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AR NIAT PRSP RE AT CRoR ) IR B U R, 9 B A 2 38 [ 5 DU R B ) B 2 S AL
AD 7E A S RO F 8 R IR S A 2 A Uk 3 B 2 AcAd B i) /. H RTANAE
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A AD [, K BIX L0, 5 A2 Ve R A AR BRI R 28 JR AT AR 4 &5, HIRAE A
Ji FR S ARAZ A N B RE E L LA XS o TR IR AD KK 2 5024 N R i A
RIR T 5 PR S At 5 2 A A R R 2D B R I e A o VR AE B B RN R A I
B 21 ZREGEIE (FFIRERETE ) FIfE Dutch BIPER AR 13045 PR HE i (Heredi tary
CerebralHemorrhage with Amyloidosis of the Dutch Type, HCHWA-D) FIANMAR) A n b3
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[0007]  HARUEYER ] B — VMR IR B REAT MEARUORRAE AD R0 BILEE rh e b5 A
HIIF ELREWS o6 T AR IR B sl H4E. 120, 2 DL Selkoe, Neuron, 6 :487-498 (1991)
B L — SRR 2 BU N R B AR A s e M (R ) T2 AD IR JLAS 2 ) 52 18K
GLIRY R T AN A2 ARG IR B TR SC DNA SEAZAE APP (1) 770— 28 51 S 1 T 2
A 717 | (Goate Z&, Nature, 349 :704-706 (1991) ;M-C Chartier Harlan, Nature,
353 :844-846 (1991) ;1 Murrell %%, Science, 254 :97-99 (1991)) . 1992 R 1E T 55— Ff
AR, BN Swedish AR R, HKE 2 B 595— I & IR 596 A2 bl K A B ik 595— S & IR 596
P ERB A, (7% Swedish ZKEH RN 695 FHJE K ) Mullan 55, Naturegenet,
1 :345-347(1992)) . #HEES (Genetic Linkage) /3 HF O IEH] T iX 465848, DL K APP %
T RE 2 T R, R AT T IR 50 TP 32 B G B0 I AD s S PE 2 1R BT (specific
molecular cause) . J4b, V¥ APP ¥ 770- LR T MTE LR 693 LA %
NG B - JERFEER EIRUTAR S, HCHWA-D [ JRU R, JF HLAE 2 1R 692 HN 2B o H &
B AT B o A1 — S8 R T AR A0 AD ) R 2R i 5 HAth S8 3 /2 HOHWA-D o 4545 1545 LAl
AD 5 APP A1 IR L8 AL RAS Y R BRAE ] T, APP AXEN A SERT B - JE i bE R B IRy
B JE 2L UTARBE S 5 S AD.

[0008]  JEXS AD FIILE B — Ve HE A RAH S B W AER LR I 1 AT P i e, AR5 75
B RIGIT X R A G . AR, e T TS A L T Re ] B - Tk
FEH EIRAE AR N HIREIBCR /B I 2590 o

[0000] 75 A& A 0 il 02 M #F 2 K& ) — A D7 VE R B ) v - o W, i
T AR Tk R i BT AR 1 T BT AT 3 B4R R 40 B 42 BRIE KBTI B - uE B R R A IR
FBe v - WA LR R A R APP I B - M A DL R o — W A I R Ik R i v B
(carboxy-terminal fragments, CTF). Yy -3 WABEAE B — F1 o —-CTF J Bt I 1 W 24 47 o5
HILAE APP (¥ TR % 1R zgibge CVARIEB T v — 23 WA (1) 30 8l 5] 76 %% 55 1R /) B ASE 7Y
WO R BE R AR AL BIVEH (Dovey, H.F., V. John, J.P. Anderson, L. Z. Chen, P. de Saint
Andrieu, L.Y.Fang, S.B. Freedman, B. Folmer, E. goldbach, E. J. Holsztynska 2 (2001),
“Functional gamma—secretase inhibitors reducebeta—amyloid peptide levels in
brain. ” J Neurochem 76(1) :173-81.).

[o010] v -7 W Mg # WA O 2 B OB & Bl § (PSL 8 PS2) . Nicastrin., Aph—1 Fl
Pen 24 i W £ W 8 f7 H & & (De Strooper, B. (2003). “Aph—1, Pen—-2, and
Nicastrinwith Presenilingenerate an activegamma—Secretase complex.” Neuron
38(1) :9-12 ;Edbauer, D., E.Winkler, J. T. Regula, B. Pesold, H.Steiner and
C. Haass (2003). “Reconstitution ofgamma-secretase activity.”Nat Cell Biol
5(5) :486-8 ;Kimberly, W. T., M. J. LaVoie, B. L. Ostaszewski, W. Ye, M. S. Wolfe andD.
J.Selkoe(2003). “Gamma—secretase is a membrane protein complexcomprised of
presenilin, nicastrin, Aph—1, and Pen—2. ” Proc Natl Acad Sci USA100(11) :6382-7),
KEAEH LY, PS W& 1ZE A RRIMEALER 7, 2R AR U i 2 50 e X s Mg B &
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PR IE AT 40 i 7 A7 72 6 75 B (4738 T De Strooper, B. (2003). “Aph-1, Pen-2,
and Nicastrin with Presenilingenerate anactivegamma-Secretase complex. ” Neuron
38(1) :9-12) o HIXAEB— A JE PS FE R iy b B 2L T, B BRAK T B - i
¥ FE & A 1 7 4 (De Strooper, B., P.Saftig, K. Craessaerts, H. Vanderstichele,
g. guhde, W. Annaert, K. Von Figuraand F.Van Leuven(1998). “Deficiency of

presenilin—1 inhibits the normalcleavage of amyloid precursor protein. "Nature
391 (6665) :387-90 ;Haass, C.andD. J. Selkoe (1998). “Alzheimer’ s disease. A
technical KO of amyloid-betapeptide. ” Nature 391 (6665) :339-40 ;Herreman, A. ,
L. Serneels, W. Annaert, D. Collen, L. Schoonjans and B.De strooper(2000). “Total
inactivationofgamma-secretase activity in presenilin-deficient embryonic
stem cells. ”NatCell Biol 2(7) :461-2) ;PS &5 sl b iy 4E 2 15 M A 1) A& R Eh vk 3L
(1) R AR LA MR SRS i 7 il T g fferh B - wEiE s B 4 (Wolfe, M.S., W. Xia,
B. L. Ostaszewski, T.S.Diehl, W. T. Kimberly and D. J.Selkoe(1999). “Twotransmem
brane aspartates in presenilin-1 required for presenilin endoproteolysisa
ndgamma-secretase activity. ”Nature 398(6727) :513-7 ;Kimberly, W.T., W.Xia,
T. Rahmati, M. S. Wolfe and D. J.Selkoe(2000). “The transmembrane aspartatesin
presenilin land 2 are obligatory forgamma-secretase activity and amyloidbeta
—proteingeneration. ”J Biol Chem 275(5) :3173-8) ;T V5 MAT & S MK JEY o IR
AT SRR RGPS HiE 51 v - 70l (Esler, W.P., W. T. Kimberly,
B. L. Ostaszewski, T.S.Diehl, C. L. Moore, J.Y. Tsai, T. Rahmati, W. Xia, D. J. Selkoe and
M. S. Wolfe (2000). “Transition—state analogueinhibitors ofgamma-secretase bind
directly to presenilin—1.”Nat Cell Biol2(7) :428-34;Li, Y.M., M. Xu, M. T. Lai,
Q. Huang, J. L. Castro, J. DiMuzio—Mower, T. Harrison, C. Lellis, A. Nadin, J. g. Neduvelil
A (2000). “Photoactivatedgamma—secretase inhibitors directed to the active
site covalentlylabel presenilin 1.”Nature 405(6787) :689-94) ;& )5, 2 H v — 43
WA B O ) [ R A E B B 5 PS 454 (Seiffert, D., J.D.Bradley, C. M. Rominger,
D. H. Rominger, F. Yang, J. E. Meredith, Jr., Q. Wang, A. H. Roach, L. A. Thompson, S. M. Spitz
2 (2000). “Presenilin—-1 and-2 are molecular targetsforgamma—secretase
inhibitors. ” J Biol Chem 275(44) :34086-91) .

[0011]  HATUEIE R Y], Br T 2 B - WM M A& i) APP AR 2 Ah, v — 73 B
PTWHE 1 WEREEAR AN ERZ (4234 T Fortini, M. E. (2002). “Gamma—secretase
-mediated proteolysis in cell-surface-receptor signaling. ”NatRev Mol Cell
Biol 3(9) :673-84, i& W] Z U Struhl, g.and A.Adachi(2000). “Requirements for
presenilin—dependent cleavage of notch and othertransmembrane proteins. ”Mol
Cell 6(3) :625-36) . fECLAINI v - 70 WAEE I, WHELBN B Noteh 1 &N AT &
[ Notch 1 £ X4 M A 410 40 B dv iz i) g A0 R sl N 2V RS E R . fER
Notch f) B AN ZERZ [ FC A I, Notch £8)75 5 APP AFABL AR L 400 i 4/ b A BRI i py AR B, G ot
XTE Y = 43R T I Noteh AT IR N AL FE, 330 T Notch 4H gy XI5 (NICD) HIRETH. %
NICD JBCifis Notch MG AL BIRZ HIA5 5, Forh &5 7RV 2 ZH 2N 5 A0 R ) 14 77 41
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M A IR R RIS

[o012]  EFER T (knock—out, KO)) 1l Notch 155, /N Bl 32 T G EEE AL
(Swiatek,P. J.,C.E. Lindsell,F. F. del Amo,g. Weinmaster andT. gridley(1994). “Notch
1 is essential for postimplantation development inmice”genes Dev 8(6) :707-19 ;
Conlon, R. A., A. g. Reaume and J.Rossant(1995). “Notch 1 is required for the
coordinate segmentation of somites.”Developmentl121(5) :1533-45)., 1% Notch KO
FKAVE P LS IE PST KO /s B 2 R PS1/PS2 UE KO /)y RS fff 26 08 1 R A1 A AH
ftl (De Strooper %% (1998). “Deficiency of presenilin-1 inhibits the normal

cleavage of amyloid precursorprotein. ”Nature 391 (6665) :387-90 ;Donoviel, D.B.,
A. K. Hadjantonakis, M. Tkeda, H. Zheng, P. S. Hyslop and A.Bernstein(1999). “Mice
lacking bothpresenilingenes exhibit early embryonic patterning defects. ” genes
Dev 13(21) :2801-10 ;Herreman, A., L. Serneels, W. Annaert, D. Collen, L. Schoonjans
and B.De Strooper(2000). “Total inactivation ofgamma-secretase activity
inpresenilin-deficient embryonic stem cells.”Nat Cell Biol 2(7) :461-2.),
{EJE Y (Notch) sl E B (PS) o By WL %€ 31| ity 5 PR o 0> B 38 B i) e $5AT A R W, |
T+ Notch Ljj 68 71 b 34 20 23 o 1) 3 22 %, [ I B8 68 #0H) Notch DY BB v — F3 Wb i 97 1) 57
nl YE A 38 97 F (Fortini, M. E. (2002). “Gamma—secretase—mediatedproteolysis in
cell-surface-receptor signaling. "Nat Rev Mol Cell Biol 3(9) :673-84) . T APP [
J A, 2 Rl /s BOE R R F 9 HABA B WA, Zheng, H. , M. Jiang, M. E. Trumbauer,
R. Hopkins, D. J. Sirinathsinghji, K. A. Stevens, M. W. Conner, H. H. Slunt, S. S. Sisodia,
H. Y. Chen 2% (1996). “Micedcficient for the amyloid precursor proteingene.” Ann
N Y Acad Sci 777 :421-6 ;Zheng, H. , M. Jiang, M. E. Trumbauer, D. J. Sirinathsinghji,
R. Hopkins, D.W. Smith, R.P.Heavens, g. R. Dawson, S. Boyce, M. W. Conner %%
(1995). “beta—Amyloid precursor protein—deficient mice show reactivegliosis
anddecreased locomotor activity. ”Cell 81(4) :525-31, K1, ix &6 EFAKEYE R 8, 1
B v = 43 WABE AR TH0E] v — 43 WARE K APP AR IR, T A v — /- WARE K Notch
b A IRV

[0013]  CLZRIESKE, il id DAPT AR Al v — 43 WA, 32 PDAPP /N ROKI 1 A B 193,
/b, Dovey, H. F. , John,V. ,et al. (2001),” Functional Y -secretaseinhibitors reduce
beta—amyloid peptide levels in brain” , J Neurochem 76(1) :173-81,

[0014]  EZKEH, v — Zp Wbl b R . 2L US 2006/0264380, IXFE, A0k B
() v = o3 WA ) AT T s R AR

XRAE

[o015]  fEF LTI, AK MR T &Y, LRI AR AR ORGP SRS
TR/ BB AR SR AR IR IR G s Fon] 25 2

[0016]
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[o017]  HH,

[0018]  C— IRZEPIAIMGEIL, J5 3k, FRFA e FE Bl 2% U7 2k, iX SUFL ] 2% BT 4t 1.2.3 B
4 AFE A B HUAR, Pl 25 B RS b R i 2, C—Cy e gk, C,—Cy It ST, 77 %, 75 9 — (GG,
Pt Ik ), C—Co W ARKETE (U1 CFy), C—Cy I AAKE 4 FE (40 OCFy) , F2JE, 2 gk - (C,—Cy bt
F),NR' R"”, -(C—Cy %t )-NR' R” , -NR' C(O)OR' , -COR' , -C(0)OR' , —C(0)
NR’ R” ,-0C(OONR’ R” , -NR' C(O)NR' R" ;=(C~C, %EH)-C(O)OR' , —(C,~C, &
& )-C(OONR" R” , -NR" C(O)R” , NO,, CN, J8 A%, 752 —(C,—C, ft 2 ) , 2k, 42055, C,—Cq
ks, C—Cy BIE, -NR' SOR” , =S0,~NR' R" , -S(0), 773 (A iZiy Bk A2 ais
5, ARG A AL ) 83 —S(0),(C,—Co Ft 2k ), Hor Fal (e ik 4 FE AT BRI H 7 2 AR HUAR
[PEk & B 1.2 803 AN FEFI AT, BT S AT ok )88 225 -NRT R” 8 C,—C; eIt
B IR o HE Bl 4 05 BE AR 14 1,23 BY 4 DL P8R, BTk L FIh a7k ¢,—C,
Fids C—Cs e FE K 5=\ C—C, mifRUBETE (U1 CFy) \ C—Cy MARKEATE (W1 OCF,) EEE . F2
K- (C—Co bk ) B -NR' R” ;Ei

[oo19] LA PRAAHER FIHUCIE B i —0- (CH,) 50— ;

[0020]  A- BREEPA N 05 2k, Bk, k05 SR el AR A B AL, 2L 25 B AR T U A BT I 4 T 4
FERTITHUAR s R, C=C It gk, C,Cy Mgk, C,—Cy BRIE, C-Cy HEfldE, C—Cy mifUBEEE, C,—Cq
PP, FAE, B ak - (C=C, Fdk ) , ON, NO,, 75 5k, D7 4 — (C,—C Be%eldE ) -, —S0,~ (C,=C,
i), NR' R” , C—Co HEBEAE, -C(O)OR' , —(C=Ce Kt 25 )-C(O)OR ", Z% 05 %, 75 2,
75 - (C-C, ke ), -SO,NR ' R” , -C(O)NR’ R” , -OC(OONR' R” ,-NR' C(0)
R” ,-NR' C(0O)NR' R” & -NR’ C(0)OR’

[0021]  B- BREE [ 4 4% 07 FE B AR BN BE L 30, & B A0 W] BUARA B AT 16 4 Bk 574 R A1) 1) 2k
FI BB :C,—C, 1235, C,—C, e HE, -NR' R” ,—SO,~NR’ R” ,—C(0)" R” ,-NR’ SO,R”" ,
-NR' SO,NR' R” , -NR' S0,~(C,~C¢ %E3E ), -NR'  S0,- #3F, -NR' C(O)R” , -NR' C(0)
NR" R” , -NR" C(0)OR' , —(C,=C, %tH )-NR' R” , —(C,—C, ¢3E ) -C(0O)OR' , —(C,~Cy %t
Z)-C(O)NR" R” ,NO,,CN,-C(0)OR" , Fod&, J&3E - (C,—Co Jidk ) , =S (0) , (C,—Cq Jt2E ) , =S (0)
, ik, KB, C—Cy MARKESE, C—Co MAUBESSE, 2%, C—Cs BeMtdk, 75 5 - (C,—C, Elt2t )
(P TR O TR A R R O B, AR A A ), D55 - (C-Co e gt ) (RIE R S EEER
B, LRI ) , 7 FEIRIE, 205 BRI Bl 2 U7 2k - (C—Co piE k) , Horp ridk 2% o5 Lk
R MIEIE B , W g T, MWy sl 56 s Frp PITad 05 SE el gk O FRAT AL 4 1 22 5 AR BT, B
TRFE ST A 515, B3, C -G, Bt 3k, C—Cs BEARIE, C—C BEtEE, C,—Cs mifRkedE, C—Cy
FBE4 L, ON B NO, 5 &

[0022] P4 2 Jhardbly 001 B 2 5
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[0023] R, AEELE C-C; bidk ;

[0024] R, A&, C,—C, fidk, C-C, mifLedE, Bk, }dk - (C,-C, ek ) , -NO,, —CN, C,—C, i
H, C,-C, BRIk, C,-Cy BEEEIE, —-C(O)OR' , -NR' R” , =X(CO)Y, —(C(Ry),) X (CO) Y, R HUAY,
[) Co=Co BRBEEE, 8 A (W11 &2 44 )Ry, ZEPIBURHY C—C, BRedt, RIURHO7 5, 17
—EEA (W11 2 44 ) Ry FEFTHURI D7 55, REURII 05 2 Bl p— 82 A (w1 24
A ) Reo Z5 BRI 2% 057 28, REUA B 28 P 2 5B p— B2 A (U1 1 22 4 > ) Ry, ZEHTHL
R AR e s o

[0025] BN Ry AT HIH B C,—C HEZE

[0026] & > R B 7 M K H ¢ ¥ 3R, C—C St 55, C—Cy B X Kt 55, —OH, —0-(C,—Cq #t
%), ~0CF,5 —CN, “NRgoRyos —C(0) 0- (C,~C, %3 ) 5, ~CONRgRyo» — (C,=Cy) %3 ~NRgoRye5 —NRs,CO
FrdE, —NRy,CO J52E, —NRy,CO 2% 7% 2, ~NRy,CONRyoR- o5

[0027] X A :—0—, NH- 8§ #& N( %3k ) -,

[0028] Y [ :—0-(C,—C, %tk ), —0— HEE, -NRyRo Bi# —N(Ryy) (CHy) , oNRyoRy 3

[0029] Rﬁoﬂl R M 37 Hb 36 B« &, C-Cy bt 25, FF %t 5, OF Fk bt 55 4% 05 Ik i A

1 A 4 (Reo)s

N A o
\/ Rgoﬁpg N R
[0030] Ry A Ry, HHIERRIBUR 7T IE B T AR pedE
[0031]
(Reo Reok £ _~(Reokr
SN oo *”S\KJ e‘J\N/\/\t NC/T
N , o "Reo,

& Rear _(Reo)r

[o032] i,

[0033] BN Ry MUSTHIA RHUAHT C,—Co HEFEEFH 2 55 B 22 BRI C,—Cs S
[0034]  REAN Ry JRAZHE A H s REUARI C,—Cy e 2k s A8 o REUR C,—C, Bk, REUAR
(IR BEIE A — B A (W1 &2 44 )Ry, ZEFI BRI B2 05 5 - (C-C, fidk ) 24053k
3k =C(0) 0- (C,~C, HEdE ), ~C(0) 0 253 ;-S0,~ (C,~C, Hidk ) 5-S0,~ F5H s REUR I %
s A (U1 1 2 44D ) Ry, ZEAHUREI 7 3 53205 5 s 4l — 82 A (1 &2 44 )Ry, 2
AR ) A 7 2

[0035] 44 R100 ijﬂﬁ?'a%ﬁc C,=Cs Btk

[0036] & r HOFE 4,

[0037] 4 s H 0 & 38k

[0038] R, FlI R, &G AR N AR = N-OR, Ho R N, C—C bedt, J7 A sis A
B

[0039] R, HI R, S5 B AT TERRIIR —E I & Co—Co MhesE, ik Rz — W LIAIZ A N, O
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B S (P28 1 e, HIL P TR Co—Cy BRGEIEI AR B4 C,—Cy BB Bl pti 2 T HUAR s DA K
[0040] R' FIR" BArHiIHE, C-Cs HeddBliE AT, Hrp PR 2R A4S 1 2 5 AN EEEI T
B, BTk BE AT M A s 3%, B2 3%, =Gy i dik, C,—C e %, C,—C et 2, C,-C, iRk,
C,—C, MfCHEEIE, CN B NO, B

[0041] R’ FIR" HIERLMAEIR &M 3 2 7 oAbk, K BAEE N OB S
(RN R R 7, IF FLAT AR 6% 1 2 3 4 Ry BX Ry HEHTFTEUAL

[0042] At .30 T ANAUHE 5- FFZRERIESE —4,5- & —20- MM I [4, 3-c] MEME, 2- 2K
5 —b— FIORTARESE —4, 5— — & —2H- nbME g [4, 3-c] Mk, 7- F4R 2L —2- 2R 5E —5— R IE
5= —4,5— Z& —2H- keI [4, 3-c] Wbk, 8— A4 -5 FIORTEMERS -4, 5— —&( —2H- ik me
H [4,3-c] Wk, 8- FI4R I —2- Z5Fk -5 FIRTRWEIE 4, 5- 4 —2H- nbmeJF [4, 3—c] Wik,
3-( L) -5— I RREEERE -4, 5— & —2H- ALME I [4, 3—c] Mk, 7- F4E0E —5— 2Rt
5 —4,5— & -2H- Mg [4, 3—c] WEk, 5— FFORIABERS —4, 5— — & —2H- MtM:JF [4, 3—c]
WaEIRR, 1— (4— S TSR R ORI ) —5— PR 2RI IERE —4, 5— 4 —1H- ntkMe It [4, 3—c] Ml —3— ¥
LG, 1- (4- LR ORI ) —5— 2RS4, 5— 4 —1H- ntkMe I [4, 3—c] Wbk —3— Ak
fi& s Jo 1- L -5 FAZRAIEFE —4,5- & —1H- mEMEFF [4, 3—c] Mk -3 BRI L5,

[0043] X [ ALEWH0H B — JEMFEVERMFEIR BB CRT / BRI G i, BRI, W] FAE 25 5 Ik
YLRAl IR IR BR ECO (AD) [ B3 AR TR AD A1/ slH FiA97 S5E AD (195838, DIEH i HoRE R
[k — DA . RRHIEW A E T WEMAWAEY, ULECR iz A VB &)
RTINSO P A RE ] I 2 i R v 19 7

[0044] A% BHIEERAL G TT AU B R Z1) 05 0 BUE R K B 1 E s cE Bk R R b
e B R SR B IR 1 57 Rl R S BR LG , 35 B 7 11 SR i Br 7R A B EG R R A
TRIT B R AN B (MCT) (¥ 38 AR 1R B IE MCT & & i AD ) 58 35 mh 7 1 SR B /R
IRUFER B R AR, 10T FE IRERAE VA7 HL A A 22 2R R A0 T g PR 22 £ e it I e 28 5
TR I R A 9 AR 1 b L AE R 4k RRE , B B8 — BB R M L, AT e B A T
SRR, ARG TR B 0 i SR AR A P AR (PR 5 IF1 G R QO A O IR R S AT A%
IR S IR R 5 7 TS B A O (R R « 5 AR WA DK (1) T B AR P B R BRI 5
TRARA] R 2% i B G » JIT I S 1 5 B PR T, IR iR 4 257 A i Tk s
Yo

[0045] 7 % B 3 4 5L S 000 0 O« 400 MO AE 4 9 P IR 2 1 O v, LS B & /b — Rl
X Ty - BRI B v — 2 Wb B IR AR P00 ol 2 I nT 24 FH 3h 25 265140 e . 40 JH A ok
AR, LA FTIREE B K REREAL, 888, 787 P R 08, IV S T, o, R 1R 2 e,
BRAEK, RO AR JE IR 25N K I, R4, 2 B, ¥ R B i 07, B
= ¥e i, hRe RS e i, BRI, O S R, T E WIS, B, 5
JKFIE, MEBHLREA 4, WP PRI, IEK, JERR AL, KE B i, MY JE (netastatic
spreading) , RS I » i 1o B9 » Bl I J A5 , HELRE , 288 RGP 51 98, TR IR ¢
AR, B R, B8 28, M B AR, BB RG B, LW MEIRIE, St E T a s,
JHF 98, Il 98, W /NER'E 4%, W, S 5 IR, R AR, Tl sl ik v s, 2R 4 1 o i P, B PR e, B
JUAW P JEE 99 » 0 9 T 00 D B, ok % 0 i, R P9 i (90 5 4 A DR I S B )
leukomafacia, " R, ML PESIR, g, AR R 48, AR O, FOR IR 3, SR 5 75, ik
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E 30 A2 PERR RS, 9k E PR, ATDS B I 3 P S e e g

[0046]  BLAL, A< BHEEAE 040 Mo | 40 BB BRZH 23 b i A O FE I 7 v AR 29 A
EUE LT AN AN B s 2R, BT iR 29 G & 20— P2z A T 1 v - 4>
AR HIFRIEE v - AR IR AR s T 25 L

[0047] P35, AR BH PR AL 0 40 Mo | 40 B R BR A 23 b i 8 A s FR I D7 v AR 29 A
G 2T AN AN R AL, TR AL A S 20— MAF AR ENX T vy -4
WAREFN TSR v — o> AR R I B T 2 2R, S e 2 g &, LIME TR -
WRIT BRI B R AR SR REREAL , ISR, I P BRI R T, DT, R 1A 2
i, B R AR, RS I IR, JE IR RR IR, A N MK M, B AR, 2F RO, AR B R 5t
7, B e, ThRERE RS Mk T i, B RERE B, O S R, e R SR AL, A
W, IR T, BRI B AN 4, REWR M A, K, BEEIEAL , R T A, B MR e, iR Bh
JO B » SR AL P/ 9 5 BRI 2 PR » IR, A8 KGRk O 4%, T IS %, B AL SRR, T
I ERER, MBS ERK, BBOIE R i, LW MR, 2 ME I @s, R iR, B/ ks
9%, BN, B R, A, sl i s, R G0 T v I s, PRI, S LA I R , B R v
PR i, s B i » IR P i (9 5 4F A R B B AL M ), Teukomafacia, H1 X, I
EPERR, B, AR 2, BRI O, FARIR S ZE N, 84, Wk L A P A, kL ik
A, ATDS R M P S e

[0048] A B HR L A B B In afi 8 & A (R4 SO PR s 228 7 4, A0S S E RS Y B 7R i
AW T IE v - SRR TR A i S TR v - iR
RIS 5 M LB AT AR AL S WS RS RN ASAEAE A S AL S it i M, P s PR AR AL
R WG A ) A B s 0 I R AR

[0049] 55— 7 [, A% & B4R A I O I A A4 UL )28 P DR IR -4 140 v TR) AR 1)
il T o

[0050] AR BHIGHEELIATT A B — AHIC I I 5 i, B ARG v T A E K T G4t
e 25T IE T EIX PRI IR .

BALHEAR

[0051] 40 ATk, AR R T L&),

[0052]  Y5— 51, A K IR 2 (&, W HA R e XA T4k &9, Hid A- 33k
ok 2RI B 253, IX L 1 4% B A8 ] B AL AT L4 T AR A BB i 3%, C—Cy Bids,
C,—Cy M dik, C,—Cy BRI, C,—Cy e 28T, C,—Cy I RRETE, C,—C IAE AR, FR 2k, 258 - (C,—C, bt
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C- MR 1 8E 2 NEEFIHUR IR O3, Prl R A #h 2 C-C, HEdE, C,-Cs 2k, C,—C
BRI, Forh BIR Y GE L AR R bR L o R R BRI B 4 1 B 2 AN ETITEUR, Pk 5L
PhSTHE A 2 REEL-NRY R” BR C,—C, eI,

[0124]  Fp—J7 1, AR AR 7-3F Mtk &4, B B W F e X 7 a4, Hod pr
W C- RPN 182 ANSEFEU RIS AR, Bk LAk % —C (0) OH, —C(0) 0~ (C,~Cq %
55, NO,, ON BRFFE, Sorb TR R FAT R A 1,223 5 4 DN FEFFTEUR, FTidSEF phor H ok
C,=Co Je3E, C,—Co HEARIE S K55, C,—Cy IARBEIE (U CF) 5 C=Co IARBEARIE (1 OCFy) , FR 2,
FEHE - (CCo st ) B -NR' R” o AE—SEHET R, C- M 2 /DAE - L EUR . 7E
ST A, C- AR ZDLE 8- A EAR.

[0125]  F— 5[, Ak B4R L 7-3g ML &4, B B 0 R e Ll 7 &4, 2orb pnik
C- MEFUNHE 1 8 2 DNEFRARIII &, Prid 2 B #ih —C (0) OH, —C(0) 0-(C,—C, %t
H5), NO,, ON SR 5, Horp TR R4 1,223 5 4 DN IEHAFTEUR, FTid 56 ph 7
C,=Cs FEdis, C,—Co BEARIE, X5, C,—Co WARIEEE (40 CFy) , C—Co RARFESRIE (1 OCF,) , FR5E,
JEHE - (C-Co itk ) B -NRT R”

[0126] . —J7 i, AR ERAER 7-3h 4k &4, B B W0 F e X 7 &4, Ko fr
W C- FREHUNBE 1 82 N BR A, Prk BBy C-C, ki ks, C-C, b,
K25, -C(O)NR’ R” , -NR’ C(0O)R” , -OC(O)NR’ R” , -NR’ C(O)NR’ R” , -NR' C(0)
0-(C,=C Bk ) BKFH -NR' € (0) 0- ZK3E, Hrp Tk 2R AT 48 1.2.3 804 ANFEFATEAR, B
RFEE AT C—C, Bttt C—Cy e i 2E, K138, C,—Cs miAUBEERE (U1 CFy) , C—C, RIAULEAR A
(4 OCF,) , F25E, 20k — (C,—-C, bidk ) Bl -NR' R” o fE—SEHliTr &, C- FRIEH 2 /0 7E
T I EUAR . AE S — LT =, C- MRIE 2D AE 8- A HUAR

[0127] N —Jjiil, AR R AE 7-31 tb&9, B HA i h e XK 7 (&9, o Pk
C— M EH 4 1 8 2 MBI B OB, Pk A M C-C, FEdk, C—C, Fraa st
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K%, C(OONR" R” , -NR' C(OR” , -OC(O)NR" R” , -NR' C(O)NR’ R” , -NR' C(0)
0-(C,=Cs Bidk ) B NR" C(0) 0— I, I i AR AT A 12,3 84 AR FH BT, At
RFEFIST I C—Co BE3E, C=Co HERIE, KI5, C=Co UL (U1 CF,) , C—Co i Uk A%
(401 OCF) , F2 3k, J2 35k — (C,=Co BidE ) B -NR' R” &

[o128] 53— U5 i, A IR AL 7-4 ik &4, BRI 2 X 7,7-1,7-1a,7-2,
7-2a,7-3,7-3a,7-3b, 7-3¢c, 7-3d, 7-3e, 7-3f, 7-3g, 7-3h, 7-31 AL — LAWY, H P Tk
B- A AA A

[0129]
T o~ R
g\‘/g/R Yg/ 20
\B —N

NoNH 3 Rif
[0130] A R,y A&, C—Cy BidE, C—Co HESIE, -NR' R” ,—(C,—C, %idE )-NR' R” ,-S(0)
,(C—C, B3 ), 325, )2, CN, NO,, CH,F, CHF,, CF,, -C(0)OR’ , -C(O)NR’ R” , —(C,~C, %%
H)-CO)OR" ,—(C,=Cy %t2E ) -C(O)NR" R” B I s L Res A H BN C—C, sk (4 FH FE Bk
LFE) o BRI, Ry HEBGE FIE. 1E5 ST &9, Ry W& £ XL
J7 N, Ry B Ry Y928 H,

[0131]1 X751, A& R 7-4a FI4L- &9, BEEA W F g XK 7-4 &4, K R,
HEIE, C—Co BTSN C—Co MIARBEAZE Ry Ry 5 Ryg ARy, BUSZ M 58, FAZEERE
F Ry AE, C-C, Fidksl# C-Co Mbidko E— LT E0, Ry 4 CL, AT Ryw Ry Ry A
R, A He

[0132] X —J5 i, AR IR 7-4aa 1I4LEW, B BAA W F e LR 7-datb 54, 2o
R, 4 C1, F, CH,F, CHF,, CF,, OCH,F, OCHF, 8{# OCF, ;R,, R,’ , Ry, M R,, M7 Ky CI, F, FAFE
BUAL s 0 R, MU S, IS, 4%, INEE, RN E M NI . 7E— NSt £, R A
BUH L. TR — ST &, R A&

[0133] X —J5 M, AR 7-4al MiLEY), BERA W e XX 7-4 tb &4, Lo
R, iz (—J71i, B ) » C—Cs iARREIEER C,—Cy IRBESEZE sRyy Ry 5 Ry AT Ry, A7
g, LA s & R, A9 NO, B CN.

[0134] X —J5 [, AR MR 7-4a2 L&), BERA Wt e XX 7-4 &4, K
R, iz (—J710, B ), C—Cy ifRREIEER C,—Cy MIRBESEIE sRy Ry 5 Ry AT Ry, A7 HE
j"J %I:?’ Eﬁ%@@% ;& Rz j"j C2_C6 ﬁ‘xﬁ%ﬁ C2_C6 ﬁ%%o

[0135] X —J7 [, AR EHHEAE K 7-4a3 MALE), BERA W H e XX 7-4 B’ 54, H
R, IKER (71, AR ), C—C RS C—C AL sRy, Ry 5 Ry FITR,, A
SR KRR, AR s AR, N C—C, mifRKEE . 7R —ANSEITT =, R, A CL, Al RyaRy'
Ry, F1 R, 4 Ho

[0136]  F—TJ5 1, A& R 7T-4ad (4G, BERA W 2 X 7-4, 7-4a, 7-4al,
T-4a2 B(#F T-4a3 G5, Kb R, &

[0137]1 X —J7 1, AR FEAE R 7-4a5 ALE4, BERA W F e XX 7-4 K54, H
R, M R, 456 A EATEH]
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[0138] X —J7 i, AR EHEAE K 7-4a6 HALE4, BERA W F e XX 7-4 K54, H
HR, MR, 856G 4= N-OR, JrP R WAL, C-C, fidk, JikE (WIEREE) B HEpeE (WnEEal
RKEHE)

[0139] X — Uy, A K R 7-4a7 14L&, B EA W F e XK 7-4 B’k &4, L
R, MR, HEATER IR —EIE K C-Cs Mkttt

[0140] M —J5 T, AKX 7-4a8 L&, RV AW e Ll 7-4 i &4, H
R, R R, 5 EATERE R — I IR N ZE

[0141] M —J5 1, AR HPRMER 7-4a9 L&, BVEA @ e L 7-4 80 7-4a 1)1k
E, oA R, &, HR AR AR 75— SElir &b, AW s e » 75— S5y
Eh, AR IR R AR E R .

[0142] M —J5 0, AR R 7-4a10 1454, BRI EA W e LW 7-4 30 7-4a 1)1k
EH, o R, R CFy 3R, 4 H Ry oA H B Co—Cy FRBEIE sRy, 4 HBRFFIE R, A HEURE s )
C— ML B R Bl A~ s B BRI 253

[0143] X —J7 i, AR B4 7-4b AL &4, WWEH W e Xk 7,7-1,7-1a, 7-2,
7-2a,7-3,7-3a,7-3b, 7-3¢, 7-3d, 7-3e, 7-3f, 7-3g, 7-3h, 7-31, 7-4 P/ F— P&, H
1R, A -X(CO)Y B —(C(Ry) ,) X (CO) Y,

[0144] X —J7 [, AR IR 7T-4c ALY, BIEA T e LHK 7-4b B’4k-54,
XA 02 Y A —NR R, BY, N(RSO) (CH,) 5 sNRR, s HH

[0145] Ry, FH Ry, SRAZHIIE B (&, I, 43, (C-Cy) HBEdE, 755 — (C—C, fidk ) (W R2E

e SWRTLE L E N o A ik
Roo g L LN,
01461 R i Ryy 15 HERE VB TR R 1 F RO AR
[0147]
(Reo) R A AT
AR SN N N
> (Reor )

N, Q Uk,

H ? 7 ?

£ /\(RBO)r (RBO)r

N/
Rico)r
K/l oo Q\Amm)r

[o148]  Hi,

[0149] &R Ry, M7 Hb A REUAIR) C—C, bk alipl ik ul o ZHURK C-C, Hidk ;

[0150] &R Ry AT HE R &, REURI C,-C, bk, 5L 8 2= HUAR K C,—C, bEdik, AR HL
I Co=Cs FREEE, Bl — B A (W1 1 2 4 ) Ry, ZEFHURAY C-Cy Mkt K3 - (C,-C,
Fidk ) -, MEwE 5L - (C,-C, Fedk ) — MEW I — (C,-C, ket ) » —C(0) 0-(C,=C, HtdE ), —C(0) 0- 2K
555 =80, (C,—=Cq Fidk ) , —SO0,— AEE, REURBIARES, f—8 24 (W11 2 44 )Ry, ZEFIHUAR
FRIAEHE, MERE L, Y L, 3 — A (4 1 & 4 )Ry, LB 2L, B —sk A (n
1 & 44 ) Ry ZEFTHUAR ey 3, Forp
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[0151] ARy BUSZHEIE B 3., C,—C, e gk, C—Co mIfULETE, —OH, —0-(C,—C, ik ),
OCF,, =CN, —NRyR,y» —C (0) 0—(C,—C, EIE ) , —CONRR.o» —(C,—Cy %E2E ) —NRyoR,o» —NRy,CO— (C,—C,
Fedk ), —NR,,CO— ZEJE, —NR,,CO— MHEIEHE, —NR,,CO— MEWYFE % —NRy CONRy Ry, 3

[0152] BN Ryq M7 HIHZER C,—C, T2 5

[0153] HF4Pr K0 FE 4PN

[0154] H4~s A0 % 3,

[0155] X — 5l A & BRI 7-4c1 MALE4, B BA W e X 7-4b 454, Hop
Y —0-(C—Co e 2 ) o FE— DS EA, Y N —0-(C,—C, JEdE ) -

[o156] X — 5l A BRI 7-4c2 WAL & 4, RV BA W 2 LK 7-4b 454, Hop
Y Sk -0- K3,

[0157]1 X —J7 [, AR AL 7-4d 4LE4, BUEA ke R 7-4c 54,

T IR [
[0158]
(Rao)r
/\
—C b
[0159] A TR -
[0160]
ef (Reo)r
A
N,
Reo ;
[o161]  HAT&REHF]
[0162]
(Reo)s
N Reo
[0163] N FXPrRZEH] -
[0164]
£ Reols
N“Reo

[0165] i — J7 [, A< & B 4 ffk x{ 7-4d1 E’MJ@/:.\%, B B Ak e XX 7-4b, T-4c,
T-dcl, T-4c2 8 T-4d PAE— AL S, HoF R, b H el C,-C, fidk. 6 NS &4,
R, W HECRIEE, 25— S &, R oA He

[ot66]  F— 7, Ak ALK 7-5 M4k &4, BIR A Wk e Lt 4,4-1,4-2,4-3,
58 % R 6,6-1,6-2,6-3,6-4,6-5,6-6,6-6a,6-6b,6-6¢,6-6d,6-7,6-8,6-9,6-10,6-11,
6-11a,6-11b,6-11c,6-12,6-13,6-14 8(F 6-15 FE—ADHMLEY, Ho - FREF A

[0167]
CopcoCoNCY
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[o168]  BRFE EATIM N- EALDRT D,

[0160] X LEELIH & H AR 1.2 83 A~ JE [ By B, il 25k [ 57 b 8 5 2%, C,—C,
Bk, C—Cy Fe 4, 07 Ak, J7 & —(C-C e 58 ) - C—C, AUk (55— J7 I, CFy),
C,—C, M ARKE AL (55— J7 1, OCFy), 4k, B A& —(C-C, kidk ), -NR' R” , —(C,—Cy bt
F)-NR' R” , -NR' C(0)0-(C,—C, %¢%E ), -NR' € (0)0- ZE3E, -COR’ , -C(0)OR’ , —C(0)
NR’ R” ,-0C(O)NR’ R” ,-NR' C(O)NR' R” ;=(C,=C, %t 3L )-C(O)OR" , —(C,~C, %t
H)-C(O)NR" R” ,-NR’" C(O)R" ,NO,, CN, FIL, AIL, WEMRIL , by M, E ML, npfmg L, e
MR, WEWY L, C,—Cy ML, C,—Co $REE, -NR' SO,R” , -S0,~NR' R” ,-S(0), 53 (Hrpprik
F7 AR Ry ZEFREEIRIE, AR A ZREE ) Bl S (0), (C—Co ki dE ) , Hirh B ek S Fn b
S R AR R BCE A 1.2 8L 3 NIRRT, Tk L B 1 i 3 258 -NR' R

B C,—C, e, HIL A R (1) 07 FE sk O7 JE80 AR e 4 1.2.3 B804 AN JEH T B, ik
FERIATHE Ry C—-C, Bidk .\ C—Cy HEoEE K2R\ C—C, KIfUBEEE (1 CF,) | C,—Cy pi QLT AE I
(41 OCF,) \F2FE 3L - (C-Co i3 ) B -NR' R” o #E—NSEiliy rp, AR 3t A
C— MFE A8t 1 8k 2 ANFEFTEAR [l e J sl ntk e 55 N- S8 ALY AL G40, Frds 25 (10 7 3
J-NR' C(0)0—(C,—C, %25 ), -NR' C(0)0— ZEEHE, -C(O)OR’ , -C(O)NR’ R” , —(C,~C, %t
FE)-CO)OR" ,—(C,~C, K )-C(OONR’” R” ,-NR’ C(0O)R” , -0C(0O)NR’ R” ,-NR' C(0)
NR" R” ;NO,, CN, &%E, =S(0), 773 (HA frid o7 BEO0IE 0 Z8 AL sl 5, AR o 283 )
8¢ —S(0) , (C,—C, fe 2k ) , Horp FIR [ 57 FEE0 /A 4 12,3 B 4 N EERI BT EUR, Brid 2[4 ph
SEHER C=Co bidik, C—Co e %t K3, C,—Cy IARLEAE (U1 CFy) , C,—Cy piARKEASE (U1 OCF,) ,
BRI, I - (C—Co fidk ) B NR' R” o fER[ LIRSty R, C- FREEE A HE 1 5k
2 M FE PRI IE SE B g 2k N- 8468, Irk kA7 14 C-C, Bk, C,—-C, Mk, C,—C,
Bk, Hory B R e 2k I B AT bR R 8 40 A AR AR B0 i 1 8 2 AN B BAR, ik 5 4
MAZHER R E REE -NR R BYC-C, i gk e 7R R BRI SEE Ty S, C- MR
1B 2 ANFE AR i e JE B E 5L N- 8404, Pk 25 STk —C (0) OH, —C(0)
0-(C,=C, %2k ), NO,, ON Bl # A3, Horh Prid 2R BT e 4 1.2.3 8L 4 D IEH PTEUR, ik
BT IR € —C, Jtdi, C—C, BEdaIE, K, C—Co RifRREIE (1 CFy), C—Cs mifRLea I (W
OCF,) , J2dk, 7ok — (C-Co ft 2t ) B -NR' R” o 78— Al Refy Se i 7y S, C- ML
Ak 1 B2 A FE AR R I e T sl mE Ik N- A, PR BRI ST A € -C, K2k, C-C,
FefE, K2, C(O)NR' R” , -NR' C(O)R” , —0C (0)N-(C,—C, %EdE ),, -NR'  C(0) 0-(C,~C,
Btk ), -NR' C(0)0- ZRZE, Horp IR iR R IRAT R4 1,23 B0 4 AN SEF P B, Prd 2& A ghsr
i C—C, Bk, C,—C, HEfalE, ki3, C,—Cy ifXERE (U1 CFy) , C,—C, ifUbEIE (4 OCF,) ,
FeIL, Ak - (C-Cy btk ) B -NR' R”

[o170]  F—TJ51H0, A& BERHE X 7-5a B &, BE BA W F e XK 4,4-1,4-2,4-3,
5 8¢ & X 6,6-1,6-2,6-3,6-4,6-5,6-6,6-6a,6-6b,6-6¢,6-6d,6-7,6-8,6-9,6-10,6-11,
6-11a,6-11b,6-11c,6-12,6-13,6-14 8(F 6-15 P DHHLEW, Hr - FREF K .

[0171]
2 N
Mo e
(e @:M@(f
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[0172] L& EAFEAE 1 82 AN FEF BT B, Frid L AT o 2%, C,—C, fidk, C,-C, B4
5k, 7S, 7k - (C-C B It ) -, C—C, iAUBEEE ( J3—TJ71H, CFy) , C,—C, pifRKEAEZE (T
—J71fi, OCF,) , ks, BEE - (C-C, k), NRY R” , —(C,—C, %2H )-NR' R” , -NR' C(0)
0-(C,—C, %t 2 ), -NR ' C(0)0- % %, —COR ' , -C(O)OR ' , =C(O)NR " R ", =0C(0)
NR" R”,-NR" " CONR' R"” ;=(C~C;s %t % )-C(O)OR " , —(C=C, %t #= )—-C(0)
NR" R” , -NR" C(O)R” , NO,, ON, “FJE, 2RI, WM I, nbp kI, W MR, b 25, IRl 256, W
Wy3E, C,—Cq Midk, C,—Cq HRIE, -NR” SO,R” , =SO,-NR’ R” , =S(0), 7% ( Hrp ik 5 50
M ZEFEBRTE, AL A 2RI ) B -S(0),(C=Cs Hidk ) , Horp BIR e 5 L J B R0 B 2k
oy R AR BRI BCE HE 1.2 803 ANFERIFTHUR, Frid ZEBIMAr o )R R -NRT R B
C,—Cy s, HH A FIR )07 FE sl o8 J7 FE8 AR b A 1,23 B 4 D IEB1 BT EUAR, Pk 2 14
ST HE R C—C, edE C—Cy Fef Ik K3\ C—Cy IfEIE (4 CFy) | C—Cy mifAbE I (U
OCF,) RIE RIE - (C-C, Kt dE ) 8 -NR' R o fE— ALl &, AR ML G,
Horp C- MEER 8 1 8L 2 D IEEHR R I, Tk ZE B M7 -8 -NR7 € (0) 0-(C,—C; bt
F), NR' €(0)0- ZEZE, -C(0)OR' , -C(O)NR' R" , —(C,~C, %E3E )-C(0)OR' , —(C,—C, %%
F)-C(O)NR" R” ,-NR' C(O)R"” ,-OC(0O)NR' R" ,NO,, CN, Z%s, -S(0), FHHE: ( Hrp ik
T7FARIE A ZEFEEOR RS, EARIE RS ) B -S(0) ,(C,—C, Je gt ) , Horp BN i 55 FE Tk
B 1.2.3 804 ANFEFBTEUR, FridFE RT3 € —C Bk, C,—C, FEfa Ik, X3, C—Cs KifRLT
& (1 CFy), C—Co ARBEAEIE (W1 OCF,) , J2 2, 23 —(C,—Ce #idt ) B -NR' R” o 7EW]
BB LT S, C- FRFEFAHE 1 8 2 NIRRT e 55, BT id 55 B A7 k€ -C,
Bk, C,=Co ik, C—Cy 2k, oy Bl e M SR ILE 5 e R BRI B 4 1 8% 2 4
T FTHUA, BTl 26 [ A7 b g 1 2% 235 . -NR' R 8% C—C, fi i Fk . fEHE— DI ml b ik ¢
[ 7 G2, C— BREE T A4 18R 2 A FE BB W e 5, BT ad 2k 41k 374 24 —COOH, —C (0)
0-(C,=C, %2k ) , NO,, ON Bl # 5L, Horh Prid 2R AT e 4t 1.2.3 8L 4 D IEH PR, ik
B HR € —Cy Jt 3, C—Co FEdAIE, KI5, C—Co RifRRESE (1 CFy), C—Cs mifRLEa S (U
OCF,) , J2dk, 3o — (C-Co fi 2 ) B -NR' R” o 78N Al Pe iy S 7y b, C- M
1B 2 ANEE BRI R I, TR S ST C-C, gk, C-C, BiddE, K, —C(0)
NR" R” , -NR" C(O)R" , —0C(0) N=(C,—C4 %t )5 -NR'  C(0) 0—(C,~C, St ) » -NR' € (0)
0— 2855, Horp Irid R B T b 1.2, 3 B AN IR BTHUAR, P 25k A 7.4 4 €, —Co Bk, C,—C,
FeaE Sk, )3, C—Co KfUBEIE (U1 CF,) , C—Cy iR IE (41 OCF,) , 23k, 72k - (C,—Cq bt
i) B#F -NRT R
[0173]  F—Jj 10, A& R AL X 7-5b Kb &4, BE R Wk e XK 4,4-1,4-2,4-3,
5 8% & R 6,6-1,6-2,6-3,6-4,6-5,6-6,6-6a,6-6b, 6-6c,6-6d,6-7,6-8,6-9,6-10,6-11,
6-11a,6-11b,6-11c,6-12,6-13,6-14 5% 6-15 AT —DH4LE4, H b Tk - 33

A
[0174]
Ny %
X
N,
[0175]  FATEHE 1 80 2 A FEEFTHUR, Bk B #b o ) 58, C,-C, ek, C,—C, e dt,
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Gk, J5 5L - (C-C Btk ) -, C=C, Wbtk (I3 —J7 1, CFy) , C—C, miAKe s (I —77
[, OCF,) , Bk, Bk — (C,—-C, BEdE ) ,-NR’ R” ,—(C,~C,%E5E)-NR” R” ,-NR’ € (0) 0-(C,~C,
fedt ), -NR’ €(0)0 %3, -COR’ ,—-C(0)OR’ ,-C(0O)NR' R” ,-0C(O)NR' R” ,-NR' C(0)
NR’ R” ;=(C,=Cs $tdk )-C(O)OR" , —(C,~C4 KE3E )-C(OONR’ R” , -NR’ C(O)R” , NO,,
CON, 7 2, % 55, W Mg 55, ik e 65, W e 5, b wg 0, IRl 35, W Wy 3k, C,—C M 25, C,—C R
%, -NR' SO,R” , =SO,~NR' R” , =S(0), 753& ( Hrp BTk 25 FeA ik A 25 L el 20 3k, Stk
HAEFE ) B -S(0),(C=Cs e dk ) , HoAr b ioe 5 L I 25 A B30 23 e R B i sl 38 4 1.2
Bl 3 AR FTEUR, BT B T A 3 RS -NR' R” Bk C-Cg pEda2E, HH A Fid
1) 05 LB 7 FEE AT A 1223 B 4 DN EEFTITHUR, Tl R B 14 C—C e & C—Cy
FRAE e K3 C—Co KIUBEEE (U1 CFy) « C—Cy iR IE (41 OCF,) 2k 2k — (C—Cq bt
) BiE -NR' R o R AT B, AR R S C- BRI AR 1 Bk 2 A4
S BRI, ATiRSE B Bar A -NRY C(0) 0-(C,—C, %EdE ), -NR' € (0) 0- Z<3E, —C(0)
OR' , -C(O)NR' R" , —=(C,—Cy k23 )-C(0)OR' , —(C,—C, %t )-C(O)NR' R” , -NR' (C(0)
R” , =0C(0)N(C,~C, %t2& ) 5, NO,, CN, 23, =S (0), 53 (AP Prid 5 SN A 2 AL slia i,
L AT ) 8-S (0),(C,=Co ft Tk ) , Hodr HIR I 05 JE80 7 AR1E 4k 1223 804 IR X
A FIRBE GBS R € —C, Jidk, C,—C, e%aldE, K2R, C,—Cy mifUkEIE (4 CFy), C,—C, XX
Fise gk (W1 OCF,) , Fodk, FR 2 —(C—Cy hidk ) B -NR' R” o fER] Lk s 77 £,
C— MR IEHTU A B 1 8% 2 AN TR B HIE R, BTk LSS 1 C-C, Bidk, C,-Cy Mk, C,—Cq
Bk, Horn PR R eI I i R BRS843R AR B e 1 8 2 AN B AR, ik 5 4
MATHIN K3 RFE -NRT R” B4 C-C, efdt . B X —nl IR FE 71, C- FREER A4 1
8y 2 AR TR IR, Bk 55 B A7 8 —C (0) OH, —C (0) 0-(C,=C, %e4E ) » NO,, ON B # 4
55, P TR R EAT e 1223 50 4 NSRRI, Prid ZE AT A € -C, fidk, C-C; bt
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[0378]

%(
c
Q/N\)S

[0379]  F— 51, AR BHERMAE R 11-4d k&4, B W 2 Xt 9 8 = 10, 10-1,
10-2,10-3,10-4, 10-5, 10-6, 10-6a, 10-6b, 10-6¢, 10-6d, 10-7, 10-8, 10-9, 10-10, 10-11,
10-11a, 10-11b, 10-11¢c, 10-12, 10-13, 10-14 8%F 10-15 PE—P14LE4, Hrp c- FRIEH]
VIR

[0380]

*,

C( o
L

[o381] % AR L4 L 8 2 A 3% A B AR, Bk 2 A1 8k 57 Hb O &, C-C, bt 2,
C,=C, kit 2k, 07 AL, 07 & - (C—C, e AR ) -, C—C, o AR ¢ 25 (5 — 77 1, CFy),
C,=C, i A Le S A (53— J7 I, OCFy), J 3k, J 5 —(C-C, #t %), NR' R” , —(C,—C, %t
F)-NR' R” , -NR' €(0)0-(C,—C, %tFk ), -NR' C(0)0- %%, -COR' , -C(0)OR' , —C(0)
NR" R”,-0C(O)ONR’ R” ,-NR' C(O)NR' R" ;=(C,~C, %23 )-C(O)OR" , —(C,~C, %t
F)-C(O)NR" R” ,-NR" C(O)R” ,NO,, CN, *FJk, AH, BEMRRL , Ik medt , WE ML, npb e 256, i
MR, WEWY 5, C,—Cy Mg, C,-Cy BRIE, -NR' SO,R” , =S0,~NR' R” , -S(0), 753& (HrApfrid
FFHREAR T A ZE IR, AR A I ) B -S(0), (C—Cy etk ) , Hirh bikpedit  Ja JE A
FEAR oy fe R EE B 1.2 88 3 AR PTHUR, A SEF T 4 )25 F2 2k . -NR” R
B C,—C, Wt ik, HH P Bk 1) 07 FL sl 7 3530 oA e b 1223 B 4 DN IERI TR, Prid 2
FIBRSTHA C—C, ftdE, C—C, FeaRIE, K38, C—Co mAUBERE (40 CFy) , C—C, mIfUEAAEE (4
OCF,) , Ja &, 25 —(C—C, fi 2k ) BL-NR' R” &
[0382]  FE—J5 M, AR BHERAEA 11-4d1 LAY, BIERA 1 e X 11-4d B4 &4,
Horp - BEHAR -
[0383]

&
S
[0384]  FH— 71, A& R 11-4d2 Btk &9, Bl A 1 T 2 X 11-4d AL &4,
Horp C- SR EEHA N -
[0385]
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S 2%
Cl\<\c/\/E
Sj o
[0386] b — 5 M, AN K IR 11-5 WAL &4, BRI A W F e L 114, 11-4a,
11-4b, 11-4c 8% 11-4d F4LE9, Horp ik C- BREEHT A R .
[0387] % — 5T, A K IR 11-5a itk &4, B R 0 F @ LRI 114, 11-4a,
11-4b, 11-4c 8t 11-4d FI4LEY, Horb C- SRIRF#E 1 85 2 AN EEF BT HUAR, ik 22 A kT e
Cl, F, 3k, 238, BA3E, 4 I, 2% 2%, CF,, OCF,, OH Bi# C(0) CH,.
[0388] . — Jj 1, A R IR 11-5b 4k &4, B BB W F o LA 114, 11-4a,
11-4b, 11-4c B 11-4d BJ4L&9, Hrh ik C- B F 1 8k 2 AN PTEUR, Bk ZE 3N
Cl, F ok k.
[0389] N —7J5 i, AR LA 11-5c L&), BIAR#E K 11-4,11-5, 11-5a 8{# 11-5b

PRI EY, Hrb - FREERRA A
[0390]

Z
¥
[0391] 3T, AR IR M 11-5d Itk &4, RIMRYESK 11-4, 11-5, 11-5a 8 11-5b
HAE—A RS, Hob G- MR HA T4 -
[0392]

[0393] X7y, Ak IR M 11-5d1 fitb &9, BRI 11-4 PE—DEIL &Y, H
i C- M BAT R A4S
[0394]

[0395]  SL—J7 i, AR IR M 11-5e AL &4, RIMRYES 11-4, 11-5, 11-5a 8¢ 11-5b
FAE— AR A, o - MR HA T4 -
[0396]

l0397) 7T, A KRR 1151 LA, B AA I F 5 IR 114 (4644,
Hoh C- FRAEE BA AL -
[0398]
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N
g;
OH

[0390] X —J7 i, AR IS 11-5F BILEY), ARG 11-4, 11-5, 11-5a 5(# 11-5b
P&, o - EPTRA RIS

[0400]
Nt
| ¢

=

N Y
[0401]  FF— 7T, Ak BIERAE 11511 L& 4, B B @k e iR 9 83 =L 10,
10-1,10-2,10-3,10-4,10-5, 10-6, 10~6a, L0—-6b, 10—-6¢, 10-6d, 10-7, 10-8, 10-9, 10-10,
10-11,10-11a, 10-11b, 10-11c, 10-12, 10-13, 10-14 8% 10-15 [{{L&4), Hd - FREF A
WML, HLAR R 1 Bl 2 AN SERET TR, ik JE B 1 <85, C—C, bEdk, C,—C, ek, 75
Ik, 5L - (C-C, Bk ) -, C—-C, i ARKESE (53— 71, CFy) , C-C, mifkesedE (J—77
[fil, OCE,) , Bk, Bk — (C,—-C, BEdL ) ,-NR’ R” ,—(C,~C, %) -NR” R” ,-NR’ € (0) 0-(C,~C,
JdL ), -NR’ € (0)0- 3L, —COR’ ,—C(0)OR" ,-C(0O)NR’ R” ,-OC(O)NR’ R” ,-NR' C(0)
NR’" R” ;=(C=Cs %t 3E ) -C(0O)OR’ , —(C,~C4 Kt 2E )-C(OONR" R” , -NR' C(O)R” , NO,,
CON, 7 28, R, W& mge 5L, ik e 56, W e 5, b g 2, W 2, W Wy 2, -G M 2, GG B
%, -NR" SO,R” ,=S0,~NR' R” ,=S(0), 5%k (HA frdk o5 FeAb ik h Z 2k slom 2k, SARIE N
ARk ) B -S(0),(C=Cy btk ) , Horp BBk I EE RIS A 43 2 AR BRI 8 4 1.2 88
3 AR FTEUR, Brid LA A 3 B3 -NR' R” 8K C,—Cg edal i, HH A Bk 75
FEEOR DT REES AR 1223 B0 4 AR PTHUR, Frid BT 1 R C—Cy Kt gk C,—C, HE4
FEVRKIER C—C AR (W1 CFy) \ C—Cs i AUKEARIE (1 OCF,) FR2E R — (C,—C, St 2t )
m#E -NR' R” .
[0402]  J5— Ty iHl, AR BIERAE K 11-502 4L &4, BERA 41 F 2 X ryX 11-5F1 4k &
W, oA R M LB A — AN S5 A BT A, TR 2R ki 5%, C—C, fidE, C—C, ef 2h sl R 2.
[0403]  F§—JjIHl, AR BIERAE K 11-503 4L &4, BB A 40 F 2 XK 11-5F1 4 &
Wy, HpBEMeFEER B C—C, BE T AT EAR
[0404] X —Jjifl, AR BIERAE K 11-504 4L-&4, B BA 41F 2 LRy 11-5F1 4k &
Wy, SLrh R SRR T S FE A BT EAR <C,—C, mifEdE (55 —TJ7 1, CFy), C=C, pifRLE 4
(5 —77 M, OCF,) , 3228, }a 3t —(C—C, e ), -NR' R” 83 —(C,—C, Je2E )-NR' R”
[0405] X —Jjifl, AR BIERAE K 11-505 4L &4, B BA 41 F 2 LRy 11-5F1 4k &
Yy, FCr e e EE BN 1) BRI AR < C,—Cy B, —(C,—C, Je i ) —C(0)OR" 8i# —(C,—C, #¢
F)-C(O)NR' R”
[0406]  J3—TJ7IHl, AR BIERAE S 11-516 4L-&4, B EA 41F 2 X HIK 11-5F1 4k &
V), LRI IRCY
[0407]
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S P,
HC— I\?I(;

[o408] X — i, Ak R ALK 11-5g 4L& 4, BIRRYE X 11-4, 11-4a, 11-4b, 11-4c,
11-4cl,11-4d,11-4d1, 11-4d2,11-5, 11-5a, 11-5b, 11-5¢, 11-5d, 1 1-5d1, 11-5e, 1 1 -5el,
11-5F, 11-5f1,11-5f2, 11-5f3, 11-5f4, 11-5f5 5 #& 11-5f6 FAE— DL &4, H P R,
J =X (CO)Y 8 - (C(Ry),) X (CO) Y.

[0409]  FF— 70, AN K MR HEN 11-5g1 MIL&4, BIR#E X 11-4, 11-4a, 11-4b, 11-4c,
11-4¢l,11-4d, 11-4d1, 11-4d2, 11-5, 11-5a, 1 1-5b, 1 1-5¢, 11-5d, 11-5d1, 1 1-5e, 1 1-5e1,
11-5f, 11-5f1, 11-5f2, 11-5f3, 1 1-5f4, 1 1-5f5 8 # 11-5f6 FAE—PHIALEY, P R, 4
H, C,—C, ftel C,—C, BRI 3.

[o410]  FF—J7 10, A& AR HER 11-5g2 L&, IR #EX 11-4, 11-4a, 11-4b, 11-4c,
11-4¢l,11-4d, 11-4d1, 11-4d2, 11-5, 11-5a, 1 1-5b, 1 1-5¢, 11-5d, 11-5d1, 1 1-5e, 11-5e1,
11-5f, 11-5f1,11-5f2, 11-5f3, 11-5f4, 11-5f5 5 & 11-5f6 FE—NMb&Y, PR, A
NO, 8% CN,

[0411]  FE—J7 1, A& B4R HER 11-5g3 L&, BIR#E X 11-4, 11-4a, 11-4b, 11-4c,
11-4¢l,11-4d, 11-4d1, 11-4d2, 11-5, 11-5a, 1 1-5b, 1 1-5¢, 11-5d, 11-5d1, 1 1-5e, 11-5e1,
11-5F,11-5f1,11-5f2, 11-5f3, 1 1-5f4, 1 1-5f5 8% 11-5f6 FUF— AN HIHLE, b R, A
Cp-C, iR BY C,—C, B,

[0412]  FE—J7 00, A K B4R HER 11-5g4 MALE9, BIR#E X 11-4, 11-4a, 11-4b, 11-4c,
11-4¢l,11-4d, 11-4d1, 11-4d2, 11-5, 11-5a, 1 1-5b, 1 1-5¢, 11-5d, 11-5d1, 1 1-5e, 1 1-5e1,
11-5F, 11-5f1,11-5f2, 11-5f3, 1 1-5f4, 1 1-5f5 @& 11-5f6 FAE—ADNHLEW, AR, 4
C,—C, ket

[0413]  FF— 70, A K R AL 11-5g5 MAL&4, BIR#E X 11-4, 11-4a, 11-4b, 1 1-4c,
11-4¢l,11-4d, 11-4d1, 11-4d2, 11-5, 11-5a, 1 1-5b, 1 1-5¢, 11-5d, 11-5d1, 1 1-5e, 1 1-5e1,
11-5f, 11-5f1, 11-5f2, 11-5f3, 11-5f4, 11-5f5, 11-56, 11-5g, 1 1-5g1, 1 1-5g2, 1 1-5g3 Bk
H 11-5g4 FAE— 1 &9, Hd R, W&

[0414] X —J71H, A& SR HER 11-5g6 MIAL&4, IR X 11-4, 11-4a, 11-4b, 11-4c,
11-4¢1,11-4d, 11-4d1, 11-4d2, 11-5, 11-5a, 1 1-5b, 1 1-5¢, 11-5d, 11-5d1, 1 1-5e, 1 1-5e1,
11-5F, 11-5f1, 11-5F2, 11-5F3, 1 1-5f4, 1 1-5f5 B F 11-5F6 P&, Hd R, Fl
R, &6 M AIEH]

[0415] X —J71Hl, A&k AR HER 11-5g7 ML &4, BIR X 11-4, 11-4a, 11-4b, 11-4c,
11-4¢l,11-4d, 11-4d1, 11-4d2,11-5, 11-5a, 1 1-5b, 1 1-5¢, 11-5d, 11-5d1, 11-5e, 1 1-5e1,
11-5F,11-5f1,11-5f2, 11-5f3, 11-5f4, 1 1-5f5 85 11-5f6 FUE— A K&, o R, 1
R, 560 = N-OR, Horh R H&, C—Cy Ji 2, 7738 (W3 ) 8Oy Bk (W REsiaR s ) .
[o416] X —J7 T, A& BHERHER 11-5g8 MIAL&4, BIR#E X 11-4, 11-4a, 11-4b, 11-4c,
11-4¢l,11-4d, 11-4d1, 11-4d2, 11-5, 11-5a, 1 1-5b, 1 1-5¢, 11-5d, 11-5d1, 1 1-5e, 11-5e1,
11-5f,11-5f1, 11-5f2, 11-5F3, 1 1-5f4, 1 1-5f5 B # 11-5f6 PAF— DL & 4, Hod R, Fl
R, HEAMTER R — Y C—C FRIE
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[0417] X —J71f, A& SR HE R 11-5g9 MAL&4, BIAR#E X 11-4, 11-4a, 11-4b, 11-4c,
11-4cl,11-4d, 11-4d1, 11-4d2, 11-5, 11-5a, 1 1-5b, 11-5¢, 11-5d, 11-5d1, 11-5e, 1 1-5el,
11-5f, 11-5f1,11-5f2, 11-5f3, 11-5f4, 11-5f5 5 & 11-56 FE—AHib&4, Hd R,
R, HEATERE KR — B I N ZE

[0418] N —J5H, A& BHEEHE 11-5g10 &4, RIARHE X 11-4, 11-4a, 11-4b, 11-4c,
11-4cl,11-4d,11-4d1, 11-4d2,11-5, 1 1-5a, L 1-5b, 1 1-5¢, 11-5d, 11-5d1, 11-5e, 11-5el,
11-5f,11-5f1,11-5f2, 11-5f3, 11-5f4, 1 1-5f5 B(# 11-5f5 FAE—PHALEY, HP R, N
AR, AN I fE— DS B AL EW R SNEIER . 18— SE T B a2
XTI S RO AR o BT

[0419] X —J7 [, AR AL 11-5h L4, BERA T e XK 11-5g L&Y,
Hr,

[0420] X 4 0 & Y A —NR, R, 8% —N(Ry,) (CH,) , (NRyoR-o 5 o A7 Ry, FHI R, b 37 Hb & B -
A, T, o3, (CCy) Mkedt, J7dE —(C G it ) (I WEEUR 45 ), 4- Mg 2 A &,

£ ) el

A
oo LN,

[0421] Ry, A1 Ry, 5 HEFE I RUR 1L TR Bk B T A ARG
[0422]

o g o AT

c’;\/\ r ‘Sé\/\ N/\/
o™ O G Uy

k4 K 2

(Reo)r
;’S\N/\/ r;‘\ /7(R80)r
L o N e
N N/\/ 100/r
KJ B L/
[0423]  H:rp

[0424] AN Ry AL A ARHUARH C,—-C, Bk sl B2 ZE sl IR C,—C, HidE ;

[0425] BN Ry MAZH N S, REUHT C=C, Fedt, Bk sl pq 2 BT C,-C, Fedt, REUX
(1) Co=Cy FRBEHE, B — A (W11 & 4 4 ) Ry, ZEBTHURIY C-Cy Bt 5, 285 - (C-C, it
%) -, MERE I — (C—C, Jedk ) —, MEMy 5 — (C,—C, ki3t ) —, —C(0) 0-(C,—C, %t 2L ), —C(0) 0- 2§
K, =50, (C,—=Cy Ftdk ), —S0,— AL, REVRI AL, i —si 2 A (1 2 44 )Ry, ZEHHUR
(RO ZEIE, IHmE L, Ry L, M — A (W11 & 44 ) Ry, BB HIREIE &L, B — i A (1
1 & 44 ) Ry ZEATHUAC [ mEmy 2, Horp

[0426] %A Ry M7 M 3K B : 6 3, C—C Kt 2, C—Cy = X &t 2%, —OH, -0C,—C, %t %,
OCF,, —=CN, =NRyoRyo» —C (0) 0— (C,—C, 3L ) , —=CONRgyR-o» — (C,—C, %23k ) “NRg,R-o» ~NRg,CO- (C,—C,
Jidt ), “NRy,CO— 53, —NR,,CO— MERERE, —-NR,,CO— MEWYFE F2 —NR;yCONRgR.

[0427]  FEA Ry MSTHIAE B C—C, T3

[0428] FFAr A0 F 4K

[0429] %1 s k0 R 3,
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[0430] X —J5 i, AR HIRMEA 11-5h1 L&Y, BIEA W @ X 11-5g L &4,
H Y b -0-(C—Co fidk ) o fE— LM TR, Y 2 —0-(C,—C, HEFE )

[0431] X —J5 T, AR IR 11-502 ML A4, BIEA W @ X 11-5g 4L &4,
Hrpy o -0- K%

[0432] N — 5, AR 11-51 4LA4, B BA W e L 11-5h &4, 3L

Hh T IR S ]
[0433]
E_{\ /T(Rso)r
N,
Lo R
[0434] A FAPTRIZEEHA -
[0435]
j (RBO)r
A
N,
Reo ;
[0436] AT A
[0437]
(Reo)s
R

[0438] A R PRIgEHA]
[0439]

(Reo)s

[0440] T — 51, AR AL 1155 Bfb &9, BUARHE X 11-5h, 11-5h1, 11-5h2 53
11-51 PRI &4, Hoh R, 4 HER C,-C, Fedk. fE— DSy &, R, b H Pk,
TEG— L7 %=, R, 4 Ho

[0441] N —J5 T, A& AL 11-6 F4b-54, BIRHE X 9 sk# X 10, 10-1,10-2, 10-3,
10-4,10-5,10-6, 10-6a, 10-6b, 10-6¢, 10-6d, 10-7,10-8, 10-9, 10-10, 10-11, 10-11a,
10-11b,10-11¢,10-12,10-13,10-14 8, # 10-15,11,11-1,11-1a,11-2,11-2a, 11-2b,
11-2¢,11-2d,11-2e, 11-2f,11-2g, 11-2h, 11-2i,11-3,11-3a, 11-3al, 11-3a2, 11-3a3,
11-3a4, 11-3a5,11-3a6, 11-3a7, 11-3a8,11-3a9, 11-3a10, 11-3b, 11-3b1, 11-3b2, 11-3c¢,
11-3d,11-4,11-4a, 11-4b, 1 1-4¢, 11-4¢1,11-4d, 11-4d1, 11-4d2, 11-5, 1 1-5a, 1 1-5b,
11-5¢,11-5d,11-5d1, 11-5e, 11-5el, 11-5F,11-51,11-512, 11-5f3, 11-5f4, 1 1-5f5,
11-5f6, 11-5g, 11-5g1, 11-5g2, 11-5g3, 11-5g4, 11-5g5, 1 1-5g6, 11-5g7, 1 1-5g8, 11-5g9,
11-5g10, 11-5h, 11-5h1, 11-5h2, 11-51 8k 11-57 FUF—DRIAEY, Hrh ik C,-C, Bkt
& (T B3R A) AN,

[0442] X —7J5i, A& HRAEA 11-7 B4 &4, BIR$ X 9 83 X 10, 10-1, 10-2, 10-3,
10-4,10-5,10-6, 10-6a, 10-6b, 10-6¢, 10-6d, 10-7, 10-8, 10-9, 10-10, 10-11, 10-11a,
10-11b,10-11¢,10-12,10-13,10-14 8, % 10-15,11,11-1,11-1a,11-2,11-2a, 11-2b,
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11-2¢,11-2d,11-2e,11-2f, 11-2g,11-2h, 11-2i,11-3,11-3a, 11-3al, 11-3a2, 11-3a3,
11-3a4,11-3a5,11-3a6, 11-3a7, 11-3a8, 11-3a9, 11-3a10, 11-3b, 11-3b1, 1 1-3b2, 11-3c,
11-3d, 11-4, 11-4a, 11-4b, 11-4¢c, 11-4c1, 11-4d, 11-4d1, 11-4d2, 1 1-5, 11-5a, 1 1-5b,
11-5¢, 11-5d,11-5d1, 11-5e, 1 1-5el, 11-5f, 11-5f1, 11-5F2,11-5f3,11-514, 1 1-5f5,
11-516,11-5g, 11-5g1,11-5g2, 11-5g3, 11-5g4, 11-5g5, 1 1-5g6, 1 1-5g7, 1 1-5g8, 1 1-5g9,
11-5g10, 11-5h, 11-5h1, 11-5h2, 11-5i Bi# 11-5j PAE—ADEHLEY, Hodh prik C,-Cy %5
5 (R TR A) AT E,

[0443] X —J5 T, AR FARMEA 11-8 L5, BIARHE X 9 sk 2L 10, 10-1,10-2, 10-3,
10-4,10-5,10-6, 10~6a, 10-6b, 10-6¢, 10-6d, 10-7, 10-8, 10-9, 10-10, 1011, 10-11a,
10-11b,10-11¢c,10-12,10-13,10-14 8% % 10-15,11,11-1,11-la,11-2, 11-2a, 1 1-2b,
11-2¢,11-2d, 11-2e, 11-2f, 11-2g, 11-2h, 11-2i,11-3, 11-3a, 1 1-3al, 1 1-3a2, 1 1-3a3,
11-3a4,11-3a5,11-3a6, 11-3a7, 11-3a8, 11-3a9, 1 1-3a10, 1 1-3b, 1 1-3b1, 1 1-3b2, 1 1-3c,
11-3d, 11-4, 11-4a, 1 1-4b, 1 1-4¢c, 11-4c1l, 1 1-4d, 1 1-4d1, 11-4d2, 1 1-5, 1 1-5a, 1 1-5b,
11-5¢, 11-5d, 11-5d1, 11-5e, 1 1-5el, 11-5f, [ 1-5f1, L I-5f2,11-5f3, 1 1-5f4, | |-5f5,
11-516,11-5g, 11-5g1,11-5g2, 11-5g3, 11-5g4, 1 1-5g5, 1 1-5g6, 1 1-5g7, 1 1-5g8, 1 1-5g9,
11-5g10, 11-5h, 11-5h1, 11-5h2, 11-51 8kF 11-5] FUF—DHMLEY, Kb Tk C,—C, B
(T B3R A) A,

[0444] X —7J5i, A& HERAEA 11-9 K154, BIR$ X 9 83 X 10, 10-1, 10-2, 10-3,
10-4,10-5,10-6, 10~6a, 10-6b, 10-6¢, 10-6d, 10-7, 10-8, 10-9, 10-10,10-11, 10-11a,
10-11b,10-11¢,10-12,10-13,10-14 8% # 10-15,11,11-1,11-la, 11-2,11-2a, 11-2b,
11-2¢,11-2d,11-2e,11-2f, 11-2g,11-2h, 11-2i,11-3,11-3a, 11-3al, 11-3a2, 1 1-3a3,
11-3a4,11-3a5,11-3a6,11-3a7, 11-3a8, 11-3a9, 1 1-3a10, 11-3b, 11-3b1, 1 1-3b2, 11-3c,
11-3d, 11-4, 11-4a, 11-4b, 1 1-4¢, 11-4c1, 11-4d, 11-4d1, 11-4d2, 11-5, 11-5a, 1 1-5b,
11-5¢, 11-5d,11-5d1, 11-5e, 11-5el,11-5f, 11-5f1, 1 1-5£2,11-5f3, 11-514, 1 1-5f5,
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TR C- B IR A 1 B 2 AN S B 2R 38, Bk 2 ST -NRT € (0) 0-(C,—C,
fidE), -NR' C(0)0- 2K %, -C(O)OR’ , -C(O)NR’ R” , -0C(O)NR' R” , -NR' €(0)
NR" R” , =(C,~Cq %t ) -C(0)OR" , —(C,~C¢ #E2E ) -C(O)NR" R” , -NR' C(0)R” , NO,, CN,
A3, =S (0) , AEEEFE -S(0) ,(C,—Cy Hidk ) , Ho BRI ZRILHL 73 A1k 4 1.2.3 8L 4 P IEH]
FITEUAR, BT 58 IAT o Ry € —Cy It 2E, C—Co REai 28, K35, C—Cy AL (U1 CFy) 5 C—C
RIARBEEIE (W1 OCF,) , FR3E, 0L —C—Co et akid -NR' R” o AE—MSEHE g b, C- Mk
A1 2 D AE T LR EAR . B D — S5 TT S, C- FRIE 2 /A8 8- 7 U

[0719]  F—TJ5 1, A& SRR 17-2b A& 4, RV A W T2 X 17 itk &4, Hor
BT C— BRZERT A 1 88 2 AN AE IR 2R3, BTk S5 ST 1 8 C—-C, Jedk, C,—Cy Mk,
C,—Cq WAL, o IR IR Ik BRI B BE A 7 R AR BRI BB 4 1 8 2 D EERET TR, Bk
FEPIMATHE N B AR -NRT R” Bl C-C, BedE . AR DS P, C- MEER 2 b1
T- AR TE 5 — ST T, C- BRI 2 /DTE 8- AL it

[0720] P50, AR EHERAER 17-2¢ 14L&, BB A W F e Xl 17 &4, Horp
FITik C- MRFEF A4 1 8 2 IR AR, Bl 22 A1 47 4 >4 —C (0) OH, —C(0) 0- (C,—C,
Fidk ), NO,, ON B 2R3, Horh P R AT e 4 12,3 8L 4 DNEEFI T HUR, I 22 A1 40 57 1
N C=Cq Jid, C—Cy BEARIE, K38, C,—C IfUBEHE (U1 CFy) , C—Cy KfUBESIE (4N OCFy) , J2
5, B - (C-Co et ) Bi#E -NR' R” o FE— ST R, C- MEE R 2 /D IE T- AL AR
10— SEiJy &b, C- ML 2 /DA 8- A gk HUAR

[0721] X —J7TH, A K BERAE 17-2d L&, BERA e i 17 &4, 1L
TR C- MR AR 1 Bk 2 NIRRT R 2R3, Ik R M7 4 C-C, Sk, C,—C, bk
B, B2, -C(O)NR’ R” ,-NR’ C(O)R” ,-OC(0O)NR’ R” ,-NR’ C(0O)NR’ R” ,-NR’ C(0)
0-(C,—Cg FEdE ) BL-NR' € (0)0— 23, Fo i Bk A FLAE e f 1,23 8 4 ANJE BT B, fr
RFEF ST C—Cy Bidk, C—C HEfalE, Ki3s, C,—Cy ifREdE (U1 CF,) , C,—C, MifUbts 2k
(1 OCF,) , 255, 24k - (C=C, bk ) 8 -NR' R” o fE—ANSEHliTy Z2, C- BRIk 2 /b4
T- LA TEH— i T, C- MR ZRDTE 8- Mt

[0722] X5, A& R 17-2e MALA D, RV EA W52 HX 17 Ktk &4, H
C— FRIEHT A 1 88 2 N EERIBURHII O3, Prid 2L A7 4 C1, F, Ik, 43, gk, A
Ik, 25 EE, CF,, OCF,, OH, CH,0H, NH,, NH(CH,) , N (CH,), B3 —0C (0) N (CH,) 50

[0723] X —Jj i, AR BERAE 172 4L &4, BERA ke ik 17 &4, L
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TR C- MR g 1 Bk 2 AN ERABURI IR O, FriR 2 M H#S -NRY € (0) 0-(C,—C4
fedk ), -NR' C(0)0- 23, -C(O)OR’ , -C(O)NR' R” , -OC(O)NR’ R” , -NR' C(0)
NR' R” , =(C,=Cs H¢HE ) -C(O)OR" , —(C,~C, %tk ) -C(O)NR" R” , -NR’ C(O)R” , NO,, CN,
FIE, -S(0), FFEEEFE -S(0),(C,—Co Hidt ), Horp BRI 2L T 1.2.3 8L 4 PR
FITEUAR, BT 55 BT o Ry € —Cy It 2, C—Co JEai %, K38, C,—Cy ifUbEdE (U1 CFy), C,—C,
AL IR (U1 OCF,) , 22k, Fadk —(C—Cs it ) B -NR' R” o

[0724]  F§— 50, AR HIRGEA 17-2g F4L&4, B R W R s Xal 17 itk &4, Horp
FITik C- BREEF N 1 8 2 N R BUR IR O3, Frid ZE kT4 C-C, e dE, C-Cy MidE
C,—Cg BRI, Horp IR IR I BRI BRS04 R AR AR B BB 4 1 88 2 AN EFET B, ik
FEFI ST oy K2 R -NRT R Bl C—C, BER S

[0725]  F—J5 T, AR BHERAE 17-2h 1940 &4, BB A W o Ll 17 ik &4, S
Frid C— IRZEF 24 1 3k 2 NP AI IR 25, Brik ZEHh 7 A —C (0) OH, ~C (0) 0- (C,~C,
Fidk ) 5 NO,, ON B AR, Horh PR R AT e A 1,23 B 4 ADEE P BT HUA, P 225 A1 7 3t
H C=C, Bk, C=C FEdEE, M3, C-C, )ULEEE (41 CFy) , C-Cy MULEEIE (U1 OCF,y) , 2
5, Ak - (C-Cs btk ) B -NR' R &

[0726] X —J7THl, A KR 1721 4 &4, BEEA W F e X 17 fitb &4, Horp
Bk C— MRZEP 4% 1 80 2 2RI O 2%, i BT H oy € -C, #dk, C,—C, b5
FE, %, -C(O)NR’” R” ,-NR’ C(O)R” ,-OC(O)NR' R” ,-NR' C(O)NR' R” ,-NR’' C(0)
0-(C,~Cs HEE ) B -NR' C(0) 0~ Z&Jk, HAp BT id RS AT e 4 1,223 5 4 AN FE A BT EUR, A
IRFE AT C,—C, B, C—Cy BEAIE, B, C,-C, RARKERE (1 CFy) , C—C, phiftheda it
(41 OCF,) , J2 3k, B4k — (C,-C, hidik ) Bl -NR' R”

[0727] X —J5 M, AR HEEME 17-3 k&9, BE BA W Foe LK 17 it &4, Horp
C- P #1802 AN T AIEFBRK RSN O (Cl, F, B, 2%, RNE, FHEE,
CF,, OCF,, OH 853 —0C (0) N(CH,) ,

[0728] N —TJ5 0, A& R 17-3a (94L&, BIARPE R 17, 17-1, 17-1a, 17-2, 17-2a,
17-2b,17-2¢, 17-2d, 17-2e, 17-2F, 17-2g, 17-2h, 17-2i 8¢& 17-3 PG, Hp
R, A —X(CO)Y 5k —(C(R,),) X (CO) Y.

[0720]  F§ — J5 1, A K LML 17-3al B4 &9, BRR $5 X 17,17-1,17-1a,17-2,
17-2a,17-2b, 17-2¢, 17-2d, 17-2¢, 1 7-2f, 17-2g, 17-2h, 17-2i 8% % 17-3 P/E—A L4
Wy, Horb R, A&, C-C, fehkak C-C, Fpidt.

[0730]  F — J5 I, A< & WAL 17-3a2 4k &4, WA ¥ 8 17, 17-1, 17-1a, 17-2,
17-2a,17-2b, 17-2¢, 17-2d, 17-2¢, 1 7-2f, 17-2g, 17-2h, 17-2i 8K % 17-3 E— AL 4
My, ot R, Sy NO, 5% CN.

[0731]  F — J5 i, A< & WAt X 17-3a3 4k &4, AR 98 8 17, 17-1,17-1a, 17-2,
17-2a,17-2b, 17-2¢, 17-2d, 17-2¢, 1 7-2f, 17-2g, 17-2h, 17-2i 8L & 17-3 HE— AL 4
5%’ /E\ZEP Rz j"j Cz_cs iﬁ%%gz C2_C6 @%%o

[0732] T — 51, A K LA 17-3a4 1940 &9, BRR ¥ X 17, 17-1,17-1a,17-2,
17-2a,17-2b, 17-2¢, 17-2d, 17-2¢, 1 7-2f, 17-2g, 17-2h, 17-2i 8% #& 17-3 P/E— AL 4
Y, e R,y C=C, A RUERE

86



CN 101501032 B WO B 80/176 Tt

[0733]  F — J5 I, A & WAt X 17-3a5 Ak &4, WA ¥ 8 17, 17-1,17-1a, 17-2,
17-2a,17-2b,17-2¢, 17-2d, 17-2¢, 17-2f, 17-2g, 17-2h, 17-2i, 17-3,17-3a, 1 7-3al,
17-3a2, 17-3a3 8 # 17-3a4 FAE—PHALEY, Hb R A

[0734] M — Jj I, A & B 42 At X 17-3a6 46 & 4, RO ¥ =L 17,17-1,17-1a, 17-2,
17-2a, 17-2b, 17-2¢, 17-2d, 17-2¢, 17-2f, 17-2g, 17-2h, 17-21 8% 17-3 /- — IS
Wy, Jod R R, 255 A RER .

[0735] S — Jy 0, A K B LS 17-3a7 KAL), BRR 95 X 17,17-1,17-1a,17-2,
17-2a,17-2b, 17-2¢, 17-2d, 17-2¢, 17-2f, 17-2g, 17-2h, 17-21 8 F 17-3 P/ — P RIS
V), Joh R MR, 56 8= N-OR, Horp R A&, C-Cy bk, ik (ks ) syt (w
FHEIMAKLE) .

[0736] . — Jy I, A< & W HE At 2 17-3a8 Ak &4, WA ¥ =8 17,17-1,17-1a, 17-2,
17-2a, 17-2b, 17-2¢, 17-2d, 17-2¢, 17-2f, 17-2g, 17-2h, 17-21 8% 17-3 F4E— P HILE
W), Hodr Ry R, S5 EATER i — L TE i C—Cs M2t

[0737] X —TJj [, A& & B $E 4 5 17-3a9 B4k &4, BUAR 4 =8 17,17-1,17-1a, 17-2,
17-2a, 17-2b, 17-2¢, 17-2d, 17-2¢, 17-2f, 17-2g, 17-2h, 17-21 8% 17-3 F4E— P HI4LE
W), Jorp R, FUR, S ER I — Y AN &

[0738] X —J7 [, A & B $2 A X 17-3a10 4k & 9, BPAR ¥ =L 17, 17-1,17-1a, 17-2,
17-2a, 17-2b, 17-2¢, 17-2d, 17-2¢, 17-2f, 17-2g, 17-2h, 17-21 8 & 17-3 FE— DS
W), b R, AEM R, AMAIE . 5L B G2 SNEBER o 75— KT &
R A /Py R S o AR NS iR

[0730] X — 7, A K R 17-3b B4k &4, BV EA 41 F e X 17-3a 4L &4,
Hrp

[0740] X K 0; & Y B -NRy R, B -N(Ry) (CH,) 5 (NReoRyo 3 He H Ry AT R, Al 57 3 3 H -
A, FEE, O3k, (CCy) Mkedt, 75 —(C—Co e ) (I WEEEUR &5 ), 4- Mt me 2 1 &,

/\/(%o)r
%'—\/L r//\( Reo)s B

Roo gt LN,
[0741] Ry, A1 R,y 5 EMTEENAIR TN B 7 A e 3E
[0742]

Rooe g oo A~

A R N SN 7

2 2 > 2

A~ Rear (Rso)r

N~/
R1o0)r
‘\)\ (o0 ‘\J\ /\( Rioo)r
D,
[0743] Hrp

[0744] AN Reo BRI RIUACHT C—=C, Bk s et sl i 2 U C,=C, BEdk groups ;
[0745] BN Ryo BT I &, R C—=C, Ktk , BBk sl i 5 U €, =C, ek, REUACHY
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Cy=Co FIBEEE, B — A (AT 1 2 44 ) Ry, BUARHY Co—C bt 2k, Rk - (C-C, e gk ) —, ik
F = (C=C, B3t ) —, MEMy 3 — (C,—C, ft & ) —, —C(0) 0 (C,—C, %t 3E ) , —C (0) 0 HF, —S0,~ (C,~Cq
Pk ), —S0,~ 2RI, RERIZREE, B — 824> (W1 1 2 4 ) Ry BEETHUR I 2R T, nibne 2,
MWy Ik, i — A (A1 1 & 44 ) Ry, FERTHURHINERE 5L, 4 — B2 A (41 1 2 4 ) Ry, 2
HEAR ey 3, o

[0746] R4 Ry, AL HhE B 3, C—C bidk, —C,—Cg I AULEHRE, —OH, —0(C—C, Ktk ) »
0CF,, =CN, =NRyRyo» —C(0) 0= (C,~C, ¥ ) 5 =CONRg,R-05 — (C,~Cy 3 ) ~NRyyRoo» ~NR,CO— (C,—C,
FrdE ), —NRy,CO— 23, —NR,,CO— MEEMEZL, ~NRy,CO— MEWY L K2 ~NRyyCONRyoRs

[0747]  BEAN Ryq SN HE A S B C,-C, JE3E

[0748] HF P r A0 24K

[07491] H4s k0 A 3,

[0750] S —JyHl, AR EHIRAE R 17-3b1 L &4, BIEA W F 2 X 17-3a 1L &4,
H Y By —0-(C—Co fidk ) o fE— LR, Y 24 —0-(C,—C, HEFE ) o

[0751]  X—Jy i, AR HERAE R 17-3b2 AL &4, BIEA W F 2 L 17-3a B4k &4,
Hrh Y 2 -0- &3,

[0752] . —J7 1, AR AR 17-3c b &9, B EA W T e X 17-3b &4,

Hor B 5
[0753]
gl?%%m
N,
e R
[0754] 4 FRPTRZEHA] -
[0755]
(Reo)r

[0756] % ATk LA

[0757]
(Reo)s
A
N R
[0758] A F AP -
[0759]
£ (Reo)s
/\WRQO

[0760]  F— 51, A K B4R ME 17-3d 4L &9, BRSPS X 17-3b, 17-3b1, 17-3b2 B
17-3¢c PAE—DNLEY, Horp R, N HEk C—C, Kedt. 28— N2t &b, R, O H 83,
B —SEiT7 2, Ry A Ho

[0761] X —J5 T, A& AL 17-4 Btk &4, RIFR B X 15 8 =X 16, 16-1, 16-2, 16-3,
16-4,16-5,16-6, 16—6a, 16-6b, 16-6¢, 16-6d,16-7, 16-8,16-9, 16-10,16-11, 16-11a,
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16-11b, 16-11c,16-12, 16-13,16-14 8% 16-15 FIE—ANEFHLEY, Hp prik - FREFH

’x:%‘

[0763]  ERFIXLEFL ) N- iﬂ%%fﬂi% ,
[0764]  EAI1# BATRILERY 1.2 8L 3 ANFEF BT HUR, ik L 1 %, C,—C, HidE, C,—C,
Bk, 77k, 77 Fk - (C-Cy Bt ) — C=C, )i UbedE (5577, CF,y) , C—=C, iUkt dt
(F3—7J71H, OCF,) , 383, J 5 - (C,-C, pt2E) , -NR' R” ,—(C,—C,%¢%E) -NR” R” ,-NR' C(0)
0-(C,~C,k3E) , -NR'  €(0) 0- ZEJ]E, —COR’' ,—C(0)OR' ,-C(0O)NR' R" ,—(C,~C, %tk ) —C(0)
OR' , —(C,~C, BEE)-C(O)NR' R” ,-NR' C(O)R” ,-OC(O)NR’ R” ,-NR' C(0)NR' R",
NO,, CN, N5, AR, BEMe L, b me L, MR L, Ibb e 255, PR AR 25, Wy 25, C,—C M2, GGy R
%, -NR' SO,R” ,=S0,~NR' R” ,=S(0), 5% (HrA frdk o5 AR h 2k slioR 3k, SERIE A
) B -S(0),(C—Co fidk ), Horp B IGe 5 I 3 A B IR0 73 e R BRI sl i 1.2
B¢ 3 NI P EUA, T ZE SR g R VRS -NRT R B C—Cg Fidel R, HArh iR
J7 IR BH T B A IR 12223 B4 AN TR T EUR, ik 3k ST 4 C-C e 2k C—C, bt
SEE K32 CCy RRURERE (A1 CF,) \C—Co pEAEE (U1 OCF,) \FR2E B2 — (C,—Cy St )
BUF -NR' R” o fE— ST 0, AR IR S C- BRI A 1 8k 2 D EEHETEL
AR e FE B AL E JE N- S840, BTk RSk -NR7 € (0) 0-(C,=Cs HE2E ) , -NR' € (0)
0- 2K %, C(O)OOR " , -C(O)NR " R ", =(C,~C¢ %t & )-C(O)OR ' , —(C,~C; %t F& ) —C(0)
NR’ R” , -NR’ C(O)R” , =OC(O)NR’ R” , -NR' C(O)NR’ R” , NO,, CN, 23, -S(0), 7%

A (o ik J7 BEOR IR A 22 25 Bl 5, PRI 43k ) 8 -S(0) ,(C,—C, fidk ) , Horp ik
(1) 05 B /AT e B 1,23 B 4 NI P EUR, Pk 55 B € -C, e 2k, C,—C, edl 2,
X2, C—Cg ifABEIE (41 CFy), C—Co mARLEaIE (4N OCF,) , Jad&, Fa 4k - (C,—C, bidit ) B
F-NR' R” o FERHEERERI ST T S, C- IRZEHEN B 1 8 2 A5 BRI L g 2L sl g
B N-AL), TR B A STy C—C, B, CCo M, C,=C e, Horp BaR B e 2 AR BEA
FRIEH 3 2 R MR B B 1 B 2 DN EERTITEUR, il B M7 1 8 i 32 255 -NRT R
8% C,—C, Pt 70 5 — WL ERE R St 7 2, C- IRFRE A 9t 1 81 2 AN ZE A HUAR R ntb e 25
BRILIE 25 N- 540, P ZE TS b A —C (0) 0— (C,—C, K5t 2 ) » NO,, ON B3 R 25, HLrp iR 2R
FATIEHE 1,23 B 4 DEEFITHUAG, B SR SR 4 C—C St 25, C—Co FEARZE, X3R5 C,—Cy
RACEESRE (40 CFy) , C—Cs MiAUBESRIE (1 OCF,) , 3%, 33k - (C,—C, ket ) i -NR' R”
TE N P HE R R St 7 2, C- RFR A 1 B2 AN ATHU bk e Z5 BROTEIE 2 N- 484k
Wy, PR Shr H o C-C, Jt 2, C—C, B4 %, X %%, -C(O)NR” R” ,NR" C(O)R” ,-0C(0)
NR’ R” ,-NR’ C(O)NR' R” ,-NR' C(0)0-(C,~C,%t3E) B -NR' C(0)0-ZKIE, Hih ik 7%
FARIEHE 1.2.3 84 DIEEFPTHUA, il R SR 1 4 C—C St &, C,—Cq FES %, K%, C,—C
RIACREIE (1 CF,) , C—Cy ifUBESEIE (41 OCF,) , 23k, Bk —(C,—Cy K¢kt ) miE -NR' R” &
[0765]  F—TJ5 1, A& HERAEA 17-4a (4LE, BERA W e ik 15 838 X 15, 16,
16-1,16-2,16-3, 16-4, 16-5, 16-6, 16—6a, 16-6b, 16—-6¢, 16-6d, 16-7, 16-8, 169, 16-10,
16-11,16-11a,16-11b, 16-11c, 1612, 16-13, 16—14 8¢ 16—-15 T/ MHHLE), Hrp it
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@& C- MFEEH
[0766]

N
OO0
A L

[0767] %% EAFLEAE 1.2 83 MR FTHUR, Pridk 3 71 ok < 52, C,—C, bidk, C,—C, bt
U, D7, I - (C-C e sl ) -, € —C iARe 2k (I3 —J7 1, CFy) , C,—C, miARE 4 E (T3
—7J7 1, OCF,) , 323, Fadk —(C—C, %¢%&E ), -NR' R” , —(C,—C, %EdE ) -NR" R” , -NR’ C(0)
0-(C,—C, %t 2 ), -NR ' C(0)0- % %, —COR ' , =C(0)OR ' , =C(O)NR ' R ", —=0C(0)
NR’" R”,-NR’' CONR' R "7 ;=(C~Cs %t % )-C(O)OR ' , —(C,~C; %t F& )—C(0)
NR" R” ,-NR" C(O)R” ,NO,,CN, RZE, ZRIE, WML, npt L, e M I, ke 2, AR 22, ey
5, C,-Cy Mgk, C,-Cy BRI, -NR' SO,R” , =S0,-NR' R” , =S(0), 72k (Hrhprid 55k
N ZRFLEREE, AN N 2REE ) 8 —S(0), (C—Co bt ) , o R ke A EE MR 7
SEARBUARIR B B 1.2 83 AT BB, Pk S B Mk )i 2= 56 -NRT R” 8 C,—C,
Fria ik, HILr IR i 07 FE sl 5 SE 0 AR B4 1,23 804 DL R BT, P 2 A1 4t 57 1k
N C=Cy it C—Cy 2k ;32\ C—Cy i AULETE (1 CFy) « C—Cy ifbE4E (U1 OCF,) .
BRI RIE - (CCo Bk ) B NR' R” o FE— AT R, AR MM 1742 b5
W), Horh C- FRIEFAHE 1 812 NIRRT I, Frid 2L 7 #48 -NR” - C(0) 0-(C,—C4
fede ), -NR’ C(0)0- 2K, -C(O)OR’ , -C(OONR’ R” , -0OC(O)NR ' R” , -NR' €(0)
NR" R” , =(C,~Cq %% ) -C(0)OR" , —(C,~C¢ $E2E ) -C(O)NR" R” , -NR' C(0O)R” , NO,, CN,
Ak, =S(0), A (Hrp Bl J7 ZE00I% 28 BE s 3k, FEAIE 58 ) 8L —-S(0) ,(C,—C, %t
5 ), Horp BRI A TR 12223 804 ANTEFBTEUR, TR IE kT C—Cy BidE,
C,—Cg FEAa I, K35, C,—C i ARKEIE (U1 CFy) , C—Co IBEAIE (W1 0CF,) , FRds, J2 5 - (C,—C,
Pk ) BE -NR' R” o fERALIERER STy b, C- BRI Hk 1 Bk 2 AT U R e
WE 5k, PTIRBE BT Ry C—C, BEdik, CC Midlk, C,=C, Ik, Horp Rl (R be i | I JE Al ik
o A AR BRI BGE B 1 82 AN FE T, Pl ZE B A7 Hh )5% FR3E -NRT R B)
C,=C, Bra It . 17— nBLEBEMISLHE T R, C- IR 1 8 2 AN FE R mene 5,
FTIRBE AT A —C (0) OH, —C(0) 0 (C,—C, %t3& ) , NO,, ON B AR5k, Hor Pk 2RI b 4
1.2.3 8¢ 4 DNFEFAFTEUR, FrdkFE B ol € -C, %3k, C—C, B dE, M2, C,—Cy mUET
(40 CF), C—Cy BfUEEAIE (401 OCF,) , B, B — (C—C, St ) 8l \R' R” . #EX
— AP S T S, C- FREEF N A 1 Bk 2 AN TR BRI R e L, Bk 3k [ kT
C,—C, Jedk, C,—C, Bk, K%, -C(O)NR' R” ,-NR' C(O)R” ,-OC(O)NR' R” ,-NR' C(0)
NR' R” ,-NR' C(0)0-(C,~Cy Btk ) 5 -NR' C(0)0- Z£IL, Horp prid 2R ILMEik 4k 1.2.3 5 4
AFEF FTEUR, BTIAZEF S H o C,—C, Bk, C—Co St %8 IE, K55, C—Co Kif0BEFE (Ui CF,) ,
C,—Cy IALEAIE (U1 OCF,) , F2dk, F 2k — (C,—Cy hidk ) Bi#H -NR' R”

[0768]  F—TJ5 1, A BHERAL 17-4b [4LE&4, BERA W e ik 15 838 X 15, 16,
16-1,16-2, 16-3, 16-4, 16-5, 16-6, 16-6a, 16-6b, 16-6¢, 16-6d, 16-7, 16-8,16-9, 16-10,
16-11,16-11a,16-11b,16-11c, 16-12,16-13, 16-14 8{¥ 16-15 FE—DHILEY, H A
s C- AN
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Ny %
(X

N" ¥
[0770] MG fF 1E 4% 1.2 B3 A 5E B B AR, P ik JE A A 57 Hb O e 3R, -Gy b
C,-C, Ft % 2k, 757 55, JF &5 - (C—C, Je 50 58 ) —, C—C, pi AR ¢ 25 (53 — J7 1, CFy),
C,—C, K ARKE S FE (55— Jiif, OCFy), 2, 35 —(C,—C, ki dE ), -NR' R” , —(C,—C, ¥t
F)-NR' R” , -NR' €(0)0-(C,—Cs Edk ), -NR'  €(0) 0- ZKFE, —COR' , -C(0)OR’ , —C(0)
NR’ R” ,-0C(OONR’ R” , -NR' C(O)NR' R" ;=(C~C, %% )-C(O)OR' , —(C,~C, %t
£ )-C(ONR" R” , -NR' C(O)R" , NO,, CN, "N, ZEE, HEREZE, MEMY L, C,—C M, GG,
FEE, -NR' SO,R” ,=S0,~NR’ R” ,-S(0), 753k (Hr i 5 BNk h 2R FEsia st kit
M EFE) B -S(0),(C—C Fidk ) , Hor FIR e 3 R SRR 40 a2 AR AR Bl 4 1
2 8% 3 ANEEH TR, Frd ZE BT O = 5% R 25 -NRT R 8K C,—C, i 2E, HHp Bk
)05 B sl 07 FE A /AR 1B A 1223 804 AN FERIITEUR, Frid ZE ATy C,-C bedE. C,—C;
B BE I F L C—Co RIRKERE (U1 CFy) L C—Cy piAREAEE (U1 OCF,) REE I - (C-C, b¢
R BE -NRT R o AEANSEHETT Y, AR IRALZAE AL G, Hodr C- BREEETN B
182 DNEEARARIINERE, PriR R o8 -NR” C(0) 0-(C,—Cg #E% ), -NR' € (0) 0— =
H, -C(0)OR' , -C(O)NR' R” ,-0C(0O)NR' R” ,-NR' C(O)NR' R" , —(C,~C, %&L )—C(0)
OR' ,—(C,~C, %%H )-C(O)NR" R” ,-NR' C(O)R" ,NO,,CN, #%:,-S(0), 753 (RIS
TR N ZERE BRI, AN A 2R3 ) 8L S (0) ,(C,—Co Fidk ) , Horr o (1) 77 F5380 /0 AF e 4
1.2.3 5 4 DI FrEUR, BTl FEZ M7k C—Cy Bk, C,—Cs B IE, )3, C,—Cs WUkttt
(4N CFy) , C,=Cy mifKEAIE (U1 OCF,) , Fodik, 23k — (C-Cy ik ) B -NR' R” o fEW[ ik
PRI SEE 7 22, C- IREEHET A 1 81 2 A FE TR LR , BTk 58 J 7 1 ¢,-C, Sk,
C,—Co Mg, Cy=Co B2, b IR FRe 56 45 AN B30 70 2 R B I B33 % 1 8% 2 N A B
HUAR, BT iR 5 BT 0k 3 25 R FE -NR' R” 8K C—C, BEsa Ik . 78 5 — Al I BRI S it 5 %
, C- AR AR 1 B 2 AN ETEUR I, By ik 2 14t 5746 2% -C (0) OH, —C (0) 0- (C,—C, ¢
%), NO,, CON 8RR I, Hodp Frid I E 4 1.2.3 8k 4 ANFEF FTEUR, Arid ZE a7 1
C,—Cy Bk, C,—Cq B IE, K3, C,—Cy IARLEHE (4N CFy) , C,—Cy RfUBESIE (U1 OCF,) , F2 5,
FRHE - (C-Co fidk ) B -NR' R” o 7E MRk EeR 7 0, C- FRIEF AR 1 8 2 A~ H
AR , Prik kST #4 C-C, BidE, C—C, Fi% 2k, %, -C(OONR' R” , -NR" C(0)
R” ,-0C(O)NR’ R” ,-NR’ C(O)NR’ R"” B -NR' C(0)0-(C,~C,%ikE),-NR' C€(0)0- ZE
55, Horp ik 2R AT 4 1,23 50 4 DR FTHUR, Jrid EEFSAI A, C—-C, $idk, C—C, bt
Ak, R, C-Cy iARREIE (U1 CFy) , C—Cy ifRBESEZE (1 OCFy) , 72k, 2k — (C,—C, itk )
## -NR' R” .
[0771]  fF—J7 1, AR 17-4c Ktb&9, B HA W e X 16 83 K 15, 16,
16-1,16-2,16-3,16—4, 16-5, 16-6, 16—6a, 16-6b, 16-6¢, 16—6d, 16-7, 16-8,16-9, 16-10,
16-11,16-11a,16-11b, 16-11c, 16-12,16-13, 16-14 8# 16-15 HAF— D HI4L &9, Hrb
C— MZE[HN -
[0772]

[0769]
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R % . @ N %
/N:(z <N°I /v e el af
<NC ’ . ¥ ¥ (Ni/ksg’ N\C%ng, &/N\g L_&%N\C N\Sg,

[0773] X UEEL A K B AT LB | B 2 AN EE AT BUAR, B il R A AhoSr b o g 3R, C-C, e
5, C=C, bt Ik, U7 SUHE, 05 &5 - (C—C bt fl 2 ) -, C—=C, i ARk 26 (53— J7 1, CFy,
C,—C, K ARKE S FE (55— Jiif, OCFy), &, 35 —(C—C, ke dE ), -NR' R” , —(C—Cy bt
F)-NR' R” , -NR' C(0)0-(C,~C, %¢%: ), -NR' € (0)0- ZEZE, -COR' , -C(0)OR' , —C(0)
NR’ R” ,-0C(O)NR’" R” , -NR' C(O)NR' R" ;=(C~C, %tH)-C(O)OR' , —(C,—C, %t
H)-C(O)NR" R” ,-NR’" C(O)R" ,NO,, CN, F 3L, AFL, WEMRIL , by ML, e ML | npfmg L, e
MR, BEWY L, C,—Cy Mgk, C,—Cy BREE, -NR' SO,R” , -SO,~NR’ R” , =S(0), 753 ( Hrpprk
T7IEARIE LRI AR, AL N KL ) 8k S (0),(C—Co ke 2t ) , Hirp Bk I SEFn b
A R AR HIBCE Y 1.2 88 3 NIRRT, Tk L B 7 1 4 i3 298 -NRT R

5 C,—Cy pefal gk, HIH A Ik i) 07 ZE sl 0y ZEH /AR e 4 1,23 58 4 IR T AU, Prik g
RT3 Ay C=C, BEdE C—C e IE V K31 . C,—C IUGEEE (U1 CFy) L C,—Cy pifAULESREE (T
OCF,) ik Jakt —(C—Co etk ) BiF -\R' R”

[0774]  F3—J5 T, AR IR 174l A, BIRA 1T @ X 17-4c B’ &9,
Hrp - BB R -

[0775]

N§(
c
§/N\SS

[0776]  F— 71, AR HIRME R 17-4d k&4, BN EA W R 2 XH L 15 8 2 15, 16,
16-1,16-2,16-3, 164, 165, 16-6, 16-6a, 16-6b, 16-6¢c, 16-6d, 16-7, 16-8, 16-9, 16-10,
16-11,16-11a, 16-11b, 16-11c, 16-12, 16-13, 16-14 8k 16-15 TAE—Hib&4, Hrhir
R C- HFEA R -

[0777]

[0778]  IXLLTLPH % HAFLEHE | sl 2 A% B BT BUAX, Brads 25 A A7 i ok i &, C-C, 5t
55, C-C, b S 2k, 07 AR, 05 &5 - (C-C el 3 ) -, C-C, ARk 58 (51— J7 M, CFy,
C,—C, AR PE R FE (5 —J7 1, OCFy), Ja 2%, }a 4t —(C,-C, ke %E ), -NR' R” , —(C,—C; i
F)-NR' R” , -NR' C(0)0-(C,—C, %¢%E ), -NR' € (0)0- ZK%E, -COR' , -C(0)OR' , —C(0)
NR’ R” ,-0C(OONR’ R” , -NR' C(O)NR' R" ;=(C,~C, k& )-C(O)OR' , —(C,—C, %
F)-CO)NR" R” ,-NR' C(O)R” ,NO,, CN, *EEL, ZEFE, WML, otk ML, R MR, itk g 5k, e
M, MEMY L, C,—C, Mgk, C,—Cy BdE, -NR' SO,R” ,-SO,~NR' R” ,-S(0), 753 ( Hrpprk
T7FARIE Ay BRI, A A ZRFE ) 8l S (0), (C—Co ket ) , Horp BRI S F b
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AR e KRB B ECE B 1.2 8L 3 NI PFTHUR, TR BEF S H 4 < 5% 22 . -NR' R
Bl C,—Co prél 2k, HH IR ¢ 07 FE B 07 F i AR e 4 1243 B4 DI PT B, Pk 5
BRAZ I Ay C=Co BEdE C—Cs FEIE L M35 C,—Cs pUERE (A1 CFy) C,—Cy pi e (
OCF,) 23k 3L - (C,—C, Bedk ) B -NR' R”

[0779]  FF— 5T, AR FATRMEA 17-4d1 LAY, BIEA W @ X 17-4d 40 &9,
o - AR -

[0780]

\¢/
55 °
[0781] P — 5T, A& SR 17-4d2 Mtk &4, B HAA a0 F 2 XX 17-4d Itk 54,
Hrb - HER R -
[0782]

S 2,
Clﬁ
SS °
[0783]  YA— 5, AR AR 17-5 K4k &9, WIIRHE X 174, 17-4a, 17-4b, 17-4c 80
17-4d FILEY, o C- BRIEF 0 REURH .
[0784] 5 — 51, A K EHER ML 17-5a B4 &4, BER A @ F e XK 174, 17-4a,
17-4b, 17-4c 8E 17-4d (4G, Horp C- BAAERTR 1 83 2 AN ZE A T B, BT ad [k S 4l
N CL, F, B3, &3, RIS, B, 53, CF;, OCF,, OH 8(# —C(0) CHs.
[0785] X —Jj i, A K EH R 17-5b 4k &4, RER A @ F e XK 174, 17-4a,
17-4b, 17-4c 8(F# 17-4d BG4, Horp C- FRZEPHE 1 8 2 AN EEE T EUR, Bl 7N Cl,
F el 2.
[07861  .—JyiHl, A K BI$RAIE X 17-5¢ K4k &4, RIARHE X 17-4, 17-5, 17-5a 5k #& 17-5b
AT AL &4, b C- SR HA R A4
[0787]

Ny %

.
¥
[0788] X — 5, A K B 17-5d (4L &4, BIARPE L 17-4,17-5, 17-5a 5 17-5b
AT AL &4, Hoh C- BT HA R HE5H
[0789]

&y
R
N ¢

Yz

v,
[0790] 3T, AR IR M 17-5d1 AL &4, BIARPE X 17-4, 17-5, 17-5a 8L 17-5b
HAE RS, Horb G- ML HRA T4 -
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[0791]

[0792] N —J5 I, AR LML 17-5e L&), BUARHE K 17-4, 17-5, 17-5a 8 # 17-5b
ALY, Hodr - BREEF B R AIEEH -

[0793]
=
S
v,
[0794] XTI, AR W FE A 17-5el BIAL&1), B =X 17-4 WAL &4, Horp C- 313E
HRAT R A5 -
[0795]

Nk
S
OH
[0796] N —J5 i, AR AL 17-51 A5, BUAR#E K 17-4,17-5, 17-5a 8{# 17-5b
HFAT— NG, K C- MR BA R4 -
[0797]

NTY
[0798]  F— 5[, A& BRI 17501 L& 4, B R A W ke L 16 8% K 15,
16,16-1,16-2,16-3,16-4, 16-5, 16-6, 16—6a, 16—6b, 16-6¢, 16-6d, 16-7, 16-8, 16-9,
16-10,16-11,16-11a, 16-11b, 16-11c, 16-12, 16-13, 16-14 8% & 16-15 T 4F — P 1L &
Wy, Horp pr ik C— M5 A WE M S, SLAT I A 1 B0 2 AN A B AR, B o 2 Tk S b Ry b
K, C-C, bk, C-C, pré Ik, J75 L, )79k — (C-C, Ji% s ) -, C—C, mifUke3E (5— 771,
CF,), C,—C, Wkt SE (—J 71, OCF,) , }a 3k, 3238 - (C,—C, ki3t ), -NR' R” , —(C,—Cq %t
F)-NR' R” , -NR' €(0)0-(C,—Cs E3k ), -NR' C(0)0- ZKF, —COR' , -C(0)OR’ , —C(0)
NR’ R” ,-0C(OONR’ R” , -NR' C(O)NR' R" ;=(C~C, %EH)-C(O)OR' , —(C,~C, %%
F)-C(O)NR" R” ,-NR’ C(O)R" ,NO,, CN, FFE, FE, WEMREL , by meL , e ML | npme L, I
MR, IEMY L, C,—C, JREE, C,—C, BeE, -NR' SO,R” , —SO,~NR’ R” , -S(0), %% (bR
FFEMIE N ZEFE ORI, BARE N ZREL ) 5l -S(0) , (C-Cy Ki k) , Horh Falvpe it AL F b
FEA A R ARBUREIBCE A 1.2 88 3 NIRRT, Tk L B A7 1 4 s 3 25 -NR” R
8 C,—C, efal ik, HH i Bl i) 07 FE sl 5 S5 /AT e b 1223 8k 4 DN IERI AT EUR, Prid 2k
RIBRST A C—C, Bk C—C, Ed It b3 C,=C I UBEEE (41 CFy) \C,—C IR AEE (4
OCF,) 3k F2dE - (C—Cs fids ) B NRT R”
[0799]  —J7iHl, Ak AR L 17-5F2 L&), RERA W F e LR 17-5F1 ik &
W), I P ik W W L R A — AN R B, Brdk 2R 3%, C-C, fidk, C-C, b AEmliE F
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Ho
[0800]  F— 7 ifl, A &k AR AL 17-5F3 L4, B RA W e XK 17-5F1 ik &
V), Hodp Prik E MR L ER A € —C, e S EUAR
[0801] X —J5iHl, AR BIERAE K 17-504 4AL-&4, B RAA 41 F & X ryaX 17-5F1 4k
Yy, Horh ek B EE R B 7 FE AR <€, —-C, i ARBEEE (53— 71, CF,) , C,—C, pii Ukt 4el ik
(5—J71H, OCF,) , %, }3E - (C—C, %35 ), NR' R” 8# —(C,—Cs %3 ) -NR' R” &
[0802] X —Jjiil, A&k BAERGE 17-5F5 L &4, RIRA W F e LR 17-571 k&
Wy, Horp Bk RIS S B AR <C,-C, bt — (C,—C, bidiE ) -C(0) OR' Bl — (C,—C, %
H)-C(O)ONR" R” .
[0803]  Y— 7T, A&k BAERHE R 17-576 ftL&4, RIRA W F e R 17-571 ik &
V), e BT IR e LR

s

w&%@(
NT

[0804]

[0805] X — 7T, ANk BHERAE S 17-5g 4L &4, BIARYE X 17-4, 17-4a, 17-4b, 17-4c,
17-4¢1,17-4d, 17-4d1, 17-4d2, 17-5, 17-5a, 1 7-5b, 17-5¢, 17-5d, 17-5d1, 17-5¢, 17-5¢l,
17-5f, 17-5f1,17-5f2, 17-5f3, 17-5f4, 17-5f5 & & 17-5f6 FE— P&, HF R,
=X (CO)Y 8 - (C(Ry),) X (CO) Y.

[0806]  FF— 7 1Hl, A& BHERHE 17-5g1 MLE4, BIR#E X 17-4, 17-4a, 17-4b, 17-4c,
17-4cl,17-4d, 17-4d1, 17-4d2, 17-5, 17-5a, 17-5b, 17-5¢, 17-5d, 17-5d1, 17-5¢, 1 7-5el,
17-5F,17-5f1,17-5f2, 17-5f3, 17-5f4, 17-5f5 @& 17-5f6 FAE—ANHLEW, Hh R, 4
2, C=C, Frkak C,—Cy btk

[0807]  F—JjIf, A&k BHERHE R 17-52 ML &4, BIAR#E X 17-4, 17-4a, 17-4b, 17-4c,
17-4c1,17-4d, 17-4d1, 17-4d2, 17-5, 17-ba, 17-5b, 17-5¢, 17-5d, 17-5d1, 17-5e, 1 7-5el,
17-5F,17-5f1,17-5f2, 17-5f3, 17-5f4, 1 7-5f5 B(# 17-5f6 FAE—PHIALEW, HPh R, 4
NO, 8% CN

[0g808]  FF— 7T, A& MR AL 17-5g3 MIL&4, IR X 17-4, 17-4a, 17-4b, 17-4c,
17-4cl,17-4d, 17-4d1, 17-4d2, 17-5, 17-ba, 17-5b, 17-5¢, 17-5d, 17-5d1, 17-5e, 1 7-5el,
17-5f, 17-5f1,17-5f2, 17-5f3, 17-5f4, 17-5f5 & 17-5F6 FE— D&Y, P R, A
C,—C, FEHEER C,-C, Bt

[0809]  FF—71HI, A& BHERHE 17-5g4 L&), BRI X 17-4, 17-4a, 17-4b, 17-4c,
17-4cl,17-4d, 17-4d1, 17-4d2, 17-5, 17-ba, 17-5b, 17-5¢, 17-5d, 17-5d1, 17-5e, 1 7-5el,
17-5F,17-5f1,17-5f2, 17-5f3, 17-5f4, 17-5f5 8% 17-5£6 TUF— AN HI4LEW, L R, A
C1_C4 ’fk%ﬁﬁﬁo

[o810]  FF— 71, A&k BHERHE 17-5g5 L&, BIR#E X 17-4, 17-4a, 17-4b, 17-4c,
17-4cl,17-4d, 17-4d1, 17-4d2, 17-5, 17-5a, 17-5b, 17-5¢, 17-5d, 17-5d1, 17-5¢, 1 7-5el,
17-5f,17-5f1, 17-5£2, 17-5F3, 17-5f4, 17-5f5, 1 7-516, 17-5g, 1 7-5gl, 17-5g2, 17-5g3 BX
17-5g4 HAE—AEW, K R, A&,
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[os11] X —Jjif, A& AR HE R 17-5g6 MIAL&4, BIR#E X 17-4, 17-4a, 17-4b, 17-4c,
17-4cl,17-4d, 17-4d1, 17-4d2, 17-5, 17-5a, 17-5b, 17-5¢, 17-5d, 17-5d1, 17-5¢, 1 7-5el,
17-5F,17-5f1,17-5f2, 17-5F3, 17-5f4, 1 7-5f5 B # 17-5f6 PAF— DKL &4, Hd R, I
R, &5 M AEEH]

[0812] M — 5, AR BHEEHE K 17-5g7 BIL &4, BIMRYE X 17-4, 17-4a, 17-4b, 17-4c,
17-4cl,17-4d, 17-4d1, 17-4d2, 17-5, 17-5a, 17-5b, 17-5¢, 17-5d, 17-5d1, 1 7-5e, 1 7-5¢e1,
17-5F,17-5f1,17-5f2, 17-53, 17-5f4, 1 7-515 B# 17-5f6 PAF—HI4L-E4, Hb R, Fl
R, &5 0= N-OR, Hrh R W&, C—Co fe 2, 7538 (2R3 ) BT R (W REBRCE) .
[0813] X —J7THl, A& MR AL 17-5g8 MIL&4, IR #E X 17-4, 17-4a, 17-4b, 17-4c,
17-4cl,17-4d, 17-4d1, 17-4d2, 17-5, 17-ba, 17-5b, 17-5¢, 17-5d, 17-5d1, 17-5e, 1 7-5el,
17-5F,17-5F1,17-5F2, 17-53, 17-5f4, 1 7-5f5 B# 17-5f6 P/ HIALE 4, Hd R, Fl
R, 5 EATERE IR —EIE K C—Cs Ptk

[o814] X —J7THl, Ak AR HE 17-589 ML &4, BIR#EX 17-4, 17-4a, 17-4b, 17-4c,
17-4cl,17-4d, 17-4d1, 17-4d2, 17-5, 17-5a, 17-5b, 17-5¢, 17-5d, 17-5d1, 17-5¢, 1 7-5¢1,
17-5F,17-5F1,17-5f2, 17-53, 17-5f4, 1 7-5f5 BF 17-5F6 PIF—DHILEY, Hd R, Fl
R, H5EATERE IR — I N

[0815] X —J5 M, AR HIRMEK 17-5g10 LAY, BRI 17-4, 17-4a, 17-4b, 17-4c,
17-4¢1,17-4d, 17-4d1, 17-4d2, 17-5, 1 7-5a, 1 7-5b, 1 7-5¢, 17-5d, 1 7-5d1, 17-5¢, 17-5¢l,
17-5f, 17-5f1,17-5f2, 17-53, 17-5f4, 17-5f5 & 17-5f6 FE—NbEY, AP R A
SR, AT E— DT EZT, A EW 2 SMEIER . AT —SEHiTT Z &)
XTI S RO A B T o

[og16] X — [, A K R 17-5h B4k &4, BV EA 41T w Xl 17-5g 4L&4,
Hrp

[0817] X K 05 & Y H -NRy Ry B ~N(Rsy) (CH,) , NRgRro 5 o 71 Ry, HT Ry Bh 37 #1313
A, P, 5, (CCo) Bpidk, 753k —(C-Cy) Kedk (W RIEEi 43k ) , 4- nbwe 5k L,

/\/(Rso)r

Reo gt LN,
[0818] Ry, A Ry S EABERIN AR T B B AL -

(Reor (Reokr A ~(Reok
S N (Reoe SN & “NTA NKQ\'

'\/ K) , K/O , "Roo |

‘fS\N/\/(RSO)r ‘;‘\ (Rso)r
Rix N/
K/\i\@ K)\N o (Rioo)r
B \\}

[os20] LA

[0821] BN Ry BRI RIACHT C=C, Stk B B2k B XU C,=C, HEdik 5
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[0822]  HFA> Ryo AL A S, REUHT C—C, et ek slipd ZHUH) C—C, ek, REX
I C=C M BE 2k, 2 — 82 A~ (U1 1 2 44> ) Ry ZEHETHURIT C-Cy M2k, Rk - (C,-C,
Fedk ) —, MEIEFE — (C,—C, fe sk ) , BEWy 3 - (C,—C, ke ik ), —C(0) 0-(C,—C, HtdE ), —C(0) 0- 2K
5, =80,~ (C,—=Cy Fidk ) , =S0,— AL, REURHIARES, f—8 24 (W11 2 44 )Ry, ZEFIHUR
[ ZRFE, ML 3L, ey 3L, J— a2 (401 22 4 ) Ry FEFI U F ke 3%, 4 —si 2 4>
1 & 449 ) Ry, FEETHUAR IR ey 2, Hor

[0823] BN Ry A7 HLIE H 3, C—Cs Ktdk, —C,—Co mifULEHE, —OH, -0-(C,~C, HE3k ),
OCF,, =CN, =NR Ry —C (0) 0— (C,—C, KEIE ) , —CONR,R-o» — (C,—Cy %EdE ) ~NRyoR-o» —NRy,CO- (C,—C,
TedE ), —NR,,CO— ZEJE, —NR,,CO— MHEIEFE, —NR,,CO— MEWy L A2 —NRy, CONRyoR,,»

[0824]  FFAN R,q SO HE A S EK C,—C, JedE

[0825] AT A0 24K

[0826] H1i- s k0 A 3,

[0827] X —TJ5ifl, A& BHRAL K 17-5h1 B4 A4, B HA 40k e XK 17-5g Kb 54,
HrP Y 2 -0-(C=Co e 2 ) o E—DEHETTFH, Y 2 -0-(C,—C, hidk ) o

[0828] X7y, A< BHRAL S 17-5h2 W4k A4, B HA 40 1 e XK 17-5g KIHb &4,
Hrh Y 24 -0- 23,

[0829] X — 77, AR EHRAEA 17-51 4G4, B EA W e R 17-5h &4, 2

Hh TR 2
[0830]
E—/\ /\I(Rso)r
N,
L R
[0831] A FXPrnIZEHA] -
[0832]
e_\’ (RBO)r
A
N,
Reo ;
[0833] K ATk FE A
[0834]
(Reo)s
MR
[0835] A F AR -
[0836]
£ (Reos
/\ngo

[0837] PR —ifl, A& B 17-5] Btk &4, RIARPE X 17-5h, 17-5h1, 17-5h2 8L &

17-51 PAE—DREY, Joth R, W HE C-C, itk e AE— ST &, R, O H 8P 2.

e —SE T %, Ry A He

[0838] S — Jy [, A K B 17-6 AL &4, BRI R A W F e iy 15,16, 16-1,
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16-2,16-3,16-4, 16-5, 16-6, 16-6a, 16-6b, 16—6¢, 16-6d, 16-7, 16-8,16-9, 16-10, 16-11,
16-11a,16-11b,16-11c, 16-12,16-13,16-14 8% & 16-15,17,17-1,17-1a,17-2,17-2a,
17-2b,17-2¢,17-2d, 17-2e, 17-2f,17-2g, 17-2h, 17-21, 17-3, 17-3a, 17-3al, 17-3a2,
17-3a3,17-3a4, 17-3a5, 17-3a6, 17-3a7, 17-3a8, 17-3a9, 17-3a10, 17-3b, 17-3b1, 17-3b2,
17-3¢,17-3d, 17-4, 17-4a, 17-4b, 17-4c, 17-4c1,17-4d, 17-4d1, 17-4d2, 17-5, 1 7-5a,
17-5b,17-5¢, 17-5d, 17-5d1, 17-5e, 17-5el, 17-5f, 17-5f1, 17-5f2,17-513, 17-514,
17-5f5, 17-516,17-5g, 17-5gl, 17-5g2, 1 7-5g3, 17-5g4, 1 7-5g5, 17-5g6, 1 7-5g7, 17-5g8,
17-5g9,17-5g10, 17-5h, 17-5h1, 17-5h2 8 17-51 8L 17-55 HIALE4, Horb Irik 2434z
5 GRIRIERA) AT — B A2 B R SRS, BTk 525 TR ST K 1 3%, C,—Cy FEds
C,=Cs LRI, M ARE S, TR ZE, FR2E, ON, 25428, —S0,- (C—Co Kt ) » -NR” R” 5 C,—Cq
T RIE, I e gL, 2R R E —S0,~NR' R” , H AN RY IR Mar i A& B C,-C, Btk
[0839]  FE— 5, AR BHIRALK 17-6a FALGH, RIAA W e X 17-6 &4, L
Hh T R R R AN A AR B AE SO, SR FI AR b
mm]iﬁ:ﬂﬁ¢k%%1ﬁN6MM%%%W UE 0T & XX 17-6 ik &4, H
Hh TR R o BRI B RELE SO, ZEHT R L.

[0841] X — 75 [, A& B4 17-7 4L &4, BV B A Wk e XK 15,16, 16-1,
16-2,16-3,16-4, 16-5, 16-6, 16-6a, 16-6b, 16—6¢, 16-6d, 16-7, 16-8,16-9, 1610, 16-11,
16-11a,16-11b,16-11c,16-12,16-13,16-14 8% & 16-15,17,17-1,17-1a,17-2, 17-2a,
17-2b, 17-2¢, 17-2d, 17-2¢, 17-2f, 17-2g,17-2h, 17-2i,17-3, 17-3a, 17-3al, 17-3a2,
17-3a3,17-3a4, 17-3a5, 17-3a6, 17-3a7, 17-3a8, 17-3a9, 17-3a10, 17-3b, 17-3b1, 1 7-3b2,
17-3¢,17-3d, 17-4, 17-4a, 17-4b, 17-4c¢, 17-4¢1, 17-4d, 17-4d1, 17-4d2, 17-5, 1 7-5a,
17-5b, 17-5¢, 17-5d, 17-5d1, 17-5e, 17-5el, 17-5f, 17-5f1, 17-5f2, 17-513, 1 7-514,
17-5¢5, 17-516, 17-5g, 17-5gl, 17-5g2, 17-5g3, 17-5g4, 17-5g5, 17-5g6, 1 7-5g7, 17-5g8,
17-5g9,17-5g10, 17-5h, 17-5h1, 17-5h2 B{# 17-51 8i#& 17-5) ML-&W), H Frid 2438 5e
5 (T B A) AR — B2 AR BRI AR R WAL, BT iR JE ST A 56 5 C,—C
Bk, C—Co FEARIE, MAUEEE, AR, F3E, ON, 543, —S0,- (C,=Cs %t3E ) ,-NR' R”
C,—Cy BEBREE, MEmEdE, FEHEE# —-SO,~NR' R” , Hoh &4 R’ A R” Jhar b &8 C,—C, &t
Fo

[0842]  FF— 5, Ak BIHRAE R 17-Ta B4L &4, BLEA W R g X 17-7 ik &4, 1
TR A A IR S AN o PR I B RELE SO, ZEH A

[0843]  FE— /I, Ak 4L 17-7b itk &4, R A ﬁ@?ﬁ%%ﬁn#%%ﬁ%&i
BT IR BAA R bk L o PR B SRR AE S0, F AR -

[0844] Xfiﬁﬁuﬁk%%dﬂﬁ1F8%Mﬁﬂ%ﬂmcﬁmTﬁalﬁﬁlan&m
16-2,16-3,16-4, 16-5, 16-6, 16-6a, 16-6b, 16—6¢, 16-6d, 16-7, 16-8,16-9, 1610, 16-11,
16-11a,16-11b,16-11c,16-12,16-13,16-14 8% & 16-15,17,17-1,17-1a,17-2, 17-2a,
17-2b,17-2¢,17-2d, 17-2e, 17-2f, 17-2g, 17-2h, 17-2i, 17-3,17-3a, 17-3al, 17-3a2,
17-3a3,17-3a4, 17-3a5, 17-3a6, 17-3a7, 17-3a8, 17-3a9, 17-3a10, 17-3b, 17-3b1, 17-3b2,
17-3¢,17-3d,17-4, 17-4a, 17-4b, 17-4c, 17-4¢1,17-4d, 17-4d1, 17-4d2, 17-5, 1 7-5a,
17-5b, 17-5¢, 17-5d, 17-5d1, 17-5e, 17-5el, 17-5f, 17-5f1, 17-5f2, 17-513, 17-514,
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17-5¢5, 17-516,17-5g, 17-5gl, 17-5g2, 17-5g3, 17-5g4, 1 7-5g5, 17-5g6, 1 7-5g7, 17-5g8,
17-5g9,17-5g10, 17-5h, 17-5h1, 17-5h2 8X % 17-51 BLH 17-5j HIALE4, Horb ik 2434
A (T B A) AL — S AR B BRI ARk 2E S, S— 4, rid JL [l ST
A 3R, C—Co Bk, C—Cy FedAE, USRS, MUkt 2, F2 55, ON, D5 4 4E, —S0,- (C,—C; bt
i), -NR' R”, C=Cq BEBESE, Mbwe I, KL #H —S0,-NR' R” , HA&A~ R FIR” JhAr i
NEEL C-C, fidk.

[0845]  F— 5, AR IAFRALK 17-8a (4L &4, RIAA W e Xl 17-8 k&4, I
W IR AR IR S, S— AW AR IS B EERAE S0, ZERIE .

[0846]  F— /5T, AR BHERAEK 17-8b (F4L&4, RIRA W F e Xl 17-8 ik &4, I
W IR AR IR S, S— AR E I E R BGERETE SO, R L.

[0847] X — 5T, AR MR 179 AL G, BEEA W F e i 15,16,16-1,
16-2,16-3,16-4, 16-5, 16-6, 16-6a, 16-6b, 16—6¢, 16-6d, 16-7, 16-8,16-9, 1610, 16-11,
16-11a,16-11b,16-11c,16-12,16-13,16-14 8% % 16-15,17,17-1,17-1a,17-2, 17-2a,
17-2b,17-2¢, 17-2d, 17-2e, 17-2f, 17-2g, 17-2h, 17-2i,17-3, 17-3a, 17-3al, 1 7-3a2,
17-3a3,17-3a4, 17-3a5, 17-3a6, 17-3a7, 17-3a8, 17-3a9, 17-3a10, 17-3b, 1 7-3b1, 17-3b2,
17-3¢,17-3d, 17-4, 17-4a, 17-4b, 17-4¢, 17-4c1, 17-4d, 17-4d1, 17-4d2, 17-5, 1 7-5a,
17-5b, 17-5¢, 17-5d,17-5d1, 17-5e, 17-5el, 17-5f, 17-5f1, 17-5f2, 17-513, 1 7-514,
17-5¢5, 17-516,17-5g, 17-bgl, 17-5g2, 17-5g3, 17-5g4, 1 7-5g5, 17-5g6, 1 7-5g7, 17-5g8,
17-5g9, 17-5g10, 17-5h, 17-5h1, 17-5h2, 17-5i B 17-5j K4S 4, H b ik 2 3 e
(T A) AR — B2 A TR BRI WRIE 5, BTIR 5L B STk 2=, C—C, BidE,
Ci=Gs ﬁ(’fﬁéﬁ%, {t}i}%%, ’fjﬁ%éﬁ%’ fé%’ CN, %%&%: —50,~ (Cl_CG %ﬁﬁ% ),-NR" R", GG
YL, mEnEdL, ZRIL B -S0,-NR R” , Hih A R MR phori & B C,-C, ik,
[0848]  F— 5 I, AN K BHERAE S 17-9a A4, BEEA 40 F e LRy 17-9 b &4, 3
TR R e B A TR A BUEEAE SO, I I

[0849]  FF— 5, AR BHFRAEA 17-9b (F4L&4, BRI RA W e Xl 17-9 ik 54,
AT IR MR e JE 0 oL BR_E I EOERRLE SO, ZEH 1R L.

[0850] X — 5 THl, A KR 17-10 Btk &4, RUR A @ F e XK 15,16, 16-1,
16-2,16-3,16-4, 16-5, 16-6, 16-6a, 16-6b, 16—6¢, 16-6d, 16-7, 16-8,16-9, 1610, 16-11,
16-11a,16-11b,16-11c,16-12,16-13,16-14 8% % 16-15,17,17-1,17-1a,17-2, 17-2a,
17-2b,17-2¢,17-2d, 17-2e, 17-2f, 17-2g, 17-2h, 17-2i, 17-3,17-3a, 17-3al, 17-3a2,
17-3a3, 17-3a4, 17-3a5, 17-3a6, 17-3a7, 17-3a8, 17-3a9, 17-3a10, 17-3b, 17-3b1, 17-3b2,
17-3¢,17-3d, 17-4, 17-4a, 17-4b, 17-4¢c, 17-4¢1,17-4d, 17-4d1, 17-4d2, 17-5, 1 7-5a,
17-5b, 17-5¢, 17-5d, 17-5d1, 17-5e, 17-5el, 17-5f, 17-5f1, 17-5f2, 17-513, 17-514,
17-5¢5, 17-516,17-5g, 17-bgl, 17-5g2, 1 7-5g3, 17-5g4, 1 7-5g5, 17-5g6, 1 7-5g7, 17-5g8,
17-5g9, 17-5g10, 17-5h, 17-5h1, 17-5h2, 17-51 BL# 17-5] WIS 4, Hob Jr iR 22 3R
(T A) AR — B A TR AU IRWR RS, BTk 5k ST O 2%, C—Cy Fidik,
C,—Co Jefald, AAEIE, AL AL, 23k, ON, 542k, —S0,- (C,—C; #i3& ), NR' R” , C,—Cq
FEBEAE, i 2k, AL -S0,-NR' R” , HAp &4~ RY IR ShSr oA &S sk C-C; bidko
[0851]  F— 5[l AN & BHRAE 17-10a B4 &4, B HA 407 F e X 17-10 ’itb 54,
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b TR WR R I A T IR O RAE SO, ZEHT IR L.

[0852]  F— 5[l AN & BHERAE 17-10b B4 &4, B HA 40 F e X 17-10 Btk 54,
o BT IR W P 3 1 N RO R AE SO, AR L.

[0853] M — U7, AR BIHR AL 18 Btk &4, RIARYE A A — Xtk &4, b4 R, 4
IIEFERT, R, PR F o

[0854] N —Jy T, A K BERALS 19 (4L &4, RIARYE sy /T — Ntk &4, v R, h
IERERT, R, FR T .

[0855] X —J7 i, A BHER AL 20 AL A4, RIRRAE AT i/ — N &4, 2 R, 4
INEERERT, R, A ER T

[o856] X —J7 i, A& BHER AL 21 A4, RIRRAE AT A F— Nk &4, 2 R, B3
Fidk, BrAE S MR R AR Mgk . 75— Ly &, R, A O, fEl— B siir &
o, Ry AL . ERERE— IS R, R, WIS

[0857]  5j— 7, Ak HEE R 22 k54, BIARHE S 18,19, 20 83 21 P FE— Mk
EH, Horh R, A, BRAE S AME IR A A S

[0858] iUy, A K BHERAL TG4, RN AR i, BAR AR, SR A R /
B SR R KR A sl T 2 A

[0859] 5[ (4— G4 ) MEWERE 1-4,5— & —1H- mbMEIF [4, 3—c] Wk ;

[0860]  5-[(4- @oRZE ) TAEERES 1-8— 8 —4,5— & —2H- mbMeJf [4, 3—c] Mk ;

[0861]  5-[(4- @RI ) TAEEES 1-7- 9 —4,5— & —2H- mbMegf [4, 3—c] Mk ;

[0862]  5-[(4- @RI ) TAMEEL 1-9- 9 —4,5— & —2H- mbMeJf [4, 3—c] Wk

[0863]  5-[ (4- W AKZE ) THMESL 14— FIZE —4,5- & —2H- mtmeIf [4, 3—c] Wik ;

[0864]  5-[ (4 SUAKE ) MAMESS 1-7- F4R0E —4- I3k -4, 5- —4&( —1H- LM JF [4, 3—c]
Wk

[0865]  5-[ (4 GUAIE ) WAMESE 1-9- 4L —4- FIE -4, 5- & —IH- LM Jf [4, 3—c]
bk 5

[os66]  5-[ (4 & AKEE ) TEMESS 1-3- FEE —4,5- & —1H- mtMeIf [4, 3—c] Mk ;

[0867]  6-(4— GUASHAWEIL ) —4- F4IE -5, 6- S MENE I [5,4-c] MMk —2— Ji% ;

[o868]  5-[ (4- K%L ) TAMERS 1-3-( AL ) —4,5- Z& —1H- mbMeJgf [4, 3—c] Mk
[0869]  5-(4— G — ZRMAMEIL ) 8- W —4,5— — & — FIEMIF [4,5—c] Wk

[0870]  6-(4— SURRAEEIE ) -5,6- &K [F1[1,7] “HIAZE

[0871]1  5-[ (4- EUAHL ) - WAWESL 1-4,5- & —1H- nitMdf [4, 3—c] WElbk —3- BRI 20K
[0872]  5-[(4— @Ik ) - TAMEIE 1-8- 9 —4,5— & —1H- MEMeIf [4, 3-c] ek —3- R IR
LG 5

[0873]  5-[ (4- | ) BAEESEE 1-3-( FisE ) -4, 5— & —1H- mtMeIf [4, 3-c] Mk ;
[0874]  5-[(4- AR ) BAELIE 1-3-( FEBABLIE ) —4,5- & —1H- mEmedf [4,3-c] M
Wbk

[0875] 8- @l —5—[ (4— Sk ) MalEIL 1-4,5— 5 —2H- mbMegf [4, 3—c] Mk

[o876]  4- FIJEL —5- (MERE —2- FERAELIE ) -4, 5— — & —2H- nitmeJf [4, 3—c] Mk ;

[0877]  5-[ (4- SKEL ) TEMERE 1-4,5- 4 —1H- WLMIF [4, 3—c] ik —3— B
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[o878]  {5-[ (4- S IL) MalfAt 1-8- 9 —4,5— & —1H- MEMEIf [4, 3-c] Wbk —3- 2 }
AR

[0879]  5-[(4- G L) maWEIE 1-7,9- — a3 —4- & —4,5- & —1H-mtmeIf [4,
3—c] W ;

[0880]  5-[(4— K%L ) MAMEIE 1-8— 96l —4,5- & —1H- nbMEJf [4, 3—c] Wbk —3— FT L
Jiz

[o881]  5-[(4- Gz ) MAMEIL 1-8- 9 —4,5— — & —1H- MbMeIf [4, 3—c] Mk —3- IR ;
[0882]  6-(4— S KRARNER: ) -5— 43 5,6 ENEMEIF [1,5-c] mEmgik

[0883]  5-[(4- @Ik ) MAMEIE 1-8- 9 —4,5— — & —1H- mkMeIf [4, 3—c] Mk -3- I
[0884] 5[ (4- SUAHL ) FAMEIL 1-4- S —4,5- & -2H- nbMeIf [4, 3—c] Mk 5 (H55)
[RIAF A, DR B IS TR 24 9. 3 43 %)

[0885]  5-[ (4- &G Z<3k) FHWEAE 1-4- L —4,5- & —20- MEMEIF [4, 3-c] mEmk (FF0 10
XTHRCAR, OR EE N TR A 2 20. 5 738 %) 5

[ogse]  5-[(4- F A3t ) TMEIE 1-8— 8 —4- 2 -4, 56— & —2H- MEme I [4, 3—c] Mk
(HMHETERR )

[0887]  5-[(4- W a3 ) TAMEIL 1-8— 9 —4- 2 -4, 56— & —2H- MEme I [4, 3—c] Mk
(PRI RO, PR B IS TR R 20 9. 8 43 %)

[o888]  5-[(4- WAt ) TalkIE 1-8— 9 —4- 2 —4,5- & —2H- MEme I [4, 3—c] Mk
PRI ORI, TR B ISR £ 27, 1 4380 %) 5

[0889]  5-[(4- Sacdk ) TAMEAS 1-8— 9 —4,4- 3L -4, 5- — & —20- nkMeJF [4,3-c] M
Wbk

[0890] 8- JRl —4— FI3E —5— (ki —3— FEMAMEIE ) —4, 65— — & —1H- MtMeJF [4, 3—c] ek (4k
THBER)

[0891] 8- i —4— FZE —5- (mbheE —2— FERAMESE ) -4, 5— &0 —1H- mkmeIf [4, 3-c] Witk ;
[0892]  4- HIZE —5- (MEME —3— ZEMARESE ) -4, 5— —4&( —1H- nitmeIf [4, 3—c] Wik ;

[0893] 8- %p —4— FFZE —5- (ki —3— ZEMANETE ) —4, 5— &0 —1H- MbMEFF [4, 3—c] Ml (4
Gy TR B, DR BE N TR) 9 29 15, 2 435 %)

[0894] 8- Jp —4— FZE —5- (ki —3— ZEMAMERE ) —4, 5— — &0 —1H- MtMEFF [4, 3—c] Melbk (4
Gy TR B A, DR BE IS TR 29 17, 2 435 %)

[0895]  5-[ (4- G ZEEL ) TMMEEEE 1-1,5- & —4H- MLMkIf [4, 3—c] Wemk —4— R

[0896] 5[ (4- SUAHEL ) WHMES: 1-4- 3L —4,5- & —1H-MtMeJF [4,3-c]-1,5- &I
%

[0897] 8- R —4— A2 —5- (bR —2- FEmalEE ) -4, 5— — &0 —1H- MbMEJf [4, 3—c] MElk (F
Gy TR R, R B IS TR) R 29 16. 3 438 %)

[0898]  5-(4— GUAHAWEIL ) —4- &Kk —4,5- — & —1H- LM If [4, 3—c] ek (74 XTI
I, BREE IR Z) 21,4 2380 %)

[0899]  5-(4— GUARHEEEL ) —4- FIHL —4,5- — & —1H- WM If [4, 3—c] Mk —7- %
[0900]  5—(4— SEUZETEWEIE ) -8~ 8L —1H- ntbmkIf [4, 3—c] Wbk —4 (5H) — W ;

[0901]  5—(4— G ZETEELIL ) -4- 3L —4,5,5a,6,7,8,9,9a— J\Z —1H- itME3f [4, 3]
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Wb

[0902]  5—(4- S ZEMEELIL ) -9- F —4— FEE —4,5- 4 —2H- kM3t [4, 3—c] Wk ;
[0903]  5-(4— FUAHABLAS ) -7 B —4— FFE -4, 5- & —2H- MM If [4, 3—c] MEk ;
[0904] 8- % —5— (4— FIAEMHRWEIL ) —4- AL —4,5- — & —1H- LM I [4, 3—c] mék ;
[0905]  4- FIJE —5- (ki —2— FEREIEIL ) -4, 5- & —1H- mkmkIf [4, 3-c] melbk ( A e
PRFIHR A3 (PR IR, DR BRI TR D 249 7.9 3 %)

[0906]  5—(4— GEUARHARLES ) —8— 9 —4— /i —4— F & 4, 5— — &0 —1H- MtMeJF [4, 3—c] Mk
[0907]  9- Fi —6— (4— FARMHEEEIL ) -5 FIHE -5, 6- —AMsnE If [5, 4—c] Mk —2- Ji%
[0908]  5-(4— SUKRHAELIL ) —4- SR FE —4,5- & —20- HEMEIF [4,3-c] Mk

[0909]  5-(4— GUARTARES ) —4- ( =F 3 ) -4, 5- =& —2H- LM [4, 3—c] Mk ;
[0910]  5-(4— SURTEEER: ) —4- 3L —4,5- =& —1H- MEMIf [4, 3—c] Mk —7- B (H74)
[RIAF A, R B IS TR) D 24 13,4 435 =)

[0911]  5-(4- SURTEEER: ) —4- 3L —4,5- — & —1H- MEMIf [4, 3—c] Mk —7- B2 (H74)
[RIAF A, R B IS TR) A 24 17,0 435 =)

[0912]  5-(4— SURRAEEIE ) —4- HAZE —4,5- & —20- MEMEIF [4,3-c] Mk

[0913]  1,5- X (4- EORMREERE ) —1H- mbmeIf [4,3—c] WEmbk -4 (5H) - F ;

[0914]  5-(4— FURTAWESE ) -4, 5- &0 —1H- BRMEIF [1,2-a] MEMEIF [4, 3-e] BERE
[0915] 8- % —5— (4— FRMREEIL ) —4- F3L —4,5- & —1H- nbmeIf [4, 3-c] mEmk (55
[RIRF R, LR BE I TR) D 24 7.6 438 %)

[0916] 8- Fi —5— (4— TRASMAWEIL ) 4 FFE —4,5- & —1H- mEMegF [4, 3—c] MEmk (745>
[RI%F BRAA, LR B B T A 24 10. 1 4380 %)

[0917] 5’ —(4- GUABEEEIE)-2' ,5' - &8 [ FRALE -1,4" - mEMeIf [4,3-c] i
Wk ] s

[0918]  5-(4— G RTAMESS ) 7,8 9 —4- F 2L —4,5- & —2H- mbMedf [4, 3—c] Mk
[0919] 7,8 4 —4- FIZE -5 (WEWMy —2— JLRRMERL ) -4, 5— & —2H- mEME I [4,3-c] M
bk 5

[0920]  5-(4— EUETHIE ) —4- 3L -4, 5- — & —2H- nkmMedf [4,3-c][1,8] & L%,
[0921]  5-(4— GURTEEER: ) —4- 43 —4,5—- =& —1H- MEMeIF [4, 3—c] Mk (35 43 6T e
7, AR INR] A 2 6. 0 4380 %) 5

[0922]  5-(4- EURTEEER: ) —4- 438 —4,5- =& —1H- EMIF [4, 3—c] Mk (3543 IR0t e
7, BRI R 29 9. 3 4380 %) 5

[0923]  5-(5— GUMEWy —2— JLRATEIL ) -7, 8- & —4- WAL -4, 5- — & —1H-nttmMeJf [4, 3—c]
Wb

[0924] —HEIEFIR (65— (4- WAL ) -4- FE —4,5- —& —1H- nibMeJf [4, 3—c] M
Wk —7- %5 ) Bg

[09025]  4- FAPAEE 7,8 9 -5 (4-( =H I ) Ml ) -4, 5- —& —1H- LM Jf (4,
3—c] WEMR (775 BT BRAA, DR B IR TR A 29 6. 0 23 8h %) 5

[0926]  4- FRPAZE -7,8- o —5— (- ( =9 3L ) ZREAMESE ) -4, 5— —& —1H- mEmIf [4,
3—c] MMk (573 BIXS B A, R B IR TR 25 9. 3 4380 )
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[0927]  4-FRPAZE -7,8- 20 —5— (- ( =9 3L ) ZREAMESE ) -4, 5— — & —1H- mEmIf [4,
3—c] WEMR (HMHBERE) ;

[0928]  7- G —4- 2L —5-(4- ( =T HE ) ARl ) -4, 5- & —1H-nkMeJF [3,4-d] BE
Wy It [2,3-b] MHERE 5

[0929]  5-(4— GURREEER: ) —4- RN —4,5- &0 —1H- BRI [1,2-a] keIt [4, 3-¢]
BEIE

[0930] 4- 23 -7,8- 4 -5-(5—( =PI ) nmtrg —2- FEMEELIL ) -4, 5- & —1H- nkmk
3 [4,3-c] Wbk ,

[0931]  7,8- 9 —4- L -5-(4-( =5 &) REAELE ) -4,5- =& —1H- mtmJf [4,
3—c] WMWK (775 BB, SR BF I RIH 2 7.0 4380 %) 5

[0932]  7,8- G —4- I 5-(4-( =R &) REAELEE )-4,5- =& —1H- mtmJf [4,
3—c] MWK (777 BIXTHeAA, R B IR A 29 9. 5 438 =)

[0033]  4—(4— BRTAZE —1H- kM3 [4, 3—c] Mk -5 (4H) — FEREEES ) M

[0934]  5-(4- G RTERLR: ) —4- 3L —4,5- — & —20- nitmedf [4,3-c][1,7] —H v,
[0035] 5/ —(4-( = M3L) ZFEEEEE) -1 ,5" - S8 [ AR -1,4" —nmeIf [4,

3—c] MEmk ] 5
[0936]  5-(4- GUARHANESL ) —4- WAL —4,5- & —1H- BRMEJF [1,2-a] MEMJf [4, 3-e] W%
e 5

[0937]  4-FATNZE -7,8- 5 —5- (65— ( =g FZE ) Nbme —2- FERAELIE ) -4, 5- & —1H- it
MEIE (4, 3—c] Mk

[0938]  5-(5— ZAMEWy —2— FLRAMES: ) —4- FRINZE -7, 8- 9 —4,5- & —2H- mkMeJf [4,
3—c] W ;

[0939]  4- FAPAE -7, 8- 3R —5— (4— FATAIESE ) —4, 5— & —2H- Mt MeIf [4, 3—c] Mk
[0940]  4- FRINZE —5-(4-( =H 3L ) ZRMaMEEE ) -4, 5- —4& —2H- mEMeJF [4,3-c][1,8]
[0941]  4- FRTNZE —5- (4 RIETENERE ) -4, 5— —4& —2H- nkME3f [4,3-c][1,8] A JuZs |
[0942]  4- IFTNZE —5- (4- FARMEIERE ) -4, 5- & —2H- MEME I [4, 3-c] Mk

[0943]  4- PN ZE -7,8- o —1-( AR ) -5-(6-( = ) nbwe -3 L1 Bt
) -4,5- & —1H- meme g [4, 3-c] Mk

[0944]  4- FRTNZE -7,8- 9 —5— (WENy —2- BEMAIEHL ) -4, 56— & —2H- MM JT [4, 3—]
WA AR

[0945]  4-FAPNZE 55— (4-( =3 ) ARMEEEEL ) -4, 5— — & —1H-BKMEFF [1, 2—a] nbmedf
[4,3-e] BENE ;

[0946]  4-FRTNZE -7,8- 5 —5- (6 ( = F 2L ) NMEmE -3- ZERAELIE ) -4, 5- =& —1H- 1t
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=
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I
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[0984]  4- PR IE —5-(4-( "G EKE ) FFEMELIE )-8 M —4,5- & —1H- mEmeIf 4,
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[0989]  (R)-4- &2 -7,8- o 55— (4-( =9 &L ) Rmale s ) -4, 5- & —1H- kI
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[0097]  2- Kk —5— FIZERATESE -4, 5- — & —2H- ntMEIf [4, 3-c] Wk,

[0998]  7- 4L —2- ZR5E —5— FHORMAMEIE —4, 56— & —2H- MEMIt [4, 3—c] néik,

[0999] 8- FI4EJE —5- FI KRNI —4,5- — & —2H- nibMegf [4, 3—c] Wik,

[1000] 8- 4L —2- ZR5E —5— FHORMAMLIE —4, 56— =& —2H- MEM I [4, 3—c] mEik,

[1001]  3—( A A% 2k ) —5— AP 2 sk Wk 3% —4, 55— — & —20- AL M 3F [4, 3—c] bk, 7—- 1 48
Fk —5— FIRTEMEEE —4, 5 4 —2H- ML M [4, 3—c] ik,

[1002]  5- FIZERAMELEL —4,5- — & —2H- LMk IT (4, 3—c] MRk,

[1003]  1-(4- ZMAEEFE AL ) -5 FIORTRMESE 4, 5— —4&( —1H- LM I [4, 3-c] ek -3- 7%
% 2.1,

[1004]  1-(4- STEIEIE AL ) -5 FRTEIESE —4, 5- &0 —1H- MM I [4, 3—c] Witk —3-
i, J

[1005]  1- AL -5~ FAZRMEMESR: —4,5- &0 —1H- EMeIF [4, 3—c] Mk —3- R Llg .
[1006] FF— 70, AR HESE—MEAE TGS ELEMAEGY, HhA 1T ahE
3-( PR ) -5 P ETAMESL —4,5- — & —2H- kM df [4, 3—c] Wk, 7- A4 IE —5— I 2RTE
WEES -4, 56— — & —2H- mEmkIF [4, 3—c] Wbk b 5— FFRTEEESE -4, 5- —&( —2H- nibme: 3 [4,
3—c] WEMk, DL f& & /b — R i BRI RS ISR, e ), BT, 204, Al 45 70 S0 fig ) .
[1007]  FF—J7 10, A< R B A va 7 Bl JR it BR LG 1 7 V2, B A ia 7 A R E 2 T Ak
GRS 25 F RR B PR AR, S T e

[1008]  5- FIZERAEEEL —4,5- — & —2H- MEMEIE (4, 3-c] mEni,

[1009]  2- Z5HE —5- FIZEREEERE —4, 5— & —2H- tbMe It [4, 3—c] Wi,

[1010]  7- FI43E —2- 2R3 —5— FRORMAMEIE —4, 56— =& —2H- MEM I [4, 3—c] nEik,

[1011] 8- FI4E I —5— FIZEMEELEE —4,5- & —2H- kM3 [4, 3-c] Mk,

[1012] 8- 4L —2- 2R3 —5— FHORMAMLIE —4, 56— =& —2H- MEM I [4, 3—c] méitk,

[1013]  3—( FI A% 2k ) —5— AP 2K sk Wk 3% —4, 5— — & —20- AL M 3F [4, 3—c] bk, 7- F1 48
Fk —5— FIRTRMEEE —4, 5 4 —2H- WL M [4, 3—c] ik,

[1014]  5- FIZERARELEE —4,5- —&( —2H- LMk If (4, 3—c] MEmik,
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[1015] |- (4- ZAMEBESE AL ) -5 FARTHIESE 4, 5- &0 —1H-MEMeIF [4, 3-c] Ml -3- 12
% 2.1,

[1016]  1-(4- SIS ) -5 FRTEMESE —4, 5- &0 —1H- MM I [4, 3—c] Wik —3- FF
Mk fic, K

[1017] 11— AL —5- FA2RTRIESRE —4, 5- =4 —1H- MEMEIF [4, 3—c] Mk —3- IR LBs .
[1018] 55— 5T, Ak AL &5 206 i 0 oA S/ AR EAE R, LA AH BAE A
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[1020] "IN THI 1) 58 SCRAARRE I FH 160 458 U B FIROR) 2 SR 578 P R 34N ST A R
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[1023]  APP, BEVE R FEM AT £ 1, 8 0@ O AFAT APP 22 JIK, 046 APP 7B {4 SR AR AR T
A9, 40, US 5766846 H1 AT 2 FFIK AR KL .
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[1040] {EARKE, 7 Kz=" 8E " W7 ZFE, i1, &/ B,

[1041]1 " fUkedk” EfRHh—s A SR T4 s BRI o RpEsE . X 2R i fR
PRI SE B FE R 2, 1- IR G, WP, R P A, /AL, 1,1, 1- 5%
[1042] " Zui5dk” BEIeZ/D—Fhel Ll 5-.6- 8k - SCH IS EF R, 359 ~ L1 MR T
AT R, HAF 1 24 MR AR RERERNRIR T 24055 Do — W F e —
SE . B, 2 B BRIE ] g i PRI A, Z il IR A AE FR O AR ORI BR L, HAZEntE e R
MR ARSI RN SIS RS S AR I I 2k 05 SR AR e I, wE
WE 2, WER RS , 2R Ry 5, MR, A MRS, AR, bR S, 0| R A, S s pR 5L, s e
WK, ST Ib 3 , AR I, DK M I, S AR 5E, b e 56, AR 5L, W e 356, P B G5, Ml M, 2
MRS IL , SR IR PRI, SR IR 3, R IRG I , Wy I, DG i, W M E, 1 MR, — L
PUMREL, SmERRIL, — 253, SO, Bast, DA ek, e — AmIWRIE, 5o IRy
SR I, S R IF DY SRy S, S 2R IR MRy Tk, 2K IR R M, nik e I ntb e KL, 2R I DY SRR
Bk, ZRTF VY S MEWy i, NI, 2R T [B) AR NI R T, IR, R T, SR T ML, DR e I
ML e Tk, IR M I I MR I, — SR O e R i, 0 S MR 25, 2R O R I, — S R IR R IR I,
R FFALL IR L, 2 R I, (0 i 5, R SR —4- 3, b B -N- R AL, DA,
AL, AR L, A R L, A F O R, A RE Y R, 5T WET
55, ZRFF ZNERE I, 2RI NE MR L, MR L N- AL, , MEE S N- ALY, mEE L N- A4k
W), IR JE N- A 40 1) WETRR S N— 45404, W9 8 N- SRk, — IR N- S84k 4, S5 bk
55 N= SR AL, W b I N— A AL A, R IR RS N— S0, RIR 2 N- S04, BRI N- 454k
W), FEREMEE N- S Ak, BEMETE N- S04, M IE N- S84k, P e A 2R N- AL, Wl I
N= 58401, 25 WML N— S8 A0, 2R FFIR M2 N- A4 47), LIS 2 N- S 4047, 18— W JE N- 4%,
1, WE L N- S AL, — MBI N- 48404, DU M N- S0, R Rk S— 4k, &
FHWEMGEL S, S— ALY . IR AL T R RN e B, mA MRS, mEmE AL, LR, nH g L, R
PRI, IR ML, LR, — MR, AL, SRS, Iy S, PORIR 55, WIS B S b I o AR
BH B 2% 05 T DU R BRI, AR 0] AR — B2 A n BRI B AR AN R 25 A B B
XA FE A AT e N FIFE BB, )40, C—Cy BEdE, C,—C, Lefi i, M2, Bk, S0, iy
55, JAE B (C-Cy) FFEE S, = (C=Cp) BRI, C,C, Mk, C,—C, FLE, C—Co iUk EE,
C,=Ce ARRESEE, AIE (C-Cy) Fidk, B (C,-Co) fedbadk (C,—Cp) ket — 8 — (C,=Cy) %t
R (C-Cy) petk.
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[1043] " ZRIR" o7 ZRIRBEEET B RMGEE" BIRRE 1 & 4 DL A A AEHT 28R
T 4-.5-.6- B T- T — D EE DR, WG 9 ~ 11 DR PR AR
T 28 P 15 S BRR S, B QR IRREL , Bt QI b2 S— S8 AL, B ARG S, S— 5404, k=
B, RWRIGRIL, ELMBE T, ML BRI , DY SEURLL P 5 , WIRIE S, DY S 25, DU S ey 2, W e
B, RIS, Er AR ARSI, AR AR EIMRIL S, S— ALY, BRI, AL, A
AR, UL IR, M A, SR e, SRR i, SN R, DY SRy S, DO A
WEWy AL S-S AL, DUSMEWS 3 S, S— S AL K ARG R S— A ASCH 2R3 H]
DI AR B, AT BAAE— 8 AN T B RIAL B4R AN R iR 21 P B o 48], SR 2RI IS ]
TR FN I TR, B, C,—Co Bidk, C,—Cs Hedi e, 5%, JR 5, M, JU5E, i, &,
B (CC) ek EE, — (C=Co) BBk, Co-C Mtk , CymCy L, C,=Co IfAUAESE, C,C, 1Y
B, WA (C-Cy) Kk, 1 (C,—Co) FeERIL (C—Cy) Sk - — (C-Cy) FHkRE (C-Cy)
ek B A A

[1044] " FRJLLeRE" BIRHOREIUNNIBER, Wit AL, 1- RN, 2- B L4, 3- B2
B 3- T .

[1045] 4 C— MILPUYZRELAN B- FAJL G EMERL N , = 3AR00 ERgZ0 ST

[1046]
H
N
GO
8 %
B/)3

HN-N
1

[10471 K Z ¥4 &5 YK H 15 B Beilstein Information Systems, Inc, Englewood,
Colorado f] Autonom 20004.01.305 #F 47 v & 2 & X A ChemDraw v.10.0( 8 H
Cambridgesoft at 100 Cambridge Park Drive,Cambridge,MA 02140) #1474 . 1ENE
&, Prik ZFRa iR TUPAC BRI =4
[1048]  AKIHMAL G AL S — B NIRRT, I TR AL & Y] AAS[E] 16 S AR
SRR RAFAE . XL AP m] LUE, 140, S8 e 7, 1 AE S e 7R B3 AE AT il 744
o FEIXELIENLT , Al A KIRR G Bk 8 i A0 5 PR3 43 15 21 58— IR i S 44 4k, /Y
TSR AN BRI 7 Al R VA SR AN AR AR A AR T S e R
RN HPLC AR (i s 8 R RIAT AR S e VR S 4 AL AR XS e e Al 4, i it
T3 B AR IR S A 1 % o AR AARI LA s SR XS B e A AR IR 27 A e W) A &4 . PT DL
BT ERAEAT 7%, CLIE DAL & P xS fa AR (R 4l B
[1040]  JLEEIV W] 25 FH Eh A (HAN PR T LR 19 3, Prad e LR 9] G 3h R, Bl IR, 1R, —
RIR , EIR IR SAHIR 5 AR I 2h, Ik A HLER ) an TR, ATAR TR, PRI, SRR, & 5
B2, WA TR, BRIHTR, L1, LR, TR, X 2R IR, 2- Ak SRR, KM TR, besylate
MAERREE . AU, 252 B2 I B A EA R T s~ a1 S 2E T,
BB TS o ARSI HEAR N UANTE KB N 25 Eal 2 st . Ak it
KT BRI .
[1050] AU BHIR Ko X TG WIIAT 2 o ARSI HOR N G niE vl FH Tl X T &9
[ReeE 25 AT S BB BT 2 o ARSI R N IR SN T8 AR 22 o 1) 25 v Ay
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IR ST D30 AE R — . AR B HE R TS BESEAL AT 2 . ARSIk 1
FORN iR 2 v T4 3 LA A e il 25 - m sk UL K T4 & I BEAL T 24
(6 BT s

[1051]  RiE" BRIEATZZED " FRAE R WAL T IS MR IR SR 7y o 1K
T 24 25 [ — M A At A 0 6 9 LA R Rl 25 [ DA RS 205 24, R 428, — (C,—Cy)
PRIk QS CBRRR A A, B RS A L, RS, AR 0K, 5- F
B -2 AR 1, 3- ARG 4 6 F IR R AT A N- IR REAR K (C,—Cy) HEdal I 5 LA
KSRGS W= (C,—Co) BEFERIE . HRIE 1) AT 25 585 F A5 B BR 1) C,—Cy B, LU O M,
Horp M ARRIE IR BRI BH 7o ARIEMPH B REN S+, B 7 s . el E
FEFEEEE RSB . D REM AT 2GS AHE 0 ™M, Horp M7 5 AN BH - ank
TEEE T

[1052] ARSI H AN 5728 B AR, R T AW E & AR, 3 HArE ]
REM ST AR A A, SE A R IR TS M VR A A X 3R MK (regioisomer) o X X I8 5 44 14
AL AU AR G AR UE S 2 E DL A T A5 B Brid e R A TR
PEATAT S 2% TR PR RN AR XS W S A A, LA S M e ARG A 35 3 IR 40 R FH S ST R S5 44 1k
K RATS SEAR S A ARRR A 25 2k S R A PR n B R B 50 B 7 VR B X
RS AR T — P A T VE LA A B B B, AR IR T AR T 25 5
R

[1053]  FRAE S AU B, A SCHTIR (AL S 9 8 5 I e AU B e J LT AN KT RR P i
B ER Iz S AR R Z- AR E- R A, R R RS T B AR AR R R
[1054] @ T LAY LLAAT H 5002 OB Rk 0 ey 33 5 RO\ 8 35 B 28 L 1) o
452, PITIR T 6L 5 FUG 5 1 2 2% B rT 2 R IR T o A SO IAGE “dE
T ELFR LR R B IV Y (A e i )  JUL P A o v S B R VS o A, AN R B 4
IS 1A WA BT B2 a2l . —Rs M 1 a5 —
Fhak 2 R I 5T 1 25 2% LT B2 IR AR RN/ SRR REFIART / sV, LA B 75 B 1) e v M ke
DA . BB T EMIZSA A YT R FHIE T DRI, B0, B, & 5
BEFN, KM B PR R VF R T 23 BRI AR SR, L), il g 3 sl 2 o B b 3 A S s e 7
[1055] AT VIR ALA Wl MR 38 AR 40 2 501 50361 4% 29 20 B BOATA] J k4%, T FLIX
A AT AL S — Pl P R R TR A SRR I st , DUESR AR 252
FEECOE G DIRIIHEIR . 7 FES SIS T 6% R 0 e R 25 IR TE AR & 19 MR sy« 2%
{51 U5, 3K S 70 ] LA R B ), 45 S B R, B R A, LR, TR RS B R AN SR
SR AR, 1) 2 B oK Bl TR IR R S50, 9 e A s B e BT AP s s A i AR 4 2
T AR R, R IR PR BV A o AT DU AR A AC Y, AT LU CL A0 7 A 7E e 1
T, IR A TR TN ik &, CLSEIR LR B I 16 23 A AR e, 38 i B A A K TR
SFEER o AN, W] LASR A I TR) GE IR AR S A T R v S B e R R H Y

[10561 1RSI Z8 the m] LA il it B e s B T8 2, A v e i 5 g e O 0 R ) e R
B B B R UE VRA s BT DA R PH B B B 2, I P M o) 5 K B S A
T AE VR I RO VR o

[1057] IR ALt A] LA RS BE T o
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[1058]  JKPEBIFIR & A 53 T 0 & K M BT e FIA R & a MY . X R e
A BRTE A, ) AR R AT Y i, IR AT Y 32, FR N2 — FJRET 4 22, Mg E iR i, 26 L 0dntt
W T, 7 3 = s ST AT AR s 5 0 BRI B e ) ] DA RARAEAE A, 497, O Ml sl
FALIE SRR I 45 71 » 49 4 R 480 £ 0 R IR TR B B B4R £ o 5 B I U e 1) 4 5 7
Wy, a0 LA E T /S B ECE PR LE R T 07 IR COBE I 1) A B8 ) 46 S ) » 1
WA SR iR (BRI ) Rk % R4 OO0 S5 V0 T HR 7 BR RN OB BT 19 B8 1) 46 5
W, B RAE O Hm iR (/K L BEREEE ) f5 . K MEBIFWOE T LA & —Fhak 2 Rl 51,
BB 0 0] 2 2 2K R R £ T BRG] 2 2 2K AR R LE TR I — el 2 P (. 571), — Bl sl 22 A k5 &%
— PP a2 PR R, 48] G R SRR A o

[1059]  yHy ARk v M 3l oo vt M ol 2 A V7 T RELAD 90 0 A vl RO ek 2 JRR el B 7 vl
F B A A I AR SR T o M AR TR B T L SR A 4 e i, A e e et
B, W] LA DB RS ATER ), DU AEE S D ARG 25 HI7) o X e Sl i@ s i
FAAPTIR I0L PR SR AR o

[1060] I 18 ik Jim A\ 7K R i) £ K P A V7 R 1A ] 3 B o AR ROk 482 44 T 5 43 B B
TR BRI LB —Fh ol 2 P S FUAHVR A R3S T Bl 43 o 38 B 19 29 BT SV 7 8 3 iR
BT an b O PR R L, n] DA I e R, 8 EH R SR, YRR R
7o

[1061] AR 254 & nT UL KA B FLHE I TE X o JHAH BT DL RE A i sk 4 3t
B EARRA Y. 18 B BIFLALT AT LR R ARATAE B, 190 n B A1 0 e B v 28 e 5 R
SRATAEVBENR , 40 KT SN BEAG 5 J5 T 1D R 15 O I I %) I B8 O B » 491 4 SR Y R (O
ARWLBRERE ) B8, LA IR R e -5 MR SRER a6 710, ) W SR AR S0 B v R (7K L A p
W) Beo ZIFLIE T DAL S EH R R .

[1062] R 7R LA AR EC i), BT 3 S R 500 48] H 9 T I Ll AR | A R
SORERER T ) o 3 HEF AR T] UL R A5 B T R R R, 29 AT LR
FH TG AT 555 ) 7K P BV R s et Pk A VR A T 2 o S e 8 m T AR PR 348 B 1 4 T e
TR LK b3 (B AR 4 LA AR B il o T 1 14 RT3 SRS T DU AR B R m i
14305 788 711) B ) H 16 T B P VR S S TR B BT N AE 1, 3= T R R S rT R I
TS FR] LR SR K MRS [RGB (Ringer” s solution) FIEEBEALENER. 5
A, R T8 T IR [ 52 AR RV R s8R A . i, AT DR AT AT IR AR [ 52 il (Fixed
oil), ARG R H M —MEEk —EE. 540, I W R W ip B ml FH il £ v S

[1063]1 @ I AW LR85 25, filtn, T Baeh 25 iX 820 5] k)
2%, Rk 25 538 B BRI R IR A IR T T O E R, T AE B A
AR, RIHAE B ISR 2 . X R RS n ] JEFI SR 2

[1064] @ TALEWRIEE LN T AEE Mg 2. MR85 HIRERIFR AL, 2599 m] Lhg
TF B AR AE MR BT b o A8 AR, A7 590 a3 0 AR T 245 995 5 )R 2 b 351 T LA At A2 IR 77
H,

[1065] X FHRME BT AME AR (WO FB IR ) FIIE , T IE LU= S B 5] | 4K
B el FLE 1% it FH s AR SR TR = 3 6 i 5 0 7 A B 449 2t 0. 075 ~ 30% w/w,
Ik 0.2 ~ 20% w/w, AL 0. 4 ~ 15% w/w KIEETERY o SARCH B I, 36 M o vl 5
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A B ] 5 KR OB 2 R — A

[1066]  {ENIEFE, WM AT 57K AL R L B — AL HI LS o FF B, FLE R
KA LS, 2l 30% w/w 122 JURE AN B, T %t -1, 3— I, HEREE, (LAUHEEE, H
M, B g R A o SRR PR A T A B B SR 1 A3 40 B B SR X
BB IE WAL G o X FIZE K 18 5 ) (1) SE A9 A 16 — RO ARRIAE DG R SR A . A BH K14k
G ] DUE A R 3B 4R 25 PRI HNGR (patch) 58 RUREE 25, Prad W) 2 1k 52 )=
(reservoir) N2 FLIE MY ol e B AT B A AE— 1500 R, 3 MEFR) B i 42 2 sl ks 22 i
T AL H R AR PR IE T P I RCRG TR T, Bk FRORG 30 5 4 52 38 1 B Sk slORb ez ik . A 39S
P28 B W, T2 P SR A SZ 3 F e 1) 7 G A R 32 3 o AP BRI, fudt
S AT DL R D RE . 2 BT AL S B B A RO FIA R AR R LA,
YA s PR L VB RT SR R o A R B A L3R P e A T LA L i 7 2 S o . RV 1%
AHAT DAL B FLAL T, (B2 S o m] DAL /b —Fh L AR50 5 T 107 S VR & el 5 T 107
AU IVREY . ik 78 9A e ISR fa FLAL R — 8 & K FUAL . IR RE AL 5 il S
B ERENT . B A BRI LA R BT I B FLAGEE , LA 5 g 7 —
AL ) T U ) FLA 3 5 3, O R FL R A M 4 O o 38 P A R B 3 1 FL AR 5
FFLAAE IR T B LAME AL FE I 60 (Tween 60) , 7] 4% 80 (Span 80) , + /\EE /<N
REY), WS ERE, PR ARER H i Bs A 7 A SER RN . AR 77 B SIS A M L RS T
AR B D7, PR A 15 PR A D AE K 22 50 S8 A T 29 U050 4 el b () A A A
A% BRI, LB LI AL AR IR 1)« ANY5 Y iR m] ok 1 7= &, I HL LA 38 B AR FE DARTT 1A
ER L e AR it e o T DAY B R B RERY — o B T B B, R R,
JR TR St s 155, 1~ AR U TR T R 16, TR S 5eE PR S TR S 9 T 5 1 » AR I v T 1, i T
1T, PR 2- £ CURR el SCBEMR IR &4 - AR BT 75 0 M 0T e ik sl A A i
Y. AE R a8, T LIS FH s o iR 40 9 L EARF /B A i sl 3 e i
[1067] & T i 2h 2 T-HR I 137 A0 AR5 3 IR 571, L A 3 o i o0 Y A B R 7 T B 1 3
AR R S A X T A B AR R R BT MR TR I R L IR AE X I R L 0. 5 ~
20%, AR LL 0.5 ~ 10%, Fr AR LA 1.5% w/w FIRIEFLE. N TIRT. AR
HEEYE ST 5 MEZ RS T 2 S R ARG, Zh e 53
B TR, VEMDRY A, BERCIR I AT 4 220, 2T 4 S b 55, W A, IR IR, I IR IR 86, AL B,
P RS TR ) 0 B A4S 2, B, BT Rz A T Je , Mg R IR AN, 58 LI i Wi R/ BY5R IR IR 5
ARG I RCT (B 45 2510 7 B R . XS IR BB I n] AR iR A, v R iE L 649
TR N EE L AT A2 P 11 5 BRI T 208 0t o AR IE 25 25 175 ] LR K P sl AE K P 2%
B IR ST R SRR R TG 3o I s B T B —Rhak 2 AT R I T
PRy 255 13500 P 2 A s T 51 140 I BT K R sl BRE o1 4% o WAL S Vs i K, R i, TN
B, S, KM, RFF i, 6250, 2RI, R, SULENAT / B R H e e A
o5 24 75 XA ) 245 A0 AT A R 1

[1068]  7F bR FIR IR, i AT H & H BT ek EL 0. 1 ~ 140mg 1IFEEH (4
[ R EREH 0. 5mg ~ Tg) o Al SRR A UL A2 50— 50 R 35 1k o0 1 B Bt 2 Y 7
(s VR 25 2507 A8k . B E R A — RS2 1 ~ 500mg g TR H )
A LAV H S 12 4RGN T BRI ST, W] DL A B AL & W 1 JRi s il
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FRRBAC RGBT, BER 2 ~ 4 IR

[1069]  FATT, N4 BEAR ) A, BT R EATRE 8 28 1) BT KPR Gk TR 2 R 3R, A0 46
It L BARAG S W) S 1, AR08 AR, — A IR, 11 5, TR, 25 25 15 [R), 45 253845, FE
R, YA G BRI ) R

[1070] SR A LCAAMRIBIIIILE 25000 5 5 1] CUE Bl 206 s 20 s sk s K b
T2, BCHIZh ) R R KA &9, UAE b a3 BOa 7 @ g 2 A 5. 3
JT AR A P 21 A il R SR A0S n B ER kB AR FH K R

[1071]  ZSCHFP A R ICH S S0k (BFEERITEN ) BKIA TN A, WEAAH 5| A A
XHHERZF

[1072]  PRRFIE T (1 FRy S TtAg 0F — 25 Ui BH AR i Bl 3K 8 5 it 9] AN BEAFRE A 4 A % BH IS
Il ) L PR T 3 8 S it 437 R 1) B AR O

[1073]  JRURLAI & A e [ A W] LU RV IR IGAT , B AL G Pl & A/ sOR H 24 &
|l

[1074] iRtk & RTT %

[1075] AR BRIAE P TR A FLA sets 2 7 il 4 o Ban, AR B &9,
UL K BT B¢ A e) A, T UM AT T Bz 9 R B T AH e Al O LA 7 VA e il AR
I SRR PR T A T R I & 7 &= .

[1076]  5i4b, ARSI HE AR N 20 T 1952, 7 PR SRS E 5 P20 D7 A B2 10 [V, A BE
7B AL IR I . &R E Re R B R R DL R R e 3 B DR A A 2 R 4%
PHAE AT P AN . T, T. W, greene andg. M. Wuts, Protectinggroups in Organic
Synthesis, Second Edition, Wiley, New York, 1991 X H 5| F i SCER P HER T K& KR
Pk,

[1077] 7% 1:

[1078]  SEJEM] A

[1079]
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O R @/ NH /H Ry (A)-socl
Iyro EIES @ \EH/O A P53
u
0 0
O=\\§/® O=\\§/®
N Ri BE K AR N R
@ (WO AR @/ \EH/OH
o) o)
w X
o)
o:“ls’® og‘s@
FAe @“\?(T A 7. L R1
5 ®)
y z

[1080]  AL-&4) V RIS E R AL B — Hilis U IIE SR AL R il 2%, 4% 1F 2 A0 B I
FIP I /P RE 1, 2- R Ok 2R PR DU SR s @7, JF R IR S8 IR TR
HIR =R, UL A S il Z 408 SR E AL = CBR S E AL BN L -5
Pl T EEEAL c B G NS85, FI WA AT ) NaHCO, 7K ¥ Vi 2 v A Y
Na,CO, 7KV ¥ B M) K, CO5 B 7K VIR I 5 R A, SR 4 P A Vs 5 P A R VR
H B AR E RO EIAT A, DLAr B V.
[1081] LG4 W Rkl & ATA-EY) V S REE SRS B R an — &P ke 1, 2- 5
LJge AR 2R DU Mg o ST B mE DA RIS BRI = s S N S ST e B
A FEMENE TP EAT OV o SRR SNV B4, TR 7R A W B B15E T 7K 1 A H ) 77
WL LR LW R B R Ppeh, B IR vER 2 U VAT A0, 73 B H ) W
[1082]  Ab&4) X W] Ik bR v 1R R EXOB AL IR R 7K 8 77 VA B 7E ‘Protectivegroups in
Organic Synthesis’ third edition bygreene and Wuts,Wileyinterscience, 1999 1 fif
MR L& TV
[1083] A& Y PIEAEAL G ) X BRI, RIE =9 CIRIET I =M L (3 @ 1IRE
W) T, B I K AT PR HER K BB AL FE (workup) st A] BLiE I W. S. Johnson
and H. J. glenn, JACS, 71,1092 (1949) " TR IF sz v 3 ve e v, (Friedel—-Crafts) SRt
[1084] A& Z Pl R P o B— FAEE A A5 b 7 VA & o U B— BREE ] A nbk e
W& 7 AT LAt R prad il eg - B4 a0 a0 — AR s A 4 — T IR S Bl
SO NE s — PR PG Y, B8 A0 B LR AT IR, 15 24659 Z.
[1085]  7E bRy &rp, AR B E Bk e S, P ORI AR AU 11 8 A
SR B, W LR A IR 7 S e 56 1 i o) A B8 — AR e S A AT/ B — B0 T e A
(S
[1086]  Ab&Wml il T OR3P R B bR 512 25 fR 471, 2 D Greene, Theodora W. ;
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Wuts,Peterg. M. Protectivegroups in Organic Synthesis,2ndEd. (1991),473 7. (=
R R e SR AL ) A 2, fE AL A, B 2 )

[1087]  SEE 77V

[1088] AR B —Seqb G4l il i O AN R YRR B 4k il AR R B IG L B Gk
il % o XA 1) S A5 A0 F55 R 7K A ORI T 18 B SR M e A s LS8 23 L T PR K
2o JURHMT B R LR YR B T BT IR SR8 R B ) O R VR

[1089] AUk BH P BB 35 I AL A A 8 kT T (1) SI Tt 9] 245497 i B 5 3 2SI T 497 AN R AR A
XTA S TS R T BR ) o AS SRR AN 58 0T 7E A BHYE ] Y RS AL 45 R A m] A B (1)
IR

[1090]  SLjiafs]

(10911 $RAL (i (1) BRI A 2 S, L2345 i BH A o B, iy HLa 26 S i 451 AS B AT
177 AR R 2 A A i BRI L (R R o B AE S5 A0 U B, BT IR R 1) Uk [ T A BT
[1092]  BRAESI AUl B, A5 W15 B AN i RIS R B, AR P a6
TEALE TIAAT ) 0. 25mm FEfAR (B Merck, silicagel 60,F,,) P T. 5 (visualization)
2 FH 2R 4 PR S ) o e 0 e A R L K B B = i e e 3 0 5 R S BT
PRI 48 J2 F ] Biotage Flash 40 P& M A FTIH 78 B RE IR A 8038 F T 838 AE (. Merck
silicagel 60,230-400 H ) #4THI. 4% HPLC i Varian Prepstar @m0 AH (o0
AT.'H NMR OG0 3R AF Variangemini  300MHz ;i 58X # Bruker Avance 300MHz Y¢iff¥ |
iR L ppm ( 6) 3%, I A HARTACES I IRVE I AR o BT id 3R AF Agilentseries
1100 JFity b, iZzmit{ 5 Agilent series 1100HPLC AHi%E#% .

[1093] 75 N [ A SEHtf r, RAVAR S )5 Xt . R ge 5 %A € X, HEAEHN A
o

[1094]  BSA =ffF-1fi%

[1095] DBU = 1,8- & Z ¥ [5.4.0] +—%¢ -7- 4

[1096] DCE = 1,2- —S L%E

[1097] DEAD =B %W — L

[1098] DMAP = 4- — FggAknttme

[1099] DME = 1,2- —F&EE L

[1100]  DMF = FI 3L %

[1101]  DMF-DMA = N, N- LG s 4s — i

[1102]  DMSO = —_ FI LK

[1103] DPPA = — ZEILEEMLIE S E LY

[1104]  EDTA =Z _fzPU 2. 1%

[1105] EtOAc =21 2[5

[1106] EtOH = Z

[1107]  EtN==2J%

[1108]  HBSS = Hank [ P47 h A7

[1109]  HEPES = 4-(2- R &Hk ) —1- R ST IR

[1110]  HOAc =&
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[1111]  HPLC = & 0iAH (o3

[1112]  i-PrOH =R Ak

[1113]  LC/MS =AW / i

[1114]  MTBE = LT 6k

[1115]  PBS =& Eh &% i) EhK

[1116]  PBS++ =5&HE5FIEER) PBS

[1117] R, =fREEE (WPATHERIBEE / S AT a7 2k B S 1 Le )

[1118] R, =1R A

[1119]  SEM = 2-( =R FRELR ) L8

[1120] TFA == LR

[1121]  THF = PU& Mg

[1122] TLC =M EE ik

[1123] =5 HPLC 7%

[1124] AW A R & Ao riki@ad HPLC/MS 3 AT i AT e -

[1125] 7351 = 1.75 435N A 20% [B] & 80% [A] % 70% [B] . 30% [A] BEFE, 4R
JERAFAE 2mL/ 23, b [A] = 0.1% =9 LM / K :[Bl = 0. 1% =ML/ L, T
Phenomenex Luna C18(2)4. 6-mmx30-cm (&34 I, 3 K%L, 210nm #3301 35°C.

[1126] 732 =2.548 M 50% [B] : 50% [A] 2 95% [B] : 5% [A] BhAE, AR5 {54
7E 2mL/ 43P, Horp [A] = 0. 1% =9 &R / /K 5 [B] = 0. 1% =9 LR / L, T Phenomenex
Luna C18(2)4. 6-mmx30-cm (il 4t I, 3 foKAAE, 210nm #00, T 35°C.

[1127]  J53E3=2. 53BN 5% [B] © 95% [A] 22 20% [B] . 80% [A] BhEE, SR J57-4¢
E 2mL/ 7380, Horp [A] = 0. 1% =5 LR /K ;[B] = 0. 1% =5 LMK / L, T Phenomenex
Luna C18(2)4. 6-mmx30—-cm 4if4E L, 3 K2, 210nm #6:30, T 35°C.

[1128]  J73E4 = 2.33 435I 20% [B] : 80% [A] & 70% [B] : 30% [A] B, 4R
JEARFFAE 1 5ml/ 4380, o [A] = 0. 1% =5 LM /K [B] = 0. 1% =5 LM / L T
Phenomenex Luna C18(2)4. 6-mmx30—cm (&34 I, 3 Sk %%, 210nm #:30, T 35°C.

[1129] 515 =3.33 3% WM 50% [B] : 50% [A] & 95% [B] : 5% [A] B )&, 5
JEARFELE 1. 5mL/ 238, o [A] = 0.1% =L /K [B] = 0. 1% =L / L5, T
Phenomenex Luna C18(2)4. 6-mmx30-cm (&4 I, 3 K %%, 210nm #:3, T 35°C.

[1130] 56 =3.33 358 WM 5% [B] © 95% [A] & 20% [B] . 80% [A] :JE, 4R
JEPRFFAE 1. 5mL/ 43%h, Hor [Al = 0. 1% =348/ K [B] = 0. 1% =ML/ LIE, T
Phenomenex Luna C18(2)4. 6-mmx30-cm (&4 I, 3 K %%, 210nm #3530, 1 35°C.

[1131] 797 =10.0 7B M 20% [B] : 80% [A] & 70% [B] : 30% [A] BhEE, SR
JEPRFELE 1. 5mL/ 4380, Hor [A] = 0. 1% =318 / /K :[B] = 0. 1% =F LM / L, T
Phenomenex Luna C18(2)4. 6-mmx3—cm &4 I, 3 fCoK AL, 210nm #5, F 35°C.

[1132] 738 =10.0 /B M 10% [B] : 90% [A] & 40% [B] : 60% [A] BHJE, 4R
JEAREFAE 1. 5mL/ 3B, Jorh [A] = 0.1% =5 LMK / /K 5[B] = 0. 1% =5 LR / &, T
Phenomenex Luna C18(2)4. 6-mmx3—cm &4 I, 3 fCKAL4E, 210nm 43 , F 35°C.

[1133] 799 =15.0 4B M 23% [B] : 77% [A] & 30% [B] : 70% [A] BiJE, &R

117



CN 101501032 B WO B 111/176 T

Ja PREFTE 1. OmL/ 43%h, Forb [A] = 0. 1% =9 LIR / K 5[B] = 0.1% =W LR / &I, T
Zorbex SB- ZKFE: C182. 1-mmx5—em L3#AE I, 5 oK AE, 210nm #50, T 30°C,

[1134] 773710 = 5% [A] : 95% [BI 1EHFHIVEML, 1. OmL/ 7380, Horp [A] =5 AR 5 [B]
=%t s T Chiral Technologies AD €A (4. 6x250mm) I, 10 FOK A%, 220nm #6530, T
il

[1135]  J7y7: 11 = 10% [A] : 90% [B] fE¥EFIVEML, 1. omL/ 23%h, Horp [A] = & 5 [B]
=%t ; T Chiral Technologies AD (A4 (4. 6x250mm) L, 10 HCK %S, 220nm #:30, T
Eio

[1136]  J137: 12 =10% [A] : 90% [B] fE¥SFIVEML, 0. 8mL/ 23%h, Horp [A] = &FE 5 [B]
=%t ; T Chiral Technologies TA 34 (4. 6x250mm) I, 5 HCK 0%, 220nm #3:30, F=
o

[1137] 7313 =10% [A] © 90% [B] fHAFIBENL, 1. OmL/ 7380, Horh [A] =% AEE ; [B]
=%t ; T Chiral Technologies TA A (4. 6x250mm) I, 5 HCK %%, 220nm #30, F=
o

[1138] 7314 =10% [A] © 90% [B] fH#FIBENL, 1. OmL/ 7380, Horh [A] =R AEE ; [B]
=%t ; T Chiral Technologies IB A (4. 6x250mm) |, 5 HCK A%, 220nm #5301, F=
o

[1139]  J737: 156 = 10% [A] : 90% [B] fE¥EFIVEML, 1. omL/ Z3%8h, Horp [A] = &4EF ;[B]
=%t ; T Chiral Technologies OD fai4E (4. 6x250mm) |, 10 HCK A4S, 220nm #:00, T
=i

[1140] 7737216 = 10% [A] @ 90% [B] fE¥HIBENL, 1. OmL/ 738, Horp [A] =R ; [B]
=%t ;T Chiral Technologies OD €& AE (4. 6x250mm) I, 10 FOK AR, 220nm #5390, T
il

[1141] 75317 = 15% [A] : 85% [B] fE¥EFIVEML, 1. omL/ 23%h, Horp [A] = & 5 [B]
=%t ; T Chiral Technologies OD (a4 (4. 6x250mm) L, 10 HCKA%E, 220nm #:30, T
Eio

[1142] 7532 18 = 5% [A] © 95% [B] {HEEFIVEML, 55mL/ 43 %, o [A] = R AEE ; [B]
=kt T Chiral Technologies AD A3t (5x50cm) |, 20 K AE:, 220nM #5301, T =35 .
[1143] 773419 = 10% [A] : 90% [B] fE¥EFIVEML, 0. 8mL/ 238h, Hp [A] = 4 ;[B]
=%t ; T Chiral Technologies IB fai4E (4. 6x250mm) L, 10 HCK %S, 220nm #:30, T
Eio

[1144] 77920 = 10% [A] : 90% [B] {E¥FIBELL, 1. OmL/ 238h, Hr [A] = &1 5 [B]
=%t ; T Chiral Technologies OD-Haif4E (4. 6x250mm) |, 5 Sk A03E, 220nm #5390, T
i

[1145]  J53%: 21 = 20% [A] : 80% [B] fE¥EFIVEML, 1. omL/ 738, Horp [A] = &% ;[B]
=%t ; T Chiral Technologies OD f&if4E (4. 6x250mm) |, 10 HCK %S, 220nm #5300, T
=i

[1146]  J737:22 = 20% [A] @ 80% [B] fE¥HIBENL, 1. OmL/ 738, Horp [A] =R ; [B]
=%t ; T Chiral Technologies OD A4 (4. 6x250mm) |, 10 FCK %S, 220nm #5:30, T
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N
[1147]  SZjgfe) 1

[1148]  5-[(4- &3 ) WAWLIE 1-4,5- =& —1H- nitme gt [4, 3—c] meEmk (7) o
[1149]

(o]

H H
N~ N, A
©/ CN  NaOH ©/ oM 4
1 (=M 2
SOLCl
cl 3
ci
© i DMF-DMA,
TFA, TFAA omizo OME
O:§:O R | —_—
&) 7 N 110°C
O,N ~co ©i'g _
4 o
Cl 5 Cl
0=5=0 0=5=0
N N
NH,NH,, HOAc, EtOH
B S
p
O _No HN~N

6

[1150]  3-(CRILZIL ) NIR (2)

[1151]  [n) 10% (¥ NaOH 7KW (120mL) FinA 3— @ EEAF (L (10. 3g, 10. Tmmol) » #4
A R VAL 6 /NI, Hf A3 AR A H 2 =R Bk . 3w &
Mk (3x50mL) WEV, 2R AL HCT #5 /K AR pH 75 22 K29 3. ¥ /KAHH] EtOAc (4x100mL) %5
B, 3B 3R A MM A K (1x50mL) 257K (1x50mL) ¥Ei5%, T4 (MgS0,) , it & k4, 153
(2) (11.6g,100% ), HoAkE @ A, "H NMR(CDCL,) O 7. 20 (2H, t, ] = 8. 2Hz) ,6. 77 (1H, t,
J = 8.8Hz),6.69(2H, d, J = 7.7Hz) ,3. 46, (2H, t, ] = 6. 6Hz),2. 67 (2H, t, J = 6. 6Hz) ;
*C NMR(CDCL,) 0 178.5,147.1,129.4,118.5,113.6,39.4,33.5;MS m/z :166 (M+H) ",

[1152]  3—(4- & -N- ZRFOR ML ) IR (4)

[1153]  ZEO0°C, [/ (2) (2.0g,12. 3mmol) F-ALEE (70mL) H )% ¥ HP 3% 04— SUAR Tt 5k 5
(3) (2.6g,12. 3mmol) o H [ VR AR ZIR i 3 /Do SRJEH S NIR G PIRAR, TR
ST EtOAc (100mL) . A HLAHA IN HCI (5x100mL) « 7K (1x100mL) « #h7K (1x50mL)
ek, T (MgS0,) , il #EIFik4s, 193] (O (3. 2g,77% ), HOAZ@E k. 'H NMR(CDCI,) &
7.58-7.54 (2H, m), 7. 48-7. 45 (2H, m) , 7. 38-7. 36 (3H, m) , 7. 08-7. 06 (2H, m) , 3. 39 (2H, t, J
= 7.5Hz),2.64 (2H, t, ] = 7. 2Hz) MS m/z 340 (M+H) ",

[1154]  1-(4— GUASHAIIE ) -2, 3— —A0Embk -4 (1) - i (5)

[1185] =3 LML (TFA,b5mL) M=% LK (TFAA, 2mL) fnF (4) (1. 64g, 4. 83mmol) 1.
W AR BRSO AL 3. 5 /NI, P I FFARI N UK K T, 7= EtOAc (1x50mL, 2x10mL) %5
. & IFRA N K (1x20mL) HLFT ) NaHCO, /K (5x50mL) #h7K (1x10mL) $E%:, T
i (MgS0,) , b Ik 4E, 153 (5) (1. 48g,95% ), HOAZREE K. TLC:RF=0.303 : 1 &

7
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%% /EtOAc, iEfiK ) » 'H NMR(CDC1,) 0 7.98(1H,dd,J = 7.7,1.6Hz),7.86 (1H,d, J = 8. 2Hz) ,
7.65-7.61(3H, m),7.45-7.42(2H, m), 7. 31 (1H, d, J = 8.2Hz),4. 27 (2H, t, ] = 6. 6Hz),
2.48 (2H, t, J = 6. 6Hz) ;MS m/z 322 (M+H) ",

[1156]  5—(4— GUASHATGEEL ) —4,5— & —1H- 0tk [4,3-c] WMEmk (7)

[1157]  |r] (5) (151mg,0. 470mmol) [ DMF (800 w L) YAV T I A\ — FF 5k 42 Jik P s 4 — T
(DMF-DMA, 62 1t L, 0. 470mmo1) o ¥ K NV AE 110°CINF 4 /N, 8K J5 v 21 28 2508 FE B T
XTI NER G ) HPLC/MS 73 Bt @ A eG4 (8) , M) " = 377, WAHFRT (B) « EES
WEBREERD, BT T 2 RN W™ © (177mg, 0. 470mmol) ] LEE /
UKEER (EtOH/HOAc = 25 @ 1,2mL) Y& IMAIKEE (NHNH,, 73 1 L, 2. 34mmol) o H [ B,
RGPPSR W4 R AR P T EtOAc (10mL) "o A ATLAH H LRI NaHCO,
KR (3x20mL) Eh7K (1x10mL) BEV:, H MgSO, T4, I S Ik 4i . F ™ il id 346 AH HPLC
aitk, 153 (D (26mg, I\ (B) = 12% ), HOWBEEM TFA #he TLC:RF =0.35(1 : 1 &
% /EtOAC, FEZ ) » 'H NMR (DMSO-d,) & 7. 68-7.62(2H, m), 7. 46-7. 41 (3H, m),, 7. 32 (2H, d, J
= 8.2Hz),7. 16 (2H, d, ] = 8.8Hz) ,4. 93 (2H, s) ;'°C NMR (DMSO-d,) @ 138.9,137.1,135.0,
129.6,129.5,129. 3,128.9,128.6,123. 3, 112. 3,44. 2 ;MS m/z 346 (M+H). ",

[1158]  SZjiifs] 2

[1159]  5-[(4- ®RIE ) altlt 1-8- 9 —4,5— & —2H- MEMeJF [4, 3—c] MEM (14)
[1160]

" ) Ko B H H cl
2 H0 N~ N
LT Oy o e, o
N +
F 8 F 9 BA F 10
al c 3 soxcl
PR © TFA, TFAA © DME DA
—  oss%0 —_— oss=0
. 11 .
12
cl °
: a
0=§=0
NH,NH,, HOAG, EtOH N
S L
O _No F /
13

14 HN~N
[1161]  3—(4- FAFEZIL ) NI (10)

[1162] ARG (7.89mL, 120mmol) hi 3| 4- i 2K % (8) (11. 1g, 100mmol) F1 H,0 (80mL)
o B TS AHTR A AR E B R A . R NTR AR EI R . X RN TR A
HPLC/MS Z3 Hrfii AP EAL &9 (9, M+ ™ = 165. 1. ¥ NaOH(12g, 300mmol) HnE| x NViE&
W, A OSIREDINMFAEIAL 1.5 /NN o X ROSVR AW HPLC/MS 73 AT AT AEAL &)
(10), WAFIRIE (D o S WVreH) 2 = H £ (3x50mL) #5HL. 3N [ HCL /K
W pH 2 K2y 3, IR 547K JE FH EtOAc (2x50mL) Z5HL, #35 H IN NaOH #/K JZ 175 & pH
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5, JFH EtOAc (1x100mL) ZEEL . #-5 FF B HLAABUE H MgS0, T4, i yEIFik4d, 152 (10),
HohtE e A (16g,87. 6mmol,87% ) o MS m/z184. 1 (M+H) ",

[1163] 3= (4— Gl -N-(4— FFRIE ) REEAREZUIE ) NIR (11)

[1164] 253, (PR BEEE R (L0) (15. 19g, 83mmol) MEERE (0. 5M, 166mL) AW T N 4- &4
IS (D) (17.5g,83mmol) o« 30 7380 Ji, B 22 b WE JF 44 7 R Wil T EtOAc o, FHK
(5x50mL) « £ 7K (2x50mL) F1 1M HCI (3x50mL) Wik, BAHAH T MgS0,) , it yE FF k4, 15
B (D), HAZRERE A (22, 2g,62. 3mmol,75% ) o MS m/z 357.9 (M+H) ", 379. 9 (M+Na) .
[1165]  1-(4— SUKRREIL ) —6- 4 -2,3- S msuk 4 QM -8 (12)

[1166] =% LM (10mL) F1 =5 ZEREF (3.2mL) 3| (11) (3. 3g,9. 2mmol) . KA
FIIIHHES WAL 80°C N 6 /NEF, A HIFHEIAN VKK . =¥ EtOAc ZHL . A HUAH M1
NaHCO, 7KV (3x25mL) PEisk, H k4. RV H LBETEE , S8 J5 FH EtOAc AT (il Ab 3, 15
F (12) (0.8g,26% ). MS m/z 339.9 (M+H) ",

[1167]  5—(4— GUEHSFEEIL ) -8— & —4,5- & —1H- ik I [4,3-c] MEmbk (14)

[1168] 4 — A FTEY —FEE CnL) ME| (12) (454mg, 1. 34mmol) 1. 4 Jx MV
EWAE 103°C Ik 20 73 Bh, SRJGVAHI B %R . X KON IR & 1K) HPLC/MS 23 M i e A7 AE AL
8 (13), MHD T = 394. 9, WAHFEIRN (12) . BRERY, - EZH T T RN,
R4 (13) (1. 34mmol) [ HOAc ¥V (4mL) AN AIKA M (T8 L, 1. 61mmol) o i R MY
REDAE 95T L /AN BRZFHEN, BRARWH 1 0 1 Okt /EtOAc ZEAT g ALBE, 15 3
(14) (432mg,89% ) » MS m/z 364 (M+H) ", 'H NMR(CD,0D) 6 7.77-7.74(dd, J = 8.9,5. 0Hz,
1H),7.40 (s, 1H) , 7. 36-7.33(dd, J = 8.8,3. 0Hz, 1H),7. 20-7. 14 (m, 5H) , 4. 95 (s, 2H) ;"°C
NMR (CD,0D) O 163. 6,160. 3,138.8,136.0,130.8,130.7,128.6,128.1,114.6,114. 3,112. 2,
108.7,108. 4,43. 0,

[1169] SC ) 3

[1170]  5-[ (4- G ZEIE ) WAMESE 1-7- R —4,5- — & —20- LM I [4, 3—c] Mk (23) K&
(11711 5-[(4- &EE ) BRMESE 1-9- 6 —4,5— — & —2H- mkMeJf [4,3-c] Menk (24)
[1172]
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!
F. NH iaihately F N OFt o
2 HOAc PR
\O \©/ \/\[O]/ .
1%
5 5 SOCI
cl cl
o\\ Q/ O\\Q/
. N . TFA, TFAA
\@/ N cogt N com
17 8 B
cl cl
j @ i
O_\\ 0_3\ (\)‘/©/
=S DMF-DMA 0<% HoNNH, o=$
E N DMF F N HOAc, F N
- . EtOH
—_—
110 °C N 2
19 21 O N 23  HN~-N
cl ol
e J .
Q 02\\ HoNNH; Q O
o=$ DMF-DMA, $ HOAC o0=S
N DMF N EtOH N
110°C N 24
N ~ )
20 F O 22 F O N\ F HN~N

[1173]  3-(3— HAFEFIL ) WL LHE (16)

[1174]1 %% 3- % 2K % (15) (10g,90mmol) « N ¥ MR & W& (9.9g, 10. 8mL, 95mmo1) Al
HOAc (400 1 L) [FVEAPIMAREIG 17 /NS o FZIR G WA N 2 50, 2R 5 7518 (0. 25Torr JE
D0 EE 55k 120-130°C ), 733 (16) ,12. 35g(65% ) &

[1175]  3—(4— G -N-(3— H AL ) M2t ) NI CHE A7)

[1176]  # 3-(3-FIAREF:) NIR LA (16) (12. 3g,58. 2mmol) FET-AkE (125mL) HHIEAE
VKT EL . DI 30 43P gy Hi in 4- FUORTEEESL (B) (13. 5g, 64mmol) « G TR G
PEVKIE R BERE 1N, ARG AEZ DI 1 /NE AR S . ERA P R AR, FR R A K
(200mL) #%E, 2R 5 H EtOAc (2x200mL) AL, & IFHIEHIAE A IN HC1 ZK¥W (2x100)
Ve, RIE T (NayS0,) , 38 HF 78K, 185 23. 2g 19 (1D (&) .

[1177]  3-(4- & -N-(3— R ) Rl ) NIR (18)

[1178] ¥ £ (17) (23. 2g, 58mmol) Wi ix T MeOH (200mL) v, Ff ¥ hn &L 4 4L #F (4. 10g,
73mmol) FI7K (75mL) ¥IRBEAT AL o SN S H B AR S HE 1 /DI, B & TLC A R B Ikt
KRN b BZIR S E SIS, FK (200mL) #5588, 4R )5 FH 6N HC1 /KT B4k K5 prisie
E A Et0Ac (2x200mL) #HY, & A NLA I K (2x100mL) Pk, SR 5T (Na,S0,) ,
R IF AW, 13 3] (18) BT RV ZIRRY EtOAc/ Cht B4 i, 15 2 /Mg )
(2. 35g, 1. 21g) , H2R N R AL ZIRA1F 2R Y (160) G HH T F— %K.

[1179]  1-(4— SURHARERE ) —7- 8 -2, 3— Sk -4 (H) - i (19) K&

[1180]  1-(4— SRR ) -5 G -2, 3— S MIbk —4 (1H) - {7 (20)

[1181]  HRMWEY (18) (16g) Wt T =% £ (75mL) F I H =% SR EF (30mL) Ak
o BT AERAYINAEIR 3 M R R SR BT EERY, BRRRY, B
LML R N = Y)6 5, H Il IR (R AT A (IR, BL4 1 1 & /EtOAc Pk
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i), 433 (19) (5. 5g) 1 (20) (1. 05g) .

[1182]  5—(4— GUERAFELIL ) -7- & —4,5- & —1H- uMIF [4,3-c] MMk (23)

[1183] ¥ — FFILE(EE M 4s — F E (2mL) N3 (19) (518mg, 1. 53mmol) Ho 4 J N 7E
103°C hn# 20 380, ARGV N R Z I . X RNIR-E W) HPLC/MS 43 M e A e &4 (21) »
M+H) " = 394. 9, B APRK (19 . BREHERY, M WBEHEMA T T2 RN ™)
(21) (1. 53mmol) ) ZR¥S W (4mL) " AINAKAME (T4u L, 1. 53mmol) o s K MR & %
FE 95°C A 1 /N o BRI, R4 HPLC Eilbab#E, 1331 (23) (272mg, 0. 75mmol) .

m/z 363.9(M+H) s 'H NMR(CD,0D) 67.68—7.63(dd,J'—-8.6,6.2Hz,1H),7.53—7.49(dd,J
= 10.1,2. 6Hz, 1H) , 7. 38 (s, 1H), 7. 22-7. 14 (m, 5H) , 4. 96 (s, 2H) ;'°C NMR (CD,0D)  163. 4,
160. 2,139.0,136.6,136.4.8,136.2,128.5,128.2,123.7,123.6,115.7,115.4,114. 8,
114.5,43. 1,

[1184]  5—(4— GUERSEEIL ) -9- & —4,5- & —1H- mkM I [4,3-c] MEmbk (24)

[1185] f — F L S B 48 — F lE (2mL) S0 3] (20) (530mg, 1. 56mmol) "o ¥ K
15 103°CNFA 20 7380, ARGV FN R 2R . AT VIR -G W1 HPLC/MS 43 # i e A7 AR5 4
(22), M+H)" = 394. 9, KAFRW 20 . BrEHEERY, - MEEHT T2 RN, 1
=4 (22) (1. 56mmol) 1 LR¥ W (4mL) HAIA KA M (76w L, 1. 56mmol) o ¥ X MV IR
EWAE 95 C N1 /NI B B, TR AR Wil i HPLC i, 18 21 (24) (253mg,45 % ) .
MS m/z 364.0(M+H)". 'HNMR(CD,OD) 6 7.64-7.61(d, J = 7.7Hz,1H),7.47-7. 39 (m, 2H) ,
7.24-7.19 (m, 5H) , 4. 96 (s, 2H) ;"°C NMR (CD,0D) & 159. 2,155.9,139. 0, 136. 2, 128. 5,
128.3,128.2,127.7,124.5,124. 4,114.8,114.5,112.7,43. 0,

[1186]  SLjiafy] 4

[1187]  5-(4— G ARERERE ) —4- FHE —4,5- 4 —2H- MEMeIF [4,3-c] Ml (31)

[1188]

NaBH(OAc)
t( 7< HOAc, DCE_ ©’ j:r © PR

5 SOCI

Cl cl o}
o I ° O T
0=8 TFA, o=s
CHCly )

N TFA, TFAA N
—
SROw o § < LT
27 © o} 29
cl ol
2 o I
O" N
DMF-DMA, N 0=
100°C, 3h NHzNH2 H,0 N
. EtOH, HOAc
-

o /N\ ¢
30 31

[1189]  3—-(CRILZIE ) TR TS (26)
[1190] [ Z<f% (2.52g,27. Immol) [ 1,2- S LKW (100mL) F N Bk L ER AT g

-0
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(25) (4. 49mlL, 27. Tmmo1) FUK Z 1 (2. OmL, 35. 2mmo1) o [A] e Hp 3% 45 H g N = 2, T L 48, 3
&AL (8. 60g,40. 6mmol) , F4 e VTR G WA 2 A HE ok o v A 2 1 4 i A\ LR )
NaHCO, 7KHF¥ (200mL) , F-44 Fr 15 P AT 78 0 B4 45 438 ¥ 57K 1. 2— /&
Ft (1x30mL) ZEEL, JR6 & 3R A ML 2> 3R K (1x20mL) Pk, T4 (MgS0,) , it 38 IF ¥4,
133 (26) (5.2,81% ), HAFHERI BRI . MS m/z 236. 2 (M+H) ",

[1191] 3= (4— & -N- IR L ) T RRBCT IS (27)

[1192]  7EO0°C, [ (26) (2. 34g,9. 94mmol) FALEE (25mL) HIHSH P E MU 4- SR
LS (3) (6. 29g,29. 8mmol) » H4 NI Z R, SR JGTE 70°C ik 5 /N, Y41, FFTEE
BT RIS R NVAR G VIR 4G, TR R P T EtOAc (150mL) o A HLAH A
IN HC1 (5x100mL) 7K (1x50mL) \HLFN[K) NaHCO, 7K ¥ (3x50mL) FNEh7K (1x20mL) PEW:, +
e (MgS0,) , 1T P& FF IR 4 eIk . 'H O NVR /s 4746 AR MY 1) 4- SRR IR &, AT LUK =4
AT EnE (25mL) 1, HIMA R LN (35mL) , FE St . B RNIEA
WIIRAE , FEB AT EtOAC (150mL) A, FVA Y IN HC1 (6x60mL) 7K (1x50mL) A1)
NaHCO, 7K (3x60mL) #h7K (1x20mL) FEk, T4 Mgs0,) , iy Ifik4s, /43 (2D (3. 7g,
91% ), HOAREEMHRY) . MSm/z :432. 1 (M+Na) ",

[1193]  3—(4— G -N- ARFLRTAFEZIE ) TR (28)

[1194] £ 0°C, 7 (20) (3.35g,8. 17mmol) T* CH,C1, (15mL) 7% 3§ N\ TFA (45mL) . {#
RIRG PR =W BbE 72 DI S R NVIRG Y, 143 (28) (2.638,91% ),
OB RIFE AR S PR o MS m/2354. 1 (M+H) ",

[1195]  5-(4— GUURHRREER ) —4- 3L —4,5- & —1H- kM IE [4,3-c] MEME (31)

[1196] 1] (28) (1.02g,2. 89mmol) ) TFA (3mL) ¥ IIA = LR KT (1. 2mL, 8. 8mmol) o
¥R VAIR A WIAE 80°C A 1 /i, A FEITER UK Eo =9 H EtOAc (3x15mL) AEHL, &
H A N2> 7K (1x20mL) , 7T () NaHCO, ZK ¥ (3x40mL) « 7K (1x20mL) $eig, T4
(MgS0,) , I Y8 I 4 ORItk R s o [l 44 o FH P id R (i aide, (BLe @ 1 ITke /
EtOAc Peflii ) , 13 EIA L) (29) (351mg) , HOAR T EIIARRY » MS m/z :336. 1 (M+H) s
[1197] ¥ (29) (263mg, 0. 782mmo1) ¥ — FFLZ( L FEE4A — I (1. 5mL) ¥ RAE 100°C
P3N RNTRE PR HPLC/MS 43 #r i  A Fl 4R 1 ROkl Wl OB 1 2 3l . W4
Z I, M 30 BT T —2 &M, 1 (30) (306mg, 0. 782mmol) [ EtOH/ ¥K £ P& %5
(25 ¢ 1v/v,2mL) PHIAKEHE (1891w L,3. 9lmmol) o 1R NV VRS W)TE S b it
B WA, TR RPN T EtOAc (10mL) "o A HIAH FH A ) NaHCO, /K #¥E (3x20mL) « £
/K (Ix10mL) ¥E%%, FH MgSO, T4, i ik IFule 4 et [ 44 o KL e o PR (v il (LA
10 © 1Tk /EtOAc BEME, AAJGLL 2 ¢ 1 24t /EtOAc Yl ), 153 (3D, Hok &
(K[ 4 . MS m/z 360. 0 (M+H) “ 'H NMR (CDC1,) 6 7. 82 (1H, dd) ,7. 66 (1H,dd) , 7. 44-7. 33 (2H,
m),7.21(1H,s),7. 12-7. 02 (4H,m) , 5. 62 (1H,q) , 1. 30 (3H, d) *C NMR(CDC1,) § 138.9,136. 0,
132.4,129.8,128.6,128.4,128.3,127.8,124.8,122. 4, 118.0,49. 8,23. 1,

[1198]  SLjiafyl 5

[1199]  1-(4- SR T WL 2L ) -7- AP 4038 —2- 1 3 -2, 3- S e ik -4 (1) - i (35) A
1= (4- SOoRMARIEEL ) -5 A4S —2- F3E -2, 3— &Mk —4 (1) - B (36)

[1200]
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-FEAEE yoo

NaBH(OAc),, s
j< HOAc DCE

5 SOC
cl cl
o =§§/©/ TFA, 02‘\§/©/
MeO N CHLL oo " TFA, TFAA
\© O\|< \©/ j:n/OH 80 °C

33 © 34 O©

o MeO O
35 36

[1201]  3-(3- AR EUE ) TR s (32)
[1202]  [jfA] — 4SRN (1. 00g, 8. 12mmol) T+ CH,C1, (10mL) IS I LBk 1R
FUTHE (25) (1. 28g,8. 12mmol) , #7 I0N HOAc (0. 47mL, 8. 12mmo1) o« Kf FT 15 [ W IR & 44
P45 B AN = CBEEESE SN A AL (2. 41g, 11, 3mmol) , -4 T 13 I VIR & W) {E 2=
Pt A 18I AR I AN AT NaHCO, 7K INAR GV K . 7 IE . 7K
A CH,CL, (10mL) 2K, & IFMAHLEH PRI NaCl ZKE PSS MgS0, T8, i I8 FF ik 4d .
Ak AR i i PR AT 4li4k (20% EtOAc/ Cfe ), 1331 (32) (1. 09g,51% )« MS m/z
266. 1 (M+1) *,
[1208]  3—(4— G0 -N-(3- AR ARAE ) R 2L ) T AT fiE (33)
[1204] |5 (32) (1.00g,3. 76mmol) F-ALME (10mL) P AW AP NN 4- SRR RS (3)
(0. 79g, 3. 76mmo1) o ¥f FT1S S NIR W EIRPMFEE B W IR A VIR Y , 3055 185k
SWEIRT CH,CL, (15mL) o F AR ZK (10mL) FIHBAT NaCl /K (10mL) ¥, 4R )5
MgSO, T8¢, ik JE HF 4 o BT A3k AR W iod PR i E AT 4tk (20% EtOAc/ Tkt ) » 153 (33)
(1.32g,80% ) o MS m/z462. 1 (M+Na) s
[1205]  3-(4— & -N-(3- AL ) 2RI ) TR (34)
[1206]  [r] (33) (1. 25g,2. 86mmol) T CH,C1, (10mL) 1 K3 - hn A\ TFA (10mL) o ¥4 i3 I
NRAWAE BB ARG R AT . K S iR ¥R T CH,CL, (10mL) 3F 7K (5mL)
Ve . A VLZEH MgSo, T4, ik s 4, /42 (34) (0. 93g,85% ), HFFERI[E . MS m/z
384. 1 (M+H) ",
[1207]  1-(4- QURHABLAE ) —7- AL —2—- L -2, 3— — S Wibk —4 (1H) — fi] (35) K&
[1208]  1-(4— QERHAPELAL ) —5— AL —2— AL -2, 3— — S Wsibk —4 (1H) — A (36)
[1209] [ (34) (0.93g,2. 43mmol) T =M LIR (Bml) HHIIEE T I = LBREF (2mL) -
T R N IRA AR 80°C INFA 3 /NI, SR JEA EN E = . W I VR A R N K FIRE UK
P EtOAc (3x15mL) ZHL . & FF BIA HLZ F HUAR) NaHCO, /K% (3x15mL)  HaFf#) NaCl
K (15mL) $EHk, MgSO, T4, I8 H IR 45 . 19 hk R Wil i P Gl 24T 44k (20%
EtOAc/ Tt ) , I3 RN FP X A (35) (regioisomer, 0. 66g,69% )MS m/z 366. 0 (M+H) "
125




CN 101501032 B WO B 119/176 T

% (36) (0. 06g,6% IMS m/z 366. 0 (M+H) ",

[1210]  =SZjjfs] 6

[1211]  5-(4- SURMRELAS ) -7- F 40 —4- AL -4, 5- & —2H- Mt M IF [4, 3—c] Mk
(38)

[1212]

cl cl
Y o T
0= o=%

\\
DMF-DMA, 0=%
- N NHzNHZ
MeO\C[:J/ 100°C, 3h \©/\nJ:' EtOH Hoac  MeO N
N
o} N=NH
35 38

[1213]  5—(4- GURTAEEIL ) -7- FAAIE —4- Eﬁ% —4,5- & —2H- ok e If [4, 3—c] Wik
(38)

[1214] [ (35) (0. 25g,0.68mmol) A —FREZIE RS — F i Gml) . ¥ RMNEE
YILE 100°C N 3 /e, ARG HT R B\ RS . T RARWR 3D IR~ A& itk il
HEF—2 RN [ 3D + MeOH(GmL) 1% ¥+ i A HOAc (0. 12mL, 2. 05mmo1) , ¥z 4
IATEAKHE (0. 06g, 2. 05mmol) o 4 & N IR -G YE SR BRI ARG 40 . ¥ gk
Y fd T EtOAc (15mL) , A M A1 11 NaHCO, 7K 5 ¥ (IOmL) FIELF ) NaCl 7K (10mL) ¥k
o ANLEH MgS0, T, ik s IFikdn . ik it Phast (% 24T 464k (30% EtOAc/
), 123 (38) (0. 16g,61 % ) ;'"H NMR(CDC1,) 6 7.55(d, J = 8. 3Hz, 1H),7.39(d, J =
2.5Hz, 1H) , 7. 16 (m, 3H) , 7. 03 (d, J = 8. 7Hz,2H),6.91 (dd, J = 8.5,2. 5Hz, 1H) ,5. 60 (g, J
= 6. 9Hz, 1H),3.91 (s, 3H) , 1. 32(d, ] = 6. 9Hz, 3H) ;"°C NMR(CDC1,) & 159.7,139.0,136. 1,
133.9,128.5,128.3,123.3,117.7,116.9,114. 6, 114. 4,60. 5,55. 7,50. 1,23. 2, 14. 2 ;MS
m/z 389.0 (V+H) ",

[1215] S AR 7

[1216]  5-(4- SURTABESE ) -9- H A& —4- B —4,5- &0 —2H- it M I3f [4, 3-c] Wik
(40)

[1217]

c Cl
T o T Q
O=§ DMF-DMA, O-E NH2NH>,
N 100°C, 3h EtOH, HOAC
_ \ —_—
MeO 0 MeO 0 _N_ \NH
36
[1218]  5-(4- SOKHHEFFL ) 90— 4L —4- AL —4,5- — &5( —2H- nttuy%t [4,3—c] Mk
(40)

[1219]  [i] (36) (0. 06g,0. 15mmol) HIIA — FIFLEAL FTIE 4 — T IE (2mL) o HF S VIR &

YIAE 100°ChInFA 3 /NI, AR IR Ve SN R IR G . BTl (39) IR WAL Rl

M PR 11 (39) T MeOH(2mL) 1 {#1¥ ¥ i A HOAc (0. 02mL, 0. 45mmol) , $% 75

IMATEAKIE 0. 02g,045mmol) o 5 Sz W A YIAE SR AP B0 IR WA . B T3 sRR )
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BT EtOAc (15mL) , FHHAT) NaHCO, 7KV (10mL) FIHUATE] NaCl 7K (10mL) PE o
AHLE FH MgS0, T4, I e IF 4. Pk R P Peag (o ik kAT 44 (30% EtOAc/ T
f ), 13 3] (40) (0. 03g,59% ) ;'H NMR(CDCl1,) 6 7.52(dd, J,8.1,0.8Hz, 1H),7.36(d, ] =
8. 3Hz, 1H) , 7. 28 (s, 1H) , 7. 17 (m, 4H) ,6.92(dd, ] = 8.3,0. 5Hz, 1H),5.68(q, ] = 6. 9Hz,
1H),3.96(s,3H),1.28(d, ] = 6.9Hz,3H) ;°C NMR(75MHz, CDC1,) & 154.4,139.0,136. 1,
134.0,132.7,129.5,128.7,122.3,117.5,111. 3,109.5,60.5,56. 1,50. 5,23. 0, 14. 3 ;MS
m/z 390.0 (M+H) ",

[1220]  SZjjfs] 8

[1221]  5-[ (4- GUREL ) MEEESS 1-3- 3L 4,5 & —1H- MEMeJF [4, 3—c] Mk (42)

[1222]
| f |
H2NNH2'H20,

!
0=S=0 (CH3)2NC(OCH3)2CH3 O'—‘?:O HOAC, 95 °C O=§:o
N

N N EE—— ‘
N HN~N
s © 410/\ 42

[1223]  5—(4— GUERSEEHL ) -3- FI3E —4,5- — & —1H- akMe It [4, 3—c] bk (42)

[1224]  BINGAT T, K EAASY) (B) (357mg, 1. 11mmol) FEMFAELEIF I N, N- — R JEa AL
s — AL (1. 63mL, 11. 11mmol) 77, JEAEZEU A N AT 103 CHiEd: 30 738 K T 43 B 1 (A
VR 2 B, B T e 2 AT T R B A (4D o MS(ES)m/z 391. 0 (M+H) ",
[1225] [ H JA) A& (4D (156mgs, 0. 4mmol) 15 UK B R (8mL) 1 & V% ¥ n A /K & Jifk
(82. 41 L, 1. 0mmol) o 4 FrISF¥ VAL E TR T HiHE IEAE 95°C I 18 /N o SR JE A F3 A1 )
KEME (82. 41 L, 1. Ommol) , I3 e VARG WILE 95 °C HEiE J1 1 4 /N o £ 58 2 FE R (40)
(0. 3h—22h, LC-MS 53 ) 2 J&, K S NIR S0V H1 2 55, IFB i e R R I 7. B
1HRAR VIR T CH,CL, (20mL) o, AIZK (2x20mL) PRV, I MgS0, 458 . 71y A IE it e 4%
ARG )5 T TR RV F AR T MeOH (6mL) H, Ffa8 it S AH il £ P HPLC 1EAT 44k, 73 21 33mg
() (42) » MS(ES)m/z 359.9 (M+H) . 'H NMR(CDC1,) 6 7.81-7.78(dd, J = 6.2, 1. 5Hz, 1H),
7.66-7.63(dd, J = 5.4,1.6Hz, LH),7.43-7. 32 (m, 2H) , 7. 16-7. 07 (m, 4H) , 4. 81 (s, 2H) ,
2.21(s,3H) ;"*C NMR(CDC1,) & 158. 3,156.2,143.7,138.9,136.5,135.2,134.8,128.7,
128.3,128.2,128.1,127.8,125.7,122. 4,109. 9,43. 0, 9. 6,

[1226]  SZjifs] 9

[1227]  5-(4— GUAEHAWEIL ) -8- & —4- FHE —4,5- 5 -2H- mtmeIf [4, 3-c] Mk (49)
[1228]
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NH, PO H
/©/ H,0 /©/ ~"CN  NaOH
e Y. —
cl 43 ci "EA

44
ci

Cl

Nco,H R i TFEA, TFAA
o + O=§=O ® N
Vi
3 SO0 /©/N\/\002H
cl

46

9 ©

0=§8= 0=8=0 0=8=0
i DMFP-DMA, i NH2NHH,0 N
100°C EtOH, HOAC
Mhadb __EtOH, HOAc
c cl x ci = )
o} 0O _N_ HN-N

[1229]  3-(4- GURFLZHL ) NIE (44)

[1230] W45 (10. 3mL, 157mmol) N 4- E A% (43) (10g, 78mmol) F H,0 (62mL) 7.,
TS AR S AR i dE 4 Ko W RNIREY) P I F3 4K 10mL P i , FF4kat
B I A o K ¥4 F R ST S 4 CH,CL, (100mL) A5, A HIAHA 0. IMAT AR BR/K B (25mL)
Bevk, I Mgso, T4, ARG (44) (12.7g,90% ). MS m/z 181 (M+H) .

[1231]  3-(4- EAFEZIE ) NI (45)

[1232]  Ji] (44) (12.7g,70. 8mmol) A0 IM ) NaOH K (71mL) , H-45 52 IR -S4 nH
[ 4 /NI o R RO IRA YD HPLC/MS 43 BT AF AL A (45) , KA FIRE) (44) . F K
MRA IV HI B Z I viiE . H 37% K HCL % pH 3 2 K4 5, Il &=, 15 3
(45), o A A (10.0g,72% ) o MS m/z 200 (M+H) "

[1233]  3-(4- G -N-(4- GUREL ) R ) IR (46)

[1234]  0°C, 9 (45) (15. 19g,83mmol) HIPEBEFEIMERE (0. 5M, 166mL) A 4- &
TR (3) (17.5g,83mmol) o« 1 /N2, B2 0ibiE , IR e R i T EtOAc H, HZK
(2x50mL) Peik T4, MgS0,) , IEPEFFuksi. FEmH 1 1 1 CHE - EtOAc &5k, 193 (46)
(1.6g,46% ). MS m/z 395.9 (M+Na) .

[1235]  6— &l —1- (4— GUREAIAL ) -2, 3— — Wtk —4 (1H) - M (47)

[1236] 4 =3 LR (10mL) Rl =3 SERHEF (3. 2mL) M) (46) (0. 8g, 2. 14mmol) 1. K13
PIRHE AT 7 2N P HIFHRI VKK A o 7= EtOAc ZEHT o A HLAH FH PRI NaHCO,
K (3x25mL) Peidk, H MgSO, T4, JFilk4i . R4 HPLC (i Ab 2, /53 (47) (0. 192g,
25% ). MS m/z 355.9 (M+H) ",

[1237] 8- & —5—(4— GUEREMESL ) -4, 5— & —1H- kM 3F [4, 3—c] Mk (49)

[1238] ¢ — ML R4 — I EE (Iml) N3 (47) (192mg, 0. 54mmol) 1o Hf S MR G
YITE 103°C Nk 20 438, ARGV HI R SR . X R NIRA YR HPLC/MS 2 Hrif e A E &)
(48) , (WHH) " = 394. 9, WHBIRI (4D o BrEERD, M MBEEH T T —2 XN [
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V) (48) I LRSI (1. 35mL) AN A KA ME (26 1 L, 0. 54mmol) o 5 2 MR -EHIALE 95°C Ik
L/ o BRZSESHI, SRR E HPLC (i AL 3, 1531 (49) (153mg, 75% ) o MSm/z 379. 9 (M+H) ",
"HNMR (CD,0D) & 7. 75-7. 72(d, ] = 8.6Hz, 1H),7.64-7.63(d, J = 2.4Hz, 1H)7. 44-7. 40 (m
2H) ,7.19-7. 18 (m, 4H) , 4. 95 (s, 2H) ;*°C NMR(CD,0D) & 138.9,136. 1,133.5,133.4,130. 1,
128.5,128.2,127.6,121.9,112. 3,43. 0,

[1239] S 10

[1240]  4- FIHE —5- (HLmE —2- FEMARESL ) -4, 5— & —2H- MkMeJF [4,3—c] Mk (55)
[1241]

N/'
H ‘
N ‘ X
[) <(0\1< + @ ©/
N7 N”
o l PN |
ots” X O=\§ OVE
' 1) SOCh,, ~DVA,
N 2 S N 100°C, 3h
oH IAC;CHLL
52 O 53 ©
N/
Q\ N } (@] N/ I
o=s RN
N NHNHH0 oS
EtOH, HOAC N
AN =
Y/
54 O AN\ 55 HN-N

[1242]  3—(N- ZRFEnEmE —2- Rk g% ) TR IS (51)

[1243]  7EO0°C, 1] (26) (2. 74g,11. 6mmol) T-MERE (46mL) HHIESH A 2— nbie ZETk i
A (50) (5g,23. 4mmol) o ¥ P15 X MR- G YRR B . ARG R NVIRE
WG, R T 4B (150mL) « A HAHAZK (1x200mL) , 3N HC1 (1x50mL) « ¥ R0 ()
NaHCO, 7KW (1x50mL) 7K (1x50mL) « #57K (1x20mL) ¥Eis, T4 MgS0,) , i e Fik4s, 153
(51) (4.192g,96% ), HOWE B EHMRY . MS m/z 377. 1 (M+H) ",

[1244]  3—(N- ZRFENERE —2- WAFESIE ) TR (52)

[1245] =35, M (5D (4.19g, 11. lmmol) H A TFA (8. 5mL) , J-H4% BT VR 445 75 Ab 2 DA
BN SIS BidE 1.5 /M5, 1 R NVIRG R AR S8 J5 HHRAE CH,CL, (200mL) HhFF
FHVEFI) NaHCO, 7K %5 (4x100mL) Z5HY . Y EE /K AH A B A CHLCL, ZH, AR )5 K pH i
A1, AW IKIEM EtOAc (4x100mL) FHL. VAR VAR H MeSo, T4, ik IFik
4i, 153 (52) (3.268,92% ). MS m/z 321.0 (M+H) ",

[1246]  2— AL —1- (HikE —2— FERETRAL ) —2, 3— — S M4Eubk —4 (1) - W (53)

[1247] [ (52) (1. 32g,4. Llmmol) T CH,C1,(30mL) " [y %5 & 4 i A M B Bk 50 (SOC1,,
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0. 45mL, 6. 16mmol) » 7EZV 20 73802 J5, ¥ R NAIR-E VI I 16 73 Bh % 2 A1CL, (1. 36g,
10. 27mmo1) 1) 0°C CH,C1, (40mL) T o SRJE T R VIR G PR AR =R IF g i 78 F
P, 7E 0°CH# 6N HC1 (30mL) S22 in 2 s MIR-G W o KPS AR S ik 1.5 /)
I AR5 2 o A AUAEAIZK (1x50mL) S ASFIf NaHCO, 7K (1x50mL) 7K (1x50mL) « #h7K
(1x50mL) ¥E¥SS, T4 (MgS0,) , it & k4, 153 (53) (1. 222,98% ) o MS m/z303. 0 (M+H) s
[1248]  4— AL —5- (kg —2— FERREERL ) —4,5- — &0 —1H- nfkMIf [4, 3—c] MMk (55)
[1249] ¥4 (53) (1. 46g,4. 83mmol) (1) — FF AL RS 4 — I (6. 5mL) ¥VRAE 100°C i #i
2.5 /NI o X NVRA YD HPLC/MS 3 BT a2 A T4 1R JEURE, 0K s B4 #4228 31 IRk
44,153 60 K, KEEHAT T P RN, W (64 FIUKERRE®E (12mL) A K
A (2571 L, 5. 31mmol) o ¥R NIREYIAE 80°CHIF 45 738h, W44, F ik RV T LTk
(100mL) . HHAEFA/K (1x25mL) A NaHCO, KV (1x20mL) « #h7K (1x25mL) ¥,
MgSO, T4, ik v F w4 . K™ W20 il 4k HPLC (2, 153 (55) , Ho bk we @l 4k, MS m/
z 327.0 : (M+H) ", '"H NMR(CDCL,) & 8. 45-8. 43 (m, 2H) , 7. 86-7. 83 (dd, J = 7.8, 1. 3Hz, 1),
7.66-7.63(dd, ] = 7.4, 1. 6Hz, 1H),7. 47-7. 28 (m, 4H) , 7. 03-6. 99 (m, 1H) , 5. 75-5. 68 (q, J
= 6. 9Hz, 1H), 1. 35-1. 33(d, J = 6. 9Hz, 3H) ;'°C N\MR(CDC1,) & 155. 7, 149. 3,137.0,132. 5,
129. 3,128.4,127.3,126.4,124.6,122.6,122. 1,118.7,50. 2,23. 1,

[1250]  SZjpfifsl 11

[1251]  5-(4- SRHAmEIE ) -4- 3L -4, 5- — & —1H- b It [4,3-¢] [1,5] A% (62)

[1252]
o a c
o (I wpsmanm o IV
O= : O=
NN "R $ DEAD, 3
SN Al S
hS X T
56 3 SO N er g
&7 58

Ci @]
o Q
0= Q O=
$

1. AD-mix-a, 7T i

Pd(OAc),, (o-tol):P, e .
BN DVA e N 2NalOpy ZRAREH: HO W
- ) Z _
N N
o
59 60
cl a
o I O
O:$ O=$
DMF-DMA, N NHNH, N
100°C | EtOH HOAC |
N/ = N/ 1 N
O _N_ N~NH
61 62

[1253]  N—(2— yRnkmE —3— 3% ) —4— GURTHELNZ (57)

[1254] ) 3— 24 2k —2— YR ML AE (56) (2. 00g, 11. 6mmol) T-MLAE (10mL) 7 RIS ¥ 37 A
X - FURTEI S (D) (2. 44g, 11, 6mmol) o 4 [ NVAR-G VIR RmBEFE 24 /I, SR 5 i JEIF K
Gio PEITIFHRR DGR T CH,ON(10mL) HP FF3d ik s AH HPLC IFAT 44k . K P13 R R W) Vs f
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T+ CH,C1,(20mL) 7, FF H UL K] NaHCO, K (2x30mL) ¥Edk. AHLZEH MgSo, T4, it ik
Hukedi, 133 (57) (0.59g,25% ) o MS(ES)m/z 348. 8 (M+H) ",

[1255]  N—(3— yRnbmeE —2- F& ) —4- G -N- (& —4- 4 -2 F& ) RREEERE (58)

[1256]  [i] (57) (1. 71g,4.93mmol) T THF (10mL) " B I 4— @ —2— % (0. 51mL,
4. 93mmol) , BEE M = 2K 5L (1. 55g,5. 92mmol) o [ [ M VR4 i nfR 8 — R — 2 B
(DEAD, 1. 08mL, 5. 92mmo1) o ¥ JZ VR G WIAE S 24 /N, ARG W40 . K ik R
fiftF CH,CN (10mL) A JF3d ik e AH HPLC EAT 4lidk o K BT A9 7k R ¥ AT CH,CL, (20mL) 1 3 H
VA1) NaHCO, 7K BT (2x30mL) YE¥k . HHLIZEH MgS0, T4, ik JE I3k 45, 1531 (58) (0. 68g,
33% ). MS(ES)m/z 416.9 (\M+H) ",

[1257]  1-(4— GUASHHRIORDE ) —2- AL —4- WAL -1,2,3,4- PUS -1,5- 5 Z%ZE (59)
[1258] [} (58) (0.68g, 1. 64mmol) T~ DMA( — A 3k £ %, 5mL) o I ¥ W I A & 12 4
(Pd(0Ac),,0. 03g,0. 16mmol) , = (LB AZEE) B ((o-tol),P,0. 16g,0. 54mmol) M — L i
(0. 41mL, 2. 95mmol) o KNG WIAE 150°CMA 8 /Mo NG ¥ R NAIR G A HI 2 %01,
H CH,C1, (10mL) #%E, H A H,0 (15mL) FHER/K (15mL) Pedk. A HLEH MgS0, T4, ik ik
Yo FTIRHR4 I8 o P i3k 4T 44k (20% EtOAc/ &% ), 33 (59) (0. 31g,57% ) .
MS (ES) m/z335. 0 (M+H) "

[1250]  1-(4— SOERERIE ) —2- B3 -2,3- — 5 —1,5— & I%ZE -4 (1H) - A (60)

[1260] 7E0°C, [ (539) (0.21g,0.63mmol) F AT (3mL) A H0GBmL) H1 1 @ 1IREW
RS P NN AD-mix—a (0. 88g, 1. 4g/mmol) o« H K NIREWHHE 24 /NI, R 2218 Hy
AR R EERKE 0CH MA MRS (1.51g, 1. 5g/mmol) « 7E0°C 10 43
B I, BRRUKH, F8 R NIRRT IR DR 45 8. B R NIREY A CHCL, (10mL) Fi
H,0 (10mL) #%¢ FF 70 W 2. A HLZE H #h7K (15mL) Pk, H MgSO, 4, ik yE 3 k4. #%
TSR RWVEIR T A 243 Ot (2ml) FH,0(mL) 11 & LIRS, 3F 0N il g il
(0. 13g,0.63mmo1) o ¥ K NIREWITEEWBEFE 30 7380 B N IRA YA CH,CL, (10mL) FH
H,0 (10mL) B FF 73 2 « A HLE FH MgS0, T4, iy IFik4a . BT i ik A i b e sk (2 3
T4 (T0% EtOAc/ Tt ) » 1331 (60) (0. 13g,61% ) o MS(ES)m/z 337.0 (M+H) "
[1261]  5—(4- SUETEEER ) —4- AL —4,5- — 5 —2H- LM If [4,3-c][1,5] 5 I4ZE (62)
[1262] % — AL L 4 — FEE (ImL) F11 (60) (0. 09g,0. 28mmol) J&-& FFAE 100°C fi
A2 /N REH RNIRE IR I R IR IFIRAE . K TSR AR T CH,CL, (15mL) I+
H,0 (10mL) AMIEEZK (15mL) Pedk. HHLZEH MgS0, T4, ik it lkda. ¥k ey (6D &
fift T MeOH (1mL) " H-HHL R PR 2 0°C o 1o R VR I A e /K B (0. 02mL, 0. 55mmol) ,
A M HOAc (0. 03mL, 0. 55mmo1) o ¢ K VRGN HE 18 /N, FIRHEAR ER . ¥R
REYVIRGG . KT AR T CH,CL, (15mL) 7 3 H0 (15mL) | H8A1 i) NaHCO, 7K
(15mL) Ae#hK (15mL) Pedk. HHLZEH MgS0, T4, I8 IF ik 4d. Frisk /Ryad s
P ik (5% MeOH/CH,CL,) Ziifk, £33 (62) (0. 03g,32% ) ;'H NMR(CDCL,) 6 8.64(dd,]J =
4.8,1.5Hz, 1H),8.21(dd, ] = 8.2, 1. 5Hz, 1), 7. 38(dd, ] = 8. 2,4. 8Hz, 1H) , 7. 36 (s, 1),
7. 17 (m, 2H) , 7. 09 (m, 2H) , 5. 67 (q, J = 7. OHz, 1H), 1. 37(d, J = 6. 8Hz, 3H) ;"*CNMR (CDC1.)
§147.7,141.6,139.6,137.0,136.0,135.3,129.2,128.8,128.3,123.2,121.0,50.7,
23. 8, MS(ES)m/z 361.0 (M+H) ",
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[1263]  SCHEfH] 12

[1264]  4A-3RNZEE -7,8- =5 5 (4-( =R L) ZRmamE3E ) -4, 5- =& —2H- nkmIf 4,
3-c] Mk (76)

[1265]

EtO2C, NH; R, EtO,C, | EtO,C

SEM-CI,
A\ CHolo 1 NaH, THF /Z_\
2/ ,N; Il / N 2 ‘

N 0-100 °C N
63 64
H H 65 SEM 66 SEM
E0L, I HOXC. | gupws  HO | WA -B T A
Z/ { NaOH Y HE /L NaHCO3, CH,Cl,
,h' = /N e — N e .
5 N :.g‘pz,‘;ﬂ:&ﬁam N 0-50°C e N
SEM SEM SEM
F
Pd(PPhs),, DME, SONH,
Hose CHO
(HO)ZB Br 7 \ +
N.
m N CF3
SEM 72
F. F o R F o
Ti(O-iP1)4, Ogg _@CF O _@
; 3 S CF3
HF =N 78 rﬁfb;%%éf: NH
Br TTTHF, 78%C . Br
g ]
N. ) 73 N. \
N \
SEM SEM

Q oFs
Cul, CsOAc, ANHCV =& 3R T OSQ/

DMSO, 120°°C lel 10% HCl A5 j@’;&
F ( N
NN F &

75 SEM 76 N-NH

[1266]  3— it —1H- ik —4- BRIR A 01H (64)

[1267]  7E -10°C, s i} 30 4 %P i, K 55 % JiE (400mL, 2. 98mol) il B 3— & 3 —1H- it
e —4- B2 % L BE (63) (47. 69g,307mmol) T “HLHLE (800mL) " HIHEXSIREM . Hi%
AT S R A AE TR 100°C A CE: 2 /M. Hﬁfé/ﬁ%%ﬂ%ﬁ%/ﬂ%,ﬂ% R ) IE
FRAEN 7K B M RS, IF FH EtOAC 2. & ﬁﬁ@ﬁﬂaaﬂ/ﬁﬁﬁ MgSO0, 4, i vE R A 4
BRI e R s vkaite (CGRAH 9 S1,7 103,30 2F01 1 124 EtOAc
YEAVENER ) , 153 53. 858 (66% ) K] (64),,jw<éﬁ5/élﬁs

[1268]  J5i% 1 :HPLC (PR BEINTR] 1. 26 43%P. MS m/z 267 (M+H) ',

[1269]  3-ft —1- (- ( =R RREGEIL ) LS ) AL ) —1H- nEme —4- FRF8 LI (65) K&
[1270] 5 —1- (- ( =L AREGEIL ) L5585 ) I ) —1H- mkm —4- IR L HE (66)
[1271] &AL (6. 00g, 150mmol) 24 60 % HIA 4 73 B, 44 n 21 3— 6 — LH- n e —4- 32
i LG (64) (28. 21g, 106mmol) T-PUSEAG (400mL) AW . ke 1 /N2 5, A
Q- (A TERE) ) =WEREE (SEM-CL, 25. 0mL, 142mmol) o Fidl: 18 /M2 )5, ¥ i%dE
I SY[RTR A0 P R 1K) NaHCO, /K M B, 1 H SBEZEH . 6 I A HLAE U MgSo,
T, oIk 4n . R s Antvkaite (BL49 1,24 11,23 12,22 0 3,
1 4F4 0 1HCHE - EtOAc 1ERNBERF] ) , 153 22. 50g (54% ) 1) (65) , HWH s (A
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A, J 18.00g (43% ) 1) (66) , Fo AR s A4

[1272] 'H NMR(CDCI,) &8.02(s, 1H),5.58(s,2H),4.33(q, ] = 7. 2Hz,2H),3.60(t, ] =
8. 1Hz,2H), 1.37(t, J = 7. 2Hz, 3H) ,0. 91 (t, J = 8. 1Hz, 2H) , 0. 03 (s, 9H) »

[1273] 'H NMR(CDCI,) 6 7.97 (s, 1H),5.40(s,2H),4.31(q, J] = 7. 2Hz,2H),3.58(t, J =
8. 4Hz,2H) ,1.35(t, J = 7. 2Hz, 3H) ,0. 90 (t, ] = 8. 4Hz, 2H) , 0. 03 (s, 9H) »

[1274]  3—f —1-(-( = FREFREEIE ) L5HIE) B ) —1H- mEmk —4- 32 (67)

[1275] ¥ 3-W-1- (- ( =HERERE ) C8E) FHE) -1H- kM —4- R LB (65)
(22. 50g,56. 8mmo1) F1 3N IS SAALBI/KIEH (50. OmL, 150mmo1) F 443 e (200mL)
R 4 Ko KT A pH = 3 JFH CHCL, 2. ¥ I B LA B A MgSo, +
P, PRI R4, £33 20. 91 (100% ) 1 (67) » HoM ik T[] 44

[1276]  J7¥5 7 :HPLC R BARTIR] 6. 22 7308, MS m/z 369 (M+H) ", 391 (M+Na) ",

[1277]  (3-t —1- (- ( =P PRkt ) L58HE) PR ) —1H- nbm —4- 5L ) FEE (68)
[1278]  7E 0°C, K2y 10M [ 2lis e — R 2565 L4 (BH, <DMS, 25mL, 250mmo1) 2% 12 Hb i 5|
F THF (250mL) ) 3— il —1-((2-( ZREFRELRE ) C8E) FHE) -1H- nbmk —4- 3R
(67) (20.91g,56. 8mmol) 1. $iHE 30 43P J5, B P R E AL T A 50°C IRa .
BiE 18 /NI 2 S5, B i R E 22 0°CHF vk Bikk 30 43802 J5, IR NH,C1 K%
W, FHADLEE 30 8. BHZETE A CHCL, 20, 306 I A HLA R A MgSo, T168, it &
TR G, 153 19. 508 (97% ) [ (68) , HoW ik w4 .

[1279]  J5¥% 7 :HPLC fR B[R] 5. 72 4380, MS m/z 355 (M+H) ",

[1280]  3—ft —1-((2-( =AM RELCAE ) L5FE) L) —1H- mEmk —4- % (69)

(12811 ¥ # £ - & T ik # (DessMartin periodinane, 13.80g,32. 5mmol) i %I
(B-#t -1-(@-( =P ERRELEEE ) 58K ) FIE)-1H-nbme: —4-F% ) FEE (68) (7. 19g,
20. 3mmo1) 1 NaHCO,17. 44g, 208mmo1) T CH,C1,(200mL) i HAE X SR G b, Hidk 24
AN 2S5 Pz AR 385 TR -G ) VR ) A R B K S VR K R RS, AR5 SRR .
A IF WA LA B MgS0, T4, ik 38 IF k48 . TR R i ik i PRk ik gtk (R A
99 © 149 : 1,24 : 1,23 © 2,22 : 3,21 : 4f14 1K . EtOAc VEREERF ) , 15
3 7. 15g (100% ) ¥ (69) , H ok (1€ il 4k

[1282] 7575 1 :HPLC W% B IS TE) 2. 43 43 %8h. MS m/z 353,375 (M+Na)

[1283] 'H NMR(CDCl,) 89.71(s,1H),8.00 (s, 1H),5. 44 (s, 2H) , 3. 58 (m, 2H) , 1. 350. 90 (m,
2H) , —0. 03 (s, 9H) »

[1284] 3-(2- R —4,5- "R AT ) -1-(Q-( = HFIREF I ) LHIE) FE) -1H- ik
-4 RS (71)

[1285] 4 DY ( =ZK5FEWE) 48 (0) (Pd (PPhy),, 1. 29g, 1. 12mmol) 3— it —1-((2—( =L
fEpEds ) L5 ) FE ) -1H-mbme —4- S (69) (3. 53g, 10. Ommol) 2- ¥R —4, 5— A
iz (70) (10. 17g,42. 9mmo1) FIK,CO, (15. 91g, 115mmol) JRE LRI, 2R S5 K el HE = IF
AR = mESImAK (domL) F1 1, 2- — P4 IE 2% (40ml) , H34 IS v iceE
TETFA 8O C R T o Ptk 18 I Z 5, ¥ ZH W H LBEFEHL . A A ALAE BUE
MgSO, 4, iy Hik4q . BRI R P AL (R 49 © 1,24 1 1,23 © 2,
22 13,21 1 44 1 1ICHE ¢ EtOAc FEABENLF ) , 1331 (7L 1) 2. 10g 4554 (50% )
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FT 1. 00g BETHALY) (< 24% ), HOAREERIHRY .

[1286]  J5V4 2 :HPLC {R B4 I 1A] 2. 04 43 8h. MS m/z 359 F11 361 (M+H) ",

[1287] N=((3=(2-y8 -4,5- " AIL) —1- (- ( =PRI ) L5HIE) FHE) —1H-nlk
M —4-FE ) AR ) R —4-( = F P ) FRREEZ (74)

[1288] ¥ 5 74 B% 4k (IV) (Ti (0-iPr),,3. OmL, 10. 2mmo1) fp % 3-(2- W —4,5- — § %<
) -1-(@-( =FEFRER ) 48E) FH) -1H- kM -4- FEE (7D (1. 00g, 2. 40mmol)
A 4-( =P EE ) AW (72) (970mg, 4. 31mmol) T THF (10mL) ¥ Hidt 18 /)
N2 S5 s Pz B CHLCL, RR0RE, 2R Ja KA RE  JRRZAE S s i A e i 08 . BV
H CH,CL, ZEHL, 45 I A WA B FH MgS0, T4, i K 4d . TR i ik I PR (1%
it (R 9 ¢ 1,4 0 1,7 D 33 1 282k ¢ EtOAc MEVEN ) , 3215 (T3) 1)
FERE Y, HOE R AL B AT AT A

[1289]  J5¥k 2 :HPLC fR B3I} [A] 2. 58 4340, (M = 624 1 626) .

[1290] £ -78°C, ¥ IR TN FE AL EE T THF (20. OmL, 20. Ommo1) H7 [ 1. OMIEVR IS & be i EE 22
fEHu N2 (73) T THF (20mL) . BidE 30 - Bhz g, Br 2ok / N, IRl
1) NH,C1 7KW B MK, B R AN SR YR85 k. Bz mARE A CH,CL,
Eo FE A LA B A MeS0, T4, I8 IF k4. TRy i ik i PRt (v a4k,
(RH9 1,4 01,7 ¢ 3FI3 0 212K - EtOAc TENPEN ) , £33 1. 13g (> 60%,
AR ) 1 (74, HoA R Y) .

[12911  J5¥ 2 :HPLC {# 84 i 1A] 2. 55 43 8h. MS m/z 666 F11 668 (M+H) ',

[1202] A FAAZE -7,8- 5 -5 (4- (= IE ) RAIHIL ) —2- (- (= AL PRk )
LI ) - FHL)-4,5- 50 21— mtk Mg [4,3-c] Mk (75)

[12903] ¥ & & % (CsOAc,2.71g, 14. lmmol) . 8 4k ¥ 4d (Cul,797mg,4. 19mmol) }%
N=((3-(2- ¥R -4, 5- I ) —1- (- ( =PGRS ) L580E) FEE) —1H-mEmk 4- 55 )
(FRNEE) IS —4- (= 3L ) XML (T4 (1. 13g, 1. 69mmol) BB AEREN T, S8 Ja Fa ke
A I &S T8 . IS DMSO (1. TmL) , H¥ BT A S KR S CE AE T 120°C
TRIARIMA o BidE 2 /DI 2 S5, BT S M 2 SR AU AR A CH,CL, SR IF
. WRYEIEV, R YA R P ALk (R 19 11,9 1 1,17 D 314 L
KTk © EtOAc 1ER¥ENIF ) , 153 645mg (65% ) (1) (75) , Ho A& ke »

[1294]  J5yk 2 HPLC {REABT[A] 2. 82 438, MS m/z 586 (M+H) ‘608, (M+Na) ',

[1295]  4-FRNZE -7,8- 5 —5—(4- (= AL ) KAL) -4, 5— — 5 —2H- nikme3f [4,
3—c] Mk (76)

[1296] ¥ 4- HNJE -7,8- 28 —5-(4-( =5 A3 ) KAWL ) -2- (- ( =R L
) AR TR -4,5- & -20- Mt [4, 3—c] MWk (75) (645mg, 1. 10mmol) 7E ANHC1/
THEZRECHE (10mL) H110% HCL KWW (2mL) F 4l 18 /NI o B Wk 4, 1321 (76) ,
oA k. 775 7 HPLC {R B INHA) 8. 34 4¥8h, MSm/z 456. 0 (M+H) ", 478 (M+Na) *,
[1297] 'H NMR(CDCl,) 8 7.76(dd, J = 11.1,7.2Hz,1H),7.47(m, J = 10. 2,8. THz, 1H),
7.39(d, ] = 8.7Hz,2H),7.32(d, J = 8.THz,2H),7. 20 (s, IH) ,4.95f(d, ] = 7. 8Hz, 1H),
1. 03 (m, 1H) , 0. 54 (m, 1H) , 0. 41 (m, 2H) , 0. 08 (m, 1H) ,

[1298]  SLjiaf] 13
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[1200]  (R)—4- IATAFL -8 F —5—(6- ( =2k ) AILRE —3— BERAEEAL ) -4, 5- — 4 —20- it
Mgt [4,3-c] MEDk (86)

[1300]
PA(PPhg),, :
/C[Br OHC_ |  DME, K,COs,
z—‘\ H20, 80 °C CHO Q
on + { N — .S
" gH \ > N " RN
77 69 SEM N
LI SEM ™
) o, F
Ti(O-iPr),, ‘s—é c-PrMgBr, CH4Cls, Q
THF, 60 °C —N THF, -78°C N,fi
Br f] \ Br ;
N, N
g0 N >
| y
SEM 81 SEM
‘ F
N e e
ANHCV=FEAIHK B 7z CHoCl, NH N
_ N, + =22 . g ,\
g2 N NN (55%, 4 A FBegE) N,
SEM - N 84
83 ¥73 SEM
CF
—d 3
) CF
09\§ SN MeOH 2 itk
Cul, CsOAc, B ANHCU=§ 50t 025" N
DMSO, 160 °C mA 50 ey N E VAN
F LS Fm
N\N‘ \
85 SEM 8 N~NH
[1301]  3-(2—yR -5 A ) —1- (- (=PI FRELEIL ) LHIE) FIL) —1H- ks —4- F
% (78)

[1302] KDY ( =2FERE) 48 (0) (224mg, 194 umol) (3— Ml —1- (- ( =FIEPEEEE) &
k) L) -1H- nibme —4- B (69) (1. 71g, 10. Ommol) 2- ¥R —5- JAFEINEE (7D, 1. 368,
6. 23mmo1) A K,CO, (2. 86g,20. Tmmol) JAU & 7E LM, SR Ja iz b i HE = - H A R i =
Ko MMAIK (BGmL) 1 1,2- —HFEEE LKL Gml) , FELFTIHE R E T T 80 C M+ . i
FE 18 /NN 25, BT SRR K T A WA U F MeSO, T4, it B IFk 4 . ok
RY LI R PR AL (CRAE49 0 1,24 0 1,23 ¢ 2,22 ¢ 3,21 L 4F4 D1
Ot & EtOAc 1ENPERF] ) , 1535 590mg (73% ) 1 (78) , HoWAEE MR -

[1303] 5V 2 :HPLC {# 8 1A] 1. 92 43 8h. MS m/z 399 #1401 (M+H) ",

[1304] () -(E)-N-((3-(2- ¥R -5-F KRFE)-1-(C-( "R FREHRIL) £HIHE) A
Sk ) —1H- B —4- F ) Y AL ) -2 FIETA B —2- WWREEEREZ (80)

[1305]  #5AEEEK (IV) (1. 1mL, 3. 75mmol) AR 3—(2- ¥R -5- AL ) -1-((2-( =%k
Pt ) C%E) AL ) —1H- mEmk —4- I (78) (590mg, 1. 48mmol) F (S)— (=) - BT %t
WHEEEZ (79) (254mg, 2. 10mmol) T+ THF (10mL) P[RS BiFE 18 /NN Z )5, F s il
BCEAETF 60 CHIA T o Btk 2 NI 5, Bz B H 2 50, FH CHLCL, 7ok, SR 5 H
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IKMRE, TR L AR S s A -y BV CHLCL, ZRHL, ¥-6 F A WA BUE
MgSO, 5, il &4, /3 2R (80) , Hou sk — B Ak RIm] A H

[1306]  J5V4 2 :HPLC R B4 i 1a) 2. 28 438h. MS m/z 502 F11 504 (M+H) ",

[1307] (S-N-(R)-(3-(2-H H-FF AR F)-1-(O-( —“FREPEHEI) L58FE)
gk ) —1H- ik —4- FE ) (RASE ) AL ) —2- AL —2- WM EERZ (81)

[1308]  7F -78°C, I N IE AL EE (c-PrMgBr) T THF (15. OmL, 15. Ommol) 1) 1. OM ¥V
geig i nE] (S)-(E) -N-((3-(2- 1R -5- A% ) -1- (- ( =FEFEE ) 58E)
55 ) —1H- nE M —4- k) P FRSE ) —2— IR E —2- WERTER%Z (80) T CH,CL, (15mL) 1 [V
e B 30 B T, R ZETUK / AR s IR NaHCO, /K8, #EE IIAN K, B2 A
BISIWHRG WA S Mk Bz AR CHLCL, ZEHL, #6 3F A HLARBUE A Megso, +
B, IR A, 193] 8L , HOMER G RY), HoE 7Rtk — P aifb BIn A A .

[1309] U5y 7 &0 T 3= R HE XS e 5 44 &, HPLC £% B4 I [R] 9. 63 73 8, MS m/z544 I
546 (M) "o X TR EL K AEXT B 44 44, HPLC £ B I TR] 10. 03 738, MS m/z 544 1 546 (M+H) *
[1310] (R)—(3—(2- 1 -5~ G AFL ) —1- (- ~ IR FREReEE ) LAFE) FIHE ) —1H- ik
e —4- 5L ) (RAZE ) Eﬁﬂ;‘? (82)

[1311] ¥4 AN HC1/ = % 2% ¥ © % (ml) 0 2] (O -N-(R)-(3-(2- IR -5 i =
) -1-((2- (#Eﬁﬁﬁﬂb‘irjﬁ) CEFE) BFE ) —1H-nhme —4- 55 ) (FRNEE ) Eﬁﬁ%) -2-
FEABE —2- WiEBEE (8L T MeOH(20mL) H AT Btk 1 /DN 5, IR %
R IN 1 NaOH 7K i UM RE, HI CH,CL, 2B, 6 HIA DA HUR A MeSO, T4, id k Jf
Wi, 1920 (82) , HONPREMPIRY), it — A R H

[1312]  J795 7 :HPLC AR BB 1A] 5. 57 Z0%h. MS m/z 423 Fil 425 M-NH,) ", LL & MS m/z 440
442 (M+H)

[1313]  (R)-N-((3—-(2- R -5 I ) —1- (- (— FFLFREREIL ) L53E) I ) —1H-nlk
M —4- ) (RASE ) B3 ) —6-( = AL ) nfbme —3- fikfkle (84)

[1314]  #4-(=H ) X -1- LA (83) (835mg, 3. 40mmol) M (R) - (3-(2- ¥R -5 58
AR -1-(C-( =ZRERELRE ) 8K FE)-1H- M —4-25) (AR ) Flik (82)
F1 DMAP (120mg, 982 umol) F CH,C1, (5mL) =% (NEt,, ImL) IR . BEFE 18 /)5t
G BEGIE RS, P R A R P A E A (RO ¢ 1,4 0 1,7 L 3AI3 L2
Ot - EtOAc 1EAMPENEH ) , 155 525mg (55%,4 & ) KIMHRY) (84) »

[1315]  J5i% 7 :HPLC fREAHF[A] 11. 00 434h. MS m/z 649 Fl 651 (MHI)

[1316]  (R)—4- P AFE -8 % —5- (6= ( — 5 A3 ) nbwg —3— FLRAREEIL ) —2- (- ( — A
RERERL ) CARFE ) L) 4,5 40 —oH- MEM It [4, 3-c] Mtk (85)

[1317] ¥ & B % (1.46g,7.61mmol) . &t 4k W 4§ (446mg,2. 34mmol) K
R)-N-((3-(2- R 5-F K )-1-(C-(=F L P rEpIL) HF) B H)-10- it
e —4- 3L ) (FRAEE ) FIZE) —6-( = H 3L ) mbme -3- iz (84) (613mg,944umol) BT
B Bz P NE T AU DMSO (1. OmL) , FHERZAES S KRG e
TET 160°C AR T o FiHE 30 7382 J5, ¥ ZE A 2 20 Fﬁiﬁkﬁﬁlﬁkﬁﬁ CH,C1,
ek, RS k. WRARIEM, R a i iR g (i aidk (R 19 - D,
17 23,4 0 13 1 1HCHEE © EtOAc FEAVEMH] ) , 4331 405mg (75% ) K] (85>,,\7‘JE-5
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[1318]  J7yk 2 :HPLC R BARTIR] 2. 66 7308h. MS m/z 569 (M+H) ", 591 (M+Na) *,

[1319]  (R)—4— PRUAZE —8— 9 —5—(6— (g AP AL ) Nikme —3— FLhafihdt ) -4, 5— — 5 —2H- i
It [4,3-c] Mk (86)

[1320]  *ff 4N HC1/ S 43 ke (1omL) 3l (R) —4- B2 -8- 5 —5—(6—( =5 %)
Mt mE —3- FRREIESS ) —2- (- (=R ) L8E) B ) -4, 5- —& —2H-ntmeIf [4,
3—c] MMk (85) (1. 30g,2. 29mmo1) T MeOH (20mL) H I, F-44 FLBCEAE 50°C Pl 1 i
W BEFE L5 AN JE WRAIZIE T . TR AR AR NaHCO, 7K Wi A BE , FH CHLCL, %5
W, -G I A MLABGE H MgSo, T4, I i IF k4 . iRy ik e hidi (i aifh (k
M9 1,4 01,7 0 3F3 1 205  EtOAc EABENT ) , 4331 1. 00g [ (86) , H: Ak ¥
AR o

[1321]1  5yE 7 :HPLC {REABT[A] 7. 04 43 Bh. MS m/z 439 (M+H) " ;461 (M+Na) ',

[1322] 'H NMR(CDCL,) & 10. 13 ( %% B, 1H) , 8. 51 (s, 1H), 7. 85(dd, J = 12.0 F 6. 4Hz,
1H),7. 40 (m, 2H),7. 36 (d, ] = 3.0Hz, 1H),7.28(s, 1H),7. 14(dt, J = 3.0 F1 8. THz, 1H),
4.99(d, J = 7.8Hz, 1H), 1. 01 (m, 1H) , 0. 54 (m, 1H) , 0. 39 (m, 2H) , 0. 09 (m, 1H) .

[1323] = EHIREXT A AR 1K) 73 B2 M HPLC J77% 18 SRR o

[1324]  SLjaf] 14

[1325]  2- ¥R —5- KM (88)

[1326]
Br i-PrMgCl, Br
B[ B(Oi-Pr)5, THF /@i
F [ F

B(OH)2

87 88

[1327]  2- R —5- FIAFLHARE (88)

[1328] 7N, F, ¥ 5 4 J& S 4k 88 (i-PrMgCl, 36. 5mmol, 2. OM T THF A1 ) 2% 2 4 Jin 3]
1= ¥R —4- 5 —2- L 2% (87) (10g,33. 2mmol) [ —42 °C [¥) THF (2. OM) % ¥ 1, FF 7E —42°C
PR 2 /e IOABIER = 55 A EE (B(0i-Pr),) 11. 4mL,49. 8mmol) , H Sz M IR 4 & % i,
IR A . A IN NaOH (20mL) , JK B 43R & W+ 1 /it I 3N HCL 5 pH 1 %
% 3, it FH EtOAc (2x20mL) < HX. & I (A HLY) A MeSo, 4, Ak L vk, Bk 25 %
), 135 2- R -5 WAL IR (88) (5. 75g, 26. 39mmo1) , M 4 (1 4 [& fA. 'H NMR(CDC1,)
87.68-7.64(1H,dd, J = 9.1,3. 2Hz) ,7. 54-7. 49 (1H, dd, J] = 8. 8, 4. 8Hz) , 7. 08-7. 01 (1H,
m),5. 76 (2H, s) »

[1329]  sCjifafl] 15

[1330] 65— (4 SRTEMLIE ) —4- ( =T K ) -4, 5- & —20- MEMEFF [4, 3—c] Mk (94)
[1331]
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Q
N _CF;, Pd/C, NaOAc H n-Buli, THF =¥
S Ha, ETOH N ~CFs -78°C N<_-CF3
7 —_— * -
90 .

Cl

89 3 91
al ci ci
o T Y o I
CrOs, HglOg, 0=$ o= NH2NH3, 0=9
CHACN N._CF; DMF-DMA N._CF, EtOH, HOAc N_CF3
D e oad

92 © 93 O _N_ 94 NNH
[1332] 2-( =& H3E)-1,2,3,4- PUSIHENE (90)
[1333] i 4- & —2-( = &) MEmk (89) (5. 48g,23. 66mmo1)  NaOAc ( fiii BRH, 3. 88g,
47. 32mmo1) F1 10% Pd/C(500mg) (1] LEE¥WS ¥ (T0mL) 7F 46psi M H, FIHE 1 K. Rk
SN IREH) FH R B - B SR TR IR A I8 . B AR PIWORAE EtOAC Y, FFFHUK (3x50mL) | hK
(I1x10mL) PEV, H MgS0, 4, ik yEIFik 4, 1521 (90) (4. 43g,93% ), H A HfE R [E 4k (1) 3%
B SR A, o — A BRI A . 'H NMR (CDC1,) 6 7. 07-7. 02 (m, 2H) , 6. 75-6. 70 (m,
1H),6.60(d, J = 8.0Hz, 1H),4.09 (br s, 1H),3.92-3. 84 (m, LH), 2. 85-2. 81 (m, 2H) ,
2.15-2. 08 (m, 2H) sMS m/z 202. 1 (M+H) s
[1334]  1-(4- SRMEREEFL ) —2- ( —F PR ) -1,2,3,4- PUEmmt Q1)
[1335] -78°C I, [} (90) (271mg, 1. 34mmol) [ THF ¥ ¥ (5.5mL) i A n—BuLi ( IE T
BB, 2.5M T a%td,566 u L, 1. 4lmmol) o 10 43 Bh2 5, I 5 40PN 4- SRR B
(341mg, 1. 62mmo1) [ THF %57 (2mL) , 13 B B . K R NARGWAE -T8 CIREF 1 /M,
SRIGIRIAE -30°C. 30 805, BZBAWAH A -78°C, Bk it NEATK NH,CL il 2 ¥
K TR E, FFH EtOAc FUKFRE . AHLEZ H 0. 2N AR (3x15mL) 7K (1x15mL) ¥4
FIF) NaHCO, (3x15mL) « Fh7K (1x10mL) Pk, FH MgS0, 58, ik k4, 15 2K -4, Hoid
PR g4 T4k (25 ¢ 1 C% /EtOAc YEl ) , 133 (91) (178mg,35% ) .
[1336] 'H NMR(CDCl,) 6 7.59(d, J = 7.7Hz,1H),7.42-7.27 (m,5H) ,7. 22-7. 18 (m,
1H),7.00, (d, ] = 7.1Hz,1H),4.91-4. 84 (m, 1H) , 2. 40-2. 27 (m, 2H) , 1. 81-1. 67 (m, 1H),
1.51-1. 42 (m, 1H) ;MS m/z 376.0 Q+H) ",
[1337]  1-(4— GURTEIGEIE ) —2- ( 3 AL ) -2, 3— S0k —4 (1H) — fd (92)
[1338] ] H,10, ( i Bt %, 594mg, 2. 61mmol) T CH,ON(3mL) 7 ] %5 & ™ in A Cr0, (7mg,
70. 1 umol) o HE L3 8P 2S5, AL HIES W N (9 (178mg, 0. 47mmol) , 15 EIHEE A (K]
NIRRT . 6 /NNE R TLC 2387 (10 1 1 [ 5%% /Et0Ac) BT %A R4 16 JEUk), #0k
KN IRE YA EtOAc (10mL) ke, 7K (2x10mL) 5% NaHS0, (2x10mL) « #h7K (1x20mL) $E%,
FH MgS0, 458, i yEFF k4, 15 2™ 4. W4 TLC(2 & 1 Bkt /EtOAc) HFAT 44k, 15
F]92(37. 6mg, 20% ) » 'H NMR(CDC1,) 8 7.95-7. 92 (m, 1H) , 7. 86-7. 83 (m, 1H) , 7. 66-7. 56 (m,
3H), 7. 45-7. 32 (m, 3H) , 5. 28-5. 23 (m, 1H),2.84(dd, J = 19.9,1.6Hz, 1H),2.64(dd, ] =
18.7,7. T0Hz, 1H) ;MS m/z 390. 0 (M+H) ",
[1339]  5—(4— GURHAIGEEL ) —4- ( 3 FHL ) -4, 5- — 5 —2H- WEMeIf [4, 3-c] Mtk (94)
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[1340] ¥4 (92) (34mg,87 umol) My — FIILZ I M4 — i (173w L) ¥V AE 100°C N
L /NI o X R MR AW HPLC/MS 73 A1 ff 2 A F6) 1 JrOR), ok s v H) 22 23 5
EtOAc (5mL) #iké » A HIAEFH 7K (3x10mL) « Fh7K (1x20mL) HEs, A MgSO, 45, it JE IF ik 4a, 153
393, HEBH T T4 RN, [ (93) (39mg, 90 umol) [ EtOH/ VKESFRIAE (25 & 1v/v,
400 v L) FHIAK AW (21w L, 0. 45mmol) o ¥4 Je NIRA YR Z A HE 5 K, #8822 B
FAE TH TN S Ko SRIFHE I NIR G B0 22 230, IR 4, FRB 7R R EtOAc (10mL)
W A HUAH LRI NaHCO, (3x20mL) « 67K (1x10mL) ¥4k, F MgS0, T4, it g k45 . #l
=4 ik ) % M HPLC 44k, 1531 (94) (6. Tmg, 19% W25 ), HOA (B K. 'H NMR(CDCL,)
67.88(dd,J =7.70,1. 1Hz, IH) ,7.67(dd, ] = 8. 5, 1. 6Hz, 1H) , 7. 53 (s, 1H) , 7. 43-7. 36 (m,
2H) , 7. 25-7. 17 (m, 4H) , 6. 03 (q, J = 7. 1Hz, IH) ;MS m/z 414.0 (M+H) ",

[1341]  SCjiafl] 16

[1342]  6-( = FHE) nbmg -3- WSl (83)

[1343]
Fa Fs

1) SOCl,, CuCl, H,0
N N 2)NaNG,, HCI, H.0 N oS

yZ > P
NH,, SO,CI
95 83

[1344]  6-( 5 I ) mkme -3 A (83)

[1345] £ OC, BBt (31mL, 0. 43mol) ZZAEHuINE 175mL /K H e A GERE P IR FFR
FERO0~5Ce MAZGE, BiZEBiR A E 15CIHMA 0. 47g (4. 8mmol) f¥) CuCl ( G4k TF
B ) o K Z O 100mL AKFRRE, HFEHAHIE 0°C,

[1346] {F 0 °C, # 7.21g(0. 10mol) f#] NaNO, T- 100mL 7K ' K % ¥ 2% 18 i jn 3
15. 39g (0. 10mol) [ 5— &3 —2- ( =5 A ) MemE (95) F 125mL 3 HCL HF st . A
SRR IR E N 0 ~ 5°Co RJGHLIREVEAZHU I B0 F i 28 s, CURFRIRLEE
M0 ~5C. EMKEMYIE. MAZIG, BZREGWTHEE 30 4380, 2R 5 ol ok gl
Wl A4 o i 1R K PR R VAR T CHCL, v o ¥ TSR MeS0, T4, 1 S8 FFBR 22971, 19
F18.03g (77% ) [TEEEE (83) , HOWATEE &, 'H NMR(CDCL,) 8 9. 34(d, J = 2. 2Hz, 1H),
8.53(dd, ] = 8.4,2. 2Hz,1H) ,7. 98 (d, ] = 8. 4Hz, 1H) .

[1347]  SZjifp] 17

[1348]  5-(4— SUOEWAEEIL ) -4- I —4,5- & —1H- BEMedf [1, 2-a] nEmedf [4, 3-e] W&
e

[1349]
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| CHO  1-(2-# TH)YRE,
) g P - DBU, DPPA,
N/ \ Ti(i-OPr)4, MeyZn, CH,Cl, THE \

N 0°C-rt
62'5” SEM
96
H,N cl
PPhs, EtaN, ! g“H"AC'T \@\
THF/AK (4:1) B Ll
JHEA@D | R
N.
; *f
SEM SO,CI N.N
98 3
cl Sem c
2. TH-skoke o /@’ /@(
BA-NN-ZF AR TIR-1,2-2 o‘E ANHCU= R AR TH o—S
CsCOy, —HA KT N N 6N HUl, 45 °C N
on. )
=z
/
N~N N~

[1350] (104

[1351]  1-(3-ff—1- (- (= PR PG ) LA TR —1H-mtm:—4-3) LFE (96) .
[1352] {EN, fl 2 35, P HE 5 0 1-(2- 7 2 %) Uk BE (149mg, 1. 09mmol) T I 7K
CH,C1, (25mL) " FRAD A Ti (10Pr) .o HidE 1 /DI Z )5, 4 R NVIR EMAEHI 2 0°C,

I 2. 0M ZFEEEE (MeyZn) / 2R (17mL, 33mmol) . 30 Z38h Jm, AL &Y (69)
(1. 45g,5. 45mmol) T CH,C1,(2mL) " (RIS, FH44 R NAIR G I FE . I NV IR -G H
IN HCL K I 2. KIEH CH2612<3x10mL> . & IFHAALEF Mgso, T4, i ik -k
RS BRY AP AL (H9 - LA L1 ICkE ¢ EtOAc 1E PR ) ,
135 1. 3g(85% ) 1y <96>,/J3%@$W&1 ##@%Uﬁﬁﬁ{z\c 1 @ik HPLC/MS #EAT 70 #re R
BB ) = 2. 199 4344, MS m/z 369. 0 (M+H) "o 'H NMR (300MHz, CDC1,) & 7. 45 (s, 1H), 5. 38 (s,
2H) ,4.79(q,] = 6. 1Hz, 1H),3.58(t, ] = 7. THz,2H) , 1. 53(d, ] = 6. 1Hz,3H),0.91 (¢, ] =
8. 2Hz, 2H) , —0. 03 (s, 9H) .

[1353] 4-(1- BEILLFHE ) -3 —1- (- (= PR PFRELE ) L5HE ) FFE ) —1H- nkms
97

[1354] =3, B HEE MEAL A9 (96) (1. 2g, 3. 26mmol) T~ THF (0. 5M, 6. 5mL) F IR G
¥ N\ DBU (843mg, 5. 54mmol) , $:545  \ DPPA (1. 5g, 5. 54mmol) » Fi{53 VR4 W18 18 H 47
B AR, g S g R A 45°C . B R NIRG YA 2 %05, SR 5 H CHLCL, 7% IF
HRIKEK . 5r)z. KZEH CHCL, (3x25mL) EHL. H4-5 A WA HUR  MgS0, 4, 18
HEIR . FeaRaeid o ankykaife (BL10 @ 1F9 @ 1Sk @ EtOAc 1EATEM
), 4330 1. 1g 19 QD , HoA Rtk . R 77 1 i@k HPLC/MS AT 70 #r. IR
NHE = 2. 076 43P, MS m/z 394.0(M+H) " ;'"H NMR(300MHz, CDCl,) § 7. 47 (s, 1H),5. 41 (s,
2H) ,4.47(q, ] = 7. 0Hz, 1H),3.58(t, ] = 8. 1Hz,2H) , 1. 53(d, ] = 6. 6Hz, 3H),0.91 (¢, ] =
8. 2Hz, 2H) , -2. 0 (s, 9H) .

[1355]  1-(3-fil —1- (- (=R PREGRL ) L%UUE) L) —1H-Em —4- 3 ) L% (98)
[1356]  |nj i # 5 1 & B ALY (9D (270mg, 0. Tmmol) - THE/ /K o (IR & 9+ n A
PPh, (545mg, 2. 08mmo1) F Et,N (0. 58mL, 4. 15mmo1) o ¥ 2 NV IR-S 4 FHE F 50°C I P HEid 7 .
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RGP KK FFH EtOAe ZHX . & FF B HLZ H MgS0, 48, i yE s e ik 4 o %
S PR LAtk (BL2 1.1 0 1 HIC%E /EtOAc J2 10 & 1 : 0.1 £ EtOAc/MeOH/
NH,OH ¥Eflid ) , 3 21 240mg (IAL-54) (98) , Ho A T MPIRY) o PR FH 75 1% 13 HPLC/MS 13
AT M. fREmHE = 1.576 23%P. MS m/z 368. 1 (M+H) " ;'H NMR (300MHz, CDC1,) 6 7. 66 (s,
1H),5.37 (s, 2H) ,4. 17(q, ] = 6. 9Hz, 1H) , 3. 59 (t, ] = 7. 8Hz, 2H) , 1. 56 (d, ] = 6. 5Hz, 3H) ,
0.91(d, J = 8.2Hz,2H), —1. 3(s,9H) »

[1357]  A- G -N-(1-3-f —1- (- I PR ) L50E) FHE) —1H-nfme —4-F%)
L) RTERZ (99)

[1358] =&, MIBEHEE AL A (98) (100mg, 0. 27mmol) F CH,C1, (1. OmL) 1 VR A4
RN 4- SURERIEEL (3) (111mg, 0. 55mmol) « Et,N A DMAP (4mg) » i St VR A 4 /)y
N ECE B2 R R A k. TR -G W NalCO, B 3 H EtOAc 2L, B R4t
Pdtailyiaith (BL2 01,1 0 TR 0 2Tkt /EtOAc YEl ) , /53] Tomg 1) (99) , HoA
JetrR Y. FEYR A U7k 1 d i HPLC/MS AT 43 B e AR BRI TR = 2. 906 438 MS m/z
564. 0 (M+Na) ",

[1359]  5—(4— GURHAFETL ) —4- L —1- (- (IR ) A58EE) FR)-4,5- —
S —1H- DKM SE [1, 2-a] BEMEIFE [4, 3—e] BERE (100)

[1360]  [mjfi & (KT BENZ (99) (110mg, 0. 2mmol) T+ 2% 480 I 4 4¢3 bt (0. 5M) K]
BEWHMARR N, N - ZHIERF Ok -1,2- — % (114mg, 0. 812mmol) , Cul (38mg,
0. 2mmol) , CsCO,(263mg, 0. 81mmol) & 2- J& —1H- BK M (38mg, 0. 24mmol) » X NI &)
TR 2 110°C IR L /AN o B SR A Y B3 e e d: b di AT ik Ab 2, 15 31
78mg (80% ) ¥ (L00) , HoA AR . WK 712 2 1ak HPLC/MS AT 70 e IREA I
[B]= 1. 429 734, MS m/z480. 1 (M+1) ",

[1361]  5-(4— GUKHEEERL ) -4 FFHRL —4,5- & —1H- BEMeIF [1,2-a] sEMedf [4,3-e] B
g (101)

[1362] KrmEngEib &4 (100) 76 4N HCl/ 5232kt (10mL) F1 6N HCl /K %59 (2mL)
HEEE 18 /NN o WRGEZEL 1SRG (L0, HOoh st bl fA . i &5 )i i i) % HPLC
W aifh, SR RS BB g AT, FFRA T L 34T 007, A9 3 B A k. MS(ESD m/z
350. 0 (M+H) o PREFINIIA] = 1. 139 434

[1363] 'H NMR(300MHz, CDC1,) 8 7. 74-7.72(m, 2H),7. 37-7. 35 (m, 2H) , 7. 32 (s, 2H) ,
7.08-7. 07 (m, 1H) , 5. 78 (g, J] = 5. THz, 1H), 1. 36 (d, ] = 6. 6Hz, 3H) .

[1364]  SZjiaf] 18

[1365]  4- IRNZE —-5-(4-( =GP EE ) ZRTEMER ) -4, 5- =& —2H- nikMeJf [4, 3-c] [1,8]
ZRIREE

[1366]
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N
B
N B | CHO Pd(PPhs),, KsPO,, 7 NBr SO,NH, THOPD),
u y DME, H,O = CHO THF !
S VA Ry : ~ * —_—
8 714 W BER, 135C, 2544 [ )

o ' 61% )
MOM (61%) 104 N CF,

)
103 MOM

102
7N B O“s’ﬁ@\ 0
- N NPT IS *‘s—@-oFa
N CF3 THE, 78 °C N\ Br N’H Cul, CsOAc,
NN |
N

72

DMSO, 80 °C
, 105 (53%,2 A FBaiE) ~F N (62%)
MOM N~N 106
MOM
CF3 CF3
0‘3\8/@/ ANHCYV=RZEHRTHK, 12%HClusw 0‘3\8/@/
N N -~ N N
i TR 24N, 42% I
N \ \ 4 0 . \ \
N~N N~NH
107 MOM 108

[1367]  (108)

[1368]  3—(2— yRMEmE —3—FL ) —1- (FEILHEL ) —1H- ntkme —4- AR (104)

[1369] [ @G (4.78g,22.5mmol) T 1 : | B & F% — FEE (10mL) A1 H,0(10mL) V&
PRSI 2- WRRE -3- BRI ELEE (102) (2. 13g,7. 52mmol) o K K NVIRA
AR IR P 10 7380, ARG IMANEEAL-5 4 (103) (1. 00g, 3. 7T5mmol) AIPY ( =KL HE ) 428
(0. 43g,0. 37Tmmo1) o 4 [ NRGWIAEB AP AE 125°C Ik 25 73 8h. RJEH RNVIR G
H EtOAc (25mL) #iBE It 70 M = o A HLE - R NaCl K (15mL) i, H MgSo, T+
B, I IEFFR GG . PSR R Pu g AT 4tk (50% EtOAc Tkt ), 153 (104)
(0.68g,61% ) o MS(ES)m/z 295.9,297.9 (M+H) ",

[1370]  N-((3—(2— yRutmE -3 F)-1-(PAEIFEFIE ) -1H-nkm —4-F ) (R ) F
) —4- (R PR ) KhEiZ (106)

[1371]1 [ (104) (0. 68g,2. 30mmol) F THF (10mL) H )35 ¥ H I A T B iz (72) (0. 77g,
3. 45mmol) , ¥HE MAFINEEER (TV) (1. 30g,4. 6mmol) « ¥ R N IRA WA S IEBiFE 18 /M.
RGNS S NVTR-E WA EtOAc (16mL) #iRe, Heg AT NaCl K (3mL) K. 4 PrfHiRE
VIiEE 10 7080, AR5 IR EE 3Gt gk i)z . A VLE I MgSo, T4, i e ik . P
R HE (105) Efaitb B TR RN, 4£-78°C, [n] (105) T THF HH ¥+ 2212
NI ZERALEE (0. 5M F THF H1,9. 20mL, 4. 60mmol) » KV IRGWITE —78° CHiF: 2 /M, 48
J5 H EtOAc (20mL) 4%, I FHMLFN NH,CL ZK¥E (10mL) K. BiZIREYIRAE ERIF
SRR . HAHLZE RN NaCl /KW (15mL) ek, Bl MgSo, T4, ik yeIfu4n . Fifshk
K EE POR g AT 4k (50% EtOAc T Okt ), /53] (106) (0. 66g,53% AP ) .
MS(ES)m/z 544. 8 Fil 546. 8 (M+H) ",

[1372]  A-FANZE —2- (TR ) 5-(U- (=W P EE ) REi L ) -4, 5— — 5 —2H- itms
7f [4,3-c][1,8] % Z4ZE (107)

[1373] Mtz (106) (0. 30g, 0. 55mmol) #iF T DMSO (ImL) H, K Bt il i i
VR L /NI o £E B KO TR BRI P, AL VAR (CuT, 0. 42g, 2. 20mmol) I £ &% (1. 05¢,
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5.50mmol) VEG . FRMNFIRHET IR G AR T BxfEr / MG EEE =R, WK
MBI I NTE B AL A4 (106) [ DMSO ¥, FF0K5 5 U E 7E T 80 °C Mg o %
SN A AR 80 CHEHE 2 /NN, IR JF R H1 R iR FZIR S Et,0(15mL) #4%E, JFH
H,0 (10mL) Pedk. AMLZH MgS0, T4, ik k4. P ik i i PRk ik gk A7 4lidl
(50% EtOAc/ Tkt ), 133 (107) (0. 16g,62% ) » MS(ES)m/z 464. 9 (M+H) ",

[1374] 4= M AFE -5-(A-( = FH FIL ) KEMERL ) -4, 5- — 5 —2H- Wk I [4,3-c][1,8]
AR (108)

[1375] [ AEME I A 2428 (107) (0. 21g,0. 45mmol) T 4N HCl/ A Z4 e (BmL) H
I N 12% HCL (0. 15mL) o [z N RS E S IRBCEE 18 it . ¥t S N VR4 W) H
EtOAc (15mL) FikE, PR 0°Co RMNVIB-EWIE LI IM NaOH 22 pH 7 1 % K
S Z . JKJEH EtOAc (20mL, 3x) #E¥%. & I 1A VLEH MgS0, T4, il JEIF ik 4q. Bt
15 5% 4 Wy o Pl o 3 v R AT 44k (50 % EtOAe/ TR ), 153 (108) (0. 14g,42% ) .
NMR (CDC1,) 8 8.32(dd, J = 4.8,1.6Hz, 11),8.19(d, J = 8. 3Hz,2H),8.07(dd, ] = 7.6,
1. 5Hz, 1H),7. 72(d, J = 8. 3Hz,2H),7.52(s, 1), 7. 16 (dd, ] = 7. 6,4. 9Hz, 11),5. 45(d, J
= 8. 1Hz, 1H), 1. 15(m, 1H),0. 51 (m, 2H) , 0. 38 (m, 1H) , 0. 21 (m, 1H) ;"*C NMR (75MHz, CDC1,)
§159.9,148.5,148. 1,144.7,141.2,134.6,134.2,131.4,128.9,126.3,125.8,125. 7,
121.5,120.9,116.0,57.7,18.0,5.07,2. 67, MS(ES)m/z 420.9 (M+H) ",

[1376]  =Zjiifs] 19

[1377]1  4- NI -5-(4-( =P EE ) ZRMRMERS ) -4, 5- =& —2H- kM Jf [4, 3-c] [1,5]
RS (D)

[1378]
- Br ; an<I:|THEFt N, CH4CN,
' B 1. DWF-DMA
N O — 2.4 A B,
o (78%) EtOH, HCI,
109 BEAK, 150°C, 20 %-4F

SOuNH, 1. Ti(OiPr) 4, THF

B s
B " co,Et 1. DIBAL, 2. KAARIAE
P _E,0,78°C THF, -78 °C
N =
/ 2. MnO,, CH,Cl, N
* 12

111

CF3
§ O o

Cul, CsOAc, OQ\? . =5
DMSO, 80 °C N HCOH, 80°C N
% ] I
\N = > \N 1 N
N~N N~NH
X 14 115
[1379]  3-(3- JRnHmE 3 ) -3- FAC R L0 (110)

[1380] i) 3— ¥l —2- ﬂtl;ﬂﬂz—%%ﬂg‘é (109) (2. 00g,9.90mmo1) T THF (10mL) 1 fEEZW P A

Bk KM (CDT, 1. 61g,9. 90mmo 1) o K 2 M YR A MIAE IR B FE 18 /NI o 8 SAMMIK) KA T4

[RIBEf,  N —R LR £ (3. 37, 19. 8mmol) &% 7E CH,CN (40mL) 1 FF A Et:N (3. 00g,

29. Tmmol) o FHELERFILZE 0°Co /Mt A SALEE (2. 35g, 24. Tmmol) , FFH S N VR & AT
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FARBEFE 5 /N SRR PR A 0°C IR IR N (109) () THF ¥ . R NIRED
16 O°CHiEdE 10 73Bh, ARG IRA R B IFHFE 18 /o IR R NVIREY), TER TR R )&
AR (T0mL) o BHRE KR 0°C, RNIRA W ZAZ A 12% HC1 (50mL) T4 K .
W R NAIRA R A ZR EWRIEREFE 30 2080 4 APIIZE, AKJE ] EtOAc (50mL, 3x) Pidk. & IF
(14 L2 F A A NaHCO, KW (50mL) ¥E¥k, H MgSO, T4, iy I ik4n . Fiisikaia
PR AT 44k (30% EtOAc/ Ot ) » £33 (110) (2.09g,78% )« MS(ES)m/z 271.9,
273.9 (M+H) ",

[1381]  5-(3— yRMLWE —2— F& ) —1— AT K —1H- mEm —4- BIRLHE (111)

[1382] 4 B - Hils4k &4 (110) (0.90g, 3. 31mmol) ¥ f# T — FI JE 2 2 o 4 — P i
(3mL) H, FHAE 50°C A 15 438h. i RNIR GV HI 2 BIRIFRSG . IR REHT
EtOH (15mL) AN ZRER AT ZEME (0. 49g,4. 9Tmmol) , BAE M =3k HCL. 4 R NVIRA
WIHE IR 10 238D, SRS LE 150 CRUE N 25 2 8h. W46 R NIR G 5 TSR R
fift T EtOAc (25mL) H Jf-A H,0 (10mL) FNYLAI ) NaHCO, /K (10mL) ¥Eik . HHLZEH MgSo,
T, IRk E . P SR Ry E i g ki AT 44k (20% EtOAc/ Okt ), 153 (11D
(1.47g,60% ). MS(ES)m/z 351.9,353. 9 (M+H) ",

[1383]  5-(3— yRMEME —4-FL ) —1- JUT 5 —1H- nfkmy —4- FRE (112)

[1384] 7 -78°C, [ (111) (1.00g,2.83mmol) T* Et,0(10mL) K I — 7 T A
145 (DIBAL, IM T-FI A, 7. 09mmo1) o K i NVIR-AWIAE T8 CHitE 1. 5 /M, 2R 5 A+
F Na,S,0, « SHO [} 1 LIRAW (2.58) WK Ptk NIEEY), FBEAZR S, R e
JEFHAAG o T S IR ARV AR T CH,CL, (20mL) HH FF A MnO, ( 4405, 2. 46g, 28. 3mmol) .
RPN WAEZEIRDEFE 48 /NI W S N A PR E L S IR S . BT S iR AR B i
PR (i VAT 44k (50 % EtOAc/ Tt ), 13 3] (112) (0. 27g,32% ) » MS(ES)m/z307. 9,
309. 9 (M+H) ",

[1385]  N—((5—(3— yRAMkmE —2— F ) —1— BT FE —1H-nikmde —4- 35 ) GANZE) ) 4-(—=
SRR ) ARhE RS (113)

[1386] ] (112) (0. 25g,0.81mmol) F THF (5mL) = [1) %5 & A b N Tl Bt i AL & 9 (72)
(0. 27g, 1. 21mmo1) , B I TN EEER (IV) (0. 46g, 1. 62mmol) » ¥ N IR -G Y)E S E P+
18 /o R VIR-EYIH EtOAc (10mL) %, 28 5 MU AT NaCl ZK¥%$¥ (3mL) ¥ K. ¥ K
NAREVITEFE 10 7380, S8 5 e Lk yk. M Z . AHLZEH MgSo, T4, i S8 FF k4 .
15 =T8°C, M T35k R W) T THF (5mL) RV H A% I A FR P JE IR A0 8% (0. BM T THF 7,
16. 2mL, 8. 11mmo1) » ¥ X MR G WIAE T8 CHiF: 2 /Nit, 2R J5 F EtOAc (20mL) %%, I H
PRI NH,CL sy (10mL) Ko g R VIR GYIRA R W I N = AL R
NaCl K% (15mL) YEV, F MgS0, 48, iy Ik 4 . Frda kR My i Pl (o iy i AT 4
1k, (30% EtOAc/ Tkt ) , 531 (113) (0. 17g,45% M ) o MS(ES)m/z 556. 9 F1 558. 9 (M+H) ",
[1387]  1- AT 2 —4- MNFE -5-(U- (P ) ZRERIESE ) -4, 5— — 5 —1H- mEMIf [4,
3-c][1,5] A ZeZE (114)

[1388] KRz (113) (0. 82g,0. 15mmol) %5 f# T DMSO (ImL) H FFAF A < EIHE T 1 /)
I o 7E S PRI K G T, AL 4R (0. 11g,0. 59mmol) F1 L% (0. 28g, 1. 48mmol)
R B RPNEERHET, SR G AN T EEIRAR / PEE R =R In] s NI 0
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NI HEAL A1) (LL3) (1) DMSO ¥V, A4 Pl e AE T 80°C (a1 o 4 I NIR-GYIAE
BOCHEH: L /I, AREARHI R E R . RVIREWH Et,0(15mL) B ZK (10mL) Peik.
ANLE FH MgS0, T4, I I8 IF 4. Tk R Wi Peag (i kAT 44k (30% EtOAc/
fi ), 4533 (114) (0. 05g,66% ) MS(ES)m/z 477.0 (M+H) ",

[1380]  4— MAAFE —5-(4-( = 3L ) ZRERMESL ) —4,5- — 5 —2H- nEmeIf [4,3-c][1,5]
RN (115)

[1390]  # (114) (0.05g,0. 09mmol) T FER (HCOH, ImL) HP ) 0 E 7E T 80 °C ¥y
W W NTR A IAE SOCHLRE 2 /NI, ARG VA EI B 238 . IRGRZIR B, P TRk R
fit T+ CH,C1, (10mL) FFHZK (BmL) ¥E¥. A HLEH MgS0, T4, Iy IFik4i. PrishkRy)id
LRI AT 440 (50% EtOAc/ Tt ) » £33 (115) (0. 03g,63% ) o 'H NMR (300MHz,
CDC1,) 68.62(dd, ] = 4.8, 1. 2Hz, 1H),8.27(dd, ] = 8. 2, 1. 2Hz, 1H) , 7. 36 (m, 6H) , 5. 12 (d,
J = 7.5Hz,1H), 1. 05 (m, 1H) , 0. 45 (m, 2H) , 0. 19 (m, 1H) ;"°C NMR (75MHz, CDC1,) & 147.7,
141.6,141.0,136.7,135. 6, 133.5,129.9,127. 3,125.5,125.4,123. 2,117.7,58. 7, 30. 3,
17.0,3. 32,2. 82 ;MS (ES)m/2420. 9 M+

[1391]  SZjiifs] 20

[1392]  5-( =H L) nbhe —2- WiltHZ (117D

[1393]
S O,NH,
1) Cly, H,0, AcOH, 0 °C
HN™ 2) NH4OH _ N7
™ ™ I

CF3 CFj

116 117
[1394] K 5-( =HFZE) Mg -2 (LH) - B (116) (10. 0g,55. 8mmol) & T 100mL 7K
1 50mL LR (AcOH) HIBEIfh . BHZIBREWAEE 0°C, B RS IZIREY P 45 ~
60 738h. MK (100mL) , FFid ik i JEUWCER P AL LI UTE o A AARTE UK A H1, [RIINE
45 100mL ¥ NH,0H (27K ) HIS A BAE VB h v 1. 10 43 8h Ja , 4¢3 H1 %) NH,0H ¥
BRI PR B A, I RIR GV ERM SR . AR ER¥XIREYH Et,0(100mL) HL.
WK 2 FE 4, 15 2R, 2R =03l il bk ekt s Uk AT 44 (SR EtOAc/ CUbikh &
Vel ), 4331 1. 30g 1 (LLD (10% ) , HOAK B ElE 14
[1395]  =Zjfifsl 21
[1396]  5-(4— GUASHAMEIL ) —4- FHE —4,5- 5 —1H- MM I [4, 3—c] Mk —7- i (119)
[1397]

Cl cl
O\\ Q O\\ Q
O=§ O=$
BnO N BF3-OEt, EtSH, CH,Cl, HO N
7 (72%) ~

/ /

HN>N HN~N
118 119

[1398]  7E0°C, 1] (118) (0. 37g,0. 78mmo1) F CH,C1, (5mL) A ¥ H A ZhitkE (EtSH,
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ImL) F1 BF; *Et,0 (0. 39mL, 3. 156mmol) o K NIRAYIBEFE 18 /NI, RIFHR AR =M. A
51 BE; + Et,0(0. 39mL, 3. 16mmol) , FF6 & WIRGWILE 50°C A 3 /Mo SR P
1RIREWYe A 2 =500, H EtOAc (10mL) F0RE, JFHIZK (10mL) ANLAN ) NaCl /K E¥ (10mL) Bt
Bo ANUZH MgSO, T4, i W An . PSR R it il 4 1 HPLC EAT 44k, 193] (119)
(0.21g,72% ) o 'H NMR(CD,CN) 8 7.44(d, ] = 8. 4Hz, 1H),7. 27 (s, 1H),7. 17(d, ] = 2. 5Hz,
1H),7. 17 (s,4H),6.83(dd, ] = 8.4,2.5Hz, 1H),6.38(bs, 1H),5.57(q, J = 6.9Hz, 1H),
1.21(d, J=6.9Hz, 3H) ;'°C NMR(75MHz,CD,CN) & 158. 1, 139. 5, 137. 0, 134. 8,129. 6, 129. 2,
127.2,124.6,118.2,117.8,117. 2,116. 0,55. 2,50. 9,23. 3 ;MS (ES)m/z 375. 9 (M+H) ",
[1399]  SCjfifsl] 22

[1400]  9- 4 —6-(4— FR AR MR WL L ) -5- A 3L —5,6- & - WEng Jf [5,4-c] Mk —2- i%
(121 .

[1401]

E F
I\ —
B 0=S

=3 .
ol % B N
EtOH, NaOEt
F = F ]
O _No NYN
120 121

[1402] 4 ERERAN (0. 49mmol) FH NaOEt ( LEEHY, 21% wt T EtOH H7, 1. 34mmol) KIS ¥LAN
FIAEH AL AW (120) (0. 45mmol) ) EtOH (1. 5mL) YW1 S NI A o 5 S5 I 8 AR e A
7E 100°C A 5 43 %, 48 5 1ok 38 IF o ) &5 1t HPLC AT 4lidk, 13 2454 (12D (27% ) .
'H NMR(CD,OD) 8 8. 13 (s, 1H),7.85-7. 79 (m, 2H) , 7. 51-7. 45 (m, 11) , 7. 34-7. 29 (m, 2H) ,
7.17-7. 12 (m, 1H), 7. 02-6. 96 (m, 2H) , 6. 76—6. 69 (m, 1H) , 5. 57-5. 50 (q, J = 6. 9Hz, IH),
1.31-1.28(m, 3H) . MS m/z 388. 9 (M+H) ",

[1403]  =Cjjfs 23

[1404]  5-(4- GURRAMES ) -3- ( 5 3L ) -4, 5- & —2H- LM It [4, 3—c] Mk (123)
[1405]

Cl ] Ci
O:$:o O=$=O O:$:O
F,CH,CO,Et
N NaOFEt N F HNNH,.H,O N .
THF
0 o O 90°C HN-N F
5 122 123

[1406]  1-(4- SORTHEEIL ) -3-(2,2- R LMEIE ) -2, 3— Wk -4 (1H) - fi (122)

[1407] 4 Wi 4k &4 (5) (481mg, 1. 5mmol) V& it T- — | & B & BE (F,CH,COEt, 3. 15mL,
30mmo1) \THF (1mL) F1JE/K ZEE (ImL) o [a] R MIRE T IIA 21% SEEH) / LT (1. 68,
4. 5mmol) o SR JE M LIS AL ZIBEFE o« 4 /DI 2 J5 , LC-MS 43 B3 B R A 80 7 e Ak, AT SOV,
TEZIMARELIEAT 7341 14 /N o B HREA 4 1) I VIR S PITE R/ R 28K, 1931 R4 (122),
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NS (ES)m/z422. 0 (M+Na) .

[1408]  5—(4— GUARHATGEEE ) —3— ( "3 I HL ) 4, 5— 51 —2H- WEMeIF [4,3—c] MEmk (123)
[1400] [ Fp AJIA (122) (239mg, 0. 6mmol) FIYK LR (3mL) FEIFEI - MATAKME (300 L,
0. 6mmol) o K5 BT 1S RAE B/ SUR FHEEEIE T 90°Cndd 3 /i), SR VA HI 2 =i . 57 LC-MS iE
S5 (8D) SEAKERN, ¥ NV AR B WIIE e 25 o K A RIS AR T JIF (5mL) o, JFiE IS
FH &M HPLC BEAT 44k, 13 31 172mg LA (123) JMS(ES)m/z 396. 0 (M+H) "o 'H NMR (CDCL5)
8 7.90-7. 83 (m, 2H) , 7. 52-7. 43 (m, 1H) , 7. 42-7. 35 (m, 2H) , 7. 27 (m, 1H) , 7. 19-7. 04 (m, 3H) ,
5.05(s,2H) . *C NMR(CDC1,) 6 139.2,138.8,135.8,134.4,129.5,129. 4,128. 4,128. 3,
128.0,122.1,121.7,113.9,110. 8,110. 7, 107. 7,50. 6,42. 8,

[1410]  SZjfs] 24

[1411]  5-(4— GUERERERE ) -4, 5- & —2H- MM If [4, 3—c] Ml —3- JRER 2 BE (125)
[1412]

Cl Cl , |
O
o050 Eo” YK  o- -0 0%§=0
N H,NNH, N
@"J T NaORt W A~ HOOAC %
THF 0 90°C
o) HN~N O\
EtOH
5 60°C 124 125

[1413]  2-(1-(4- GUEREREIL ) -4- S48 1,2, 3,4 PUS bk —3— 3 ) —2- A0 £ 0 £ 1
(124)

[1414]  HEI4LEY) (B) (963mg, 3. Ommol) VAR T MR — Z 8 (4. 1mL, 30mmo1) , THF (2mL)
MK LEE 2mL) o [0 SNIREWFH AN 1% ZEERY / 8% (3. 36mL, 9. Ommol) o HFiZ% ¥
WOBCEAEZ AT, FF T E=WAEE LN, 285 T 60°C N L /NI o 4 PR -5 )18 i e i
PR IAT IR, Y FRAE MeOH (14mL) +h, FFid ik S AH il £ 1t HPLC #EAT4li4k, 15 31 260mg 114k
A1 (124) » MS(ES)m/z 421. 9 (M+H) ",

[1415]  5—(4— GUASHEMEEL ) —4,5— — & —2H- nhM3F [4, 3—c] MElbk —3— IR LS (125)
[1416] [ 1 [A] 4 (124) (260mg, 0. 62mmol) Fl UK £ B8 (2mL) [ & V% W P i N TG 7K Jilk
(351 L,0. 62mmol) o BHZIERAE R R FHHE, 7T 90°C I 6 /NI, SR G4 HI 2 =i . 75
LC-MS IESE (124) SERFERN, ¥ R VIR G W i 75 o P S RYEE T I (6ml) ,
FAE I SOAH A 1 HPLC AT 44k, /321 107mg (4L&4 (125) o MS(ES)m/z 417.9 (M+D) .
'H NMR(CDC1,) & 7.84-7.80(dd,2H),7.74-7. 74 (dd, 2H) , 7. 49-7. 38 (m, 2H) , 7. 17-7. 04 (m,
2H), 5. 10 (s, 2H) , 4. 54-4. 47 (q, 2H) , 1. 53-1. 48 (t, 3H) » *C NMR(CDC1,) & 159.0, 145. 2,
139.4,136.0,134.9,129.9,129.7,129.3,129.0,128.4,128.3,128.2,128. 1,124. 3,
122.7,115.6,62.0,43. 1,14. 4,

[1417]  SZjEf] 25

[1418]  5-(4— S AW E ) -8 & —4,5—- — & —2H- nit Mk 3 [4, 3—c] Mk —3- B 2 15
(127)

[1419]
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—o= EtO - =g=
NaOEL g 0 HOAC
F THF  F o™ T g 3
o) EtOH 0o O HN-N O
60°C
12 126 127

[1420]  2-(1-(4— SRHEISE ) —6- 3 -4 AR 1, 2,3, 4- PUSIMEME -3- J% ) -2- AR LR
L1 (126)

[1421]  ¥HIfLE9) (12) (1017mg, 3. Ommol) MNFALAESARAE SR — £ 5 (4. 1mL, 30mmol)
THF (2mL) F1F 1 £ B mL) HHo [ NIRB G R M 21 % L BER / L1 (3. 36mL,
9. 0mmol) o WFIRIEAL I B A T HEHE L /DI, 2SR5 15 60°C I 1 /Nt TR &
Wil I e A R R 4R SRR . LB (126) o MS(ES)m/z 440. 0 (M+H) *,

[1422]  5-(4- GERAEEIE ) 8- B —4,5- — & —20- nit M 3 [4, 3—c] Mk —3- 3R % LIS
(127)

[1423] [ A R 4A (126) (3. Ommol) FHUK £ B2 (10mL) 14877 H A ek ik (168 1 L,
3. 0mmol) o FFIZIFMAL RS FHEHEFAE 90°C I 5 /N, SR JE Ve 1 2 23 . fril i LC-MS
UESE (126) SERFE/MN, F R VIR GV 75k . 1 S RV IET Pl (12mL) 1 FF
T 1 5 AH i 2% P HPLC JEAT 24k, 15 21 379mg (K654 (12D o MS(ES)m/z 435. 9 (M+H) *
'H NMR(CDC1,) & 7.81-7. 76 (dd, 2H) , 7. 47-7. 43 (dd, 2H) , 7. 16-7. 06 (m, 3H) , 5. 07 (s, 2H) ,
4. 54-4. 46 (g, 2H) , 1. 53-1. 48 (t, 3H) » **C NMR(CDC1,) & 163.5,160. 2, 159. 0, 139. 4, 135. 8,
131.0,130.9,130.7,128.4,128. 3,116. 0, 115.7,115.6,109. 7, 109.4,61.9,50. 8,43. 1,
14. 4,

[1424] S 26

[1425]  5-(4— SUREAMESE ) -3— ( R IEMATEAL ) —4, 5— & —2H- b It [4, 3—c] Mk (131)
[1426]
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Cl cl

fl
0=§0
_THF. 45 % N N
@\) 2) Mel, 1.5h @g‘j\/s\ | zat, THF @/3
/ N\

L 1) Cs,, tBUOK, e ] -
o E o V#0790 H,NNH,-H,0,

o} 0 _s HN~N
5 128 129

MeOH CH,CI

3 2v12,
EA S mCPBA,
NaHCO, 16 h
@‘;Iﬁa) 21 'J\E"_J-

130 NF2 131

[1427]  3-(— (L) FHL ) —1-(4- SURHARETL ) -2, 3— — Sk -4 (1H) - fil{ (128)
[1428] ¥4 (5) (506mg, 1. 57mmol) F A4k #% (CS,, 239mg, 0. 189mL, 3. 15mmol) T PULK Mk
MR (1OmL) A RS AT BB (t-BuOK, 441mg, 3. 93mmol) AbFHIFFHidt: 45 738, RIGH1%
REYHBLRGE MeT, 1. 12g,0. 49mL, 7. 9mmo1) ALFHHTE S\ NiH: 1. 5 /M. MiZIREY)
FHRFIRR B N K (25mL) Fke, I HH SR Ol (2x25mL) ZEH. & FF A LA BUE
/K (20mL) FH#h/K (10mL) WE¥E, ARG T% (WREREN ) , I8 L7k, 193] (128) , H o4 3
IR (645mg, 92 %KL =4) ) o

[1429]  5—(4— GUASHATOREE ) —3- (ARG HE ) —4,5— & —1H- MM It [4,3-c] msptk (129) ¥
Il 4a — PR 54 (128) (615mg, 1. 44mmol) W L FE (10mL) HIFRK & (87mg,
0. 084mL, 1. 73mmol) AbFE. AN DYSRRHIE (2mL) , 15 B35 W W, FRRILHEFE 4 /o 4P
1RGP K (25ml) FokFFH 1R & BE (2x25mL) ZEHL. & FF A HLA BRI K (25mL)
FHERK (10mL) Beik, SR T (WERRN ) , i yE I B s 728 %, 15 2, K = e ik B P
WEGEEA (L2 1 1Tk / SRR IR ) , /33 (129) (373mg, 66% ), HoA % 4[]
o i MS(ES)m/z 392.0 (M+H) *. 'H NMR(CDC1,) 6 7.81(d,J = 7. THz, 1H) , 7. 60 (m, 11) ,
7.45-7.34 (m, 2H) ,7. 16 (d, J = 8. 2Hz, 21),7. 08(d, J = 8. 2Hz, 2H) , 4. 87 (s, 2l) , 2. 41 (s,
3H) » °C NMR(CDC1,) 6 139.2,136.3,134.9,129.1,128.9,128.4,128.0,122.4,42.7,
[1430]  5-(4— GUoRHAMgAL ) —3— (R IEmARLIE ) -4, 5— — & —2H-ntb eIt [4, 3—c] Mtk (131)
[1431]1 ¥4 (129) (307mg, 0. 78mmol) T — &L F 4% (10mL) 1 %9 H mCPBA ( 43 #7 :77 %,
527mg, 2. 35mmo1) AbFEFFHiH: 16 /. KHXIBAWIH LR L BE (50mL) Wik, JF &Mk
[RIBR TR AN K VL (2x25mL) PEvak o (EE A TP R 48 R, TR AR W)l i ek Je ok (a3 (LA
12 1Okt / SRR OERGEN) 4ifk, /331 (131, Hoh Bl & (290mg, 87% ) o il :MS (ES)
m/z 424.0(M+H) ", 'H NMR(DMSO dy) 8 7. 75 (m, LH), 7. 65-7. 54 (m, 3H) , 7. 35(d, J = 8. 8Hz,
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2H) ,7.12(d, J = 8. 2Hz, 2H),5. 11(s,2H),3. 33 (s, 3H) . C NMR(DMSO d,) & 133.7,130.7,
128.7,128.1,124.8,124.1,124.1,123.8,123.7,123. 3,117. 9, 38. 6, 37. 6,

[1432]  6—(4— GUEREELIL ) —4- A4IE -5,6— & — Mg 3 [5,4-c] Mtk —2— % (130)
[1433] K M& il — iR EE (ketene dithioacetal,128) (0.58g, 1. 36mmol) Wy it T A i
(10mL) I FEREEIT (0. 260g, 2. T7mmol) ALFH . FHiZIR-SWHHE 16 /N, B2 TLC 73 #rdg
INARRAELG G o MATKIREE (300mg) FEFHZIREVIMAAMIFL 21 /NN o BB A4 4]
RERIFHAK (16mL) Wk, R 5 H LR BE (3x25ml) 2T, HAEBGE T8 (WRERe ) , it
JEHFLWRAE, SRR RY) AR R B R kAt (DL 1 8%/ SER SEHEN)
12 3] 190mg 1 (130) o MS m/z 403.0(M+H) . 'H NMR(CDC1,) 67.98(dd, J = 1.1,7. THz,
1H),7.75(d, J = 8. 2Hz, 1H),7.51 (m, 1H), 7. 39 (m, 1H), 7. 18(d, J = 8.8Hz,2H),7. 10(d, J
= 8.8Hz,2H),4. 87 (br s,2H),4.76(s,2H),3.92(s,3H) . *C NMR(CDCL,) & 166.0,162.9,
156. 6,139.5,137.8,136.5,131.1,128.9,128.6,128.2,128.0,127.7,125.3,99.9,53,7,
42. 4,

[1434]  SZjiffs] 27

[1435]  5-(4— S ATERERE ) -4, 56— —4& —1H- nibmedf [4, 3-c] Wk —3- Bz

[1436] i@ ik A ER) AcOH( BE BR ) WAL TR 1- (4- SRR IR 2L ) —4- 5848 -1, 2,3,4- 14
SR —3- R R LBEUEAT )4, 2R IR L W52 ) FH Rl 7 R — £ BR 1 NaH ) THE %595 FH
&4 5) Hl48. MS m/z 361.9 (M+H) "o 'H NMR(CD,0D) § 7. 74 (m, 1H) , 7. 42-7. 37 (m, 3H) ,
7.25-7. 16 (m, 4H) , 4. 82 (s, 4H) »

[1437]  =Zjiifs] 28

[1438] 8- @t —4— 2L -5 (MbRE —3— FEMAMESRS ) -4, 56— — & —1H- MEME I [4, 3—c] Mk
[1439] % SEHtEf) 10 H B BEAT il 4% KA 3— ML meE B IE SR 3— (4- HORIERIL) TIRAUT
i, % T BRAUT BRAZ S 4 A RALE Y (26) TR AL G (25) AT 4- SRR o
MS m/z 345.0 (M+H) . 'H NMR(CD,0D) & 8. 52-8.50(dd, J = 4.9, 1. 3Hz, 1H),8. 30-8. 29 (d,
J = 1.8Hz,1H),7.81-7.77(dd, ] = 8.9,4.9Hz, 1H),7.61-7.57 (m, 1H), 7. 46 (s, LH) ,
7.37-7.33(dd, J = 8.7,3.0Hz,1H),7.27-7. 17 (m, 2H) , 5. 76-5. 73 (q, ] = 6.9Hz, 1H),
1.29-1.27(d, J = 6. 9Hz, 3H) »

[1440]  SZjifafs] 29

[1441]  5-(4— GUAERAWEIL ) -8— . —4- FHE —4,5- 5 —2H- MM Jf [4, 3—c] Mk (149)
[1442]
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ol
, Gl
4-B KR 0, /©/
o NaBH(OAC)3, i oz o3
M _coppu HoAcDCE /(j T . el QNY
F CO-Bu
28 152 z SOL F CO.t-Bu

3 133

cl Cl
o LT o LI
0=s 1. ¥85, DMF 0%
D’N\( 2. A1C13, CH,Cl, N M
F COH Fm

134 o)
135

TFA/CH,Cly
e

N NH,NH,, HOAc, EtOH N

C _N{ N~NH
136 137

[1443]  3-(4- FARFEFIE ) TR T s (132)

[1444]  |a] 4- KL (4. 06g,36. 5mmol) ) 1,2- —& Lkt (146mL) W+ A LW LR
FUT HE (25) (6. 05mL, 36. 5mmol) FIYK LR (3. OmL,47. 5mmol) o [i] Horp 45 b ip A\ = 2k
TS E AL (NaBH(0Ac) 5, 11. 6g,54. 8mmol) FF44 [ NIR-A VIR B R BFE S A . 22184
BOANTLAR) NaHCO, 7K (250mL) , FHWE ARV 78 70 e+ o 420 H i BILES 25 FH v
FH¥) NaHCO, 7K ¥#5# (1x100mL) 7K (1x100mL) « Fh7K (1x20mL) Heik, T4 MgS0,) , i g Ifik
4, 15 BRI 132(9. 03g,98% ) o MS m/z : (M+H) " = 254. 1,

[1445]  3—(4— G -N-(4— JFoREE ) REEmAREZIE ) TR T M (133)

[1446]  7F0°C, [MALE4 132 (3. 08g, 12. 2mmol) T-ALME (35mL) H ARV th i in 4— S hS
Tt (3) (8.98g,42. 6mmol) o ¥ e MR A YIRS, IRIGAE T0°CINFA 5. 5 /N, #5714
HEER. MRNMESYT AR RENE (29 40mL) , FE B LR K. AEkR
NREHAR, TR RPN T EtOAc (120mL) e A HIAHHA K] IN HCI (6x100mL) 7K
(1x100mL) R NaHCO, ZKEF R (3x100mL) « #h7K (1x100mL) ¥k, T4 (MgS0,) , it ik
4, 15 3RS 133 (5. 28,99% ) o MS m/z : (M+Na) " = 450. 1.

[1447]  3-(4- & -N-(4- FoEHE ) AR EZE ) TR (134)

[1448]  7E0°C, [FfiE 133 (5. 19g, 12. 13mmo1) T CH,C1, (10mL) "8 T in N TFA (35mL) .
i [ MR A iR AR A B, T I A, AR R A, 43 BRI 134 (4. 7g,105% ) o MS m/z -
(M+H) * = 372. 1,

[1449]  1-(4- QFURTABLAEL ) —6— J —2— L -2, 3— — Wbk —4 (1H) — fi (135)

[1450] [ oK¥A #1134 (3. 91g, 10. 52mmol) T+ CH,C1,(45mL) A1 DMF (4 i ) AV i
IS (3. 67ml, 42, 10mmol) o ¥ FTIFIEE AL -5 CHiHE 15 408h, N5 iR 2 2R
3N o ARG I NIR G, IR AR YW T LMD, 3 i SRR 2R gk, e, 15 2t
FA (4.09,99% ) o IIINF 20 73 Bioks Bk BES U CH,CL, (20mL) ¥V N A1C1, (1. 8lg,
13. 6mmol) F CH,C1, (20mL) FRI{JIKAEN (-5°C ) BIFW . 18 O°CHiHE 1 /2 )5, %
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REVRNEEEIFFEE A REH R NIREW AR A1, I 15 438 g H
N 10% HC1 (15mL) o A HLE7 H 10% HC1 (2x50mL) 7K (1x20mL)  HoF1 1) NaHCO, 7K
(3x50mL) « #h7K (1x20mL) PEFS, T4 MgS0,) , ik e FF k4 » S8 )5 A = W) f% T THE (40mL)
ob, 3 ) A I AR R NaHCO, KV (40mL) o Bz IRa it 7 /N, ARG R 45 « iR
W T 7K R BtOAc . 7KJE ] EtOAc (4x30mL) #EHX, & /) EtOAc ZEHUIRH #/K (1x20mL)
ek, TH: (MgS0,) , I P8 FF k4, 13 2K 9, iz - Ju taalviaite (L8 1 1
% /EtOAc BEli ) , 133 135 (980mg, 26% ) » MSm/z : (M+H) " = 354. 2,

[1451]  5—(4— QURHAIGEEL ) —8— i —4- FIHL —4,5- — 50 —2H- MEMeIf [4, 3—c] Wbk (137)
[1452] % 135(922mg, 2. 61mmol) ¥ — A L& 3L A4 — A (5. 2ml) Y&V AE 100°C N
3N o XT R NVRA YD HPLC/MS 23 M 72 A Tl 4R Bk, Wkt S b 1 42 SR RN
EtOAc (50mL) FI7K (50mL) Ao AHLE /K (3x50mL) #h7/K (1x20mL) Phig, T4 MgSo,) ,
ok 38 IF e 4, 43 21 136, HOF A AR Y, MK BB T T — 2 kM, 1 136 (982mg,
2. 40mmol) [ EtOH/ VKESERYAWE (25  1v/v, 12mL) F i AKAHE (582mL, 12. Ommo1) » ¥4
S IR A AT =R e I WA, B R AR T EtOAe (20mL) H. A ATLAH FH AT ()
NaHCO, ZK¥ ¥ (3x25mL) « h/K (1x20mL) Pedk, T4 MgS0,) , il k4. A pidid P
ERESATAL (L2 0 1 T /EtOAc YEML) , £33 137, HOMTEEE . 'H NMR(CDCL,)
§7.81-7.76 (m, 1H),7.37(dd, ] = 8.5,2.7THz, 1H),7. 21 (s, 1H),7. 13-7. 04 (m, 5H) ,
5.60(q, J = 6.6Hz),1.28(d, J = 7. 1Hz, 3H) ;MS : (M+H) " = 378. 0,

[1453]  =Zjiifs] 30

[1454] 8- 9 —4— 3L -5 (MbRE —2—- FEMAMESS ) -4, 56— — & —1H- MEME I [4, 3—c] Mk
[1455]  $ZSLjifs] 10 Ak R A 3—(4- JoRIE 2L ) T BT Bk AT il 2%, % T IRAUT
Be 2 S 4 ARG (260 KRR HALEY (25) A1 4- A6l & 1. MS m/
z 345 (M+H)". 'H NMR(CD,0D) & 8. 25-8. 24 (m, 1H) , 7. 78-7. 68 (m, 2H) , 7. 44-7. 32 (m, 4H) ,
7.22-7.10 (m, 2H) , 5. 75-5. 68 (q, ] = 6. 9Hz, 1H), 1. 28-1. 26 (d, ] = 6. 9Hz, 3H) »

[1456]  =Zjiifs] 31

[1457]  5-(4— GURHSARER: ) -8 . —4— FFL —4,5- & —1H- ntMEgF [4, 3—c] MeEmk ( Xhme
Frie A A Fi B)

[1458] & Sjifh) 4 Prid K A 4— SRR BEAT Hil &, 38 R W e 28 B I Al AR 1E AT 2
B FRH T 16 AT 0 M. XTBR SRR AR A CREFINA] = 9. 8 438 XTIk 744 B R B I (7]
= 27. 1 734, MS m/z 378.0 (M+H) s "H-NMR (CDC1,) & 7. 81-7. 76 (m, 1H) ,7. 37 (dd, ] = 8. 5,
2. THz, 1), 7. 21 (s, 1H), 7. 13-7. 04 (m, 5H) , 5. 60 (q, J] = 6. 6Hz), 1. 28 (t, J = 7. 1Hz, 3H) ,
[1459]  SCjiaf] 32

[1460]  4- FIJE —5- (MERE —3- FEmAELEE ) -4, 5— — & —1H- nibMeJf [4, 3-c] ¥k

[1461] 4% S 45 10 BT ik 5% A 3— ol e i Bk & AR L &4 (50) EA4T il %% MS m/
2327.0 (M+H) . 'H NMR(CDCI,) & 8. 45-8. 43 (m,2H) ,7. 86-7.83(dd, J = 7.8,1.3Hz, 1H),
7.66-7.63(dd, ] = 7.4, 1. 6Hz, 1H),7.47-7. 28 (m, 4H) , 7. 03-6. 99 (m, 1H) , 5. 75-5. 68 (q, J
= 6.9Hz, 1H), 1. 35-1. 33(d, ] = 6. 9Hz, 3H) .

[1462]  SLjiafs] 33

[1463] 8- 35 —4— 2L —5- (bR —3- JEmalEaE ) -4, 5— — & —1H- MEME I [4, 3—c] MMk (XF
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W4 A F11 B)

[1464]  $% S 10 H BTk R A 3— nibme i &R 3- (4- SRR &L ) T IRBUT BREAT
T2, Tl T BT BR 22 SK ) 4 A AEY (20) KR LG (25 F4-
Ji il 2% 1), A5 SR RIE R 8 ) i AR gE AT 43 B8, R 73 16 AT 73 e X BR e ) 4
AfREA I = 15. 2 43 %o X055 54 & B RBEY I (B = 17.5 73 8he MS m/z 345(M+H) "o 'H
NMR (CDC1,) & 10. 16 (s, 1H) , 8. 48-8. 45 (d, ] = 10. 4Hz, 2H) , 7. 83-7. 79 (dd, ] = 8.9, 5. OHz,
1H) , 7. 36-7. 28 (m, 3H) , 7. 16~7. 05 (m, 2H) , 5. 75-5. 68 (q, ] = 6. 9Hz, 1H) , 1. 34-1. 31 (d, ] =
6. 9Hz, 3H) .

[1465]  SLjitafy] 34

[1466]  5-(AHLME —3— FLRAEERE ) -4, 5- & —1H- kMeIF [4,3-c] mEmk

[1467] S 1 b R 3— MEBE eSS L &Y (3) AT HI% .

[1468] 'H-NMR(CDC1,) 6 8.47 (br s,2H),7.82(d, ] = 7.6Hz, 1H),7.66(d, ] = 6. OHz, 1H),
7. 45-7. 39 (m, 2H) , 7. 31-7. 28 (m, 3H) , 7. 03-6. 99 (m, 1H) , 4. 99 (s, 2H) »

[1469]  SCjfifsl] 35

[1470] 8- G —5— (mbAE —3— FEMAWEIL ) -4, 5— & —1H- MbMEFf [4, 3—c] Mk

(14711 szt 2 o pTid R A 3- e B E RS L& (3) AT HI4 . HNMR (CD,0D)
§8.50-8.49 (1H, d),8. 27 (1H, s),7.82-7. 77 (1H, dd), 7. 56-7. 53 (1H, d), 7. 46 (1H, s),
7.35-7.32(1H, d) , 7. 24-7. 17 (2H, m) , 5. 00 (2H, s) &

[1472]  SCjEfs)] 36

[1473] 8- 95 —4— 2L —5- (ki —2- JEmalEIE ) -4, 5— — & —1H- MEME I [4, 3—c] MEmk (Xf
e R4 A 1 B)

[1474] 452 10 Ho PR A 3- (4- RFEZAE ) T IR T BRIFAT &, % T RAUT
Pis A2 12 SE ) 4 A AL G (20) MRAR ik &9 (20) T 4- JRIZ #2519 2R )5 LA
T Y () T A 7 B IR S R A, R 7325 16 JEAT 73 W o ST WA 4R A fR BE I ) =
16. 3 43 %, hf Wi S5 44 4K B 5% B B (8] = 21. 4 43 %, MSm/z 345.0(M+H) . 'H NMR(CDCL,)
68.31-8.30(d, J = 4. 6Hz, 1H),7.83-7.78(dd, ] = 8.9,5. 1Hz, IH),7.60-7.55(td, ] =
7.8, 1. 6Hz, 1H), 7. 39-7. 33 (m, 2H) , 7. 23-7. 19 (m, 1H) , 7. 10-7. 04 (td, ] = 8.7,2. 9Hz, 1H),
5.83-5. 76 (q, ] = 6. 9Hz, 1H) , 1. 34-1. 32(d, ] = 6. 9Hz, 3H) ,

[1475]  SCjiafy] 37

[1476]  4- FIEE —5- (ALmE —3- JLRAEERE ) -4, 5- & —1H- BEMeIF [4,3-c] Mk (X mets
A A F1B)

[1477]  $ESEf) 10 H TR A 3- e I S L& (50) JEATH 4, B4 R H
SE R AR HEAT 4y B, FERIH 715 15 BEAT 0 M. it Sk A AR B R = 13.5 4
b, KPS B AR I Rl = 14. 6 4M8h. MS m/z 326.9 (M+H)". 'H NMR(CDC1,) 8 9. 44 (s,
1H) 8. 48-8. 43 (m, 2H) , 7. 86-7. 83 (dd, ] = 8.0, 1. 3Hz, 1H), 7. 64-7. 61 (dd, ] = 7.4, 1. 6Hz,
1H) , 7. 47-7. 28 (m, 4H) , 7. 04-7. 00 (dd, ] = 8. 0,4. 9Hz, 1H) , 5. 75-5. 68 (q, ] = 6. 9Hz, 1H) ,
1. 35-1.33(d, J = 6. 9Hz, 3H) »

[1478]  SLjiafy] 38

[1479] 8- J —5— (4~ S AATEWESE ) —4- 3L —4,5- Z&( —1H- MEMEIF [4, 3—c] Mk
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[1480] 4% S Jiti 51 4 o Py ok SR FH 4— 9 2R i 04— G 2R 5 Tl 9k U AT ) &S MS m/
z361. 9 (M+H) ", 'H NMR(CDC1,) 67.84-7.79(dd, J = 5.1,3.8Hz, 1H),7.38-7.34(dd, J
= 5.5,2.9Hz, 1H), 7. 23 (s, 1H), 7. 22-7. 16 (m, 2H) , 7. 15-7. 08 (dt, ] = 5.7,2.9Hz, 1H),
6. 80-6. 75 (m, 2H) , 5. 67-5. 60 (q, ] = 6. 9Hz, 1H) , 1. 33-1. 30(d, ] = 6.8, 3H) .

[1481] SCYE45] 39

[1482]  4- FJE —5-(mbmE —2— FERAMEIL ) -4, 5— — &0 —1H- mbMeIf [4, 3-c] Wik

[1483] &St 10 A BT ik JEAT il &, $555 K FH R e S8 B i A b AT 40 8, FERI A 7
21 BEAT 0 Mo AR = 7.9. MS m/z 373.9(M+H) ", "HNMR(CDC1,) & 8. 31-8.30(d,
J = 4.6Hz, 1H),7.84-7.81(dd, J = 8.0, 1. OHz, 1H) , 7. 65-7. 62(dd, J = 7.4, 1. 5Hz, 2H),
7.57-7.51(td, ] = 7.8, 1. 7Hz, 1H) , 7. 41-7. 30 (m, 3H) , 7. 20-7. 16 (m, 1H) , 5. 85-5. 78 (q, J
= 6.9Hz, 1H), 1. 35-1. 33(d, ] = 6. 9Hz, 3H) .

[1484]  =Zjifs] 40

[1485]  5-(4— SUARTABLES ) —4- AN —4,5— & —1H- MbMEFf [4, 3—c] Mk

[1486]  F L ff) 12 th ik K 2- IR R E MR A E &Y @0 #HATH % MS m/
2386 (M+H) . 'H NMR(CDC1,) 6 8.88(s, 1H),7.91(dd, J = 7.8,1.2Hz,1H),7.62(dd, ] =
7.8,1.5Hz, 1H),7.49(dt, J = 7.8, 1. 5Hz, 1H) , 7. 39 (dt, ] = 7.8, 1. 2Hz, 1H) , 7. 34 (s, 1H) ,
7.06 (s,4H) , 4. 95(d, J = 8. 4Hz, 1H), 1. 02 (m, 1) , 0. 44 ( $& £ &, 3H), 0. 14 (m, 1H) »
[1487]  SCjEf] 41

[1488]  5-(4- RUATABLES ) —4- NI —4,5- & —1H- MEMEFf [4, 3—c] Mk

[1480]  $2 Sl 5] 12 o P 3 SR HH 2 IR 25 55 A0 PR 0 e T 25 VAL B E AT 1 450 MS m/
2388. 0 (M+H) . 'H NMR(CDC1,) & 7.86(dd, J = 7.5,0.9Hz, 1H),7.58(dd, J = 7.5, 1. 5Hz,
1H),7.48(dt,J =7.5,1.5Hz, I1H),7.39(dt, ] = 7.5,0. 9Hz, 1H) , 7. 33 (s, LH) , 7. 05 (s, 4H) ,
4.94(d, J = 9.6Hz, 1H), 1. 51 (m, 1H) 1. 09(d, ] = 7. 2Hz, 3H) ,0. 83(d, ] = 6. 3Hz,3H) »
[1490]  SCjjfa] 42

[1491] 8- G —5— (4~ S ATEEEEL ) —4- FHE —4,5- & —1H- LM If [4, 3—c] Wbk (X
FEie A A FIB)

[1492] S 4 AT R A 4- SIS 4- R FEmR L &R AT ) %, 5 R L e
RO GEREGEAT 73 8, IER 73 17 BEAT 20 Mo X BR 2R A CREF I (R = 7.6 438 XT
WL SRR B AR BN E] = 10. 1 43 %h. MS m/z 361.9 (M+H) . 'HNMR(CDC1,) § 7.83-7. 78 (dd,
J = 5.1,3.8Hz,1H),7. 34-7.30(dd, ] = 5.5,2.9Hz, 1H),7. 22 (s, 1), 7. 20-7. 18 (m, 2H),
7. 14-7. 07 (m, 1H) , 6. 79-6. 73 (m, 2H) , 5. 67-5. 61 (q, ] = 6.9Hz, 1H), 1. 32-1.29(d, J =
6. 9z, 3H) .

[1493]  SCjifafy] 43

[1494]  5-(4- EURTABLES ) -7,8- 9 —4- 3L —4,5- Z4& —1H- LM [4, 3—c] Mk
[1495] 4% SE i ) 12 vh P ak SR AP 28 v A4 B 04— S 2 256 il I ie AT il %% MS m/
2396. 0 (M+H) “. 'H NMR(CDC1,) 8 7.73(dd,J = 11.1,7.5Hz, 1H),7.42(dd, J = 10. 2, 8. 4lz,
1H),7.30(s, 1H),7. 13( %t £ &E&,5H) ,5.62(q, ] = 6. 9Hz, 1H), 1. 31 (q, ] = 6. 9Hz, 3H) ,
[1496]  SCjiafy] 44

[1497]1  7,8- 9 —4- 3L -5-(4-( = P EE ) AREELE ) -4,5- & —1H- nkmJf [4,
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3—c] Mk

[1498] 4% SEHEMH 12 BTk R A AR IR BEIEAT 1) 46 o MS m/z 430. 0 (M+H) s THNMR (CDC1 5)
8. 84 ( ErpUE, 1H),7.74(dd, ] = 11. 1,7. 5Hz, 1H), 7. 41 (m, 3H) , 7. 32(d, ] = 9. OHz, 2H) ,
7.29 (s, 1H) ,5.63(q, ] = 6. 9Hz, 1H), 1. 32(q, ] = 6. 9Hz, 3H) .

[1499] SCEAE] 45

[1500]  5-(5— & MEWy —2— JLRAWEIL ) -7, 8- o —4- &L -4, 5- — & —1H-nttmeJf [4, 3—c]
WS R

[1501]  FZSEtfsl] 12 v B ik SR A 5— SUWE Wy —2— il Wt Jiae fn AP 25 JR AL BE 34T 1) 45 MSm/z
402. 0 (M+H) ", 'H NMR(CDC1,) 8 7.66(dd, J = 11.4,7.5Hz, 1H),7.55(dd, J = 10. 5, 8. 1Hz,
1H),7.33(s, 1H),6.73(d, J = 3.9Hz,1H),6.57(d, ] = 3.9Hz, 1H),6. 14( & . W, 1H),
5.63(q, J = 6.9Hz, 1H), 1. 32(q, J = 6. 9Hz, 3H) »

[1502]  SLjiafy] 46

[1503]  7,8- 9 —4- I -5-(4-( =R &) REAELIE )-4,5- =& —1H- mbmJf [4,
3—c] MWK (hFBR A4 & A I B)

[1504]1  FZsLjdsl] 12 H pirak SR A AR 28 IR BEEAT il 46, F85 SR e 28 B i A b AT
Oy B, A 55 16 AT 43T e XTHES MR A PREE S TR = 7.0 43k, XTe A 1k B £1 B
ISHE] = 9.5 434, MS m/z 430.0 (M+H) ", 'H NMR(CDC1,) & 8. 84 ( & 8, 1H),7. 74(dd, ] =
11.1,7.5Hz, 1H), 7. 41 (m, 3H) , 7. 32(d, J = 9. OHz, 2H),7. 29 (s, 1H) ,5. 63(q, ] = 6. 9Hz,
1H),1.32(q, ] = 6. 9Hz, 3H) »

[1505]  SLjiafy] 47

[1506]  4- FRPANZE -7,8- 9t —5— (4- ( =9 3L ) ZREAMESE ) -4, 5— — & —1H- MEMIf [4,
3—c] MEk (IR R4 A F1B)

[1507] 4S5t 12 vp Brak dhAT i) 4 , 96 R F e 28 B 1) (il Ak AT 23 88, IR FH 7 vk
16 HEAT /3 Mo RFBe SR 44 A {R B B[R] = 6.0 404, XTSI 4K B AR B INHE) = 9. 3 43,
MS m/z 456. 0 (M+H) . 'H NMR(CDC1,) 6 7.76(dd, J = 11.1,7. 2Hz, 1H) , 7. 47 (m, J = 10. 2,
8. THz, 1H),7.39(d, J = 8. 7Hz,2H),7.32(d, J = 8. 7Hz,2H),7. 20 (s, 1H) ,4.95f(d, J =
7. 8Hz, 1H), 1. 03 (m, 1H) , 0. 54 (m, 1H) , 0. 41 (m, 2H) , 0. 08 (m, 1H) ,

[1508]  SLjitafy] 48

[1509]  4-(4- PRINZE —1H- nbMEFF [4, 3—c] MEmk —5 (4H) — ZREEEES ) ARG

[1510]  f& S 12 o By ik K H 2 SR A< A % A 4— (28 2R T 1t g 1R AT ) 46 o MSm/z
377,2(M+H) ", 'H NMR(CDC1,) 6 7.91-7. 88 (m, 1H), 7. 66-7. 63 (m, 1H) , 7. 50-7. 33 (m, 2H) ,
7.38(d, J = 8.4Hz,2H),7.27 (s, 1H),7.25(d, J = 8.4Hz,2H),4.95(d, ] = 8. 3Hz, L1),
1. 07-0. 98 (m, 1H) , 0. 57-0. 54 (m, 1H) , 0. 51-0. 39 (m, 2H) , 0. 17-0. 09 (m, 1H) ,

[1511]  SCjafy] 49

[1512]  4- N3 55— (4-( = 3L ) RMAEIE ) -4, 5— 5 —1H- nbMegF [4, 3—c] Mk

[1518] %S 12 Tl R A 2- AR IR AN 4- ( =5 28 ) KM 14T % .
MS m/z 420.1(M+H) ", 'H NMR(CDCL,) 6 7.90(dd, J = 9. 2,2. 0Hz, 1H),7.64(dd, ] = 7.0,
1. 5Hz, 1H) , 7. 48-7. 32 (m,4H) , 7. 28-7. 25 (m, 2H) , 7. 21 (s, 1H) ,4.95(d, J = 7.8Hz, LH),
1. 06-1. 033 (m, 1H) , 0. 52-0. 34 (m, 3H) , 0. 15-0. 05 (m, 1H) .
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[1514]  =Zjiifs] 50

[1515]  5-(5— GMEWy —2- FERAMEAL ) -4- FINZE -7, 8- 5 —4,5- —& —1H- mtMeIf [4,
3—c] Mk

[1516] % SCjtafs) 12 ik R 56— SAMEWy —2— T EAT 45 o MS m/2457. 0 (H+H) s 'H
NMR (CDC1,) 8 9. 97 ( %580, 1H) ,7. 70 (dd, J = 11. 4, 7. 2Hz, 1H), 7. 57 (dd, ] = 10. 2, 8. THz,
1H),7. 31 (s, 1H),6.70(d, ] = 4. 8Hz, 1H), 6. 56 (d, ] = 4. 8Hz, 1H) ,4. 98 (d, ] = 7. 5Hz, 1H) ,
1. 03 (m, 1H) , 0. 53 (m, 1H) , 0. 40 (m, 2H) , 0. 10 (m, 1H) .

[1517]  SZjfs] 51

[1518]  4- FFPNIE -7, 8- 9 —5— (4— FARMANLAS ) -4, 56— —&( —1H- MEMEFF [4, 3—c] Mk
[1519] 4% 2 jfe) 12 F Brid R A 4- 3R SR W i 00 AT ) %« MS m/2406. 0 (M+H) *s 'H
NMR (CDC1,) 8 9. 73 ( % falé, 1H),7. 77(dd, J = 11.1,7. 2Hz, 1H) , 7. 43(dd, ] = 9. 9, 8. 4lz,
10),7.27 (s, 1H),7.21(dd, ] = 8.7,5.4Hz, 1H),6.80(t, ] = 8.7Hz,1H),4.96(d, ] =
7. 8Hz, 1), 1. 01 (m, LH) , 0. 52 (m, 1H) , 0. 40 (m, 2H) , 0. 09 (m, 1H) ,

[1520]  “Zjiifs) 52

[1521]  4- A2 -5- (4 FARMEEER ) -4, 5- & —1H- MtMe I [4, 3—c] mEmk

[1522]  $Z LUt {4 12 ™0 Br ik SR A 2— 1R 3 A 19 N 4— 2 2k sk I g 10 AT il %5 o MSm/
z 371.0(M+H)", 'H NMR(CDCl,) 67.91(d, ] = 8.6Hz,1H),7.62(d, J = 7.6Hz, LH),
7. 48-7. 35 (m, 2H) , 7. 30-7. 28 (m, 2H) , 7. 18-7. 11 (m, 1H) , 6. 74(dd, J = 9. 1,7. 2Hz,2H),
4.96(d, J = 7. 6Hz, 1H), 1. 14-0. 08 (m, 1H) , 0. 58-0. 32 (m, 3H) , 0. 20—0. 11, 1H) »

[1523]  SCjiad] 53

[1524]  5-(5— GMEWy —2- FERAMEAL ) -4- MM ZE -7, 8- 5 —4,5- & —1H- mtMeIf [4,
3—c] WK (XTHRFFAR A FB)

[1525] &Sty 12 o BTk R 5- GUWEWy —2- TRIDE R EAT )45, 5 R e B AL 1)
WEAEIEAT 70 B, FERIA 53 22 BT 40 Mo RIS A R A LR EF I [R) = 10. 3 438 XTI A4 1k
BB IR A = 16. 1 4347, MS m/z 428. 0 (M+H) "o 'HNMR (CDC1,) § 9. 97 (& 8, 1H) , 7. 70 (dd,
J=11.4,7.2Hz, 1H),7.57(dd, J = 10. 2,8. THz, 1H) , 7. 31 (s, 1H) , 6. 70 (d, ] = 4. 8Hz, 1H),
6.56(d, J] = 4.8Hz,1H),4.98(d, J = 7.5Hz, 1H), 1. 03 (m, 1H),0. 53 (m, 1H) , 0. 40 (m, 2H) ,
0. 10 (m, 111) ,

[1526]  SZjfifsl 54

[1527]  4- BFPNTE -7, 8- 9 —5— (4— FARMNLAE ) —4, 56— & —2H- MEMEFF [4, 3—c] Mk
(0T Re 4 A R B)

[1528] & Sjtife] 12 BTk R A 4— SR ST It e R AT 1l 4%, B 5 R H e R A i) 0%
FEREAT 53 8, FFRH 73 13 AT 70 fr e XTHR AR A R IR [R] = 16. 9. AFmi 44 1k B f]
BAN TR = 19.7. MS m/z 406.0(M+H) . 'H NMR(CDC1,) §9.73( B2, 1H),7.77(dd, J =
11.1,7. 2Hz, 1H),7.43(dd, J = 9.9, 8. 4Hz, 1H) , 7. 27 (s, 1H) , 7. 21 (dd, ] = 8. 7, 5. 4Hz, 1H) ,
6.80(t, J = 8.7Hz,1H),4.96(d, J = 7.8Hz, LH), 1. 01 (m, 1H),0. 52 (m, 1H) , 0. 40 (m, 2H) ,
0. 09 (m, 11) .

[1529]  SLjiafd] 55

[1530]  5-(5— GMLNE —2- FERAMESE ) -4- N 2AE -8— %l —4,5— & —1H- nkM:Jf [4, 3—c]
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WS R

[1531]1  $%SLjtife) 12 Hh ik K H 65— & —2— mbre e i b AT il 25 o MS m/2404. 9 (M+H) ",
'H NMR (DMSO-d,) & 8.36-8.35(d, J] = 2.2Hz,1H),7.95-7.92(dd, ] = 8.4,2. 3Hz,3H),
7.71-7.67 (m, 1H) , 7. 50-7. 44 (m, 1H) , 7. 38-7. 34 (dd, ] = 8.8,2.9Hz, 1H),7.24-7. 19 (dt,
J = 8.7,2.6Hz, 1H) ,4.90-4.88(d, J = 7. THz, 1H),0. 93-0. 87 (m, 1H) , 0. 45-0. 40 (m, 1H),
0. 28-0. 15 (m, 3H) »

[1532]  SLjitafh] 56

[1533]  5-(4— GUARKAIEEL ) —4- &5k —4,5- & —1H- WM JF [4, 3—c] Mk

[1534] 2 A& 55 Rk i 7 28, Wil 3- (4- & -N- ZRFEE MWL ) IRER KLk
ATH 8 R IR LA A QD R RI A 3- AR T BESR S5 H NaOH 7K fif il 2
(1), B35 45 S 10 P TE it e . MS m/z 373. 9 (M+H) *. 'H NMR(CDC1,) 8 7. 90-7. 87 (dd,
J = 8.1,0.9Hz, 1H), 7. 66-7.63(dd, 7. 7, 1. 4Hz, 1H) , 7. 56—7. 39 (m, 3H) , 7. 14-7. 11 (m, 4H) ,
5.39-5. 34 (ABq, J = 8.5,6.8Hz, 1), 1. 67-1. 43 (m, 2H) , 1. 02-0. 95 (t, J = 7. 3Hz, 3H) »
[1535]  SLjiafh] 57

[1536] 5 (4— GUARAMEIL ) -4- FHE —4,5,54a,6,7,8,9,9a— J\&E, —1H- MM [4,3-c] W
Wbk

[1537]  alid 2- A28\ A bk —4 (1H) — B (R R IE AL SR ) 2% , 55 42 St s 1 A BT ad T ikt
e, MS m/z 365.9 (M+H) ", 'H NMR(CDCl,) & 7.80-7. 76 (m, 2H), 7. 55 (s, 1H) , 7. 49-7. 45 (m,
2H) , 4. 21-4. 15 (m, 1H) , 3. 15-3. 06 (dt, ] = 7. 9, 2. 4Hz, 1H) , 2. 95-2. 88 (dt, ] = 7. 9, 2. 4Hz,
1H), 1. 95-1. 92 (m, 1H) , 1. 80—1. 70 (m, 3H) , 1. 56—1. 55 (m, 1H) , 1. 51-1. 48 (d, ] = 7. O0Hz,
3H), 1. 40-1. 28 (m, 3H) .

[1538]  SLjiafd] 58

[1539]  5— (4~ SRTEWESL ) -9 %l —4- 3L —4,5- & —1H- LM [4, 3—c] Mk

[1540] 4% SEHEM 4 BTl R 3- FARRLIEATHI 4%, o MS m/z 378. 0 (M+H) "o "HNMR (CDC15)
§7.70(d, J = 8.10Hz,1H),7.37 (m, 1H), 7. 32 (s, 1H), 7. 16-7. 04 (m, 5H) ,5. 70 (g, J =
6. 90Hz, 1H) , 1. 33(d, J = 6. 93Hz, 3H) ,

[1541]  SCjiaf] 59

[1542]  5-(4— SURTABLES ) -7- 9 —4- F2E —4,5- =& —1H- MEme I [4, 3—c] Mk

[1543]  4%SLHEf] 4 HF TR R A 3- FORIEUE T HI% . MS m/z 378.0 (M+H) "o "HNMR (CDCI,)
§10. 40 (br s, 1H),7.58-7. 69 (m, 2H) , 7. 28-7. 16 (m, 3H) , 7. 11-7. 05 (m, 3H) , 5. 65(q, ] =
6. 90Hz, 11) , 1. 33(d, ] = 6. 90Hz, 3H) .

[1544]  SCjiaf] 60

[1545]  5-(4- EUARTABLES ) —4- AN -4, 5- & —1H- MEMEFF [4, 3—c] Mk

[1546]  F L f) 12 th ik K 2- IR R MR A E L &9 0 #HATHl % MS m/
2386. 0 (M+H) . 'H NMR(CDC1,) 68.88(s,1H),7.91(dd, J = 7.8, 1. 2lz, 11),7.62(dd, J =
7.8,1.5Hz, 1H),7.49(dt, J = 7.8, 1. 5Hz, 1H) , 7. 39 (dt, ] = 7.8, 1. 2Hz, 1H) , 7. 34 (s, 1H) ,
7.06 (s,4H) , 4. 95(d, J = 8. 4Hz, 1H), 1. 02 (m, 1H) , 0. 44 ( $& £ &, 3H), 0. 14 (m, 1H) »
[1547]  SLjiafy] 61

[1548]  5-(4— GUAREEER: ) —4- 3L —4,5- — & —1H- MEMEIf [4, 3—c] membk —7—- B (hfme
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s e A I B)

[1540]  FZHASLHf) 21 v Tk BEAT il 4%, B R HHE R B g A 24T 70 5, JE R 7
515 AT e XS RAR A SR B R) = 13. 4 238, XFB SR A B AR I TR = 17. 0 4
Bio MS m/z 375.9 (M+H) . 'H NMR(CDC1,) & 7.42(d, ] = 8. 4Hz, 1H) , 7. 23 (s, 1H) ,7. 18(d, J
= 2.4Hz,1H) , 7. 14 (m, 4H) , 6. 85 (dd, ] = 8. 4, 2. 5Hz, 1H) , 5. 59 (g, ] = 6. 9Hz, 1H) , 1. 22(d,
J = 6.9Hz,3H) .

[1550]  SEjiafh] 62

[1551]  5-(4— GURRARESE ) -4, 5- & —1H- BRMEIE [1, 2-a] LI [4, 3-e] MENE

[1552]  F% St 4 WA XA (20) WA, Bt H 4- FURTEBEIZ N B (69) 17 fi%
AT H %, 153 4- & -N- (G- —1- (- ( =PI F R ) L8 FE) FEE ) -1H-
e —4- 3% ) L) KRB . RGN E AR 2- R —1H- BRI | I 22 0RY, 22 L5
W) 17 LS (100) KK, MS m/z 336. 0 (M+H) . 'HNMR(CD,0D) 6 7. 66 (d, J =
1. 65Hz, 1H) , 7. 61 (d, J = 8. 79Hz,2H) , 7. 52 (s, 1H) , 7. 46 (d, ] = 8. T9Hz,2H) , 7. 35(d, ] =
1. 65Hz, 1H) , 5. 36 (s, 2H) .

[1553]  SEjiEf] 63

[1554]  5-(4— G AERERERE ) —4- &5 —4,5—- — 4 —1H- MMk If [4,3—c] wembk (XIS
A FI1B)

[1555]  $%HKAEY (B3) Wk r 77, it 3-(4- & -N- REL R REE I ) R 1L
AT 4 TR IR A A (2D IBFER A 3— AR 3R F R 4255 I NaOH 7K i 1 il 2%
(), B F S 5] 10 70 PIralk T pentb e o AR J DAL E 28 2 1) € 185 A 23 B o) e e ) 44, I FH
TIE LT HEAT 43 B o A I S 1A A5 B I TR) = 6. 0 40 o o e S A 1K B B I TR = 9. 3 404 MS
m/z 373.9 (M+H) ", 'HNMR(CD,0D) 8 7. 77-7. 74 (d, J = 7. 3Hz, 1H) , 7. 65 (s, 1H) 7. 44-7. 35 (m,
3H),7.14(s,4H),5. 36-5.31(t, J = 8.3Hz, 1H),1.51-1. 44 (m,2H), 1. 02-0.98(t, ] =
7. 2Hz, 3H) »

[1556] Sy 64

[1557] 5 (4— GUARHEIEEE ) -7- FIFE —4,5- & —1H- BKMEIE [1, 2-a] nEMEFF [4,3-e] WE
e 5 (4— GARMEEESS ) -8— HFE —4,5- & —1H- BRI [1, 2-a] MEMEIt [4, 3-e] MENE
[1558]  F% st 4 Hh X 4b-G4 26 #R KA, Wik H 4- SURTABEIZ A B (69) 1R
FAb AT )45, 153 4- 50U -N-( G-t —1- (- ( =P ) 28FE) T ) -10-
e —4-35) FI5E ) ZRMIENZ o SRS HARIBEAE 2— IR —4— & —1H- WKW b JF 4% Sifs] 17
LA (100) FRFE L ARY, 15 31X I F ARV G4 MS m/2350. 0 (M+H) *» 'H NMR (CD,0D)
§7.39-7.31(m, 10H),7.13-7. 11 (s, IH) ,6. 75-6. 73 (m, 1H) , 4. 98 (s, 2H) , 4. 97 (s, 2H) ,
2. 41-2. 40 (m, 3H) , 2. 67-2. 50 (m, 3H) .

[1559]  SLjiEff] 65

[1560]  5-(4— G ZMREEIL ) —4- IR L —4,5- & —1H- BKME I [1,2-a] mEMeEIF [4, 3-¢]
W g

[1561]  FZSLHEH] 12 A AL &4 73 IFEIR, 18 A 69 14— SRR I R i if 12F
ATHIAE 138 4- A N- (G- —1- (- ( =R EFRERE ) L) ) -1H- ke -4- %)
W EE ) ZRBRMEIG . AR A AR BRI G 4% S 12 IS 74 TR S S T AR AL Bk
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KN, 33 4= G -N-C N3 3-# —1-(Q-( =& FREE L) O8HE) Fi) -1H-1nt
Me —4- 55 ) FIIE) ZRBREENE, BB A & W S 17 B il R E) 2- ) —1H- BRI
IR . MS m/z 376. 0 (M+H) ", 'HNMR(CDC1,) 6 7.82(d, ] = 6. 90Hz, 2H) , 7. 71 (s, 1H) ,
7.40(d, J = 6. 6Hz, 2H) ,6. 80 (s, 1H) ,6. 70 (s, 1H) ,3.95(d, J = 7. 6Hz, 1H), 1. 10~1. 04 (m,
1H) ,0. 59-0. 51 (m, 2H) , 0. 48-0. 41 (m, 1H) , 0. 21-0. 13 (m, 1H) .

[1562]  SLjitifs] 66

[1563]  5-(4— G ZEMEELIL ) -4- 3L —4,5- & —1H- MEMedf [4,3-c][1,7] & ez
[1564] % 5ZJEf) 18 HHETdR A 3— WRntkme —4- FEANRR  4— SRR IE IR B L VRAL B kAT
H#5. MS m/z 362.0(M+H) . 1H NMR(CDC13) 6 8.99 (bs, 1H),8. 62 (bs, 1H),8. 03 (bs, 1H),
7.42 (s, 1H),7. 29 (m, 2H) , 7. 23 (m, 2H) , 5. 73(q, J = 6. 8Hz, 1H), 1. 28(d, J = 6. 9Hz, 3H) .
[1565]  SLjjf] 67

[1566]  4- FRPNIE —7,8- 9 —5— (5— ( = H 3L ) MERE —2- FLRRWESL ) -4, 5- — & —1H- it
W3 [4, 3—c] MRk

[1567] % SChEE] 12 Th Pl R AR (103) Ffd#Emifz (117) FEATHI& - MS m/z457. 0 (M+H) s
'H NMR (CDC1,) 8 8.53 (s, 1H),7.89(dd, J = 10.6,8. 0Hz, 1H) , 7. 82(dd, ] = 18.6,11. 3, 1H) ,
7.60(d, J = 8.2Hz, 1H),7.45(dd, J = 18.6,10.0,1H),7.38(s, 1H),5. 11(d, J = 8. OHz,
1H) , 1. 06 (m, 1H) , 0. 58 (m, 1H) , 0. 47 (m, 2H) , 0. 20 (m, LH) ,

[1568]  =Zjiifsl] 68

[1569]  5-(5— GUMENy —2— JERAMELIE ) —4- BRINZE -7, 8- 5 —4,5— & —1H- ntmIf [4,
3—c] MEmk

[1570] 4% SEHEf 12 BTid R 5- SMEYy —2- TAMEREEAT %« MS m/2428. 0 (M+H) *s 'H
NMR (CDC1,) 6 9. 97 ( B& 50, 1H) ,7. 70(dd, ] = 11. 4, 7. 2Hz, I1H) ,7. 57 (dd, J = 10. 2, 8. THz,
1H),7.31(s,1H),6.70(d, J = 4. 8Hz, 1H) ,6. 56 (d, ] = 4. 8Hz, 1H) ,4. 98 (d, ] = 7. 5Hz, 1H) ,
1. 03 (m, 1H) , 0. 53 (m, 1H) , 0. 40 (m, 2H) , 0. 10 (m, 1H) .

[1571]  =Zjiifs] 69

[1572]  4- BRTN3E —5- (4— JRZETRIESRE ) -4, 5— — & —1H- mtME3f [4,3-c][1,8] A Juzs
[1573] % 52 9] 18 wp BT i SR FH 4~ 80 % bl Bk e 1R 47 il %% o MS m/z 371.0(M+H) ", 'H
NMR (CDC1,) 68.42(dd, ] = 4.9,1.6Hz,1H),8.10(dd, ] = 7.6, 1. 6Hz, 1H),7.98(m, 2H) ,
7.58(s,1H),7.22(dd, J = 7.6,4. 9Hz, 1H),7. 08 (m, 2H) , 5. 42(d, J = 8. OHz, 1H), 1. 14 (m,
11) , 0. 46 (m, 3H) , 0. 21 (m, 11) ,

[1574]  SZjife) 70

[1575]  4-FAPNZE 55— (4-( =3 ) AR ) -4, 5— — & —1H-BKMeFF [1, 2-a] nibmedf
[4,3-e] WERE

[1576]  WnsEjfs) 12 454 (73 IR, B il (69 1 4-( =9 &) < Bt i
TE B g i 3R AT i) %, A3 3] 4- 5 -N-(B- M —1- (- ( Z=FHEFRERE) 48E) F
JE ) —1H-meme —4-JE ) R IE ) SRTEME . AR5 A i R T I A SE R 12 TP LA
(74) MFEE FAFLRAEE SOV, 193 4- 5 -N- (RN (3- il —1- (2~ ( = PR PR )
L) BE ) -1H-mEme —4- 38 ) FIEL ) ATREL I, Bz G e SEpE ] 17 vh prid 54
B IE 3 2— W —1H- BRI 2489 MS m/z 410. 0 (M+H) . 'HNMR(CD,0D) 8 8.05(d, J =
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8. 3Hz,2H),7.78(d, J = 9. 4Hz, 2H) , 7. 76 (s, 1H) , 6. 86 (dd, ] = 13. 0, 2. 6Hz,2H) , 3. 80(d, J
= 8. 2Hz, 1H), 1. 05-1. 03 (m, 1H) , 0. 42-0. 37 (m, 1H) , 0. 31-0. 24 (m, 1H) , 0. 21-0. 13 (m, 1H) ,
0. 54-0. 14 (m, 1H) ,

[1577] SCEAR] 71

[1578]  4- PR —7,8- 9 -5~ (6- ( = 3L ) MLme -3- FLRAMESL ) -4, 5- —4&( —1H- it
3[4, 3—c] Mk

[1579]  $Z S 12 H BTid R FHRE (103) FIEEERE (83) HEAT 4% o MS m/z457. 0 (M+H) ", 'H
NMR (CDC1,) 68.57 (s, 1H),7.76 (m, ] = 11.0,7. 6Hz, 1H), 7. 52 (m,3H) , 7. 43(d, ] = 8. 3Hz,
1H),7.33(s,1H),5.03(d, ] = 7.6Hz, 1H), 1. 05 (m, 1H),0. 56 (m, 1H) , 0. 42 (m, 2H) , 0. 11 (m,
1) .

[1580]  SLjifafy] 72

[1581] 55— (4~ FAMEEERE ) —4- ( = H 3L ) 4,5~ & ~1H- MM [4,3-c] [1,8] &L
%

[1582] % 5Cjfs] 18 h Fradh b AT i 4%, SR A — 5 AR EAC S IR N JE VR AL BE. MS m/2
399. 0 (M+H) ", "H NMR(CDC1,) 6 8.30(dd,J=4.9,1.9Hz, 1H),8. 15(dd, J = 7.6, 1. 9Hz, 1H) ,
8. 05 (m, 2H) , 7. 82 (s, 1H) , 7. 22 (m, 3H) , 6. 58 (q, ] = 7. 4Hz, 1H) .

[1583]  SLjifafy] 73

[1584]  7,8- 3R —4-(HLRE —3- 3% ) —5—(4- ( =g 3L ) ML ) -4, 5- 5 —1H- ntms
I [4,3-c] mEmk

[1585] ] #& 1 & : ¥ 03—t mg & # (3-1ithio pyridine, Ota, T. ;Terashima,
M. J. Heterocycl. Chem. 1987,24 (2),377) i mM&BAL-&4 (T3) w, e 58 12 h ik
TR, MS m/z 493. 0 (M+H) " 'H NMR(CDC1,) 8 8.52(d, J = 3. 8Hz, 1H),8. 33 (s, 1H),
7.72-7. 48 (m, 7TH) , 7. 40-7. 33 (m, 2H) , 6. 71 (s, LH) »

[1586]  Sijitifs] 74

[1587]  4- FAPAZE —8- 5 —5— (4— ( = 3L ) ZRMAINERS ) -4, 5— — &0 —1H- mtmJf [4, 3—c]
WS R

[1588] % SCHEf] 12 R pTid R A 2- IR -5 WA AL & (70) AT H . MS
m/z 437.9 (M+H) ', 'H NMR(CD,0D) & 7.85-7.80(dd, ] = 8.9,5. 1Hz, 1H), 7. 50-7. 46 (m,
2H) 7. 40-7. 34 (m, 4H) , 7. 22-7. 16 (td, J = 8.7,2.9Hz, 1H) ,5. 07-5. 04(d, J = 7. 5Hz, 1H),
1. 02-0. 94 (m, 1H) , 0. 54-0. 47 (m, 1H) , 0. 41-0. 31 (m, 2H) , 0. 17-0. 12 (m, 1H) ,

[1589]  SLjifafy] 75

[1590]  4- FRPNZE -7, 8- 9 —5— (6- ( =% 3L ) MERE -3- FLRRWEIL ) -4, 5- & —1H- it
M3 [4,3-c] MEmk (XTHC A4 4k A Rl B)

[1591]  #Z5LjEf] 13 iR R A IER (70) ARG (83) HHATHil4% . SR J5HI A HPLC /7vk
19 70 B0 AR . X S AR A LRGN TR = 17. 3 70BPo X4k B AR IR = 13.0
28he MS m/z 457. 0 (M+H) . 'H NMR(CDC1,) § 10. 03 (br s, 1H),8.58(s,1H),7.76(dd, J =
11.0,7. 2Hz, 1H) , 7. 49 (m, 2H) , 7. 44 (s, 1H) ,5. 03 (d, J = 7. 6Hz) , 1. 04 (m, 1H) , 0. 56 (m, 1H) ,
0. 41 (m, 2H) ,0. 11 (m, 1H) ,

[1592]  SLjiafy] 76
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[1593]  7,8- 9 —4- AL -5 (4 ( =H 3L ) Rl ) -4, 5- — & —2H- LM Jf (4,
3—c] Mk

[1594]1  $ZSKJtEf) 12 Hh ik R e N SR Bt AT il 2% o« PRI 732 7 5 HPLC 1R4T
ST IRERSIR = 8. 77 43%0. MS m/z 458.0(M+H) . 'H NMR(CDC1,) 6 7.73(dd,J = 11. 1,
7.5Hz, 1H) , 7. 35 ( 5 £ &g, 5H) , 7. 25 (s, 1H) , 4. 92(d, J = 9. 9Hz, 1H) , 4. 48 ( & i, 1H) ,
1. 50 (m, 1H) , 1. 09 (d, J = 6. 9Hz, 3H) , 0. 83(d, ] = 6. 9Hz, 3H) ,

[1595] St 77

[1596]  4— PRTAZE —7,8- 9 -5 (4-( =R 4L ) ZRTAMERS ) —4,5- & —1H- kM Jf
[4,3—c] Mk

[1597]  $SZjafs] 12 il AT il &, R A 4- = P A BRI &Y (12) .
MS m/z 472.0(M+H) ", 'H NMR(CDCL,) 6 7. 78(dd, J = 10.8,6. 8Hz, IH),7.43(dd, ] = 9.8,
8. 2Hz, 1H) , 7. 26 (s, 1H),7.23(d, ] = 9. 3Hz,2H),6.96(d, ] = 7.9Hz,2H),4.93(d, ] =
7. 6Hz, 1H) , 1. 07-0. 96 (m, 1H) , 0. 61-0. 50 (m, LH) , 0. 47-0. 37 (m, 2H) , 0. 13-0. 06 (m, 1H) .
[1598]  “jiifs] 78

[1599]  4- FAPAZE —8— 5l —5— (4- ( = H I ) ZRMAMEAE ) -4, 5— — & —1H- tMJf [4, 3—c]
WEERR (O6F R S A 4 A AT B)

[1600] S 12 TR BEATH) 4%, KA 2- 1R -5 WAREMBRA B EY 10 . RS
DK 7 248 2 PR (0,38 A3 23 B 0 il S f A, JE R FH 79 16 AT 40 Mo Rl S i) 44 A e B B[R]
= 8.0 4>%h, Xfmt R A B AR E I A] = 12.6 23 8P, MS m/2437. 9 (M+H) . 'H NMR(CD,0D)
§7.85-7.80(dd, J = 8.9,5. 1Hz, 1H) , 7. 50-7. 46 (m, 2H) 7. 40-7. 34 (m, 4H) , 7. 22-7. 16 (td,
J = 8.7,2.9Hz,1H) ,5.07-5.04(d, ] = 7.5Hz, IH), 1. 02-0. 94 (m, 1H) , 0. 54-0. 47 (m, 1H),
0.41-0. 31 (m, 2H) , 0. 17-0. 12 (m, 1H) ,

[1601] SCEAR] 79

[1602]  5-(5— GUMLNE —2— SERAMER ) —4- BRI -8- 5 —4,5- & —1H- mtMeJf [4, 3—c]
W R

[1603] 4% S 9 12 h iy ik SR A 56— G0 —2— nhbwe Tk 95 e i AT 1l 46 MS m/2405 (M+H) 7
'H NMR (DMSO-D6) & 8.36-8.35(d, J = 2.2Hz, 1H),7.95-7.92(dd, ] = 8.4,2. 3Hz,3H),
7.71-7.67 (m, 1H) , 7. 50-7. 44 (m, 1H) , 7. 38-7. 34(dd, ] = 8.8,2.9Hz, IH), 7. 24-7. 19 (dt,
J = 8.7,2.6Hz,1H) ,4.90-4.88(d, ] = 7. THz, LH),0. 93-0. 87 (m, 1H) , 0. 45-0. 40 (m, 1H),
0. 28-0. 15 (m, 3H) .

[1604]  SZjjEf] 80

[1605]  4- RPN ZE —5-(6-( = H T IE ) mbmg -3- FLmami st ) -4, 5- — & —1H- nkmJf (4,
3—c] MEmk

[1606] % SCHEfe] 13 AR A 2— IRANER AT e (83) dEAT il 2% AR o LA AL
CREAE S BT W R R, FERIH 535 17 AT 00 e MS m/z 421 1 (M+H) " 'H NMR(CDC1,)
§8.51(s,1H),7.87(d, ] =9.7,1H),7.68(d, J = 7. THz, LH) , 7. 49-7. 26 (m, 5H) , 5. 00 (d, J
= 7.6Hz, 1H), 1. 07-1. 00 (m, 1H) , 0. 56-0. 31 (m, 3H) , 0. 17-0. 08 (m, 1H) .

[1607]  SLjiafy] 81

[1608]  5—(4— SUUKMRLIE ) —4- FIE -4, 5- & —2H- atkMeIf [4, 3-c] Mk -8—
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[1609] M 8- ( WAL ) -5-(4- F AR BEAL ) —4- F 2 —4,5- & —1H- b M Jf [4, 3—c]
WK, $2 S 21 TP ALED) 119 BB AT HI & . MS m/z 376 (M+H) "o LHNMR (CD,0D)
87.55(d, ] =8. THz, 1H), 7. 45(s, 1H), 7. 11 (m, 4H) , 6. 84 (dd, ] = 8. 7, 2. 8Hz, 1H) , 5. 60 (g,
J=6.9Hz,1H),1.25(d, J = 7. 0Hz, 3H) .

[1610] SC Y45 82

[1611]1  (R)—4-(4- SR HE -7, 8- 3 —1H- MM IF [4, 3—c] MElbk -5 (4H) - FERETEEL ) ZR A%
[1612]  RAIBNER (70) FH 4— AL RTEIES, 12 St 13 v Pk B4 7 il 4, #3575 MeOH
FHEGE T P,0 BAEHEE R . MS m/z 403. 1 (M+H) ", 'H NMR(CDC1,) 8 7.77(dd, J = 11. 2,
7. 4Hz, 1H),7. 41 (dd, J = 10. 0, 8. 0Hz, 1H), 7. 29 (s, 1H) ,6. 94 (d, ] = 8. 4Hz, 2H) ,6. 27(d, J
= 9. 0Hz, 2H) ,4. 95(d, ] = 7. THz, 1H) , 1. 05-0. 96 (m, 1H) , 0. 54-0. 48 (m, 1H) , 0. 44-0. 33 (m,
2H) , 0. 13-0. 04 (m, 1H) .

[1613]  SCjifafy] 83

[1614]  (R)~4- RN FE -7, 8- 3 —5- (4~ A ZE ABAWEIL ) —4, 5- — & —1H-MEMEIF [4, 3-c]
WA R

[1615]  f2& SE i 5 13 1 BTk =K A B IR (70) AT 4- AiF 26 % Tl i S 2k AT i) %o MS m/
z432. 2(M+) ", 'H NMR(CDC1,) 8 7.78(dd, J = 11.0,7. 0Hz, 1H),7. 41 (dd, J = 9.7, 8. Oz,
1H),7. 28 (s, 1H),6.95(d, ] = 8.9Hz, 2H) ,6. 17(d, ] = 8. 6Hz,2H0) 4. 97(d, ] = 7. 1Hz, 1H) ,
1. 04-0. 94 (m, 1H) , 0. 57-0. 47 (m, 1H) , 0. 45-0. 31 (m, 2H) , 0. 129-0. 05 (m, 1H) .

[1616]  SCjfifsl] 84

[1617]  5- 4 —2- (4- BRI IE -7, 8- 5 —1H- ntkMeJf [4, 3—c] MEMK -5 (4H) - SRR ) 1
e

[1618]  F&Sjaf] 13 vh ik R AR (70) & (103) FIT 5 S e e —2— filk I SUdEAT il 46 o MS
m/z 429 M+H) *s 'H NMR(CDC1,) 6 7.71(dd, J = 11. 2,7. 4Hz, 1H) , 7. 58 (dd, ] = 10. 3, 8. 8Hz,
1H),7.38(s, 1H),7.33 (s, I1H),5.07(d, ] = 7.5Hz, 1H),1.09-1. 02 (m, 1H) , 0. 56-0. 32 (m,
2H) , 0. 21-0. 08 (m, 1H) .

[1619]  SLjiafy] 85

[1620]  (R)-4- FRIAZE —5-(4- ( 9 4L ) ARTRIERE ) -7, 8- 36 4, 5- & —1H-ntm
It [4,3-c] M=k

[1621] St 13 Fh Tk K HANER (70) A1 4- ( ZH FESE ) ARt ST 64 o MS m/
z 454. 1 (M+H) ", 'H NMR(CDC1,) 6 7.78(dd, J = 7.9,4. 3Hz, 1H),7. 42(dd, ] = 9.9, 8. 1Hz,
1H),7.27(s, 1H),7.20(d, J = 8. 8Hz,2H),6.85(d, ] = 8.9Hz,2H),6.45(t, ] = 72. 6Hz,
1H),4.94(d, ] = 7.7Hz,1H),1.05-0. 96 (m, 11) , 0. 60-0. 49 (m, 1H) , 0. 46—0. 35 (m, 2H) ,
0. 15-0. 06 (m, 1H) »

[1622]  SLjiafy] 86

[1623]  4-FAPNZE —8— 9 —5— (5—( =G 3L ) nmbhe —2- FEMAMESE ) -4, 5— — & —1H- nt eIt
[4,3-c] Wbk (% A4 {4 A A1 B)

[1624] S 12 Fh TR RN (77) FEEENE (107) BATHI% . ARG DA E 287
O TEAT I BT IR S A A, JEA 7325 20 HEAT 70 Hr o AW AA I A DR BH I TR) = 7. 6 3B, % ik
SR B AR BB T) = 13. 7 Z3%h. MS m/z 439. 1 (M+H) " 'H NMR (300MHz, CDC1,) & 10. 14 (br
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s, 1H),8. 53 (m, 1H),7.86(dd, ] = 9. 3Hz and 5. 7Hz, 1H),7. 81 (m, 1H),7. 46 (d, J = 8. 2Hz,
1H),7.38(dd, J = 8.5Hzand 3.2Hz,1H),7.10(m, 1H),5. 10(m, ] = 7.8Hz, 1H), 1. 06 (m,
1H) , . 48 (m, 3H) , . 16 (m, 1H) »

[1625]  SLjifafs] 87

[1626]  4- B ZE —5-(4-( @ PAUIE ) ZRBANESE ) -8— # —4,5— & —1H- nkMeJf [4,
3—c] Wik

[1627] & SCjtife] 13 ik EAT il &, SR 4- ( PR ) ZREBE AR B &9 83,
MS m/z 436. 1 (M+H) ", 'H NMR (300MHz, CDC1,) 6 7. 89(dd, J = 8.5,4. 8Hz, IH),7.29(d, ] =
8.5Hz,2H) ,7.21-7. 12 (m, 1H) , 7. 14(d, J = 8.6Hz,2H),6.83(d, J = 8. THz, 1H),6. 65 (s,
1H),6.44(t, J = 7.25Hz, 1H),4.93(d, ] = 8.2Hz, 1H), 1. 02-0. 99 (m, 1H) , 0. 54-0. 51 (m,
11) ,0. 46-0. 37 (m, 2H) , 0. 13-0. 11 (m, 1H) ,

[1628]  SLjifafy] 88

[1629]  7-( "F&2E ) -5 (4- FUARTAELE ) —4- F& —4,5- —& —1H- ntmeIf [4, 3—c] Mk
[1630]  $% Sl ) 4 BTk R A 3- N4 K I b AT ) %o MS m/z 467.8 (W+H) ', 'H
NMR (CDC1,) 6 7. 47 (m,4H) ,7. 35 (m, 3H) , 7. 19 (s, 1H) , 7. 01 (m, 5H) , 5. 62 (q, ] = 6. 87Hz, 1H) ,
5.16(s,2H),1.30(d, J = 6.93Hz, 3H) »

[1631]  =Zjifs] 89

[1632]  5-(4— L AREMERE ) —4- B —4,5,5a,6,7,8,9,9a— J\&A —1H- LM 3F [4, 3—c] M
Wbk

[1633] il 45 40T Tk 2— B 36 )\ S bk —4 (LH) — W), 2 5 22 St 4g) 1 fin s T2 ikt
M, MS m/z 350 M+H) *» 'H NMR(CDC1,) & 7.88-7.83(m,2H),7.56 (s, 1H), 7. 20-7. 15 (m,
2H),5.16-5.09(q, J = 6.8Hz, 1H),4.21-4. 14 (m, 1H), 2. 77 (m, 1H) , 2. 40-2. 35 (m, 1H) ,
1.80-1. 73 (m, 1H), 1. 70-1. 69 (m, 2H) , 1. 65-1.63(d, ] = 6. 0Hz,3H),1.55-1.52(m, 1H),
1. 44-1. 27 (m, 2H) , 1. 08-0. 99 (m, 1H) .

[1634] R HFALAWEEAR F2MR Y R iy 6% 1

[1635]  =Zjifs] 90

[1636] 5' —(4-( = FH)- ZFEEEIL ) -1 ,5" - &8 [ LS -1,47 - kM Jf
[4,3-c] MM ]

[1637] MS m/z 439.1(M+H) . 'H NMR(CDCl,) 6 7.75-7.73 (m, 1H),7.61-7. 45 (m,
3H),7.36(d, J] = 8.0Hz,2H),7.26(d, J = 8.0Hz,2H),7.0(s,1H),2. 70-2. 60 (m, 1H) ,
1. 68-1. 60 (m, 1H) , 1. 29-1. 19 (m, 1H) , 0. 58-0. 51 (m, LH) »

[1638]  SLjiafy] 91

[1639] 5' —(4- G ZRREEEIL)-1" ,5' - &2 [ FRAKE -1,4" - eIt [4,3-c] i
Wk ]

[1640] MS m/z 372. 1 (M+H)'., 'H NMR(CDCl,) 6 7.72-7.69 (m, 1H),7.64-7.61 (m, 1H),
7.52-7.42(m, 2H) , 7. 28-7. 25 (m, 2H) , 7. 08-7. 04 (m, 2H) , 7. 0 (s, 1H) , 2. 64-2. 56 (m, 1H) ,
1. 64-1. 56 (m, 1H) , 1. 29-1. 19 (m, 1H) , 0. 56—0. 52 (m, 1H) »

[1641]  SCjiafs] 92

[1642]  7,8- g —4- 3L -5 (MEWy —2- FRRAMESL ) -4, 56— & —1H- mbMEJf [4, 3—c] M
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Wbk

[1643] MS m/z 368 (M+H) . 'H NMR(CDC1,) 6 7.72(dd, ] = 10.8,7. 2Hz, 1H),7.57(dd, ] =
9.9,8. 1Hz, 1H) , 7. 29 (m, 2H) , 6. 98 (dd, J = 3.9, 1. 2Hz, I1H),6.75(d, ] = 4.8,3.9Hz, 11),
5. 84 ( & HIE, 1H) ,5. 69 (q, J = 7. 2Hz, 1H) , 1. 32(q, J = 7. 2Hz, 3H) .

[1644]  SCjiEfs] 93

[1645]  5—(4— GUASHAWEIL ) —4- FHE —4,5- & —1H- mEmeIf [4,3-c][1,8] —Hm %
[1646]  f2& S Jili 44 18 o i 3 kAT il 2%, SR A 55 VR Ak 86 A 3R 0 25 IR 4k BE . MSm/z
368 (M+H) . 'H NMR(CDC1,) 68.30(dd, J = 4.9, 1.8Hz, 1H),8.07(dd, J = 7.6, 1. 8Hz, 1H),
7.95(m, 2H) , 7. 43 (s, 1H) , 7. 38 (m, 2H) , 7. 10(dd, ] = 7. 6, 4. 9Hz, 1H) .

[1647]  SLjafy] 94

[1648] IR (5-(4- AN ) —4- Ik -4, 5- Z& -1H- mEmE I [4, 3-c] &
Wk —7- %% ) B

[1649] MS m/z 447 (M+H)". 'H NMR(CDCl,) §7.65(d, J = 11.7Hz,1H),7.64 (s, 1H),
7.22(s,1H),7.18(d, J] = 8.6Hz,1H)7.17(d, ] = 8.8Hz,2H),7.06(d, ] = 8.8Hz,2H),
5.64(q, ] = 6.8Hz, 1H),3. 17 (s,3H),3. 07 (s,3H),1.32(d, ] = 7. 0Hz, 3H) »

[1650]  SLjifaf] 95

[1651]1  7- 5 —4- 2L -5-(4-( =R ) ARl ) -4, 5- & —1H-nkMeJF [3,4-d] BE
Wyt [2,3-b] nkig

[1652] MS m/z 434.0(M+H)". 'H NMR(CDCl,) 8 8.58(s,1H),7.62(d, J = 9.0Hz,2H),
7.54(dd, ] = 9. 0Hz, 2H) , 7. 36 (s, IH) , 7. 03 (s, IH) , 5. 66 (g, ] = 6. 3Hz, 11) , 1. 43 (q, 6. 3Hz,
3H) .

[1653]  SLjiaf] 96

[1654]  4- 45 -7,8- 5 -5 (5- ( s AL ) nkne -2- BERAMEEE ) -4, 5- — & —1H- HEme
It (4, 3—c] Mk

[1655] MS m/z 445.0(M+H) . 'H NMR(CDCl,) &8.53(s,1H),7.89(dd, J = 10.6,8. OHz,
1H),7.74(dd, J = 18.6,11.3,1H),7.60(d, ] = 8. 2Hz, 1H), 7. 46 (dd, ] = 18.6,10. 0, LH),
7.34(s, 1H),5. 45(dd, ] = 15. 3,8. 5Hz, 1H) , 1. 64 (m, 1H) , 1. 50 (m, 1H) , 1. 00 (t, ] = 7. 3Hz,
3H) .

[1656]  SLjifafy] 97

[1657]  4- PRINZE -7,8— 3 —5- (MEWy —2— JEMAILIL ) -4, 5- — & —1H- nkMeJF [4, 3—c]
WA R

[1658]  MS m/z 394.0(M+H) . 'H NMR(CDCL,) & 7.75(dd, J = 11.4,7. 5Hz, 1) ,7. 57 (dd,
J = 10.5,8. THz, 1H) , 7. 29 (m, 2H) , 7. 08 ( 5% A &, 1H),6.96(dd, ] = 3.9, 1. 2Hz, IH),
6.73(d, J = 5.1,3.9Hz,1H),5.01(d, J = 8. 1Hz, 1H), 1. 03 (m, 1H) , 0. 53 (m, 1H) , 0. 40 (m,
2H) ,0. 11 (m, 1H) »

[1659]  SLjifafy] 98

[1660]  7,8- % —5—(4—( —H I ) - ZRMAIEEAE ) -4, 56— & —2H- MEMEIF [4, 3—c] Mk
[1661] MS m/z 416 (\M+H) " "H NMR(CDC1,) 6 7.69(dd,J = 11.1,7.2Hz, 1H),7.48(dd, J =
10. 2,8. 4Hz, 1H) , 7. 38(d, 11. 4Hz, 4H) , 7. 20 (s, 1H) , 4. 93 (s, 2H) , 2. 69 ( T& LU, 1H) .
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[1662]  =Zjiifs 99

[1663]  4- AP —7-( =9 I AHE ) -5-(6-( = &L ) Hbre -3- FEmRmE s ) —4,5- —
2 —2H- mEM I [4, 3—c] ik

[1664] 4% sijtifs] 13 vp Bk BEAT il 2%, KA 2- R —4-( =9 P42 ) ZREEMNER . MSm/z
506. 1 (M+H) "= 'H NMR(CD,0D) 8 8. 45 (s, 1H) , 7. 78-7. 73 (m, 3H) , 7. 62-7. 59 (m, 1H) , 7. 47 (s,
1H),7.41-7.37 (m, 1H) , 5. 18-5. 16 (d, ] = 7.6Hz, 1H), 1. 06-0. 98 (m, 1H) , 0. 60-0. 52 (m,
1H) , 0. 45-0. 34 (m, 2H) , 0. 23-0. 14 (m, 1H) ,

[1665]  SZjifafs] 100

[1666]  (R)-4- MNZE —7-( A ) -5 (6-( =H P ) nbmg -3- BRI ) -4,5- —
S —1H- nibm It [4, 3-c] ik

[1667]1  f& St 5] 13 A Bk 1B AT i 2%, KA 2- ¥R —4-( =5 P55 ) 2% 28 Al I 7ok 1k
2 83, MS m/z 488.9(M+H)". 'H NMR(CDC1,) 68.53(s, 1H),8. 17 (s, 1H) , 7. 84-7. 81 (m,
1H) 7. 68-7. 65 (m, 1H) , 7. 50-7. 28 (m, 3H) , 5. 08-5. 05(d, | = 7. THz, 1H), 1. 09-0. 93 (m, 1H) ,
0. 64-0. 55 (m, 1H) , 0. 50—0. 36 (m, 2H) , 0. 18-0. 13 (m, 1H) .

[1668]  =Zjiifd] 101

[1669] (R)-4- A& -T-( R FHEE)H-U-( ZHm FHE) KBEBEE)-4,5- =
2 —2H- nbm It [4, 3—c] ik

[1670]  FZ Lt 13 v Prk gEAT #il45, SR 2- ¥R —4- ( R AR ) ZREMR A 4-( =
S ) FEREEES. MS m/z 520. 1(M+H) . 'H NMR(CDC1,) 8 7.85(s, 1H), 7. 71-7. 68 (m,
1H),7.43(s, 1H), 7. 31-7. 24 (m, 3H) 6. 99-6. 96 (m, 2H) , 5. 02-4.99 (d, ] = 8. OHz, LH),
1. 09-1. 00 (m, 1H) , 0. 66-0. 57 (m, 1H) , 0. 55-0. 40 (m, 2H) , 0. 23-0. 16 (m, 1H) ,

[1671] SR 102

[1672]  (R)-4- HANZE 8- ( =g AEE ) -5 (6-( =F FHE ) nmbme -3- BN ) -4,5- =
S —1H- nEMedf [4, 3-c] Wbk

[1673] & st 13 vh fr ik R AT il 46, KA 2- 1R 5-( = P 3 ) REMM K. MS m/
2489. 1 (M+H) " 'H NMR(CDC1,) 8 8.59 (s, 1H) ,8. 11-8. 08 (m, 1H) , 7. 91 (s, 1H) 7. 82-7. 79 (m,
1H),7.61-7. 49 (m, 3H) , 5. 08-5. 05(d, J = 8.0Hz, 1H),1.08-1.01 (m, 1H) , 0. 67-0. 58 (m,
1H) , 0. 55-0. 44 (m, 2H) , 0. 23-0. 17 (m, 1H) ,

[1674]  SZjifEfs] 103

[1675] 4 FANZE -7- B 5-(4-( =5 P2 ) KWL ) -4, 5- & —1H- kM If [3,
4-d] WEMEIE [5,4-b] mEnE (149)

[1676]
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OH
THF
[>—cHo + =—mgBr am -
138 139 74%) 140 N\

CFy
(CaHakaN, Q /©/
0,0 CF3 | DIAD, THF 0=§ HCOH
N\
" +BuOCCHNH, o /©/ — N —
/@f Cl TEA, GHCly o= (45%) 20( (69%)
FaC : Il

I |
3 rNH t-BuO.
e tBuOL 442 - 143
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ogé 1.80Ch, CH.Cl, of‘s‘, Ag,0 ,s TBSOTY,
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CFs cFs
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8507 Y 2. CHyCSNH, N~ (79%)

N-N HO \/ .

TBS HN-N HN N
147 148

(16771  1- RNIEH —2- 4k —1- FE (140)

[1678]  7E 0°C, & H 3P4 ek =}, 4L 54 (138) (5. 00g, 71. 3mmol) T THF (50mL)
HR PR VR R D R FEVRALEE (139) (0. 5M - THF H, 178mL, 89. 2mmol) o #f J Wy & 47
0°CHEHE 3 /NI, AR5 AT NH,CT /K9 (100mL) 2 v K IR A S0 K VIR &)
FHRE T 4=k pE . Y8V EtOAC (100mL) FokEJ43 2« AHLZ AR NaCl ZK#5 ¥ (100mL)
Bedk, F MgS0, T4, i B 4i o PR R )@ Pis (i gk AT 24 (20% EtOAc/ Tft)
93 6. 15g IOEE (140) (90% ) » 'H NMR (300MHz, CDC1,) § 4. 20 (bd, ] = 5. 6Hz, 1H) , 2. 44 (d,
J = 2.1Hz, 1H), 1. 90 (bs, 1H) , 1. 25 (m, LH) , 0. 57 (m, 2H) , 0. 52 (m, 2H) .

[1679]  2-(4-( = AL ) KEREEEAL ) CIBCT R (142)

[1680] 7E 0°C, 7] HE& M T M5 (t-Bu0,CCH,NH,, 10. 0g, 76. 2mmo1) F CH,CL, (150mL)
I N N = 2 & (TEA, 12. TmL, 91. 5mmol) , 4R J& in A i Bt &AL &9 (141) (18. 6g,
76. 2mmol) o ¥R NARE WD 18 /N, [RINHE AR S . B A H,0 (100mL) 8 2 MR
GRS FEATZ 3 1R % o A WL FH MeS0, T4, iy FFuk 4, 1531 25. 9g 1) 142 (100% )
MS (ES)m/z :340. 0 (M+H) .

[1681]1  2-(N-(1- FANFEN —2- P ) —4-( =F PR ) e ) LT s (143)
[1682]  7£ 0°C, [ 142 T THF (150mL) ¥ in A =T ZE W% (29. 1g,143. 6mmol) Fi
BEAL5 ) 140 (5. 06g, 52, 6mmol) o 2R 51 77 ZMA MR A 2R — 5+ A G (DIAD, 27. SmL,
143. 6mmol) o ¥ R NAIRGWITE O°CHEFE 2 /NN, IR JE WA o TS 5 AR )l o PRt (1 v ik
1T8li4k (10% EtOAc/ Tt 10% CH,CL,/ Tkt ), 1321 9. 84g 1 143(45% ) o MS(ES)m/z :
440. 2 (M+Na) ",

[1683]  2-(N-(1- RNFEHN —2- Gedt ) —4- (= Hm P ) K EIE ) 4 (144)

[1684] AL 143 (8. 34g,20. Ommol) ¥ T A IR th IR AE Z IR FHE 24 /DI o AR B (AT
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V€, 1 It P84 BORUTIE . YA T EtOAc (10mL) $ES% BT [ 14, 13 21 5. 08g 11 144 (69% ) »
MS (ES)m/z :362. 0 (M+H) ",

[1685]  N—(1— BTN —2— et ) -N-(3— dAUE —2- S ANAHE ) —4- (= F T ) ARk
i (145)

[1686] AR EES (2mL) i AAL& 4 144(0. 50g, 1. 38mmol) « H4 X N IR -G WLE 70°C
hn# 2 /J\Em B R NARG PV 2 IR IF IR . W SRR T Et,0 (5ml) T IFAE
0°C InEHr il 24 M EE FhE (CHN,) 1 Et,0(30mL) ¥ . EA FFbedi T4 7l AE
0°C, I1] 40 % KOH ey, (15mL) FH Et,0(30mL) HIVE A 1- %R -3 fifE —1- WAHZAN
(1.01g,6.91mmol) 1o f# R NVIRAMIAE O°CHIE 45 73 8h e BHRFEFFLE —40°C, FHAIK)Z
4. 18 0°C, ¥-aHUZ BN 236 [ 7K KOH (2. 50g) [FI3HT  NVIf o AH R NAREHIAE 0°C
HE 16 708h. AREH R NVIREWIAE O COHT 295 7 B R NI S BRI DD AR S0H EL,0 %
o AT RNIREWAE OCHE 30 708, ARG H 4 (2mL) WK ¥ R NVIR- G PR 2R,
JFH EtOAc (25mL) A1 H,0(25mL) F#kt. 432 . A HLZE F AR NaHCO, (2x30mL) A1 Al
[#) NaCl ZK¥5¥E (30mL) YEV: . A HLZEH MgS0, T4, ik JE Ik . P R i i Phos (5135
HUHTEAL (20% EtOAc/ CV5E ) , 1531 0. 37g 11 145(70% ) » MS (ES)m/z :408. 1 (M+Na) .
[1687] A- B AL 5-(U-( —H TR ) KRB )-5,6— — 5 —2H- nE e If [4, 3—c] ik
e =7 (41D - fi (146)

[1688]  [a] 4L & 4 145 (0. 37g, 0. 96mmol) (¥ EtOH (5mL) %5 ¥ F in A S AL 4R (1) (0. 02g,
0. 09mmol) o K NMIR-EWIAE 80°C N 18 /NI, SR JG VA H1 2 500 . 44 IR NVIR-G W A E +
L PEFHAAG . PR PO g AT 4k (40% EtOAc T Okt ), 1931 0. 19g 1)
146 (51% ) » MS(ES)m/z :386. 1 (M+H) ",

[1689] 1-( T — AL A p e RO -7- (RT3 — P PR ke ACRE ) -4- BRI
B S5-(U-( PR ) R ) -4,5- S —1H- nkm3f [4, 3—c] nkie (147)

[1690]  7F 0°C, [M4k&4 146 (0. 33g,0. 87mmol) T+ CH,C1, (2. 5mL) H IS T I = 2 Ji%
(0. 14mL, 1. 04mmo1) , ZR J5 I\ =4 B AR (RT3 — 3L Ak g3t ) 5 (TBSOTT, 0. 21mL,
0.87mmol) o ¥4 R NIREWYITE OCHLFE 1. 5 /NN, AR J5 A H,0 (Iml) ¥ K. 44 R N IR -G V)R
HRFIRIFDE. AVUEM MgS0, T, iy ilk4i . ik R iEid Pk i i 47 44k
(10% EtOAc/ Tkt ), 153 0. 38g 1) 147(72% ) . MS(ES)m/z :500. 1 (M-TBS) ",

[1691]  A-IFNFE -7- AL -5-(4- (=L ) RIS ) -4, 5, 5a, 8a— PUST —1H- LMk If
[3,4-d] WEM I [5,4-b] ALRE —8a— i (148)

[1692]  [4L&4 147 (0. 05g,0. 08mmol) F CH,CN (1mL) H ¥ HH AN — & AL T (XeF,,
0. 05g,0. 28mmol) o ¥ K NMIRG WAL AR HE 3 /DI, K EHINA®AR LBz (CH,CSNH,,
0. 03g,0. 41mmo1) o ¥ K WAIRGWIAE ZEWRBHE 18 /N, Ff HHLRT NaHCO, /KW (1mL) 74K
¥R MNVIREG Y EtOAc M (BmL) IF73 2. ANLEH MgS0, 458, ik yEIFksi . iR
Wyid i POk AR AT 44k (50% EtOAc/ Tt ), 1521 0. 03g 11 148 (80% ) » MS(ES)m/z :
459. 0 (M+H) *»

[1693]  4- ML -7- FIE 5- (- =TI ) ATRELIE ) —4,5- — & —1H- nbmkJF [3,
4-d] WEMR I [5,4-b] AtklE (149)

[1694]  1EO°C, M4LAH 148(0. 03g,0. 06mmol) T CH,C1, (ImL) "I I =9 LR
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BF (0. 04mL, 0. 32mmol) , 4R J5 ANAMERE (0. 05mL, 0. 65mmol) o 4 K NIREWILE 0°CHEFE 1 /)N
i, 4R J5 AT NaHCO, ZK W (ImL) ¥ K FFH CH,CL, (5mL) #ikt. 40 2. A HLZH H,0 (2mL)
VeV, F MgSO, T4, ik yE k4 . Pk i ad PRost (A3 1E 47 44k (50% Et0Ac/ bt ) ,
7330 0.03g ) 149(79 % ). 'H NMR(300MHz, CD,C1,) 6 7.62(d, J = 8. 3Hz,2H),7.50(d, J
= 8. 4Hz,2H) , 7. 36 (s, 4H) ,5. 06 (d, ] = 7. 5Hz, 1H) , 2. 78 (s, 3H) , 1. 24 (m, 2H) , 0. 46 (m, 3H) ,
0. 22 (m, 1H) ;'°C NMR (75MHz, CD,Cl,) 8 163.7,140.9,137.6,136.8,135.0,134. 6, 130. 4,
127.4,126.0,121.8,113.4,61.0,21. 2,17.6,3. 47,2. 92 ;MS(ES)m/z :441. 1 (M+H)

[1695]  SCjfifs] 104

[1696]  5— (4— FURTEMEIE ) —4- 3L —4,5- — & —1H- MEMEIF (4, 3—c] Wk -7,8-
[1697]1 MS m/z :391.9 (M+H)". 'H NMR(CD,CN) & 7. 28 (s, 1H),7. 18(s, 1H),7. 13 (s 4H),
7.00 (s, 1H) ,5. 54 (q, ] = 6. 8Hz, 1H), 1. 24(d, J = 6. 8Hz, 1H)

[1698]  SLjfifs] 105

[1699]  5—(4— SUURTEMEIE ) —4— WIE —4,5— — 4 —2H- ALMEIT [4, 3—c] Mk —8—

[1700] i1 8- (W4IE ) -5 (4- SURTEEEIL ) —4- I3 —4,5- 5 —1H- mtmeIf [4, 3—c] M
bk, $22 S 21 FPO TS 119 IHERBEATHI % . MS m/z :375.9 (M+H) ", 'HNMR (CD,0D)
§7.55(d, ] =8. THz, 1H), 7. 45 (s, 1H), 7. 11 (m, 4H) , 6. 84 (dd, ] = 8. 7, 2. 8Hz, 1H) , 5. 60 (g,
J=6.9Hz, 1H),1.25(d, ] = 7. 0Hz, 3H) .

[1701]  SCjfs] 106

[1702]  4-(8— % —4— AL —1H- nbME I [4, 3—c] Mk —5 (4H) — FEmIEIL ) -3, 5- L
N8 [

[1703]  $%SEjtafs) 29 v ik dEAT il 2%, R 3, 5- Z AL R lg@m: —4- BT S(. 'HNMR (CDC1,)
§11.09 (s, 1H)7.79-7.74(dd, J = 8.9,5. 1Hz, 1H),7.53-7.49(dd, ] = 8.5,3.0Hz, 1H),
7.40 (s, 1H) , 7. 16-7. 09 (dt, ] = 8.4,3.0Hz, 1H),5.64-5.57(q, ] = 6.9Hz, 1H),2. 03 (s,
3H), 1.97 (s, 3H) , 1. 35-1. 33 (d, ] = 6. 9Hz, 3H) .

[1704]  SCjffs] 107

[1705] 8- Jf —4— F3E -5 (1— 3L —1H- nibmk —4- JEREELIL ) -4, 5- & —1H- ntkme It [4,
3-c] Wk

[1706]  $%SEif] 29 H TR BT 4%, SRA 1- A& —1H- nibm —4- RS, "HNMR (CDC1,)
§7.79-7.74(dd, ] = 8.9,5. 1Hz, 1H),7.45-7. 41 (dd, J = 8.4,2. THz, 1H), 7. 36 (s, 1H) ,
7. 15-7. 07 (m, 2H) , 6. 98 (m, 1H) , 5. 70-5. 63 (q, ] = 6. 9Hz, 1H), 3. 67 (s, 3H), 1. 33-1. 31 (d, J
= 6. 9Hz, 3H) .

[1707]  SCjfifs] 108

[1708] 8- 9 —4- FZE -5 (5 (MbRE —2- F& ) Wy —2— FEMAmWEIE ) -4, 5— — & —1H- nt eIt
[4,3—c] Mk

[1709]  $% S i 4] 29 v By ik @ AT W) &, KR A 5k mE —2- 6 ) BE Wy —2- filt W .
'HNMR (CDC1,) & 10. 25 (s, 1H) 8. 51-8. 49 (d, ] = 4. OHz, 1H) , 7. 83-7. 79 (dd, ] = 8. 8, 5. 1Hz,
1H), 7. 69-7. 65 (m, 1H), 7. 49-7. 41 (m, 2H) , 7. 28-7. 11 (m, 5H) , 6. 82-6. 80 (d, ] = 3. 8Hz,
1H) , 5. 73-5. 68 (q, J = 6. 8Hz, 1H), 1. 36-1. 34 (d, ] = 6. 8Hz, 3H) »

[1710]  SCjEf5] 109
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[1711] 8- R —4— AL —5—(1- FE3E —1H- mkme —4- JEREELIL ) -4, 5- & —1H- kM It 4,
3—c] MEmk

[1712]  MS m/z :348. 1 (M+H) . 'H NMR (DMSO-d6) & 12.83 (s, 1H),7.67-7.63(dd,J = 9.0,
5.4Hz, 1H) , 7. 54-7. 48 (m, 2H) , 7. 40-7. 36 (dd, ] = 9. 0, 3. OHz, 1H) , 7. 17-7. 10 (td, ] = 8. 7,
3. 0Hz, 1H) ,5. 58-5. 51 (q, ] = 7. 2Hz, 1H), 1. 14-1. 12(d, J = 7. 2Hz, 3H) »

[1713]  Scjfifsl] 110

[1714]  (R)-4- &% -7,8- =5 5 (4-( =& ) KM% ) -4, 5- =40 —1H- nkmJf
[4,3—c] Wbk

[1715]  $% s 13 v Bk 24T il 2%, K 2- IR -4, 5- ZRAR MR, LB R B AT
W% 72, MS m/z :444. 1 W+ . 'H NMR(CDC1,) 8 7. 70(dd, 1H, ] = 7.5, 11. 1Hz) , 7. 47 (t, ]
= 8. 4Hz, 1H) , 7. 40-7. 34 (m, 4H) , 7. 19 (s, 1H) , 5. 25 (t, J = 8. 4Hz, 1H), 1. 64-1. 54 (m, LH),
1. 47-1. 38 (m, 1H) ,0. 97 (t, ] = 7. 2Hz, 3H) .

[1716]  SCJfEfs] 111

[1717]1  (R)—4- BN ZE 8- i -5 (4-( = J AR ) RTEMEES ) -4, 5- — & —1H- kMg Jf
[4,3—c] WMk

[1718] 5Lt 13 I PTIR AT Hil 4%, R 4- ( =5 P L) il MS m/z :454. 0.
'H NMR(CDC1,) 6 7.69(dd, J = 9.5Hz,2. 2Hz, 1H),7.66(dd, J = 8.4,5.9Hz, 1H),7. 27 (s,
1H),7.20(d, ] =8.7,2H),7. 16-7. 10 (m, 1H) 6. 94 (d, J = 8. 4Hz, 2H) ,4. 95(d, J = 8. 1Hz,
1H), 1. 07-1. 0 (m, 1H) , 0. 58-0. 42 (m, 3H) , 0. 15-0. 12 (m, 1H) ,

[1719]  SEjfifs] 112

[1720]  (R)-4- M A ZE 8- il —5— (4- AR AN ILAL ) -4, 5- & —1H- nkMeJf [4, 3—c]
WA R

(17211 42 SEJtif) 13 vp Bk AT 4%, SR 4- AR AEE S MS m/z :400. 1 (M+H) "
'H NMR (CDC1,) 8 7.69(dd, ] = 4.0,2.6Hz, 1H),7.60(dd, ] = 8.4,5.9Hz, 1H) , 7. 30 (s, 1H) ,
7.15-7. 12 (m, 2H) , 7. 12-7. 04 (m, 1H) , 6. 60—6. 55 (m, 2H) ,5.0(d, ] = 7.6Hz, 1H),3. 71 (s,
3H) , 1. 20-0. 92 (m, 1H) , 0. 60-0. 35 (m, 3H) , 0. 19-0. 14 (m, 1H) .

[1722]  RA T@RA&MHAT F G AEEFIN CORE © Che= 10 © 90 YENFH, K
ImL/min, ¢ CHIRALCEL#ODHOCE-EF074 F 4T,

[1723]  AE4p= St

[1724] v - 73l BEA S

[1725] Wil v - 43 WhEE APP RS, DA & APP K4 (MBP-C125Swe @A 251 ) 7 A B 40
AT R R SR R K AR A . SR SR T TMR—32 41 s i) AN 52 A Al 3R U E Ky v — 20 b
Al I i) 571), A FH 2 APP (MBP-C125swe) i AR A4 [ C— Ui 125 M2 LR (M A Fl & 28 M
NI %R CFE AP IR, UG SN TG, 7 AR08 ), iR 2 A B L s o 8
55 A B A0 7 miFr e I EDE BUR TR 3R ARG HAE R AR A B (17-28) Fe ik &
PUARAE I ELTSA TRES RS B 2 3R 00 2400 ) o SR 5 s BT A= B 1 I 22 e e K il P A
RE RN, X A S 2R - R B I 2O E T . SR TR v - 3R Ny
T

[1726] M EHITTE
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[1727] &1 5 2 » 42°C il BIGCHAP BT 149mg/ml 7K S8 5 1EAH [FIELEEAR 31 30
43P ¥ BigCHAPS (N, N- — (3-D— MM L2 2L P 2% ) R ) e B IX PP i, i i
#3 B Sigma (St. Louis,Mo.) ] V- BYx4E ) (& b 40 % BENREL CBEIEII R3S ) 42 8mg/
ml BIIE . 285 H Hepes RGN IR TRFAVE VRS 14 & 4 BigCHAPS 1 8mg/ml S (RIS A
B2 0.53mg/ml 5. 2R AR E A Hepes G2l SALAN \B1gCHAPS Jei I MIIRZE, H
ZISWHIE v — 2P g (25 B47 ) I MBP-C125 JEE4) (0. 05mg/ml) 1 TAEHS L -

[1728]  RJE¥E v - 73 WbBE N3 96— LA AR b, 4R 5 LAAS[RI R P00 B2 E 37 C 537 30
ayEP. BE M MBPCL25 JEA VAT 46 N 5 12 R NI AE 3T CHEAT 2 /it o i i SDS &
0. 1% IR FEAE SNV, SRIGEERS 100 1 1 1 S IR AW 2 i 35 ME ELISA A, JF7F 4°C 1
FEIE B I BRUERJE 00 ELTSA SRIGAS I W2 7= 4, 31K F /S sSbrdE il 52 210

[1729] 48R

[1730] 4% LIRGHAT IR, SEARRE LA 57 Sl & 10 AL ELE ¥ - b
e b BAHIER, H 1C, i R T, Horh” A" K78 0.1~ 100nm [ 1G53 " B” K
75 101 ~ 500nm [#] 1Cy, 5 7 C” 7R 501 ~ 1000nm [¥] IC, fH 2" D" 7% 1000 ~ 10000nm

H 1C, 1H .
[17311 FEA
[1732]
2K ICs
[1733]
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