAE T M R SE 5E F F  2 BAR

[o191] AR HIE X — HAR K 77 A& 2 T e L, o R EH —1 (on) A
JEF (C=Cy) Z8IRIEIR,

[0192] A & W] A S — HoAk sz 77 s & X1 AL & 9 3k 3L 3, o RORI R 1T BA
AU R MBS A AR BA 32 6 NI F IR, b — a2 A8+
R F -NGR) — —0- B -S— & #7852t 77 =, — A B0 A B R 1T 3%
F -N(-R,) — B =S & e LATE IR FE o

[0193] A B S — BARSLiE 75 S & 2 LA At £, Hodh RyFI R 7] AL A DA RG
WA AR A 3 & 6 ANIREFIIRRER .

[0194] AR N — BAR St 77 A & L EWEL &, ik RIE H H 5F1 € —C il
SN L ELRE SR I TR ECE SR 1) F B EE T Jﬁ SEEEFF SR DT R T FE ML
FECANLHEF -

[0195] AR N — Bk 77 A &l 1A & a L, b R 2 He

[0196] AR FAM X —BARSLi T RE SR 1 S EE, Hd RAE C ~C BAEAM
R BREBCAL  FRRBER M F S EE T R LR A

[0197]  AKBHM N — BARsi  SRa & 2 1A A si &k, 2 RS ER RN LRH 25
+.

[0198] AR B X —HARSLiE 77 A& X T LGB, Ko RZTEREREI Na ™.
[0199] A BHM N — Bk sz 7 R & T 4 A et £h, Hidh RS R A LI B8
*.

E
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[0200] AR B X — BARsLi 77 S0 & 3 T AP 3, Hrh Rg He

[0201] A X — HARSEE 77 A5 30 TS s R, Horb R (C,-C)) k.
[0202] A B 1) X — HAR 52 77 0 & 3 TS s, Horp Ry - (CH L), —C(-Ry)
(-Rs) — (CH,) ,~COOR,

[0203] AN B I X — HARSg it 77 A & 2 T Ak A s £, Horh Ry - (CH L) ,—C (-Ry)
(-Ry) — (CH,) ,—COOR, Hl z /& 1.

[0204] AR BA) N — HARSLHE 77 A TSR, P m 2 0.1 81 2.

[0205] AR N — HARSLHE 77 A5 TSR, Kb n 2 0.1 81 2.

[0206] AKX —HARSLiE 7 NS T EWEcLEh, H 2 & 15 2.

[0207] AR AN — BARSZiE 77 S0 &3 T A SWBLE:, Wil Q2 A R B S L B
R, A4 QARETE 2— AL IRERAR

[0208] AKHIK L — BAEL 7 X5 baWeiH &, R X2 -5, S(=
0)-8 -S(=0),— A Y =Z& NER) -

[0209]  7E—AT71HL, AR T A YELE .

[0210]  Q,~X-Y-CHR,~CHR,~Q,

[0211]  Horfr .

[0212] Q% B BV AIBIR Z B A A IR ISR 2B 05 5, K £ % 5 NE
RIEIEH -

[0213] & s ¥R s AH AR s—NR R, s 75 B SR 0 R o fUHE s R L R R i L s = R R -0-R g5
[-N(-R,) = (CH,) ,—C(-R5) (-R¢) = (CH,) ,—COOR,],; F C ,—C, 1 1 BL A 1 F1 1. H #F 83 3¢
A BRIRBOE B0 1 T R B AR F MR AR A, Hop e B R B g 2 D — ANk R Rk e
H -N(-R,) -, —0— B¢ -S— & # ,

[0214] Q1% H BV I BUR 2 B A A AR B BUR 2B 24 05 55, £ 2 5 4NEX
RIEIEH -

[0215] &l A FENR R, 75 BE At & HE, /oM, R R B R R, = FOF
B ;—0-S0,-0H ;-0-P ( = 0) (ORy) ,3—0-R ;o5 [-N(-R ¢) — (CH,) ,—C (-R,) (-Ry) — (CH,) ,—COOR.]; il
C,—C M BA AN 1)« ELRE B AL 1) 3 B = PEEAE PRI S A, Hodp e B A ) &2
AR AR A N(-R) -, —0— B —S— &

[o216]  Horb QM1 QR /DN Z2HRH 5

[0217]  X¥&EH -S-, -S(=0)-, -S(= 0),~, ~CH(Ry) -, -C( = 0) = M -N(-R,~) -

[0218]  Yi#&EH N(-R)—, C(=0)—, -S—,-S(=0)- M -S(=0),—;

[0219]  RF R, F ARSI F H AN C—C MEATBUA AN . RSB  FRRBTE A 1Y
FHBEEF MRS, AP R L 1) 2 D — AN R AT E A -N(-R) —.-0- B -S- &
e

[0220]  R,FI R %% H M7 HLE H H ;C —C AN B AL AN ) ELRE B AL TR 1 T 14 51
AEF R AL B A, Hoh R e B A ) 2 D — M R P ARE A -N(-R,) - —0- B —S— &k
C,=C MM A LA 1)« ELEEBCSZAL 1) PR FPEBEE T R R L [

[0221] =Y

[0222]  RyF R, F] LAAH & BLJE Bl v A BCAS W A0 1 2 A 3 2 4 ANk iR+ 1 B B, H o
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— /N AR R AR E A -N(R) - B -S- B DUE BRI, B RAIR AT LA A
PATE R A AT BOAN T A AT 5 2 6 ANk R BB ER, i — AN B2 AN R A 1
H -N(-R,) = -0- B -S- & #t ;

[0223] &%

[0224] RN Q7] AZLA PLIE BRER

[0225] R R &% EH Bk B H ;gAY s C,—C, MBS AN A ) L BLRE B SO AL FRR R
T FHECAEF R A AT TR R — BB X%, C-C ek, C—C
SR, AR R AL BRI, B, (C-Cy) bedk, (C,—Co) hniRad ik, Bt el A .

[0226] &Y

[0227]  RyFH R AT A & DUR BB A BB R BA 3 2 6 Mk i1 aEr, Hd—ANEL
ZANRIE AT -N(-R) —. —0- Bk -S—- & ;

[0228]  R%H H ;A C \—C, M BA LA H) . B FE B A 19 IR B I 1) F PR EE F 14
Je IR s AR R ML IH & BCA WL I -

[0220] R EASZHLIE H HAL (C,—C,) SRk

[0230] R, [H H A1 —(CH,),~C(-R,) (-R,) - (CH,) .~COOR.;

[0231] R, & H H, SALBIBCR AL (C,—Co) bad:, Al (C,—Co) Bt

[0232] R, & H H, STALBIBCRSALE) (C,—Co) ke, Al (C,~Cy) Bt

[0233]  m Al n % H FALHLE 0-2

[0234] 7z J& 1-2 ;01

[0235] Sk X 2 -S—, -S(=0)- 8 -S( = 0),—, B4 Y =& -N(-R) —

[0236]  FE—AJ7MH, AR T EYELE .

[0237]  Q,~X~Y-CHR,—CHR,—Q, )

[0238] .

[0239] Q1% H BRI BCR 2 B 5 A A B BCR 2B 24 05 58, £ 2 5 4NEX

RIEIER -

[0240]  HH 2 s-NRR,; 74 BE 2 & 28 &AL R AL, R WL g 2 = &/ F & -0-R
[-N(-R,) = (CH,) ,~C (-Ry) (-Rg) = (CH,) ,—COOR.],; I C ,—=C, ¥l 1 B A ¥ A1 (. B B 5 32

) ERIRBCE B 1 F B AR F MR R A, o e R A R 2 D> — ANk B Rk He
A -N(-R,) - —0- B -S- & #t ;

[0241] Q1% H BRI BCR S EUR A A B AER I BUR BRI 225 2, K 25 5 X

RIEIE R -

[0242]  RH FENRR,: & BE & A, &5 R R, R B Ik H, = 5 OF

4 ;—0-S0,—0H ;—0-P ( = 0) (ORy) ,;—0-R ,; [-N(-R ;) - (CH,) ,—C(-R,) (-R,)—(CH,) ,—COOR.],; FlI

C,—C MM BA A ) L ELFE B AL 1) 3 B T PEEAE T PRI B L ], Hod e B L A 1) &

AR AR A N (-R) -, —0— BY —S— &

[0243] M QA1 Q /b — AN ZHUR

[0244] Xi%&H :-S— -S(=0)-, -S( = 0),~, CH(R,)—, -C( = 0)—, Fl -N(-R,~) — ;

[0245] Y i&H :-~N(-R)—-, M -C(=0)-;

[0246]  RFH R, M7 HIE B HAC—C MR BANEAT 1 ELFEECGZ AL 1) FRECE I )
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FHEEEETF R A A, R 5L B 2D — AN R ARkt A -N(-R) —.-0- Bt -S- &
e,

[0247]  RFH R %% H A7 % H H 5C —C o MUABCAN AT . BB BT AL TE 3R 1 T PR B
EF LR A, Hop e B A 1 2 /b — AR ARt A -N(-R,) -, —0- B —S— Bt ;M
C,—C AN BANELAN 1)« BELREBSZAL ) PRI FPEBEE T R R L [

[0248] &Y

[0249]  R,FI R 7] LAAH A PATE Al M AT B AN RN G LA 3 & 4 N JE F B B, Hop

—ANEE R AR -N(R) - B -S- 8 i DUJE Al R R, B RAITR AT LA A
DA TR J W R0 BN M A HL A 5 22 6 AN iR BB BR, A — AN B AN T AL
M -N(-R,) - -0- B -S- & #t ;

[0250] &%

[0251] R Q7] A& LI B

[0252] R FMR 4% B RS HE B H  pq 48 oA € —C AT B AN RN ) L ELBE B S ALY PR R
LTI FHEEEF R R, AL AR i — DB N U k3R, C—C bk, C—C.be
SR, PR AR R AL R, JE, (C-Cy) Kedk, (C—-Co) bRz, Bt A .

[0253] &%

[0254] R R AI LAZHA DAE A BCA AT R B 3 2 6 Mk F IR, Hg— N
ZNBE AT -N(R) — —0- B -S— &

[0255]  R,i%&H H ;A1 C,—C, MM BCAEA R B BEZ AR IRIRBTE S 1 FHEBEETF 1
SR s AR R I AL & BA WL B+

[0256] Ry HSZHE H HAL (C—-Cp) Jakk

[0257] Ry [ H A —(CH,),—C (-R,) (-R,) - (CH,) ,—~COOR, ;

[0258] R, & H H, STALHIBCR AL (C,—Co) kudik, AT (C,—Co) Bt

[0259] R, H H, STALHIBCR AL (C,—Co) Kudik, Al (C,~Co) B

[0260]  m Al n £ M7 HE 0-2 1

[0261]1 7z & 1-2,

[0262]  fE—ANT71HL ARHER T A ELE, i .

[0263]  QEBURHIREE, 2 2 5 ML H A 5 (C-Cy) Ketal ik JFIRE

[0264] Q& BXAR AU K&, HoAh 2 % 5 AN AU 3% B & s NR (R, s 2 3 :-0-R s Al

[-N(-Rg) = (CH,) ,—C (-R5) (-R¢) —(CH,) ,—COOR,],;

[o265]  Hieb QA1 Q& D—AEHARE ;

[0266] X 1& [ ~CH(R) - F1 -N(-R,-) - ;

[0267] YiEH -C(=0)- M -S(=0),—;

[0268] R H;

[0269] R,&H;

[0270] R,FIR &% H;

[0271]  RyFH R %% H A7 L H H 5C ,—C, A BCAN AN 1 BB AL B IR IR BT I )

FHEEEET MR IR A, AR R & A UK

[0272]  RIEHE H ;A1 C,—C MURBCA VAN . B BCC AL RBOE I ) F B AR T 1
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Je LA AT BRI TE AL & T B AL 5

[0273] RJ&E HAI (C,—C,) #R%E ;

[0274] R34 [ H A —(CH,),—C (-R,) (-Ry)—(CH,) ,—COOR,;

[0275]  m Al n % H B 0-2

[0276] 7z /& 1-2.

[0277]  FEAR R BT T7 T PG SEE 77 U, QAT Q .08 IR o Q g, fE 2 /b 4- fir
g (C—Cy) SR BBURIERU R, EFLesji 7y s, 4- AL B2 (C-C)) pesdk. £
TS g7 P, IR 2-.4- M1 6- 1k (C,—C,) B3t ik LR, Qe k3,

HAEZ D A IR s~ NR R, s R 3, 5-0-R s F1 [-N(-R ) = (CH,) ,~C (-R;) (-R,) — (CH,) ,~COOR,]
ZEX’PC ° E%%%ﬁ@ﬁﬁ EF' »4- ’fEEX’fJC%I@ Q NR 10R11: [_N (_Rg) - (CHz) m_c (_R5) (_RG) - (CHz)
,~COOR, ], 1 =0-R 5, fIL1%E [-N(-Ry) —(CH,) ,—C (-Rg) (-R,) — (CH,),~COOR, ] ,#% 141, & ~NHCH ,COOH
A1 -NHCH,COOCH, M1 —0-R , JEF A5 -OH Ml (C,—C,) %efa . Btk A 5t . 78 HE e st
ﬁﬁt':' ’ QZ%:EMJC Fﬁﬁfi%, E 4- ’fﬁ%EZ NR 10R11 ’ _O_ngz [_N (_R 9) - (CHz) m_c (_R5) (_RG) - (CHz)
—COOR, 1, B AR FII 7E 3— 47 #% NR (R,,, & F&, ~0-R,,B [-N(-R ;) - (CH,) ,~C(-R,) (-Rs) - (CH,)
—COOR, 1, BRAX. 7EFTIR 3, 4- U B 2R 5 p e ) s e 77 s, 4 47 BUAR 2 & —0-R (o 1fi]
3— AEEUACEE & NRoR,,» —0-R,oBX [-N(-R 4) — (CH,) ,~C (-R;) (-R,) —(CH,) ,—COOR,],.

[0278] f —ANJ7H, AR -

[0279]  4- ERHE: —4- FOR CHEBT 5

[0280]  1- & —4-(((4- WAL ) WElL ) FHL) o8

[0281]  2- F43E —5-(((2,4, 6- ZHEIIRK LI ) WlERL ) FHRL) RKiL

[0282]  2-((2- F% AL -5-(((2,4, 6- =R LHE) Wil ) 4 ) R ) =) &
i s

[0283]  2- H4JE —5-(((2, 4, 6- =HF ALK LI ) WL ) FHRE) KWy

[0284]  4-(2-((4- &KL ) WABLHEL ) 24 ) RKAFR

[0285]  N-(3— & J& —4- FAEFERIL ) -3-(2,4, 6- ZFHILIKR ) AL

[0286]  2-((2- F% L —5-(((2,4, 6- =HEHIRLHL) WAL ) L) R0 ) &) &
e P

[0287] 2,2 —((2- B -5-(((2,4, 6- =HFAMIK L) WBEAL ) FRL) X)) Hki—
) O FEE

[0288]  2-((2- F4 AL —5-(((2,4, 6- =HREHEIRLHE) WAL ) ) R ) =) &

B

[0289]  2-((2- AL -5-(((2,4, 6- =HEAEILR LK) BB ) FAL) KAL) &3t ) I
B

[0290]  2-((2- &L 5-(((2, 4, 6- =AEFIRLHL) Tlidt) Fik) opdk) 24 ) —2-H
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A 2> — A AT ] -N(-R,) -, —0- B -S- .
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T P 85 S SR TR P Ry o T 70V LA F35 e i R A ) B ) ) B AR SR AL 25 1k, AT
A 25K AE IR TG PR AR PO AR 32 42 e il 771 5 AR A ) B o

[0581]  SE[H LA No. 5, 674, 533 A RN MAL G, 245 245 %5 7 w) HAT— M7 2
A E 0% 25 AL . 5 No. 5, 059, 595 FEIAR T 1A 77 i) 52 458 s, L Ja iot {2 FH 47 18
BRVE A T 28 BT RS PR PR ASYE YT o 32 [ LR No. 5, 591, 767 HIR R AANE 22 1% S W77, FH T
A% 4 P AR R R A B A A R AR TR A AR R IU R R. SEE LA No. 5, 120, 548 A FF
BRI IE B E, AEn] KR G, SEE LA No. 5, 073, 543 HIR 52428 TR AT
w5, S A EE LT HE - RSB R E SR E T RE LA No. 5, 639, 476 AT
R [ [ 44 52 B RS 161077, BAT AT 2R 1 BK R IR SR S R & K 0 O B A4 424
] B A AORE SR T 32 R RC IR0 o SE & No. 5, 733, 566 i IA B A £ &
OSSR FH 38

[0582] ¥ TRy B B2 S5 JEUR] L B2 %5 B 3 TR 2 R, il o pH, L2, Bl , /KB e AR 2R
FRATBNAEY . AFAAELYREIBI S AL . G140, 7E—FhsE it 77 2, 52408 il 43 ] A
AR ROR BIAE LR 25 22 (838 2 S R W RE TS TE R B 2 FLOF 0 o ARG 7 A28 o) 7 4
AR RSP SO —Rs e ML &4 (EW) , LR &Y, AR R, Je, 7]
BB, BRI/ BURER, HACRETS PE R AE 29 S 0 P I 52 4RI A8 30— 3877 3K
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o, 2P AL L B B T & KR ES, pH, 155 oAk P 1§52 B35 5 i A= AT B . AE
NSk 77 3, AT DA VA — SR, Ao i 1 s 4048 NAE S 00 T 2 AR R TA B — BRI
B Bz FUEN SRR AL e T, B A SRR S AL — BRI BUE Bt L
(IR, EH RV MR R BTN BB

[0583]  HISKACHIZGMA AW 2 7 AT e B AR AR A S A F 007 4o (B,
2/ RNEFRE R National Food grade) , — M2 /Dot d, M — 2 /D RN2W) .
BRI T AN IR A, AW e /e a0 38 B4 S A 259 = P AT R B rp i o SRR R AT 1) 4% S
(Good Manufacturing Practice) FrifE il & BELH] o 5100, & B I EC K55 A] DLE T A/
SRR ERBOR / B ATl T 35 [ A S A 250 SR ) A LA A% SRR R

[0584]  VII. KK HIAGMFLAEYIIL L SR

[0585] 3 T AL &9, QG252 Frl B2 (8, ] DURIS AT Mg 24 7, 556 Dk B
TR BN EZ . B B AN LR, Bl ke, VLA, sk e, BEE i, B, BLE w5
PR (B2 ) , BN, BB, RTRER N4 24 o 75 AR R B P A 4 28 3 44 P LA
SZAEBCHI 254, H AR 2 A B MBS ORI B S RS ) R A2 o 9, 2540 mT LR
AL T e w1 0 o T 32 48 B A6 38, B TR R AR K R R34

[0586] AT SLiiAs A B A —Fh B 2 A ik &4 m] AR iy it A R BAS Rl 2 25 1, B 1
1BIT HRE T A AR 2 T o A S r AR e 291 BRI e dulEh sz al, 5 e
V) BRI EPUREA Y — R, S e A B e PUINEA A R A T

[0587] YT A AT AT — @ A B, DL IRASSZ TR 77 28, B L I T R0 JRTT
128 T R B T 6 T A 3 BN Rk BRI T o AR — RSt T I R ITIEAT A 4 B4
16 J& . 3EIT i RIMT MR B E R,

[0588]  VITI. AR WIMLEY ) A5

[0589]  A. JE FAYILE

[0590]  REERAR YELUIRA KW AEY &H—DBEANFIEF O, WA Y] AELE A
A DLA 5 A S0 AR B AE X A T2 B E AN e R A TR, AR A FEA K 4L &
W EIAT 55 AT B (R0 WA, S WA, S0 9 BE AR Bl TR &

[0591] ?ﬁ*Mmﬁfﬁﬂﬁm#ﬁ%@3~ﬁ#7$%%ﬁ@%ﬁ%ﬂﬁ%%o
7 AAL A D) B O IR R e S0 M, BB AT RE 8 B IR AR O T T . B A T A AR 4
Cahn-Ingold-Prelog RGuIEE . — e PUAZEH IR SR, 1 73 BRI A4S S AR 0 1
B S NG, R e R R R EE R NIRRT E, W T fe e (R) Flin e
SRR RS D A, U rF e (S) o 75 FIRSEH| 1, Cahn—Ingold-Prelog 24 A&

ASB>COD BARZN IR F D 25 RS

[0592]
A A
/Q\\D /Q“D
C B B <
Ry#AE (S)H R

[0503] A< i BT A 18 i AR X A L RCEATT IR AT AT 73 10 = Xef i A4 ARt e A St 4 7
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TOAH R o AR WA mT DA I O %0 43 B8 1 A 4% tEAH AT SO (3 AN 2 G ok 3k 70 o

[0594] 7 ESIBEOG RAAE ” ARG, H OB b Aliik B AH LR A R 20 Bt Rt
o DLk, 7 B Ak 22 /0 29 80 %, AL 2 /b 90 %6 Ay, T 42 Bk 2 /D 98 %6 41,
AR E /DY) 99% 4if), #Z E BT,

[0595] 435 (1) e O e A A mT DA e s e () - 1 B R 4k B AN IR S . RRAE —
PhETIRTT V%, BA R T 450 B0 A P B L T M 4R B 2 e VR S g HPLC A& B F
AL, LD AICELPCHIRALPAK® £715% 7 10k (Daicel Chemical Industries,
Ltd. , Tokyo, Japan) 4354 99 % B s 2L 6 i id . FEMRIE A= i 4a 44k .

[0596]  B. JE¥k FMBl%

[0597] WP HH T [Fl SRl il B 422 1 52 B e & Ak 2 e e ( RIILHRAEIS C-N S HA XU
FEAE ) (A0S SCUlEH ) , PTREM 22 21 73 FF (1) e i e il A P2 B 2 7E RSO BR B R 45 9 HH i
PSS o 30 PR fife HE LG 25 M) B3R, A0 AR AR R BB I A B ARG, T DA i e e A AR 1)
FaoE T, HoFE L1540 ST DME N BB — A2 e i i Ak 7 B R R ATE e A7 AE . TR,
AR AR T BT E 7] RE AR E BeF ik

[0598]
Q /A % Mk ? /
HN %N\
\ A

B

[0599]  IX. SEjafs

[0600]  JR At NIk AR R H PR S it ) DA REAR R o SRy 7 —ROTVE 7 BYA RO FE A E
P15 — A RO BEAT Ik & BB £ SR, A SUBE AR N G R PR i AT B 7R 2 B A k]
AT =45 8 SRt 77 M DA R e o 02, e B2 00 Bt P e 25 € 38 925, B0 HPLC W] BAA K
T B R R RIS ) o 77 it AT DA 3 B R A AR Ak, H A an AR 9 7 AR 0 B P i BRI S )
DR AR A . AESEE0 = AR, A JE BV 0 B 45 i, A O s, IEAHBUROAH HPLC, Bl 2%
TRHS S AT ISR A B AR o ARSI AN 570 7 B A A0 4] D5 A8 e I8 2% AP ok B RAE AR R G [
MRS EE Y, A BATIE FESELS . 2 W Vogel” s Textbook of Practical
Organic Chemistry, by A.I.Vogel,et al,Experimental Organic Chemistry:Standard
and Microscale, by L.M.Harwood et al. (2" Ed.,Blackwell Scientific
Publications, 1998), A&l Advanced Practical Organic Chemistry,by J.Leonard, et
al. (2" Bdition, CRC Press 1994).

[0601] FH&E1
[0602] —&FEF I-VI T AR 1 BRI &S 1-7,
[0603]
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T a i b ¢ 4
OH
/& — /K —— Q1/\/ —_— Q /\/Br
Q1 0 Q; 1
1 2 3

[0604] &1

[0605] % T % 0 48 (19 ) B2 2% 2F 19 AE BR ) M 52 77 =X ] LA $& :a) "[PhyPCH,] -Br,
# —BuOK, THF, 0°C —r. t.,2.5 /N ;b)i. 9- B2 —3F (3.3.1) £4, THF, 0° -r. t.,18 /]
INf 511. H,0,, 3N NaOH, 3 /NS s¢) CBr,, PPhs, 2 /NI 3 d) NaOH, MeOH, 2 /MBF s 11 e) 1,0,, AcOH, 24
/NI o

[0606] — BT

[0607] W& E 1 MWL ED 2 BRIIK LK o

[o608]  FE=IE NAEZAUT, a] F A = OR EE IR (47, Ommol) FIAHUT EEHY (53. Ommol) [¥]
TREW, INNTE/K YR ("THE”) (36mL) o E¥ &1 7E DK F R0 24 & 10 B 2R B
1 (45. Ommo1) ¥ T JG7K THF (18mL) , [A] )R BEVRA W0 N 90 438 o ARG IR FFIHE IR B 60 4381 o
IR B AN K, S EEVE . SKIBAMH ZCBER =K. &6 EIETE
T/ MgS0, 1. ERRZIG, ¥ E N K& IE Tkt LUTE = R BB S . Az
Ji» ZE RS AR TS T ZE MBI A LA, IRALEURI 2R 245 2 e g (T4-86% )
[0609] —f&FE/F 1T :

[o610] W& TTE 1 FLEY) 3 BURH 2- REE LB,

[o611]  [a] K ¥ B B AR /9 2K £ 4 2 (12. Tmmol) A THF (40mL) ¥ ¥ in A 9- Bl ¢ — 3%
(3.3.1) F4x (79-BBN”) (0. 5M, 7 THF 7, 25mmo1) o 75 FRIEIE B HEAT I B0 18 /NI, S8t
A MeOH (40mL) J¥ Ko 7£ 30 43 $f i+t 2 f5, 218 #iin A 3N NaOH (40mL, 120mmo1) # 35 %
H,0, (75mmo1) « FHRIRAIFEZ W N HHE 3 /N, % H,0 e 7= OBEREUOR IR . &5
FERANLZ H EhKEE SR, 78 MeS0, b1, Wi, TRALER AR IHTIRY) , 4 Hoadid (i ik AE e IR
Faifh, Tk /EtOAc (5:1 & 1:2) , IRALEUR 2- R EE 4BF 3(85-90% ) , & Aot 44
[o612]  — e/ 111

[0613] & TE 1 L&Y 4 BURH (- o) K.

[0614]  []UKA [ 2- RFEE 48 3 (11. 1mmol) A1 PPh, (13. 3mmol) [ CH,C1, (20mL) &N
CBr,(12. 2mmol) « VRAWMIEZE I THEFE 2 /N, W 4a, 3R AR AR IHCIR YD, s Jod it f i
FERERS E4ifl, SRAI TS /Et0Ac (10: 1), JRALEUARH) (2- R4 ) 7K 4(80-94% ) -

[0615]  —fFE/F 1V

[o616] il & 775 1 MIfLE4) 5 HURA R BE A
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[0617] G EUARHFIEERALY) (4lmmol) FHBRAR (55mmol) [#) 50mL 7K VAR AE [R1E T n#i 2
INBF o VA ER BITR G, AR RS 2 ANE, S R A, T, BT A TR A A, SR R RES
o A —PA T R R MR E 2 90% .

[o618] Pk mEifCREG L (10g) i S5 A A T e (100mL, 15:85) Wik =X, b5
RSN, ZFR BRI T (100mL, 15 :5 :80) Wik =R if. 248 3 HREU W E
FRASCHR 1] 0 B 0 2 25 R S 5, o o i e e PR A (i k(b / PR B, 4:1) 46
o ZR N REE 25%

[0619] —MFE/ TV

[0620] & TTE 1 LG 6 AURHIREE (BURHIZR ) ikt

[0621] Al VA A A AL BN (100mmol) 146 X FF BE (50mL) ¥4 ¥R 2% 18 i N 75 2t R 1 B
5(100mmol) , R RIVR-AMIHRFE 5 438 FE & B (2- R 4HEE) 28 4 (100mmol) 43-ftLn
NGB, TFERAY 2 /Do AESERR N 2 fm Clla )z Eigik (YTLCY) B, 4
R BB oK, BidE, I8 AL &, FHUKA K Eess, TH SR8 7R 1 ik &
6, & AR (82-95% ) o

[0622] — LT VI

[0623]  Hl&TTE 1 M EW T Q- (BURHRREmM L ) 458 ) BURRIR,

[0624]  DISREIEIRE, A19K L8 (100mL) I EUARH R 2 (BRI 2R 48 ) Bike 6 (50mmol)
SREINA 30 % it S ALE (60mL) o 2R 5 SR AR FRE ST 24 /). il 380 =
R B B4, 1 PR B vK . U8 B LA, KBS, T8, In 2= 55—k (
AR ) . WHRBEEES NG RRMAAR - (BRI REMNE ) o2 ) BRI 7,
(72-76% ) , /& Fulfl 44

[0625]  sLjiafsl 1

[0626]  4- &I —4- AR LA b

[0627]
NO/ F
O
Cl

[0628]  HRIETTR 1 Gl &AM AEY). 5 0. 01 BE/RESAAANIT FEE 30mL AV IN % 100mL
AR, 78 10°CAE . (A E VAL 15 0. 01 FE/R 4- S EREE 218 N AN B A Y.
SRR AR B e AEIIN 58 B Y RO AS BRI, A NN 1-(2- S5 ) —4- /oR
(0.01 BE/R ), fESIE NP B IEAY) 3 /. Jlid TLC (2 ik ) B N 2155
o TESEIZ G 1 NIRRT YH E REOK o o S AL &, FOKE BIK B, T 1
P — IR V R P2 AR AR AL ) R 90 % A A5 36-38°C.

[0629]  SLJiEfs 2

[0630]  1- & —4-(((4- WA LI ) WEfEA: ) X ) K

[0631]
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[0632] ARIE TR 1 Bl &FRBALEW . ¥ 4- &N —4- FOELEREE (4. 0g) KK
(25mL) PKAEWINA 100mL BB PAE AR 30 %6 i LA (8. OmL) MRS
Y. SRJG, B I RR AR FFAE IR 24 /N BHRADIRE 20K, o I A [E A,
FHUKAA B KEEE TH WRIE R VI (R F 7 AR B &9, I EE 80 %6 g A 142-144°C..
[0633] 'H NMR(CDCl,, 300MHz) : & 3. 55-3. 60 (m, 21, CH,) , 3. 75-3. 82 (m, 2H, CH,),4. 30 (s,
2H, CH,),6.92-7. 10 (m, 6H, Ar-H) ,7.15(d, J = 8. lHz, 1H, Ar-H) . YHRMS :m/z it &
[M+H] 313. 69 ;523 313. 40,

[0634] T7Z 2
[0635]  FH—JFE/ VII-XI Skl & TR 2 K& 1-5.
[0636]
NO, NH,
O H d b
Qq Qq Q
1 2 3
Qy
s0,0 |¢
4
ﬁ H
Qs N 7
\S/ \/\Q1
I
(@)
5
[0637] 52

[0638] T 20 BRI I B 4% A 1 B R il P4 22 e 77 = PT BAELFE <) CH;NO,, NH,0AC, AcOH,
EtOH, B3 sb) LiAlH,, Et,0, THF ;1 ¢) JE/KIARR / mEne, i &8 CH,CL,/Et,N, rt.
[0639]  —fHEF VII
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[0640] & TR 2 AW 1 BRI IR

[0641]  500mL 2 SRR LA B4 By, fiFEds, SN O, AR TH. 0. 425mol [HEUAR
7K,0. 625mol [IFALEE, A1 200mL (1) 1, 1, 2, 2- DU e B TR, T H IR 54, [RINFRE R
IR BT K EAE B IS, BB FULE . BB NI 5, BrE ANV, £E 10
SR A NN 197 FOAHES 1) B K &AL ER . IRBZIH R F IR 59, 72N Z J5 MUKIR BR
25, dkakidit SALEAUE 3.5 /NI, RIS In# R S B2 70°C . TR 67-T2CHE KR
RESER . AE5E R N ST ¥ H) [ SLTR A4, 022 e KA 50mL W SRR R G+ . THE KR
NEVRA IR ARG IR 3 /N o ik R BEVRA WIS A, B AN VLZ , I TU S ke AR BUK
2o ANLZEH 10 % BREBNEIGEER , 28R, TRAFA G 1) BUCACOR B %, HAEAlifk 5 3R 15 5| d 2k
(BRI RS 1. WL 79%.

[0642] —MXFEfP VIII

[0643] & TR 24EW 2 B (B)- (- THRE O 0mAE ) oK

[0644] % (0.50mol) BEXACZEFIEE 1, (1.55mol) Ag: A4, 1 (0. 50mol) Z,BE%%MT 400mL
VK BRI 2 /NI SR TG 0K — ZKIR G XL 44, JR AL I8 4R, A A BEE
2k i SR A B (B) - (2- BEEE 2L ) 2K 2, (80-82% ) .

[0645]  —fFE/F IX

[o646]  Hil&TTR 2 LAY 3 BRI 2- JRIE 4.

[0647]  FEZSA N, (0.421mol) BURH (B) - (2- fiH2E 242 ) 2K 2 1 500mLTHF ¥4 7K
ZeAg A (0. 782mo1) LiATH, Y 400mL Et ,0 Hkl. FEMA TG, EWIENR 1.5 /N,
SRJE NN 140mL IN NaOH, it yEVR G4, [E4AH 200mL B 15 THE 2£HX. H THF 22HL, 5 38
B R A o KRR VITE T Et,0, 4E K,COp b1, SRR 4, LIRS B B 2- R 2
fi 3, fEAEAL 1Rt 55 % A 377 o

[0648]  —FE/F X

[0649] &R 2 LAWY 4 BRI R EBE A .

[0650]  7F O°CHESIPEFEEALIR (1. 09mol) FEEAH (500mL) TR G4, [ 7EA N AHERR
KA FIMNEERR (3. 44mol) KF&E 15 b, E=IE kSt 45 280, BIR S MR 2
WK 7 i S A B, 7E oK IR ER AN T4, 7E 30°C UK KR V77 R RE T I
IR, IR WRAR A 2/3 A . 45 BRI ORI e & 4, 198, A -30°CAEN ke
Beig, SRS TE TR T T AR, $R 0L 86 %0l ZE .

[0651]1  —MFE/F XI

[0652] &R 2 LAY 5 :N- BUCHIZK 2 LB I AR e

[0653] ¥ 0. 05mol FIEUARIT 2- KA 2,84 3 V5T 40mL JC/K A AN 6mL To /K ILEIE 1 7R &
[FVE A, NN 0. 05mo 1 FEUAR 2T & 40 0B S SR B W03 1, T Bl Y [ 4, 4244t
FH I N= BRAR R 2L B R R BE I 50 B 45 00 Jo 3R 15 Al 1 BRI R 2 8 B R I R I B i
5,3k18 55% &,

[0654] 7% 3
[0655]  FH—MRE /T XTI-XTV kil %774 3 b 54 1-3 -
[0656]
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NH, Q
R
O R4 = . R4 .
3
Joay e Y
Q2 Q1

[06571 &3

[0658]  FH T 4% 20 R 1) S i 4% 14 1) AF PR il 74 S2 e 77 37T AL HE :a) EDCI, DMAP, DMF, rt,
20h.

[0659]  —ffFE/F XI1

[o660] & TR 3 WA 1 HUUIR I,

[0661] % 312.5mL 7K, 18. 75g M4 mR R, F1 0. Imol FIEHF R E T =3+ .
FRAEY, BRI, AR LR b mER e ol k. EEMZL A 10g RS &
TR, R IR G E R SRR S e AT k. BN 10g IR, BR[|
MIRAYEZ SRR BN R &R 2R RSB 2K . AR A S 2 =
AR, FKBEEPRIIR . WRAGTEWL, AEHEFE TN 18. 7omL W EhIR . I I8 I R [ 44, FH V&
IKBEER, 78 100°CT 4. U2 68 % BURIIZR L 1.

[0662] —MXFE/P X111

[0663] il %7 E 34L& 2 (B 2- FRIE 4%

[0664] ¥ (0.50mol) BUACHIZEFES, (1.56mol) AYJEF &2, A1 (0. 50mol) ZFR%% AT 400mL
UK PRI 2 /NI, SR FE AR UK — AKIR G IX R[4, SRtk uliic g, B O iFE
25 it TR A R B )

[0665]  (F)—(2- hSE 2.0 4E ) K 2(80-82% ) »

[o666]  FEZ ST, K (0.421mol) BUARAY (B) - (2- S 24 3E ) ZRAY 500mLTHF ¥4V 2%
ZhnA (0. 782mol) LiATH,7E 400mL. Et ,0 R EL. FEMASER )G, FIFIRAY 1.5 /N
i, SR 5 M\ 140mL IN NaOH. 3387844, 44 200mL #F% THF 258X, THF ZEEL, & 378
T R . BIRRVIET E,0, 78 K,CO5 B4, SR f e, $RAUK S 2, FE2iAk 5 fit
55 % M4 B o

[o667]  — /T XTIV

[0668] % 7T R 34LEW 3 N- BRI 28 2 IR B A 28 FF B e o

[0669]  7F 10mL N,N- — H & H @ iz (DMF) 1, 3% B AR ) 28 B 2 1 (1. Ommol) A
EDCT (1. Ommo1) (1- .2 -3- (3" - AR ) Ik “Wighiesh) BA. AR T
FEZIREY) 1 /B, ARG IMON 4— SR SR me (DMAP) (2. Ommol) FHERAR [ 2- 2RI 2 i
2(1. 0mmol) o 7E rt FFIEEW) 20 /N RBLRAYH 10% HC1 1Ak, H 418 L BaE S A
FH . ANFHH 10% HCL. MK B S ANA UM Sh /K . A WLAHAE MgS0, b )8 Al J %
AR MG YA s (RS, Okt / QIR CBRECREE / &4 ) 4tk SRAG A ™

mm 3o
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[0670] & 4
[0671]  AI—JBCRR A XV-XVILT K& 7R 4 a5 1-5.
[0672]

I_'\’4 R4 R4 R4
Q1 Q1 Q1 Q ) SOZCI
1
Rs3 Rs Rs Ry
3

1
Q2—4NH2 l ¢

R4 O

[
S Q>
N
m)\(n N
0 H

Rs
5
[0673] JT& 4
[0674]  FH T %20 B 0 S B 4% A 10 A PR i ok St 77 S AT A4S <a) Na,S, EtOH, Al 2 /)N
b) PR R A E A E AR RS s AT o) MERE, TEAK I A ER .
[0675]  —f&FEST XV
[0676]  fil& TR ALE 1 : (- HLHE) BURKIZK,
[0677] TR 4 LAY | Retgilit i LA —FRT T-111 Hil 4
[0678]  —f&FEST XVI
[0679] il & 775 4 & 2 BURH 28 L FE AT .
[0680]  EARALEN (0.5 EE/R ) BT 500mL ZEEr . 7E/KiG HINHIRE &Y B 2 A E
NN 0.5 BEIR 4 AT, 4% 22N L 2 B IAiF . 4% 0. 66 EE/RIEUARIY 2- IR £ 0
DRI TN E 175ml 8% o IR S8 1% I\ ZBRAGANTETR, TN IE 22145 S AT 2
Pl AR FIRAINBIRE, SRS AL 2 /N A AR SRA Y, i uE, H 4
B Yec, TR DL AR B Ok BRI b 2, 3 22 68%
[0681] — &AL XVII
[0682]  Hl&TTR 4 WA 3 HURI 2- ORI 2 e Bt &
[o683]  HUARUI R LBkt 2 5 WM R A s S iR (HCL1- i ) — ki,
T RIS S A B -2 JRE b = 3
[0684] — AR XVIII
[0685]  Hil& TR 4 WA 5 BRI N, 2- ZOR I 2 e Bt ik o
[o686]  H ERARIK 2K fi% 4 (0. 05mol) ¥4 T 40mL oK P ER AT 6mL o K HERE (VRS 7. A
0. 05mol HIERARHY 2- ZRJE Z et & 30 T E R NTR S0 1, 138 1 B 1) [B 44, ZRAFH il
i 5, HAE 545 5 5 RS Al BRI N-2— %3 2 fe i e, IR 55 % o
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[0687] 7?;? 5
[o688]  FH—fcHE /T XIX Kl & T E 5 LA 1 f1 2,
[0689]
Q1 Q1
R3 R
Ry AN a Re 3
—>
Qo Y
1 2

[0690] T&E5

[0691] AT %5 B8 1) S5 N 2% A4 1) A1 B /] 1k Si2 e 77 3K ] BLABKE <10 % PD-C, H,, EtOAc/
MeOH, 24-48 /NI,

[0692]  — /T XIX

[0693] I 10% Pd-C/HR R 77 % 5 MIAWAL AW 1, BT B459 1 (1. 5mmol)

[¥) MeOH/EtOAc (40mL) JB &1V FIEIE I 10 %48 / B (50mg) AbFE, 4R it Ad F A4k %
BREBETEASR. ERBERMNZE CGas TLC M), RBE-SY) S i ¢ 35, B Ef
M (50% ) FITRA IR BE C SR, WK 28 R U8 . 1R I 44 F Z BEBE , D T8,
RBAITTE 5 AW 2.

[0694] T ESALAMM I Y =-S(=0),~;X=-CH(-R)- B X = -S( = 0),~ ;Y
= —CH(-R,) -] Be 4 £ E 4] 6, 201, 154 36, 359, 013 ;7, 598, 232 6, 762, 207 36, 541, 475 ;
6,486, 210 s F11 7, 161, 031 [ > FF il 2%, WL 48 516 H A I AR B T /EAF/ET JE R
15 0 R E A SO E Lo TRSAAY LK [Y =-S(=0),— ;X = —CH(-R,) - B X
=-S(=0),~ ;Y = -CH(R) -1, WK [Y = -S(=0)— ;X = CH(-R) - B X = -S(=0)— ;Y
= —CH(R) -1, Bt [Y = -S- :X = -CH(-R,) - B X = —S— ;Y = —CH(-R,) -], Mt fiic %
[Y=-S(=0),-:X=-NCR)-BX=-S(=0),~;Y = N(-R) -] et 3EH L HiF L
FF 2009/0124828 F1 2008/058290 [ il £ , I F2 510 H A= TR I ANA S, B T AFAAET G
NG LN NS A SO e HE LAY 1 ER [Y = -S(= 0)- ;X = ~CH(-R,) - 5L
X =-S(=0)-;Y = -CH(-R,) -] B+ 3 [ & F| i A H 2006/0280746 [1] A F il £, 18
T HE 510 AT I NS, B VAR BRSO N & A S Lo TR AEW 1Y
= -N(-R) X =-C(=0),- H X = -N(-R)—;Y = -C( = 0),~] B f& 5e 1% % i 3 [{ & FI
HE A FF 2006/0167317 (1l %, L 8% 514 H AT IEANARSC, B T AFAEF & B 00T 0
EHASCHIE L. HERSMAW LY =-S(=0),-:X=-N(R)-HX=-S(=0),~;Y
= -N(-R) -] TSRS R i 4 HE S B LR H i AFF 2002/01656412 il &, JliE $2 58 H 4
TFENASC, B T AFAET JE AR B0 W& A AR SO e S

[0695]  SLJiEfs 3

[0696]  2- HH4EIE -5-(((2,4, 6- ZHEILIE L) MEEEIL ) L) JRf%

[0697]
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OCH3

HsCO OCHj

HsCO

S0»

H,N
[0698]  HRIETTE 5 Bl &IFAUILEW . 1 (B)-2- FEKE -5-((2, 4, 6- =HEMLIR LG
WAL ) B2 ) kB (1. 5Smmol) [ MeOH (60mL) VRSPV TR A EIER 5% 4L / % (50mg) 4k
B, 8RS A R E TE AR UM G ClEsd TLC Bl ) , 1 R BVR A
Vi peiEsd C £, C SR A B 5% 98 He 28 DRV, 0 108, iR4E — IRRE P XIX 3R1%
FrREAL A, U 95 % A1 A 128-130°C..
[0699]  'H NMR(CDCl,, 300MHz) : & 2. 98-3. 04 (m, 2H, CH,) , 3. 08-3. 15 (m, 2H, CH,), 3. 80 (s,
2H, NH,), 3. 81 (s, 6H,2X OCH,),3.82(s,3H, OCH,), 3. 86 (s, 3H, OCH,) , 4. 13 (s, 2H, CH,),
6. 13 (s, 2H, Ar-H) , 6. 76 (s, 3H, Ar-H) o HRMS :m/z t1 5 [M+H]396. 14 ;5231 396. 12,
[0700]  sEjiEf] 4
[0701]  2-((2- F% AL -5-(((2,4, 6- =R LHE) Wil ) 4 ) R ) =) &
74
[0702]

OCH;

HO
[0703]  MRAETT% 5 Ml Z AL G, # (B) -2-((2- FEIE -5-(((2, 4, 6- =REAEIAEKL
Mok ) RBLAL ) L) AL ) =) 4 (1. 5mmol) ) MeOH/EtOAc (40mL) TR &3
IR 109648 / B (50mg) ALFR, PRJ5IE I H Sk e s 2 e T A Ul SRR Z )5
(UL TLC #EI ) , #7 Se SR A it i T € £, I BRI S0 (50% ) RSP C &L
e, Pl T & ACDEW o TLDE A, F 2RI, P80 T MR, AR — IERE e XTX ZRAG hn L & 10,
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Wi (96-98% ) »
[0704]  SZjitifdl 5

[0705]  2- F%JE —5-(((2, 4, 6- =RESIR LI ) MilEL ) ) )W)
[0706]

i

H;CO OCH3
H;CO
D\/SOZ
HO
[0707]  MRHE 7L 5 fil B/ brdib 5. 45 (B)-2- FHEME -5-((2, 4, 6- ZHFHELER MM
e ) 2L ) KMy (1. 5mmol) f¥) MeOH (60mL) YR &W)¥A WA EIZ R 5% 48 / #% (50mg) 4b
H, R el AN &R TEA SR, ANz G (B TLC W) , 8 N IR S
VIt IEIT C 2, A R EEAIE eis C EhE, I 28 R BV, V80K T4, AR R — I RE P XTX 3R1%
PRtk &4, W 95 % A A 136-138°C
[0708]  'H NMR(CDC13, 300MHz) : & 2. 97-3. 04 (m, 2H, CH,) , 3. 09-3. 15 (m, 2H, CH,) , 3. 82 (s,

3H, OCH,) , 3. 84 (s, 6H,2X OCH,),3.91 (s, 3H, OCH,) ,4. 17 (s, 2H, CH,) ,5. 63 (s, 1H, OH),

6. 13 (s, 2H, Ar-H) , 6. 86 (d, ] = 8. LHz, LH, Ar—H) , 6. 93-7. 00 (m, 2H, Ar-H) . HRMS :m/z it
[M+H] 397. 47 5523 397. 20,

[0709]  SEjiafs] 6

[0710]  4-(2-((4- & &5 ) Wl ) 238 ) KPR

[0711]

O OH

Cl
@VSOZ

[0712]  HRAE TR 5 HIRFRRAL G, T latm € 10% Pd-C F45 (B) -4- (2- ((4- & FEHL)
MRS ) 27 ) JEH B (500mg, 1. 48mmol) ¥ MeOH/EtOAc (1:1,40mL) WAL 48 /N,
SRR C £ CEBVIRA R EE / &5 (1:5) IREWITSk. WK ELEIHRIER.
FRL 7 o ) R B AL 2, 08, F PR B BRI, T, 4R — RE /7 XIX 3R1G 4 i (AR AL &
W), Hop= &4 480mg A% 1M 265-267°C o
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[0713] 'H NMR :3.12-3. 10 (m, 2H, Ar—CH,—CH,-S0,) , 3. 43-3. 41 (m, 2H, Ar—CH,~CH,~S0,),
4. 58 (s, 2H, Ar—CH,) , 7. 43 (d, 2H, Ar-H, J = 6. OHz) , 7. 47 (d, 2H, Ar-H, ] = 6. 0Hz) , 7. 52 (d,
oH, Ar-H, J = 6. 0Hz) , 7. 91 (d, 2H, Ar-H, J = 6. 0Hz) » HRMS : (M+Na) :360. 99,

[0714] ;B@{ﬁlj 7

[0715]  N-(3— &t —4- AEHEREL ) -3-(2, 4, 6- = HEMIRIL ) AN

[0716]

OCH3
H;CO OCH5
HsCO
H,N N
2 H @)

[0717]  WRHE7TE 5 Hl & brBUL &Y. B (B) -N-(3- F K —4- FAEMATRE)-3-(2,4,6- =
RN ) TAMBERE (1. 5mmol) [ MeOH (60mL) J&-&H)VATR , FHIEIEN 5% 48 / 5% (50mg)
AR, AR JE B S RSB E TE SR RN G GEt TLC J ) 5 R M IR
At C #h, F R BRGNS C SR, Y 28 R DRI, D 0%, AR — ERE 7 XTX 3R
BEE IR AL A, WEE N 96-98 % FIIE i 154-156°C

[0718]  'H NMR(CDCl,, 300MHz) : & 2. 55-2. 60 (m, 2H, CH,) , 2. 95-3. 00 (m, 2H, CH,) , 3. 77 (s,
3H, OCH,) , 3. 81 (s, 6H, 2X OCH,) , 3. 83 (s, 3H, OCH,),6. 15 (s, 2H, Ar-H), 6. 60-6. 74 (m, 2H,
Ar-H),7.09(d, J = 8. 1Hz, IH, Ar-H) .

[0719] 7% 6
[0720]  FH—FFET XX=XXTTT k& TR 6 b5 1-4,
[0721]
Ry O Re O
a S : 0
QAFE‘/QO\ S e o Q \
Rz NO, R3 NH,
: 2
b
R4 ("3 R4 c">
S A O S ' o)
Q/‘\(u\/Q \ ¢
1 s o} - Qi (") \
3 ReN—(GHa)m Rs RoN—(CH2)m
4 —C—(CHp)n 3 _
R5 7 2 R/C (CHz)n
OH 5Rg' )—o&
6] o
[0722] FHZ&E6
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[0723]  FH T %% BRI e B 4 AT iy AR BR 1] 14 St 77 s AT BAES i :a) Fe, MeOH, :AcOH(2:1),
[513%, 3 /N ;b) i) (R = H) BrCR,R,C0,CH,, NaOAc, EtOH, [A]3, 48 /N ;5% 11) (Z = (CH,CO,CH,)
ICH,CO,CH,, NaOAc, EtOH, [H]37, 48 /N 31 ¢) 20% aq. NaOH, EtOH, 2. 5 /N,

[0724]  —fFE/F XX

[0725] W& TTR 6 AW 1 BRI 1- AU —2- 2k —4- (R QAL ) L) IR,
[0726] 7E 6 (LAY 1 R IET IR TR 1 AW 7 HB BIFE 7 %

[0727]  —f&FEfP XXI

[0728] il & 775 6 (b EW 2 :2- FAIE -5 ((ORCHERAMER: ) L) K%,

[0720] (AT 6 (LAY 1 (2. 4mmol) FIHEE / IKAFRIBEHD (2:1,120ml) V&7, IMANEHn
(12. Ommo1) , [FIYE 3 /N o AETERR B 2 )5 ¥ E R BLVR-A ) 28 25°C, N 80mL ¥ 7K. Hi
AN G PR PR, SRS NN 100mL & Bk (VDCM7) , $icdl: 30 %h. WA B T4
BLZ A, 7K AR R S B AVRURH e 2 FH ShK B sc « IR 48 TR A WLZ 22 2/3, IR Tkt ek
F MBS b TR, T, SRATAER TR 6 (51 2(90% ) .

[0730] — AR XXIT

[0731] & TR 6 (LAWY 3 BUCHT 2- ((2- A -5 (R AFAEWEHIE ) B ) Zx3E)
) LT

[0732] 4§ ZFR%H (40. Ommol) VT B (20mL) o KGR LR FEE (40. Ommol) ( Bl 7, H
B8 ) Iz BRI FR 10 8. INATTR 6 4G4 2 (10. Ommol) , ZR /5 [ 48 /N o 7E
SERR N Z S, I TLC I, 8k e 4 S VR A4 2 DK — 7K A o 3t iR Bl g [T 44, FH 7K
Beig, PR ] QB AR, SRR AT A TR 6 77 3(T0% ) o

[0733] —&FER XXIII

[0734]  HI&TTR 6 (G 4 BRI 2- ((2- AR 5 ((OR QR e L ) FRRR ) AR )
A LR

[0735] [ 77 % 6 4644 3 (10. Ommol) 9 Z ¥ (20mL) ¥4 ¥, NN 20 % S0 E AL 49y 7K ¥
(20mL) o IR BV AY) 2.5 /N o TESERUR L2 JG (Il TLC MS I ) , 9800k b 2 9 771, Jl
it CERIRARI R KZ 2 pH 40 i UETE R B4, T, SRAFAR G 77 %8 6 E LI 4, IIAER
(2x5mL) 250, R T AL 7T R 6 454 4, 2 A ik,

[0736]  SEjiafsl 8

[0737]  2-((2- 4L -5-(((2,4, 6- =HEHEIRLH) WAL ) L) R ) &) &
g FP

[0738]
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HsCO

[0739]  HRYETTE 6 B IRRALA W 16 L FREN (3. 28g, 39mmol) 3T FHEE (20mL) . 4 2R
LR FEE (6. 11g,40mmol) INAE R VER, B 10 734 . [AA R SRS 2- B4
e -5-(((2,4, 6- =HEFR L) Wl ) FHR) 28 (3. 958, 10mmol) , 28 5 RN [ 37
4-6 /NI o PR IR AE R NEIR A, AR R OKKF o I UETE I DTNE , P KBRS Y T4 . R
FE i OB A A, R — AR T XXTT 77 AR ai AR AL S 407 i, URZE A 70 %, 72 1 ]
1A, 1% & 156-158°C o

[0740]  'H NMR(CDCI,, 300MHz) : & 2. 98-3. 04 (m, 2H, CH,) , 3. 08-3. 15 (m, 2H, CH,), 3. 79 (s,
3H, OCH,) , 3. 81 (s, 6H,2X OCH,) ,3. 82 (s, 3H, OCH,),3. 88 (s, 3H, OCH,), 3. 95(d, J = 4. 2Hz,
2H, CH,) ,4. 17 (s, 2H, CH,),4.88(t, J = 5. 4Hz,1H, NH),6. 13 (s, 2H, Ar-H),6.53(d, ] =
1. 2Hz, 1H, Ar-H) , 6. 74-6. 78 (m, 2H, Ar—H) . HRMS :m/z i+ [M+H]468. 14 ;52| 468. 1446,

[0741]  SZjiatsl 9

[0742] 2,2’ —((2- &AL -5-(((2,4, 6- Z=HEIER L) Wil ) L) KAL) &k —
) R I

[0743]
OCHjs
H5CO OCHjs
HgoOD\/
SO,
') N
OCHj3
H,CO 4

[0744] W7 6 il & AR AL B4 o KRR (80mmol) ¥ T TR (40mL) » 2— fll 7, 1R F 5
(80mmo1) fNZ iAW, (13 10 4340 o [V EN ) S S IR SN 2- B4 -5-((2, 4, 6- =
FRAR L IR Z R R 2L ) AL ) 8% (10mmol) , SR )5 [H13 60 /NIE o 980 IR 4 I N TR -S40, 15
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BUOKF o PRI BIUTTE , KB, J0E T8 . ARYE— MR e XXTT AR il a4
ik, AR R, T0% s A Ui 44, mp 86-88°C

[0745]  'H NMR(CDCl,, 300MHz) : & 2. 95-3. 01 (m, 2H, CH,) ,3. 06-3. 13 (m, 2H, CH,), 3. 72 (s,
6H, 2X OCH,) , 3. 81 (s, 6H, 2X OCH,) , 3. 82 (s, 3H, OCH,) , 3. 83 (s, 3H, OCH,) , 4. 15 (s, 6H, CH,),

6. ].2 (S, 2H7 AT_H> ’6. 82 <d7 J - 8. 1HZ7 1H7 AI'_H) ,6. 91_6. 97 (m, 2H, AI_H> ° >HRMS :m/Z i«-l_‘
5 [M+1539. 68 ;52 539. 58,

[0746] St 10

[0747]  BFA R 2-((2- FEE -5-(((2,4, 6- =FEEI L) BEEEEL ) L) R
) 4]

[0748]

OCHj

HO
[0740]  #RHAETT R 6 il & ARRL G . 1AI&HE (46. 5g, 100mmol) Y ZEE (200mL) ¥EBIINA
20 %6 S AMAAKIEW (200mL) o[BIV R SR G 2.5 /N o FESERUR N Z fG (TLC B, &
15/ BBE9: 1, fERERR MR | ), Bl B 25 501, 0 A FRR AL R RV E pH 4. IRIE—FRT
XXTTT, s P87 e [ 4, 105, SRAFHA M 2 2L 1R, B AR (2X 25mL) 45, 3R13 0 A i A
UL GGk . 2RI 55 %« M AL :146-150°C
[0750]  'H NMR(CDCl,, 300MHz) : & 2. 96-3. 01 (m, 2H, CH,) , 3. 09-3. 15 (m, 2H, CH,), 3. 82 (s,
9H, 3X OCH,), 3. 93 (s, 3H, OCH,) , 4. 00 (s, 2H, CH,) ,4. 17 (s, 2H, CH,),6. 14 (s, 2H, Ar-H),
6. 55 (s, 1H, Ar-H) , 6. 78 (s, 2H, Ar-H) o HRMS :m/z 115 [M+H]454. 52 ;5E1 454. 20,
[0751] S 11
[0752]  2-((2- F4 A —-5-(((2,4, 6- =HEHEIRLH) Wl ) L) R ) &) N
73
[0753]
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[0754]  IRIETTE 6 Hil{brRLEY. 1 LB (32. 8g,400mmol) VAT £ BF (200mL) o #%
2— IR BRES (400mmol) fNZE FIRVAVR, [FI%E 10 4-%h . a4 H i & SOR S in AL &4 2— F
A -5-(((2,4,6- —HEMAER AL BEBEE ) B ) Rz (39. 35g, 100mmo 1) , 44 f [F19i
48 /NI o FESERR L Z I, I TLC M (& f5 / BB, 9: 1, ERERAR 1) , PR iR 48 e i
REW, WK - K. SRR, FKBE5, % T8 RIE— R XXTT, I BE4E
AR i, BRAF 0 A A 7 o

[0755]  [a] - iA B (46. 5g, 100mmol) ) Z B (200mL) VAN 20 %6 S5 AL BN K
(200mL) o [V R BLIRAH 2.5 /Mo FESERUR M. Z 5 (TLC, B, &5 / FEE 9: 1, 7EkE
AR b ) PR B 5 TE 50, il I LR R AR & pH 4o WRAE— SRR P XXTIT, i ST B
[ 44, -0 DA SRS FR A G L e, TR (2-25mL) 45 5, 3RS Mok fbr AL &4, 2 (A £
(N8

[0756]  sLjfs] 12

[0757]  2-((2- 4L -5 (((2, 4, 6- =HAILIR LI ) Tl ) AL ) R0 ) &0t ) 2-F
FEN R

[0758]

OCHj

HsCO OCHs

[0750]  MRHETT% 6 Bl AL G, # LIRY (32. 8g,400mmol) T ZEF (200mL) » #7

2— ¥R —2- HEL AR T ER (400mmo 1) JN& AL M1 10 708k [H74 A A SRR S I

WE 2- REEHE -5-(((2, 4, 6- =FIEIIR 25 ) Bt ) FAk) 2K (39. 35¢, 100mmol)

SR I 48 /NI o AESE R ML Z S, JEAE TLC M (&7 / FBE 90 1, ERERAR F ), JallE

WAE S SR A, TR UK — Ko S U8R A (B4R, ALK GesR, 8 T 2Bz Al A A
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7 B RS AT A

[0760]  [A] A B%EE (46. 5g, 100mmol) (1) Z BE (200mL) ¥R AN 20 % & A A0 B K 18 W)
(200mL) o [EIYE R SLVR A 2.5 /N TESERUR M. Z fG (TLC, Wi, & 45 / B 9: 1, 7EkE
WEAR b ) P s B 50 0, 1 SRR R AR & pH 40 MRAE— BB XXTT A XXTIT, i
TR 44, 05, SRASHL BRI RR, INTIER (2-25mL) 45 i, FRAS A Hral ks Bk & /e
[ ey S REN e NS

[0761]  SEZjitafsl 13

[0762]  2-((2- 43 -5 (((2, 4, 6- =HEIEIR AL ) BRI ) L) %08 ) &0t ) —2- %
2.8

[0763]

OCHs

HsCO OCHj

OCHj
0 sﬁ
2 NH

(@) OH
[0764]  HR4ETT R 6 fil KARRNAWY) . ¥ LB (32. 8g,400mmol) VAT 4. BF (200mL) o #%
a - REE R FPEE (400mmol) N PR EW B 10 80 v 20 H R SRS AL
G 2- A -5-(((2,4,6- =HEHEIR A ) Bl ) L) JRA% (39. 35, 100mmol) ,
SRIG RN 48 /NI o ZESERUR M 22 ), 83T TLC W (&4 / FEE 9: 1, ZERE AR I ), B
WG R NV E, A A VK - KA o P8I R B4, K BE s WK T A B AR il
7 IRAF A AT AR
[0765]  [m] [ IAf& g (46. 5g, 100mmol) [ Z B (200mL) V&N 20 % E H AL B KI5
(200mL) o [HIYE S NVR AW 2.5 /N FESERUR M. Z 5 (TLC, Mo, & 05 / FEE 9: 1, fEhE
Wt 1) PR BR 2, I A ER IR R R Y & pH 4. RRAE - FEFEIT XXTT A XXTIT, i€
TR A, T, FRASHAHI LR, MTAER (2-25mL) &0, 514 Hrad fbs Btk S a
[y S REEN T N
[0766]  SLJEfH] 14
[0767]  2-(4- FFIEHE ) —2-((2- & 5-(((2,4,6- ZHHEILIE LI ) B ) FHL)
WA ") L]
[0768]
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OCHj

HsCO "‘OCHs
OCHs
(@) S\/E/j[
4 NH

@) OH

[0769]  HRHE 77 % 6 il &AM A W) W LBEN (32. 8g,400mmol) VAT 2B (200mL) . 4%
2- YR —2-(4- AL ) LBRES (400mmol) HN&A IRV [FIUE 10 28R, RAEII N TR &
YIMAALEY) 2- B 5-(((2,4, 6- ZHEBER KL ) BEBEE ) FH) 2K (39. 35g,
100mmo1) , #R 5 [FI¥ 48 /INB o 75 56 MR R 2 i e TLC Bl (&f5 / BB 9: 1, FERERAR
) SRR A SR A AR DK — K. R A I [ 4, FH K B35 W T . M LB
AR 5 ZRAF A A
[0770] ] _EiAREBE (46. 5g, 100mmol) Y Z B (200mL) V&R AN 20 % S &AL B4 7K 75 W
(200mL) o [FIYE R BLIRA ) 2.5 /NF o AESERUR M. Z )5 (TLC, B, S5 / R EE 9: 1, /ERE
HEAR E ) 5 YO B 2550, it S FR IR R AR A pH 4. MRYE— RSP XXIT A0 XXTIL, i€
TR E A, T4, SRASHAHI LR, MTAER (2-25mL) &4 &, 3R15 90l i bs AL S P a ik
R, A k.
[0771]  SEZjfsl 15
[0772]  2-(4- GRHE ) —2-((2- B -5-(((2,4, 6- ZHHEIEIR LI ) B ) FHL)
K BH) IR
[0773]

OCH;

HyCO OCH;
OCHs
@) Sﬂ
2 NH
/E@“
o

OH
[0774]  RHETTH 6 Bl AR BIL S . # LIREY (32. 8g,400mmol) & T ZEF (200mL) . #7
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2- R —2-(4- FREL ) AFREE (400mmol) SN LR, IR 10 7%, A4 E R MR
WImAALEY) 2- B L -5-(((2,4, 6- =FEFEIR OHL ) il i ) A ) 2R (39. 35g,
100mmo1) , #R 5 [R13L 48 /NI o FESE AR N2 Jm it TLC Wil (007 / FEE 9: 1, AERER R
) PRI AR S BB G, AR OK - KA. TR R A, KBRS DR T . N B
AR 1 5 BRAF A A

[0775]  |a] BIR %l (46. 5g, 100mmol) ) Z % (200mL) V&N 20 % &AL 89 7K 75 W
(200mL) o (IR BIVRAHD 2. 5 /N0 o FESERRBLZ JG (TLC, i, &0 / FFEE 9: 1, fERERL
MR b ), PO B R, It SRR R R A pH 4. WRIE—MFRST XXTT A XXTIT, i8I
FSC D [ 44, 08, FRAFAR G R IERR , M TAER (2-25mL) &5 &, 512 B2l b ik & W) = it
[ S REEN TR Z N

[0776]  sLjiEfs] 16

[0777]1  2-((2- &I -5-(((2,4, 6- =R AL ) Tl hL ) FAL) oRdt) &) -3-0%
FEATR

[0778]

OCHj

HsCO OCH,

OCHs
L I
2 NH

(@) OH
[0779]  HRHE T E 6 Hil ZARENAY) . W L BEN (32. 8g,400mmol) VAT 2B (200mL) . 4%
2- R 3= RIS (400mmol) fNZE IR, FIUE 10 2% MV E1 I SLTR S
&4 2- FAEFE -5-(((2, 4, 6- =HEFIR 5L ) Wil ) L) ZKM% (39. 35, 100mmol) ,
SRIG IR 48 /NI . 7B 58 RN 22 5 5 TLC Wadl) (&7 / BEE 9: 1, FEREIAR b ), IR
iR RN, VK - KA TEIEIE R ] 440, B 7K Bk, DS 18 . M 2Bl AR /il 7=
it RIS T Al 77
[0780] [l i % HE (46.5g,100mmol) Y 2 BE (200mL) YAV N 20 % SE AL BN 7K VA T
(200mL) o [HIYE R NVR A 2.5 /N FESERUR M. Z G (TLC, M, &5 / FEE 9: 1, ik
IR 1) PR BR 20, i A ER IR R R Y & pH 4. RRAE—FEFEST XXTT A XXTIT, 38
TR 44, -0, FRASH B LR, INTIRR (2-25mL) &5 i, FRAS M 4l (ks Rk & P e
[ S RN N
[0781]  sEjfsl] 17
[0782]  2- BRTA i —2- ((2- BAIE -5-(((2, 4, 6- =HAEIEZ L) MlE L ) FIJL) ZE0E)
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/) L%
[0783]

OCHj

HsCO ‘ OCHs
OCHs
c>s\v/I:::I:
2 NH

O OH
[0784]  AR4E TR 6 Hl & FREALEY . 15 LREN (32. 8g,400mmol) VAT ZEE (200mL) « 5
2- IR —2- R Z B F B (400mmol) JNE FIRVERG I3 10 280, M3 HIF NI &
MG W) 2- A 5-(((2,4,6- ZHEIER L) WBEAE) FRE) K% (39. 35,
100mmo1) , 2R Ji5 Rl 48 /NI o AESERUR B 2 J5 i8I TLC Wil (&4 / FFEE 9: 1, fERERR IR
B R GE SR A A K - K. I UE IR R A, KRR R TR . LB
AR = L ZRAZ BT A =
[0785]  [m] I iA &l (46. 5g, 100mmol) [ B (200mL) V& AN 20 %6 S A AL B4 K I3 W
(200mL) o [FIR SIRAH) 2.5 /NS o FESERUR N Z f5 (TLC, M, &1 / BB 9: 1, 7ERERS
BR ), PR R VAT, 0T LR TR AR EE pH 4. KRR — MR XXTT A1 XXTIT, it yg e
FR R AR, 0, SRASHA B O S IR, INTIRR (2-25mL) 45 &, $RAS M4l (o br R4k & g i
2, e A ik
[0786]  sLjiEfsl 18
[0787]  2-((2- 4 3 5-(((2,4,6- = F A LR 2 ) BB L) F i) KHE) &
5 ) -2-(1H- MEng -3- &) 4%
[0788]

il
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O OH
[0789]  HRHE 7% 6 il &AM AY) . ¥ LBEN (32. 8g,400mmol) VAT 2B (200mL) . 4%
2- Y% 2 (1H- ML % —3- 2% ) ZEF s (400mmol) % FIARVEW, FIVE 10 4% mA AT
RSRE IS W) 2- B 5-(((2,4,6- =REEIRZE) WiBE ) PE) Kk
(39. 35g, 100mmo1) , #& J [F13E 48 /INE o 7258 B B2 Jr it TLC Wil (&7 / FEE 9: 1, 1
RERCAR B ), 80 I 48 SN TR A, UK — KR TS R A, K B35, 98U T
M BRG] i, ZRAF 7 BT 2R
[0790] [ LA fEBE (46. 5g, 100mmol) Y Z B (200mL) V&R AN 20 % &AL B4 7K 75 W
(200mL) o [FIYE R BLIRA ) 2.5 /Mo AESERUR M. Z )5 (TLC, B, S5 / HEE 9: 1, 7ERE
WEAR b ) IR R 25 ), I S RRER AR AR A pH 4. RRYE— SRR XXTL A XXTIT, i
TR E A, T4, FRASFAHI LR, MTAER (2-25mL) &5 &, 3R1S 4l ks AL S P a ik
[P S NELN: oL IS
[0791]  SZjafsl 19
[0792]  N-(3- &k —4- AR ) -2-(2, 4, 6- =HEMEREL ) LB
[0793]

OCHs
HsCO OCHs
HSCOD\
SO
H,N NTT 2
H

[0794] RIETT R 5 BRI BNU S, K 2-(2,4,6- = EERE) LHBEE 3- =

HE —A- AR ORAL ) B (1. 5mmol) (1) MeOH (60mL) V& &34 W FIEVE Y 5% 4T / T (50mg)

AbER, SR I AT A A B B T A AU R — IR XIX, AESE R B2 5 (Jdat TLC

W) B R REVR A DRI C £, R B sk C #h 28, 980 28 R BV, 980 15 3RS
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ZHM N-(3- &t —4- FEAERE ) -2-(2,4, 6- ZHRERERE ) - il (95% ) .
[0795]  sLZjiEf] 20

[0796] 1, 3,5- =&AL —2-(2-((4- AR AL ) il ) o) R

[0797]

OGH@

H5CO OCH;

H4,CO
\©\/802

[0798]  RIE TR 5 Hl&IBULAEY. B (F)-2,4, 6- ZFHEILIR LM —4- FEIL TR
X, (1. 5mmol) f¥) MeOH (60mL) & &7 FHVEVE R 5% 40 / B% (50mg) AbHE, 4R @it A &
Wt &2 EE TA AR RIE— R XIX, 5N 2 f5 CGEE TLC W) , K MR A
Vit pEam It C #h, A BB Sk C $hER, 0 2% U8R, DU T, FR1G 4 1, 3, 5- =
AR -2-(2-((4- EUER AL ) ML ) 08 ) ok (95% ).

[0799]  sEjififsl 21

[0800]  2-((2- H%JE: —5-(((2, 4, 6- =H % (rimethoxy) KAL) B AL ) AL ) OR
) BE) LR

[0801]

*NaO

[0802]  HRHETT S 6 il & br L &M 5 LR (3. 28g, 39mmol) V& T HEE (20mL) « #4
2- R FEE (6. 11g,40mmol) fNZ FIRVEBAN IR 10 280, a4 HI 1R SIR AP
&Y 2- AL 5-(((2, 4, 6- =REFR ) Wl ) FE) 2K (3. 99g, 10mmol) ,
RIG IR A 4-6 /NB) o RIS R B A, 20K - Ko 38 B UTE » A 7K PG
B DR TR . A SRR A kR R o, SRAT A7

[0803]  7E 20°C, [MIE AN (3. 95¢,99mmol) HY7K (11.5mL) VBN ZEE (40mL) | ik
Atk i (99mmol) M =S H LT (200mL) o IR SWI7E =I5 T Bkt 3-4 /NI o 7858 AU N,
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ZJE s TLC M (&0 / FEE 9: 1, AEREIRAR b)) L IR, TRFRIRA ) 30 b A4 i
IREYTEET ¢ &, 28 (2X20mL) Phik. 7E 50°CARMRE & I IETR B E M % Ko
VAo KRS Z IR (TomL) INEIRARW, AE 50°C AR R 2 F T . mARAYinsK (10mL) .
YR EWINIAE 70°C, REF 30 4 i RBRA Y AR =, /£ = T HF: 2/
MR — MR P XXTT A XXTLT, S8 0 R [T 44, RO 2 R B (2X 20mL) Beidk, T8, 3R 4k
A IR AL A o

[0804] K 1 AL AWIMRPESLEE] 22-38 H & MF -
[0805]
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CN 104812382 A

HDO-b
HN| 0D 'HOO-¥ | ¢  HN-¢ B E(F2ETE A-V-N-F8 b-r-FE-€ | ¢¢
HDO~F
HN| oo THOO-F | ¢ ON-€ W T -(F2EFE A-V)-N-FE | ¢
HN| 0D ‘HDO-¥ HDO-¥ HEWhEE2ETELD-N-FE ¥ | 1¢
HN| 00| OHD)-9%C ‘HOO-v BRAXFE2EFEATIVON-FE v | ¢
HN | 20s | SOTHD)-9v'T EHO-F HWoE(F2EFEALATIVON-FdV | 42
HN | Tos | HOfHD)-9'%'T ‘HDO- R E(F2EFELTIVON-FS -t | g7
HN | %0s fHDO-¥ fHDO-¥ HREE(F2EFELVN-FE AV | 11
EHDO-
BN | 0s | HOHO)-9'bT| ¢ HN-£ HREE(F2EFBLTIVON-FEh-r-FEF-€ | of
*HDO-¥
HN | 0s | "(O'HD)-9'F'T| ¢  “ON-€ P EF2EFELTIVON-F--FEh-v | ¢
HDO-p
HN | 08 FHOO-¥ | ¢ THN-t HREEF2ETFELVD-N-FEh--FF-€ | 7
HOO-¥
HN | 0S8 ‘HOO-v | ° ‘ON-€ BREEF--(F2EXFELV-N-FHd-v | ¢7
HN | OS fHOO-F tHO-¥ HREEF L V-(F2EFEAVN | ¢
A X R | LiaddREl
=
o
X , >\x F

[0806]
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[0807]  SEjifh] 22 :N-(4— HEE LA £ 0k ) —4- FHORTL

[0g08] R4 T7E 2 B — R 7 VII-XL, A @ik & Wil & 3 2- (4- B R OR R ) S
% — FORREBE S . 'H NMR(CDCL,, 300MHz) : 8 2. 33 (s, 3H, CH,) , 2. 60 (t, ] = 7. 2Hz, 2H, C,) ,
3.03-3. 10 (m, 2H, CH,) , 3. 68 (s, 3H, OCH,) ,4. 71 (s, 1H, NH), 6. 81 (d, J = 8. 4Hz, 2H, Ar-H) ,
6.90(d, J = 8. 4Hz, 2H, Ar-H) , 7. 19(d, J = 8. 1Hz, 2H, Ar-H) , 7. 61 (d, ] = 8. 4Hz, 2H, Ar-H) .
HRMS :m/z #+5 [M+H]306. 11 ;523 306. 10,
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[0809]  sLjEfs] 23 (4 FHAR L N-(4- HAEILIR 23, ) -3- hl L IR hfih i

[og10] R4 T7H 2 B — R 7 VII-XL, An @ik & il & 3 2- (4- FA AL OR R ) 2
4— FAE R —3- AR R EE &, 'H NMR(CDC1,, 300MHz) : 8 2. 75 (t, J = 6. 6Hz, 20, CH,),
3. 24-3. 27 (m, 2H, CH,) , 3. 80 (s, 3H, OCH,) , 4. 06 (s, 3H, OCH,) ,4. 45(t, ] = 6. 3Hz, 1H, NH),
6.70(d, J = 8.4Hz,2H, Ar-H),7.02(d, ] = 8.4Hz,2H, Ar-H),7.15(d, J = 8. THz, 1H,
Ar-H),7.94(dd, ] = 2. 4,9. 0Hz, IH, Ar-H) ,8. 25(d, ] = 2. 4Hz, 1H, Ar-H) . HRMS :m/z $+5
[M+H] 367. 09 ;52 367. 10,

[0811]  SLjiEfs] 24 :3— &AL —4- AL -N-(4- FEEIR L) RBt%

[0812]  ARH4ETTE 5 FI— R XIX, bR@ b &4 & B SEiE 6] 23 (L5490, 'H NMR (CDC15,
300MHz) : 6 2.63(t, J = 6. 9Hz, 2H, CH,) , 3. 07-3. 10 (m, 2H, CH,) , 3. 72 (s, 3H, OCH,) , 3. 84 (s,
3H, OCH,) ,4. 13(t, J = 6. 3Hz, 1H, NH) ,6. 74 (dd, J = 2. 1,8. 41z, 3H, Ar-H),6.93(d, J =
8. THz, 2H, Ar-11) ,6.99(d, J = 2. 4Hz, I1H,Ar-1),7. 13(dd, J = 2. 1, 8. 4Hz, 1H, Ar-H) . HRMS :
m/z P [M+H]337. 11 55231 337. 20.

[0813]  SEJEM 25 :4— R4 —3- A3k -N-(2, 4, 6- = AR L ) FFEEELI

[0814]  ARIETTER 2 F1— MR/ VII-XT, brifb &4t & 3 2-(2, 4, 6- =HEFEREE) 4
i A1 4— FRAR 3 —3— A L 2R LA MR &0 'H NMR (CDC1,, 300MHz) = 8 2. 71 (t, J = 6. 3Hz, 2H,CH,) ,
3. 19-3. 25 (m, 2H, CH,) , 3. 75 (s, 6H, 2X OCH,) , 3. 80 (s, 3H, OCH,) ,4. 03 (s, 3H, OCH,) ,4. 90 (t,
J = 4.5Hz, 1H, NH) , 5. 98 (s, 2H, Ar-H),6.97(d, J = 8. 7THz, 1H, Ar-H),6.75(dd, J = 2.4,
9. 0Hz, 1H, Ar-H) , 8. 09 (d, ] = 2. 4Hz, 1H, Ar—H) - HRMS :m/z #+5 [M+H]427. 11 ;5230 427. 20,
[0815]  sEjfEfs] 26 :3— E AL —4- AL N-(2, 4, 6- ZHHEILR LI ) KB L

[o816] R4 77 % 5 FI—RFE /T XIX, bRl it A4 & H SEie i) 25 54, 'H NMR (CDC15,
300MHz) : 6 2. 73(t, J = 6. 3Hz,2H, CH,), 3. 10-3. 14 (m, 2H, CH,), 3. 76 (s, 6H, 2X OCH,) ,
3.82(s,3H, OCH;),3.93(s,3H, OCH,) ,4. 63 (t, J] = 4.8Hz,1H, NH),6. 07 (s, 2H, Ar-H),
6.72(d, J = 8. 4Hz, 1H,Ar-H) , 6. 98 (s, 1H,Ar-H) , 7. 13(dd, ] = 2. 1, 8. 4Hz, 1H, Ar-H) . HRMS :
m/z v [M+H]397. 14 ;529 397. 10,

[0817]  SEjEf] 27 :4— F4JE —N-(4- AR 25 ) FRhEEE Y

[og18] R4 774 2 Rl — e /7 VII-XL, An @i &M & B 2- (4- AR OR L ) Z B
4— BRI &, 'H NMR (CDC1,, 300MHz) : 6 2. 72(t, J = 6. 3Hz, 2H, CH,), 3. 18(dd, J
= 6.9, 13. 2Hz, 2, CH,) , 3. 80 (s, 3H, OCH,) , 3. 89 (s, 3H, OCH,) , 4. 38 (t, J = 6. 3Hz, 1H, NH),
6.82(d, J = 8. 4Hz, 20, Ar-H) , 6. 97 (d, ] = 9. OHz, 2H, Ar-H) , 7. 01 (d, ] = 8. 7Hz, 2H, Ar-1),
7.75(d, J = 8. THz, 2H, Ar-H) o HRMS :m/z ++& [M+H]332. 10 ;5 332. 10,

[0819]  sEjfafsl] 28 :4— FAHE N-(2,4, 6- =AML K LA ) KNI

[0820]  HRHETT % 2 Ml— R 7 VII-XL, AL S 4 B 2-(2,4, 6- = H & L oR 5L )
COREA A B LR R T B &L, 'H NMR(CDCL,, 300MHz) : § 2. 63 (t, J = 6. 3Hz, 2H, CH,),
3. 02-3. 04 (m, 2H, CH,) , 3. 65 (s, 6H, 2XOCH,) , 3. 73 (s, 3H, OCH,) , 3. 79 (s, 3H, OCH,) , 4. 58 (t, J
= 4. 8Hz, 1H,NH) , 5. 95 (s, 2H, Ar-H) , 6. 76 (d, ] = 9. OHz, 2H, Ar-H) , 7. 52(d, ] = 9. OHz, 2H,
Ar-H) . HRMS :m/z 15 [M+H]382. 12 ;523 382. 10,

[0821]  SZjfafs] 29 :4— FIJE N-(2, 4, 6- =HEFEA I ) FREwEIL

[0822]  ARIETTER 2 FI— My VII-XT, b &4 & 3 2-(2, 4, 6- =REFEAEE) &
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e A%t — PR EE S, "H NMR(CDC1,, 300MHz) : 6 2. 32 (s, 3H, CHy) , 2. 62(t, J = 6. 3Hz, 2H,
CH,) , 3. 00-3. 04 (m, 2H, CH,), 3. 65 (s, 6H,2X OCH,) , 3. 73 (s, 3H, OCH,) ,4. 59 (t, J = 4. 5Hz,
1H, NH) , 5. 96 (s, 2H, Ar-H), 7. 10(d, J = 8. 1Hz, 2H, Ar-H),7.49(d, J = 8. 1Hz, 2H, Ar-H) .
HRMS :m/z tH5 [M+H]366. 13 ;523 366. 10.

[0823]  sEjEfs 30 24— FAHIE -N-(2, 4, 6- = ALK LKL ) ZKF Il

[0824]  ARHE 7 & 3 M — B FE P XTI-XIV, f7 AL APl % B 2-(2,4,6- = F A MK
B M 4- BAEE TR, 'H NMR(CDCL,, 300MHz) = § 2. 94(t, J = 6. 3Hz, 2H, CH,),
3. 55-3. 59 (m, 2H, CH,) , 3. 83 (s, 3H, OCH,) , 3. 84 (s, 6H, 2X OCH,) , 3. 85 (s, 3H, OCH,) ,6. 17 (s,
2H, Ar-H) , 6. 60 (br s, 1H,NH) ,6.90(d, ] = 9. 0Hz, 2H, Ar-H) , 7. 66 (d, ] = 8. THz, 2H, Ar-H) .
HRMS :m/z t15 [M+H]346. 10 ;5230 346. 20.

[0825]  SLjifafs] 31 :4- FEEHE -N-(4- FEARLE ) KF B

[0826] R4 77 % 3 F—MEARIT XTI-XIV, bR b &t % 1 2- (4- AR ) R
A- P ZEFER. 'H NMR(CDCL,, 300MHz) : 8 2. 79 (t, J = 6. 6Hz, 2H, CH,) , 3. 55-3. 63 (m,
2H, CH,) , 3. 73 (s, 3H, OCHL) , 3. 77 (s, 3H, OCH,) , 5. 97 (br s, 1H, NH) , 6. 75-6. 87 (m, 4H, Ar-11) ,
7.08(d, J = 8. THz, 2H, Ar-H) , 7. 59 (d, ] = 9. OHz, 2H, Ar—H) . HRMS :m/z {14 [M+H]386. 14 ;
SEI 286. 10,

[0827]  SEZjiffs] 32 :4— FAEJE —N-(4— FRAE R 20k ) —3— 3 8 FR ik e

[0828] AR 77 % 3 Fl— MR /7 XTI-XIV, #n @A & W] % H 2-(4- FAEEKE ) L%
M 4- B HE -3- Y L K RS, 'H NMR(CDCL,, 300MHz) : 8 2. 90 (t, J = 6. 6Hz, 2H, CH,),
3. 65-3. 74 (m, 2H, CH,) , 3. 82 (s, 3H, OCH,) , 4. 03 (s, 3H, OCH,) ,6. 11 (br s, 1H, NH),6.90(d, J
= 8. THz, 2H, Ar-H) , 7. 16 (d, ] = 1. 8Hz, 1H,Ar-H), 7. 18 (d, ] = 9. OHz, 2H, Ar-H) , 7. 99 (dd,
J=2.1,8. THz, 1H,Ar-H) ,8. 17(d, ] = 2. 4Hz, 1H, Ar-H) o HRMS :m/z i+5 [M+H]331. 12 ;5K
W 331. 10,

[0829]  sLJififh] 33 :3- Ak —4- AL -N-(4- FAEAEROE ) RFELZ

[0830] R4 77 % 5 FI— AR /T XIX, bRl it Al & H L] 32 54, 'H NMR (CDCl5,
300MHz) : 6 2.87 (t, ] = 6. 9Hz, 2H, CH,) , 3. 64-3. 70 (m, 2H, CH,) , 3. 82 (s, 3H, OCH,) , 3. 90 (s,
3H, OCH,) , 6. 00 (br s, 1H,NH),6. 77 (d, ] = 8. 4Hz, 1H,Ar-H) , 6. 88 (d, ] = 8. THz, 2H, Ar-H) ,
7.03(dd, J = 2. 1,8. 4Hz, 1H, Ar-H) , 7. 14(d, ] = 2. 1Hz, 1H, Ar-H), 7. 17(d, ] = 8. 4Hz, 2H,
Ar—H) o HRMS :m/z #+5 [M+H]301. 15 ;523 301. 20,

[0831]  SZjfaff 34 :4- FAAHE —3- fE3E N-(2,4, 6- ZHEIEK LK) RKH B

[0832]  HRHETTER 3 M— ey XTT-XIV, iR AL G % 8 2-(2, 4, 6- =FSHEERE) &
el 4— 4 L —3- ARSI . 'H NMR(CDC1,, 300MHz) : 8 2. 96 (t, J = 6. 3Hz, 2H, CH,),
3. 55-3. 60 (m, 2H, CH,) , 3. 83 (s, 3H, OCH,) , 3. 88 (s, 6H, 2X OCH,) ,4. 03 (s, 3H, OCH,) ,6. 20 (s,
2H, Ar-H) , 6. 82 (br s, 1H,NH),7. 15(d, ] = 9. 3Hz, 1H, Ar-H), 8. 08 (d, ] = 2. 4Hiz, 1, Ar-1]),
8.11(d, J = 1.8Hz, IH, Ar-H) o HRMS :m/z 115 [M+H]1391. 14 ;=23 391. 20,

[0833]  sEjafs] 35 :3— EJk —4- AL N-(2,4, 6- =FHEIER L) KF B

[0834]  HRHE 7% 5 FI— AR/ T XIX, b5 AL &4 & H SL it 34 fh54. 'H NMR (CDCLs,
300MHz) : 6 2.92(t, J] = 6. 3Hz, 2H, CH,) , 3. 52-3. 57 (m, 2H, CH,) , 3. 83 (s, 3H, OCH,) , 3. 84 (s,
6H, 2X OCH,) ,3. 90 (s, 3H, OCH,) , 6. 17 (s, 2H, Ar-H) , 6. 55 (br s, LH, NH) ,6. 76 (d, ] = 8. 4Hz,
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1H, Ar-H),7.02(dd, J = 2.1,8. 4Hz, IH, Ar-H),7. 15(d, J = 2. 1Hz, 1H, Ar-H) . HRMS :m/z
T [M+H] 361, 17 55230 361. 20,

[0835]  SLjifafs] 36 :2— (4— FAFEARHL ) N-(2, 4, 6- =HEIEIRIL ) 2 e Bt i

[0836]  H4E 77 42 2 N — M FE 7 VII-XI, F5 @Ak & W) il & 3 2, 4, 6— = FF 5 5L 2R i fl
2-(4- FF A HE R L) 2 hE R &L, 'H NMR(CDCI,, 300MHz) : 6 3. 09-3. 15 (m, 2H, CH,),
3. 38-3. 44 (m, 2H, CH,) , 3. 72 (s, 3H, OCH,) , 3. 73 (s, 3H, OCH,) , 3. 76 (s, 6H, 2X OCH,) , 5. 66 (s,
1H, NH) , 6. 08 (s, 2H, Ar-H) , 6. 79(d, J = 8. THz, 2H, Ar-H) ,7. 08(d, J = 8. THz, 2H, Ar-H) .
HRMS :m/z $15 [M+H]382. 12 ;5230 382. 10,

[0837]  sEjfafs 37 :4—(((3,4- “HEIER I ) Mkt ) i) -2- FEARN

[0838] R4 K 1 FI—MFET V, bRAAL S & H 4- (- ) -1, 2- ZHRHEMER
A4 (3% 3L B 3L ) —2- A ZE M. "H NMR(CDCl,, 300MHz) : & 2. 62—-2. 68 (m, 2H, —CH,) ,
2.77-2.95 (m, 2H, —CH,) , 3. 68 (s, 2H, Ar—CH,) , 3. 87 (s, 6H, 2x OCH,) , 3. 90 (s, 3H, OCH,) ,
5.57 (br s, 1H, OH),6.66-6. 88 (m, 6H, Ar—H) . HRMS :m/z #+5 [M+H]335. 13 ;523 335. 10,

[0839]  SEjifh] 38 :4-(((3, 4— —~HAHIR L ) Ml e ) H AL ) -2- AR

[0840]  AR4ETTE | AI—MFET VI, AR BAL AP0 2% H L% 37 tb 5%, 'H NMR (CDC15,
300MHz) : 6 2.95-3. 01 (m, 2H, —CHL,) , 3. 04-3. 10 (m, 2H, —CH,) , 3. 79 (s, 6H, 2x OCH,) , 3. 80 (s,
3H, OCH,) , 4. 09 (s, 2H, Ar—CH,) ,6. 17 (br s, LH, OH) , 6. 64-6. 69 (m, 2H, Ar—H) , 6. 71-6. 77 (m,
2H, Ar-H),6.83(d, J = 8. 1Hz, 1H, Ar-H),6.88(d, J = 1. 8Hz, 1H, Ar-H) . HRMS :m/z it &
[M+H] 367. 12 5523l 367. 20,

[0841]  SEjads] 39 - 4H ol ik

[0842] AR WAL AWt ik J8g 41 it () R R it Latham 26 A, Oncogenel2:827-837 (1996)
TR (R 12 o K i Rg 4 e K562 (12 PEBE 1 1 fLps s 1 MW 40 i 3R, % Ber—Abl 24 +ve)
5% DUL45 (R ) AAR T 12— FLIL A, 40 50 2. 5x 104N EfL. B, F AR B
A AR IR A0 24 /N, EIRALEHLL 0. 01 uM & 100 uM 2K T DMS0. 96
/NI Z S AE BB R R Olympus  CK-2 "N AT 10x P84 25 54, i M) B M 8¢ hm ik 540
T o 7E 7R B, AT A RSB R T S FLIEAT SR AR R ECE T A
(5 B i e HE W RS M v B3 i« X e 0 45 AR R T 3R 2 .

[0843] F 2

[0844]
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Ekbl# | ICs (uM) ICs (pM)

K562 DU145

2 1.5 1.5

3 0.0025 0.003

4 0.5 0.25

5 0.003 0.0075

6 10 10

7 0.15 5

8 0.15 0.15

9 2 2

19 0.003 0.005

20 0.05 0.15

21 0.04 0.15

2 60 60

23 35 35

25 35 35

26 0.75 5

27 75 75

28 >10 >10

29 >10 >10

30 5 15

31 100 75

32 75 75

33 75 75

34 75 75

35 0.5 5

36 2.5 15
[0845]

37 5 15

38 >10 >10
[og46] 5| KA HZH R ELHZ 51 AR A KA AL e g TR I m A S

1 H T B B R, T HUH R 18 78 A e B B P I 228 il RBUR 223K, 1t AN 2 AT

ALREE

75

H
®



