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{E24 CETP 57 BT ARNTE

[0001]  ACHAEE 2005 4F 12 H 28 HARAZH, K WAL RN “ Ay CETP JH 71 R8I A0 i
AR 1 b B R R I 0 S HE

AR
[0002] AR SR AL &0 < il 5% RV E R AL G 0 B D iR A AL 54 AT TR T B
TR 5 e 2 AR DR R AE BB I A S VAT i

BEEEAR

[0003]  7EffReE AW 2 S R dE A (HDL) RO, AR BEls - #8281 (CETP) & H 2
(¥ f 2, CETP /&5 HDL Mok 3R AH S5 (1) 7T0kDa MW (. e AR 3k 7 JIE [ B S M HDL 4]
THBIEEA B MIRE QNS . XA LR EMA W =B R A B, HI,
CETP ¥ 1 i B A AT LA 350 HDLL JIE o] AP A B4 , FBaARARAR 25 S g 2 11 (VLDL) AR &
JEEEE (LDL) [7KF. Pk, CETP AJ LAIRIBSS2ma - ZhBksRAE L (#5101 LDL) Fit - Bk
BEEEAL (B4n HDL) HE 8 A RO .

[0004] A SEAG PRI 7L 2K B, CETP B4 55 7] LA &7t s 30-60 % HDL 7K-F. i
TR AR CER Y], A% e S IR EE (HDL-C) & wbiRBNkp (CAD) HIARCK Y S
A% . Gordon Z& A Circulation, 79, %8 8—15 T, 1989 ;Despres 2 A\, Atherosclerosis
153 :263-272, 2000, Ff 5 HDL-C C& Box 1 X Fhfa B i A%, JF B4R Aht, B+ & 1mg/
d1(0. 02mmo1/1) FJ HDL-C, A] LA yak /b 56k 0o (CHD) fesfr 2-3 %, & J& Al 50 % & i &
(LDL) BEARAHLEEE o AATTIAANILIG HDL-C 7K >40mg/d1 J& 5k VRN 4k K 1 TR b v 7 2%
Hhro XA BFRAT-5FT A R ML HDL-C 7K P AISk i O s (THD) BRALZE0i &
JUH L B DA B T IS AR T S A IR FE B (LDL-C) /K (<< 100mg/d1) HIVGEIT
2 EHR.

[0005]  AAIIAHAE , HDL RBLEn kR AEACAE FE 5 3500531 p T B A (2 a3 i 12 I L] s A 40 i
W IR 1 2 B B8 7, IR BRAE B [ B ) B i (kR . Rt — S8 HE LR, HDL m] DAY
BNk REREAL . B, — SR 7T Bon, HDL Bl S AL AT 200 2R . RS AL
FEY R RIS AR B R MRS IR SR AE . HDL ORI HE T 5 SE 2% LDL AL B, A0 55 X S Tk il
(paraoxonase) - MIL/IMR TG AL TE F 20 56 24 /K R g AN BN I — MBS B B L A6 B . I Ll ]
PABBAR BT ZSRETE S AL IBE RS SR A E AT I7E LDL AR . KAk, apoA-T A LA & &AL g
i, JEM LDL g e iIBR 2. #E—25 10, DL W 0] PATE 24/ F IR IR 37, /N9 A 4%
e 2 HE (LPS) , LY LPS B 2IEMERUR . AE W B R MR I8 A v, HDL Jasb>
BEBEFREF1RIE . HIE, FHE DL AT PLBUsh ks ek , o8 mT DL Hudt
[o006]  IRAT[M¥GYT, Bl 40 HDL- F+&ie 7 A sl ok BE Ak 697, B A RPRPE, ™ &
W32 . BT ZR I —RG 7 ik, SRS TRT 8A 7T 5 1R B AR R 5% 999 iE Bk
T B an Eh KRS R BB R TV
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RZIPAS

[0007] A EHPE FORT R A A ) A 53X e R e AL & W BT B0 45 ) A0 A IR b
Je A RS E IR T 15 . ARSCAFFRZ M & R IEAA Y A5 X R A AR
THERE X SR g ) TEM A AW “RIZAA IR 51X Se Al S W 2 A5 WD AE % P
IR A M A PE. R SIS T T A FFAE PCT H AR WO 2004/020393 Al
U.S. &H] 6,710,089 #1 6,723, 753 1.

[0008]  YE—J I, AR WML TSR & IX B L S IR A5, ik A AR T
K

[0009]

- (@,

[oo10] B Eh, WHE 22 P 2 W ERAE 25 2 T 4 52 10 38, AR 25 0 AR A WAk IR & 4 )
Wedd  BAR A M-I A BB IR S A A, Hd .

[0011] AR EUARECR A B B S ERBONER B R B8R 43, 02 A 5 2 10 DN ER R 5, B4 i
{8, I+ HAE Z /D — AN B NP2 R FEUREF 0, DN=, >S, SNR', >S0,, 3K >CO ;
[0012]  RUFIR™MOSTHIEH 1) & 52) BHURBOR AR TS IR BE L | A e 5t | 25
FIRHE 5, P — AN AR 2 12 M E T, B d— &R R T AR
AT R B 2 R T E 2 L] >0, DN-, >S, >NR', >S0,, Bk >CO ;3) CO,R®, COR?,
SO,R®, SO,NR°R’, B, CONR°R'; B, 4) (CHR *) ,R°BY (CH ,) ,R'CO,R®, Hirpt n 78 & FiE vt 42 1.2 B
3 sRYES G O N L % B e R BT A, B Pk b i Bbe SR e — N EA R
Z 12 ANBRIET sRYESAF LT, MOr bk B Bedt IR pe it 5 3k IR S B2k 75 2, o
A —NHEHARZ 12 DMR)EF, K E— R R BURS R A5 20—k 5 T 71
(K% F B >0, DN=, DS, DNR™, >S0,, B >CO sRYEF PG Ol T A7 bz [ St 5L 8F
fedik, U, Frid e s e e AR — MR £ 2 12 MR

[0013] B R'FN R*— 2 E B AR B AR A B F) S IR BRI R 43, 1% B IR SRR 3 A
22 12 MREA HHRT Z 248 AERE A 1.2 B3 MM 3 T 21 44 5 Bk
HH >0, >N-, >S, >NR', >S0,, 8 >CO ;

[0014]  REH 1) AEEE ;2) HEE L 12 MR F BB BCR BRI BT :3) #
HUARECR B BRI 75 5, BOp: SR ECR B A 56— BX 7— JrZR R AL B A 05 5L, Ho 9 4E
fA—MEER2Z 12 PMEF BF 1.2 803 Mok B F 228 R FER R >0, ON-,
>S, >NR", >S0,, 8% >CO ;8% 4) CO,R®, COR®, SO,R®, SO,NR°R’, CONR’R’, C (S)NR°R’, C (S)NC (0) OR®,
% C(S) SR

[0015]  Jorply RYZ T AL, 75 5 IR R Bk 75 60, R YT £ 2 3 MIOTIE R A1 EL
REIC &R FEEL B AR 2 12 MRIEF s AR B R
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[0016]  RYESPIEHLFMSZHIE [ 1) i3, TR, BUR AL 52) bk FRLT it IRt S 0
e S s AR A B AOE A, o AT — DN A £ 2 12 DMRIE T +3) BB EUR A
BRI 05 5 05 e ik | 5 S L R o5 B B8 O 2L, Ho b R — N A £ 2 12 MR T
Hp I — 5 B BUOR S AR A & 2D — Mk B PR B R 0, ON-, >S, B
>NR'; 8% 4) CO ,R®, COR®, SO,R®, SO,NR°R’, CONR’R", B (CH,) NR°R', Hirh q J£ M 0 & 5 (5%,
B FE I

[0017]  m & 0 & 3 [3EL, B4l

[0018]  BR R &EMF 3 & 54 (AEmE ) FANRRIEF RS RIS, I TiEa s s
AT H R B IR R F B >0, DN-, >S, DNRY, >S0,, B >CO ;

[0019]  RPZESFhIG L NI B < 1) Bebal Bt s AT S0 . SO e 2, o (AT — A
BHZRZ 12 M5 A 52) PEBUR K EUR I 5 5k L ZR BA 0 B 5 4, o R — 1 R
HEZ 12 DE T, KA E— R 5 B & 2 /b — ok B T 7R 2R I 5%
FH >0, ON-, >S, >NR', >S0,, BE >C0 ;3) ¥, NR°R,, CO,R®, COR®, BX SO,R®;B{ 4) #% EUARER
R BRI 2P e 5, 5 B0 3 2 7 NRBRIE R 1 2 3 MLk 3 7 22 R
FELZIEF] >0, DN-, S, >NR", >S0,, B >CO ;

[0020]  R°AN R ZE&RE L MO B 1 1) & 52) Bedh I edt s A e 3k, HoAh AT
Al —PNEARZ 12MRE T B 3) B EUREUR U 55 2 05 bk R IR BB o5 A,
HREA— PN EARZ 12 Mg HiE— R RS RS RS2 b— k3T
T2 5 BRI >0, DN-, >S, DNR', >S0,, L, >CO ;

[0021]  BERAIR IR 3 % 7 DNIARRFE F IR A BUR I FRIR 4, I B
BT ROFI R "BEA MR T 240, HATIRE A 1.2 B0 3 AT H R B & R T >0, ON-,
>S, B >NR';

[0022]  RZESFpIEHL R IO HOE [ 1) fedk B dt B i AUk, o e — AN B A
B2 12 MREA B 2) BEUREURAE B 57 3 e IR LBl e o5 5, o e — A B
22 12 MR T, KT — R LBk A R & 2 /b — Mo ik B R PR 2 R Bl R
>0, >N-, >S, >NR", >S0,, 8%, >CO ;

[0023]  RFESFH UL RO IR H 1) & BK2) Btk Rk, kiUt 75 3o 75 b
B, K e T — M RE 22 12 MREF

[0024] 7 J& N &K CH ;8% ZR'FE4 & S, CO, BY SO ;8% ZR 'R, 4 J& —C = CR%;

[0025]  R"horihig [ -

[0026] 1) bekk. xifUbedE  Fhbe R Bube e s, b T — M A 22 12 MrJEF
[0027]  2) W HUARECR A BRI R 05 BL B 3R 2, o AR — PN R 22 12 MilEF,
A8 AT H BRI R F B FEF >0, DN, >S, >NRY, >S0,, BX >CO, H A T—4
HUARI 28 77 FE B IR 4 2 2 3 M7 B R B B R B - B 2 2 12 M JE [ ke
g, BRI B

[0028] 3)-C0-Z*-R", -CO-R"?, -C0-Z"-(CH,) ,-C0-Z*-R"*, -NR"R'®, -Z*-CO- (CH,)
~7*-R", -7°-C0- (CH,) ,~CO-Z*-R", -0-(CH,) ,-C0O-Z°-R"*, -0-(CH,) ,~R"*, —0-R"*- (CH,)
-R", -0-R"*-C0-0-R"’, -0-(CH,),-R"*, -0-(CH,),-NR ' R ", -0-(CH,) ,—C0,~ (CH,)
~R", -0-(CH,),-CONR " R ", -0-(CH,),-SR®, -0-(CH,) ,—C0O,~R"’, —0-(CH,) ,—0— (CH,)

aF
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—OR", -0-(CH,),-CONR ' R ", —0-(CH,),—CONH-(CH,) ,—OR", —0-(CH,),—SO,R®, —0-(CH,)
~R", -0-(CH,) ,~OR"’, —0-(CH,) ,~0— (CH,) ,~OR"’, =S—(CH,) ,~CONR ' R ", -S0,—(CH,)
—OR", =S0,— (CH,) ,~CONR' R” , —(CH,) ,~0-CO-R®, — (CH,) ,~R"?, — (CH,) ,~R"*, — (CH,) ,~N- (CH,)
—OR", —(CH,) ,—CO-Z*-R", = (CH,) ,—Z"-R", Bk — WHiIE (alkenylene)—-C0,~(CH,) ,~R";

[0020] v ZERFMG L TSI 1.2 B 3

[0030] RPZESAHELL FHOSIHE B R A EL 12 MREF BEED— MLk E R

F B 2% R T ) 4 A QB AR A A K 23R 3 >0, ON=, >S, DNR', S0, B >CO, HrbF— 4%
HUARI AR 22 %2 3 ANl 3% B AL | e 2 | e S8 i S B —COOH [ A QAL HUA R, L A e
S BT AR M R A 22 12 Mk T

[0031]  REFESAHE G RO 5 :1) & B0 2) Fkedl, 253k, iUkt 8 R AL, Bl

g, BT 20— DR RIS PR e — DN EA 22 12 M+, HpE— 4305
A F DAL B R AR F BRI ] >0, DN-, >S, >NR', >S0,, B >CO ;

[0032]  RU“FESAHIGHL T BN I% B 24 IR IR e B 5 L, P T — MR EEZ 12

Mo, H R — R R G 2Dk B AR R E BRI E 0, ON-, O,
>NR", >S0,, 5%, >CO ;

[0033]  Z°/E ARG U0 N ST HbI%E B ONR °BK O

[0034] R’ AIR” FEAFMEN T AL HE AEBEAA R 2 12 ME ket s

[0035]  RPAI R ZESAEUL T O HEH 1) & 2) BEEL 12 MR FI kT 5k

3) - (CH,) ,~0-R", - (CH,) ,-R"™, -COR", - (CH,) ,~CO-Z*-R"*, =CO,R", —C0O,~ (CH,) ,~R"*, —C0,— (CH,)
—R", -C0,~ (CH,) ,~CO-Z*-R"*, —=C0,- (CH,) ,—OR"*, =CO- (CH,) ,—0— (CH,) ,~0— (CH,) ,~R"*, =CO- (CH,)
—0(CH,) ,~OR", BY, ~CO-NH- (CH,) ,~OR"*;

[0036] B RHI R "L sl U B R B EPRIR I 2, iR g 22 124

B IR T AT A5 & b — AN B R B BAIAR 0 2% SR B R L >0, DN-, >S, DNR™, >S0,
8¢ >CO s H T — VR B PRI 4 22 22 3 M7k 5 R R EUCRIE AR < 1) F22E 52) 4t
RGOS, KR — AN BEA 22 12 MrJEF LRy B 20—k
P 2% 5 FE R FE A >0, DN=, >S B >NR"; Bk 3) COOR *°, —Z°~(CH,) ,~R"*, —COR", —C0,~(CH,)
—R", —C0 (CH,) ,~0-R", - (CH,) ,~C0,~R"*, —=SO,R®, =SO,NR’ R" ,B{ -NR' R” ;

[0037] Mt —(CH,) ,— EEFIEF ARG O, AR e b 22 /0 — Nk B R s B A
HEZ 3 ME TR

[0038]  AFIZfH 1.2 B 3 MRALIE B RO EACEAA 1) X3, JUk, BuR At 2) ket
TR B i AOBE A B E A | b AU L B R A e A AR A | T A O A T b A L AR
T RPN B R S AL, R T N EA R 2 12 MrJE -, Hp e JR 5 Ak R
B AR TR DML A R AR R F BRI >0, )N, >S, >NRY, >S0,, B >CO 5
3) CO,R’, COR®, SO,R®, SO,NRR', BE, CONR’R";4) (CH ,) NR°R', Herf q 52 M\ 0 & 5 (%, 045 i
{H s8% 5) (CH,) €O, (CHy) o FoHp g 2 MOTIE H 0 2 3 J4E%k, T Hsm{d

[0039] 4 RUF R “AHE R B IR BR800 A, R R R *fTa%e o7 Mgy 1 88 2 M horie B

THRTEACE AR < 1) el BR et i AQUGe RS L e el o5 2 R o5 ik L BRI, Hop 1
fAI—MEAR2 12 MEF, K805 BREUR ARG S 20— STk B 51 9%
JEFEUREEA >0, XN, >S, DNR', >S0,, B >CO 5B 2) XIZ, FAEE, BiR A
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[0040] 4 R'FI R *— &I B S IR BOROA 40 I, PRI e g 22 /D — ATk B R A
BURIEEUAR 1) pi38, JOE, Bt 2) fedd, if ke dt IR et e e FRbe 3t — BRI e
HE B SRGEAE  IRE AE E  AE EA  J E E J be A s  E g S U, o
FAT—MEEEZ 12 MR, P05 ey RS 20— Mk 85 T 7
[ 2 R F B 44 3L A >0, DN-, >S, B >NR"; B 3) CO ,R®, COR®, SO,R®, SO,NR°R", B, CONRR'; B, 4)

(CH,) ,CO, (CH,) ., C Hirp q AMZHEH 0 2 3 FIEEL, R im g A

[0041] R R\RSR'FN R T3 HA S gl 2 /0 — A hoaridk B R AU BB 1) W%,

FRHL, Uk, B NRRY B 2) et eihe it , K e — N EEEL 12 MR F.

[0042]  BRAEFIMEULEH, BT % AR A T K BBERBON IR 439170 A BAE— 884 AR A
(1) R B A AT — 3R I8, T3R8 BT A I AT e 1) X I S A A, 046 e rp i B A 5 3L
W A BAEAT—DNIREE S I XS R A . 1, 00 B A6 20 RS 7 S 5 W s 43 1)
RIS E AR B RS, X PRI R 5 84 1 X A

NN _

P 7 T AR P RUEE A LA PR SR ee & 1 i
A XA o RS540 30 BV BB A 0 X e A A R R R B 3 AT LA S
IR PR & #8510 X e il A o B — I, BRAESIE UL, ST AR A FF B — IR
E— e AT — I A AT — 2 A AR B E 2D — Mk 8 AR 7 3R
:>0, >N—, >S, >NR', >S0,, BL >CO, Hi# b 3075 Bk,

[0044]  [AIRE, FEAR R A IIXAN T, B AR AT, REPIA R- FEF5 a0 RF R “&HEFR
TEH, BI 2 RUFD R “ASTE B PR IR B SOA BB 0B, R B B EE Ay e B R 2 BB, R

FEFHA R- B 20 RURT R IR 5, BT B (AT — g B AR IR R AR5 43 8%
O AR o B8 — B BT, R B TAE— L A B — AN DA B, SN B (1
PP T AEATA e B

[0045]  7E M —AJ7 I, 4K R W il & A SC AT FEE (D B EMR Rl G
MBI TTEBR L 2. 185 — N7, ARG & BE& AR LA REAAEY (BfEE (1D
WE) WHEY. MHEWEZMAE YN, HAEWE & 255 n] 552 1 8us 42 /0
— MR AR LA, 3 B R ATk 25 nl 2 B Bh ) AR 25 25 mT 52 () BT TS
) A 25 2 P 52 (MR T R 5 A 208 24 2 mT 42 52 WA B 70 5 R 30 24 2 T 252 IRV 7RI
(solvate) »

[0046] Ak BHIE P SR yT IR FLEN YA GALHE NS R e B s 7 V. AE— 287 1,
GIEARREG TR A EY, GHEMBEFGETHRERN 2D MARSCA TR G
A . BRA R TIRIT NSEEFH 2o, R R A A G YE T A 8 TG
ST &P FL BN, Bl an %Y (companion animals) A B, R, K451, FlmG 4

X

[0047] AR E Sty 7 BRIRB A SEBCEN YIS B b (R AE BODIR I 7V iz 7 I AR 4
T GAEW, A SRR BT A R B 2 D — AR SCA AL S L 2527 7]
A2 h o AE—BETT I, B, AR R A R TR/ BT A SR AN R AE B
T3, N AN A G BEAG , B KSR AL, 0 R 1 LSRR, R =R AR, o B [ ALAE

[0043]  AHiHE, 7o ik R%—
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B - HE%EI@.E, % a-— HE‘%EEE7 ‘D‘Iﬂl%ﬁ%ﬁﬁfﬂﬂﬂ‘béﬁﬁ\ﬁ%m\ E':‘}XL\ IEA\BJ—L*E% (MI) \E‘
VEE V13497 R A ORI i A0 A RE , ARTCRER PR 99 A R JIL /9 9 48] TR R e AR AL X g R P B 2R AL
S, BFEE TR T A ER 20— AR AFRIEY

BELiEA R
[0048]  HRHEAKH, IR 1B R RAL S WA BRI R AL S A &Y. £

Jy i RAEA K AL S R R T U R & -
[0049]

> @;

[0050] LA SANEARIE W FIR AFF R E Lo

[0051] B4 FIARRTERAL (1) BUXANJ5 T BT, AT DA BUACAL i3 B SR aE B (19 R 3
HUAR I, [, 42 B8 % 300 B3R A FF e 25 B R 4 s IO AR SE <7 2 N 3R CH 5B ZR'R* 38 43
& -C= (R,

[0052] 7 RN () B9 55— J5 1, AT LA B A AL 3 B R e 1% XK 71 B1 BUAR
5, (Al Bz U B A N BRI BEAR R & I AR -

[0053]  R'FIR“PRSHbE H & CL & C6 kedt, BN EA £ £ 6 MR F IS €3 2 6 3
hidk, MIEA R £ 6 MREF RIS ;COR% B (CH L) R°BK (CH,) RICOR®, Hirh n 76 & Fh i
S A

[0054] B RUAN R *— A e AR B 4 B (K B IR BB 4 12 5 IR SOOI (5
EL 12 MRIEF, I HAFERAE 18 2 Daor ik | N A4 5 F e AR F >0, DN-, B
ONR'; H R FROIRF A BT — TR B RIEE 1) C3 & 6 bedt, A £ £ 6 M1
PR FEdE B 2) C1 & C2 Bl NEA £ 2 MR PRI,

[0055]  7E bt (1) B9 3 —ANJ71, AT LA B A b v B R e 1% X 7T B1 HAR
5, (A R ) B A N ARG B AR R B I AU -

[0056] R'EH :1) AEKEE ;2) HEEL 12 MR F BB ECR BRI BT :3) #
BB A B (1) 75 225, B BB AR A AR 1) 56— B 7— Ju e PR m k5 4, AR 1.2
B 3 NS R AR AR IR PR EL ] 20, DN-, >S, >NR', >S0,, BE >CO, H o AT — A
AHEZL 12 MIEF 8L 4) CO,R®, COR®, SO,R®, SONR’R’, CONR’R’, C (S)NR°R’, € (S)NC (0) OR®,
Y, C (S) SR%;

[0057] oY ROEHEdE . 5
AL : 5% (halide) J&
[0058]  R'“Girihik [
[0059] 1) ek, pifUbedk  Fhbe e mube e, bR — M EA 22 12 MRIEF
[0060]  2) ¥ HUARECARA BRI R 07 BB 3R 4, Hop AR — PN BT 22 12 M+,

it

IRIRFEEIR IS FE, R MBI E 2 3 ALk B TR B EL
AIEBAEZD 12 MR TR AR B R

Rt
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8 AT B R B FI 24 R F B L F >0, DN, >S, >NRY, >S0,, B >CO, H A T—4
BRI 28 77 L BRI e 22 2 3 M7 B A1 R BUR AR B B 2 2 12 M Jsi (1) ke
H, B S B

[oo61]  3) -CO-Z*-R", —CO-R'*, -C0-Z"-(CH,) ,-CO-Z*-R"*, -NR'*R'®, -Z*~CO- (CH,)
—7*-R"*, -7°-C0-(CH,) ,-CO-Z*-R"*, -0-(CH,) ,~CO-Z"-R", -0- (CH,) ,~R"*, —=0-R"*- (CH,)

—~R", -0-R"-C0-0-R", -0-(CH,) ,-R"*, -0-(CH,),-NR ' R ", =0-(CH,),—C0,~ (CH,)
—R", -0-(CH,),-CONR ' R ", -0-(CH,),-SR®, -0-(CH,),—C0,~R"*, -0~ (CH,) ,~0- (CH,)
~OR", -0-(CH,),-CONR ' R ", =0-(CH,),~CONH- (CH,) ,—OR"*, —0-(CH,) ,—SO,R®, —0— (CH,)
—R", -0- (CH,) ,~OR"*, —0- (CH,) ,~0— (CH,) ,~OR"*, =S—(CH,) ,~CONR ' R ", -S0,— (CH,)

—OR", =S0,— (CH,) ,—CONR’ R” , —(CH,) ,—~0-CO-R®, - (CH,) ,-R"?, — (CH,) ,-R"*, — (CH,) ,-N- (CH,)
—~OR", —(CH,) ,~CO-Z*-R", = (CH,) ,~Z*-R"*, B¢ — W47 % —C0,— (CH,) ,—R";

[0062] v ZEKFME AL N AL 1.2 5L 3 ;

[0063] RUFEZFEH M HIEHEFEZ 12 MREF B2 AR E R
T JR B 2k R [ (1) A BAR B R A BRAR [ 2R 31 3 200, ON=, >S, ONR', >S0,, B >CO, Hrh 4
HUARI IR B4 22 22 3 AN 0k B2 ek L e S R S B —COOH 1) AR ZE AR, Hevp ik
Bk SRR ERE R M — N R 22 12 MR T

[0064]  REFESAIIEHL R ML 5 :1) & Bk 2) Fkedt, 253k, Qb 2 IR AL, Bk
5, AR 20— DR RIS P e — N EE 22 12 MRJE -+, e — 0B 5
A F DAL B R AR F BRI ] >0, DN=, >S, NR', >S0,, 3% >CO ;

[0065]  RU“FEAS A G 6L T AL I H 24 IR IR e 305 L, o R — M EEEZ 12
MR, e — R R G 20— APk B R AR R BRI F 0, ON-, DS,
>NR', >S0,, B >CO ;

[0066]  Z’fEAAhE B N ARSI HLIE T >NR B 0

[0067] R’ AIR” 7fEAFMEH NI HE AEBEA R L 12 Mk bt s

[0068] R R 'ZESAH I R HOLHE H 1) & 2) BHEEZL 12 MR FI ke 5k
3) - (CH,) ,—~0-R*, = (CH,) ,~R"™, -COR", - (CH,) ,—~CO-Z*-R"*, =CO,R", =C0,— (CH,) ,~R**, —C0,— (CH,)
—R", =C0,~ (CH,) ,—~CO-Z*-R"*, —=C0,- (CH,) ,—OR"*, =CO— (CH,) ,—0— (CH,) ,—0— (CH,) ,~R"*, =CO- (CH,)
—0(CH,) ,~OR", B%, —CO-NH- (CH,) ,~OR"*;

[0069] B R™HI R " sl U BOR B M PRIRE 4, IR A BG 22 124
BRI RS F D — M % 5 T PSR IR Bk ] >0, ON=, S, ONR”,
>S0,, B >CO 5 H AT — R VR B PRI 54 22 22 3 Ik B R B BRI AR < 1) ol
2) BEF s, P AT — AN EEEL 12 MRE T, K — 5 a s b —
S TR AR R R R R B F] >0, DN-, >S, B ONR';BR 3) COOR *°, —77- (CH,) ,-R", -COR", —C
0,~ (CH,) ,~R"*, =CO (CH,) ,—~0-R"*, - (CH,) ,—C0O,~R"*, —=SO,R®, -SO,NR’ R"” ,B{ -NR' R"” ;f0
[0070] Mt —(CH,) ,— SR FEARATIG O, At 22 /0 — MRSk B L s BB A
HEZ 3 MkE e,

[0071] 7 B8 () B9 55— J5, AT LA BR A AL 3 B R de 1% XK 7T Z1 B4R
5, (A Bz ) B A NSRRI B AR R & I AU -

[0072]  RYESFPIEGLT ML HIEH 1) s EREEE ;38 2) kol ke dd, frid bt ok
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AT — N R 22 4 MrE T H

[0073] mJ& 28k 3,

[0074]  FEAN K BIA 55— J5 1, MR A K 40 &9 DLASE B T RRg =X (D 1)
KA -

[0075]

(Ia);

[o076] B #h, HE 222 n 1R 2 M BARZ 24 IR A2 1 3, AR 299 AR X AR TR 51
WA TLAR AR SN R 51 BUEAN I RE R 4L &, He

[0077] A 3% H HHUARBCR U LA BT 73, 2 H R 51

[0078]

[0080] A ML BARFL AL A, W3R R A HOBAREL, #2218 il (1) R At 2 Sk
(gt ¥

[0081]  IEWI ik Frd (it (Ta) MUIXANJ71H BTk, AT LA$a BEAR &b ir v I 1 ok i £
(R B EAR I, IR, 42 8 % 0 LT A F A B % B A 48 52 (OB 3, <7 A& N B CH 3R ZR'R
4y -C = CR%.

[0082]  7F R #HAEHIR (Ta) B9 —ANJ71H, T LA BEAS &b Fir i 0 6 ki #2771
HAR S , [ 42 HE X ) T A FF N R SR IR B R i o (1 B2

[0083]  R'FN R*Mrdbi [ :1) & ;2)Cl & €6 Fidk, MAGEZL 6 MrIET Ik ;3)C3

% C6 ke, BTAA EZ 6 MR T HIFFR T 4) COR; B 5) (CH ,) R°BR (CH,) R'COR°, i
n AEFFME LR A2 1 B8R 2 sRYESRMEBL R, MLk B B R bE I I A IR B 2 O

5, K — M H AR 2 12 DR, T — R R R s A& 2 /b — ATt
% T2 F B L ] >0, DN—, >S, >NR'", >S0,, B >C0 ;R°ZE &Pk it T M7 H1%

PTG, , AT IR GBI e T — N R AR 2 12 MR F

[0084] B RN R*— A e AR B AR 4 B K B IR BB 4, 12 B R BRSO A

18
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B2 12 MEF, I HATIRA A 1 B2 MLtk 5 R A AR F BRI >0, ON-, BR
SNR'; R FR A BT — R B IEE A 1) C3 & 6 b, AH £ 2 6 MR+
IR EESE B 2) C1 2 C2 fedd, HTE A £ 2 2 MR F Ik,

[o085]  7E L4l (Ta) BN —AJ7 1, AT LA A &b Biride B () Sk ik #1% U R 3
B, (A1 #2 B U i A FF 2 e PRk 4 e i AR -

[0086] R'IEH :1) EEKFE ;2) HEEL 12 MREF BB BCR $EU I BEE 53) #
EUARECAR A A1 75 22, Bp B ECR A B 56— B 7- Ju AR SR B o5 48, AR 1.2
BY 3 MBI R F 24 R PR IE A >0, DN-, S, DNRY, >S0,, B >CO, He i AT — A
HAHEEZL 12 MR ;8L 4) CO,R®, COR®, SO,R®, SONR’R’, CONR’R’, C (S)NR°R’, C(S)NC (0) OR®,
ok C(S) SR®;

[0087] M RPJEZRFRFLE A 5 3RS, RUYTIEMEE £ 3 MOLIE A R A BRI -
KR BEFE AAGEZ 12 MRIEFI AR B RY,

[0088]  R'“Mh 7k [

[0089] 1) ek, xifUbedk . Fhbe e mibe e, T — M ERA R 2 12 MRIEF
[0090]  2) #HUAREC AR BRI R 05 BB 3R 2, Hoh AR — PN R A 22 12 M+,
8 AP H B FI 24 R F B FE F >0, DN, >S, >NRY, >S0,, BX >CO, H A T—4
AR 28 77 FE B IR e 22 2 3 M7 B R B B R B - B 2 2 12 s+ [ ke
H, B (B

[0091] 3)-C0-Z*-R", -CO-R"?, -C0-Z"-(CH,) ,-C0-Z*-R"*, -NR"R'®, -Z*~CO- (CH,)
-7*-R", -7,-C0-(CH,) ,~C0O-Z*-R", -0-(CH,) ,-C0-Z°-R"*, -0-(CH,) ,~R"*, —0-R'*- (CH,)

—R", -0-R"-C0-0-R"’, -0-(CH,),-R"*, -0-(CH,),-NR ' R ", —0-(CH,),—C0,~ (CH,)
—R*, -0-(CH,),-CONR ' R ", -0-(CH,),-SR®, -0-(CH,),-C0,~R", —0-(CH,) ,~0— (CH,)
—OR*, -0-(CH,),~CONR ' R ", —0-(CH,) ,—CONH- (CH,) ,~OR", —0—(CH,) ,~SO,R®, —0— (CH,)
~R**, -0-(CH,) ,~OR", -0-(CH,),—0- (CH,) ,~OR", -S—(CH,) ,~CONR ' R ", =S0,~ (CH,)

—OR", =S0,— (CH,) ,—CONR’ R” , —(CH,) ,—~0-CO-R®, - (CH,) ,-R"?, — (CH,) ,-R"*, — (CH,) ,~N- (CH,)
~O0R", —(CH,) ,—CO-Z-R", = (CH,) ,~Z*-R"*, 8% — W47 %&£ —C0,— (CH,) ,—R";

[0092] v FE&FMGOL T ARSI HE 1.2 B 3

[0093] RUFEZFEH N M HEHEFEZ 12 MREF B2 AR E R
T JR B 2k R A () A BAR B R AR BRAR [ 2 3R 32 200, ON=, >S, ONR', >S0,, B >CO, Hirh 4
HUARI IR B4 22 22 3 AN 0k B2 ek L B S R S B0 —COOH ) AR ZE U, Hevp ik
Bk SRR BURE R T N R 22 12 MR T

[0094]  REFESAHIEHL RO 5 :1) & BK 2) Fkedk, 253k, iUk 2 IR AL, Bl
g, HARi g 20— DR RIS PR — DN EA 22 12 Mli -+, HpfE— 243 5
A E DAL B R AR F BRI ] >0, DN-, >S, NR', >S0,, 5% >CO ;

[0095]  RUFEAS AL T BT % H 4 IR IR e 3 B 5 L, P e — MR A EZ 12
Mo, e — R IR G 2D — APk B R AR E BRI F 0, ON-, OS,
>NR", >S0,, 5% >CO ;

[0096]  Z*7E &AL T A % o ONR Bk O

[0097] R’ AIR” FEAPIIEOL NS A EBBEA £ 2 12 Mk EF bt s

19



CN 103102303 B 1«51'1 AA :F!' 10/202 5T

[0098]  R“AI R 76 & A5 0 FHSZ L H 1) & ;2) BHEZL 12 MRIEFI G 5
3) - (CH,) ,—~0-R", - (CH,) ,~R"™, -COR", - (CH,) ,~CO-Z*-R"*, =CO,R"*, —C0,~ (CH,) ,~R"*, —C0,— (CH,)
—R", -C0,~ (CH,) ,~CO-Z*-R"*, —=C0,~ (CH,) ,—OR"*, =CO- (CH,) ,—0— (CH,) ,~0— (CH,) ,~R"*, =CO- (CH,)
—0(CH,),—OR", 8% —CO-NH- (CH,) ,~OR"’;

[0099] B R™AI R " sl U B R B MPRIRF 2, iR A BaE 22 124
IR, 3 AT S F A — AT % 5 R B AT R R 35 ] >0, DN-, >S, ONR”,
>S0,, B >CO 5 FH AT — R VR B PRR T 545 22 %2 3 ST B R B BRI AR < 1) 7l
2) Bedkmi sk, AR — N EHEL 12 MR T, R E— 5 a s 0 —
Sk IR 4R R F R B A >0, DN-, >S, B ONR';ER 3) COOR *°, -7~ (CH,) ,—R", -COR", —C
0,~ (CH,) ,~R"*, =CO (CH,) ,—~0-R"*, = (CH,) ,—C0,-R"*, —SO,R®, -SO,NR’ R” ,B% -NR' R” ;

[o100] ot —(CHy) ,— EERIEFAEARFAIGOL T, A b 22 /0 — MRk B R s B A
HEZ 3 ME IR,

[ot01] 7 Bnd kil (Ta) B9 55— J7 0, 7T LA B A Ak By B () ok #21% 20K R 51
HUARHE, [AII 2 Bz U b 1 A FF A 2SR PR T8 5 I AU -

[0102]  RYESFIEHL T M HIER 1) s BEE ;K 2) fedkok skt H A i qa
—NEBFEZL 4 NIRRT A

[0103] m 2 2 Bk 3,

[0104] 72— J7 1, RE AR HKAEY ] LARERA TN (D 8RS

W .
[0105]

R3. .~
N

R (a’);

(01061 BRI B, A2 T B A (WA 2 B 1 2 R AR I £ %
Wtk T AR AP B A SR RO E R LA 3

[0107] A 3% FMEURBUAR BRI () MFR BSR4y ¥ 11 T

[0108]

20
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[0109]

<}“:i :JN’i é{s O N é§;

[0110]  Hidt RYESFHE L R HOI R F 1) 53 53R, BEGL ;2) Feitoia i, K

M — AN EA 22 12 MREF 31 3) COR A

[0111]  p & 0 & 3 FU4E, O, 0 A AT R BT R IGIRAE . 7EA KR B0 IX

AT, R FE IR AT — 3R B ERERIR IR, FH SRR R BT ] 58 11 X 35k

SRR, ARG R A5 XA AT AT — AN PR B AN BB A 1 DX I A 4

[o112] B0 FR PRl (Ta’ ) BYIXANTT PR, AT LA B A AL Frid B 1) R #21% 2X

W R BB, [RIR, 42 BEZ a0 BT A Rk R R e iU -

[0113] 7 j& N B CH ;BK ZR'R*# 44 —-C = CR %,

[o114]  7F B4 MR (Ta' ) B —/NJ7 1, 7T A B AL Brid B 1 R $2% A1

FUHUARSE, (Al 42 BEZ R BT A 2SR IR BER 15 5 AR -

[0115]  RUFI R*Mrihig [ 1) & ;2)CL & 06 Fiedk, A H EL 6 MRIEF Ik ;3)C3

06 ke dt, BIHA E % 6 M FIOFFFEIE 4) COR%BX 5) (CH L) R°BX (CH ) R'COR", Hr

n FES RGO R AR 1 B 2 sRYE SR 00T, Shor ik (1 e 2k R e dt 55 3 J R S mk e 55

5, R e — N B AR 2 12 M rE T, R T — &R EBR 7 A& /b — Al

%A T2 EF B2 A >0, DN-, >S, DNR™, >S0,, BL >CO ;I H. R°ZE &Pl it T M7

e B G EOA GE L, BUA, i e B e e A — N R A 2 2 12 MR T

[0116] B R'FN R > SE B AR B AR A B I S IR BORUIR TR 43, 1% B IR SR 3 A

2L 12 MR, HAARAS 182 Aok 5 R 24 R a R ] >0, ON-, BR

SNR'; H R FRIRE A BT — R AR IEE A 1) C3 & 6 bt MABH £ 2 6 MR+

(R fe i B 2) C1 & C2 Bedit, HNEA £ £ 2 MR PRI,

[0117] & FEEHERR (Ta’ ) B —J7TH, 7T DA AL B B B Rk Bz A0 R

FUHUARSE , [FII 42 BEZ X A A RIE B 1 s I B -

[o118] RY%EH :1) EEEHE :2) BEEL 12 MREF I EUCER SR a3t 13) #

EAR B A HUAR (1) 75 25 B BB A AR ) 56— B 7— Ju e PRk Bl g o5 i, AR 1.2

B 3 AN R B A28 IR PR L ] >0, DN-, >S, >NR', >S0,, B >CO, H o AT — A
21



CN 103102303 B 1«51'1 AA :F!' 12/202 5T

HAEZL 12 MJEF 8L 4) CO,R®, COR®, SO,R®, SONR’R’, CONRR’, C (S)NR°R’, C(S)NC (0) OR®,
¥, C (S) SR%;

[0119]  Horply RYZ T AL, 5 IR R B 5 60T, R YT £ 2 3 MIOTIE A R A1 1 EL
IR &K R FEE B AR 2 12 MRIEF s AR B R

[0120]  R™hS7HhIER -

[0121] 1) Bedk. iUk dE  FR b L Bbe A s, Hop R T — M RG22 12 MrJEF
[0122]  2) #HUARECR A U 2 05 BE B R 0, o AR — N RA 22 12 M+,
85 AP F R B4 R F B FE [ >0, DN, >S, XNRY, >S0,, BX >CO, H AP T —4%
HUARI 28 75 FE B IR 4 2 22 3 MO B B B R EURE B - B 2 2 12 M54
2, B B

[0123] 3)-C0-Z*-R", -CO-R"?, -C0-Z"-(CH,) ,-C0-Z*-R"*, -NR"R'®, -Z*-CO- (CH,)
—7*-R", -7°-C0- (CH,) ,~C0O-Z*-R", -0- (CH,) ,-C0O-Z"-R"*, -0-(CH,) ,-R"*, —0-R"*- (CH,)

—R", -0-R"*-C0-0-R", -0-(CH,) ,-R"*, -0-(CH,),-NR ' R ", -0-(CH,) ,~C0,~ (CH,)
—R", -0-(CH,) ,-CONR ' R ", -0-(CH,),-SR®, -0-(CH,) ,~CO,-R"*, —0-(CH,) ,—0- (CH,)
—OR", —-0-(CH,),-CONR ' R ", —0-(CH,),—CONH-(CH,) ,—OR", —0-(CH,),-SO,R®, —0-(CH,)
-R", -0-(CH,) ,~OR"’, —0-(CH,) ,~0- (CH,) ,—OR"*, =S—(CH,) ,~CONR ' R ", -S0,—(CH,)

—O0R", =S0,- (CH,) ,~CONR’ R” , —(CH,) ,~0-CO-R®, - (CH,) ,~R"?, — (CH,) ,~R"*, — (CH,) ,~N- (CH,)
—OR", —(CH,) ,~CO-Z-R", = (CH,) ,-Z°-R"*, B¢ — W& % —C0,— (CH,) ,—R";

[0124] v ZEEFME LG T IS 1.2 B 3

[0125] RUZESFHEL T M HER R G EZ 12 MRIEF B85 20— Mg | R
J 5 B 2 R A A A R B R A AR K 23R 3, 250, ON=, >S, >NR™, >S0,, 5% >CO, H i T — 4k
HURI IR 4 22 2 3 /Ml 3k B IR e 2k e S B —COOH 1 B L AR, v ik
ML R B E R P AN R A R 2 12 Mk T

[0126]  RPZESAF O NI HbIE B 1) & 53K 2) Fpedk, 753 sifkedt R 2L, Bl
5, BT 2 /0 — DR RS, PR — PR 22 12 Ml o — 2405
AR — AT A R AR F IR ] >0, ON-, >S, ONR', >S0,, 5% >CO ;

[0127]  RUFESFHIG LR IOL 3% H 240 IR e it B 5 L, P T — MR A EZ 12
M, B — R RGPk B AR &R FE R F 0, ON-, O,
>NR", >S0,, B, >CO ;

[0128]  Z/ESAMIE UL NI Hb% - ONR 5K O 5

[0129] R’ IR FEAFMENL T AL AEBEA R 2 12 ME ket sl

[0130]  R™AI R “ZESAHIL R HOLHEH 1) & :2) BEEL 12 MR FI kG 5k
3) - (CH,) ,-~0-R", = (CH,) ,-R"™, -COR", - (CH,) ,—~CO-Z*-R"*, =CO,R", =C0,~ (CH,) ,-R"*, —C0,— (CH,)
—R", -C0,~ (CH,) ,-~CO-Z*-R"*, —=C0,- (CH,) ,—OR"*, =CO- (CH,) ,—0— (CH,) ,—0- (CH,) ,~R"*, -CO- (CH,)
—0(CH,) ,~OR", BY, ~CO-NH- (CH,) ,~OR"*;

[0131] B R™H R “—HS I o B SR B BRI IR 4, IR B 5 2 2 12 Mk
J5 7, 3 HAR A & 2 /0 — A ik 5 T 2 84 (additional) JRJEFBUZREH >0,
>N=,>S, >NR™, >80,, B >CO s He AT — BRI FRIRFR 4 2 2 3 ANMorik 5 5 EU RSt
B 1) F 0 52) Feddsir sk, Hp i — P B A 22 12 Mgl 5, e —405 5
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A8 F DAL E R A AR F B I ] >0, ON=, >S, BEONR'; B 3) COOR *°, -7~ (CH,)
—R", -COR", —C0,~ (CH,) ,-R"*, —CO(CH,) ,~0-R"’, —(CH,) ,~C0,~R"’, -SO,R®, -SONR ' R ",
g -NR' R” H0

[0132] M —(CHy) ,— FEHEHE FAEATAT AT 00T, ARk 4 /0 — Aok 5 R 0k
BHEARZ 3 MR BB

[0133]  7F B4 HERIaR (Ta' ) W5 —NJ7 1, 7T AF B A Lb B B 1 R $2% A1
FIVEAHE , [F] ) 42 REZ A il A R 8 25 R B AR e e B HUACE -

[0134]  RYESFEHL TSI HIEH 1) s BUER ;Bk 2) fedbok mifUkedt, HAT /T
fiI—MEAEEZL 4 PMREF A

[0135] m A& 23K 3.

[0136]  AKBF H— AT EfRAE TERER (D BREOEY AR EMRA s
W, BA T

[0137]

|

R’ (ID);
[0138]  BY(H: &L, GLHE 2525 T 52 WO BAR 25 2% T 452 0 £h AR 254 AR X WARTR &40 4
WeAds  TLAR SRR M IR A BUE AT B A A, Hod
[0139]  RUFN R*HSZHIE F 1) AR TA A B K 8 3 B SR SR A AU (K R e 2
HrP AR — AN E B A £ 2 12 MR T 52) CORYER CO,R% Bk 3) (CH ,) R°BY (CH,) ,R'COR, H:
o FESS BB LR A& 18R 2 sRYE S P IE U0, M7 ik B ek IR ek 75 3 | R PR L a2
7548, AR — N EAR 2 12 Mk, HA i — R B 5 B S 20— AT
ik B TR 2R R F B R ] >0, DN-, >S, DNR™, >S0,, B{ >CO ;R°7ZE & Pl it N Al 7 b ik
H bR BOR e, BUE, Frid bt BB e DN EA 22 12 MR £
[0140] REH :1) AEHEE ;2) HHEEL 12 MR F BB BCR BRI BT 53) #
BB AR ) 56— BX 7- JuiR PR LBl R 5 45, o Ef — DM RA 22 12 M+,
AL 1.2 30 3 MOk B R 2R R FB R >0, ON=, >S, >NR', >S0,, 5L >CO ;5%
4) CO,R®, C(S) SR®, B, C(S)NC (0) OR®;
[0141]  RYESFEOL T M HIE R 1) s REER ;30 2) kol sifUkedt, frid ket ok
HAGEEF RPN HEAEZ 12 MRET
[0142]  ms2& 0 & 3 (AL, B E
[0143]  RZESAME LT MM B 1) BEEURBORB AR I 5 2 IR b2 | IR L Bk 75
B, K e — PN BEA 22 12 MrJE -, e — R sk o7 B 5 20— o7k
R A2 R B 2L ] >0, DN-, >S, >NR', >S0,, Bt >C0 ;
[0144]  REF :1) & 5L 2) BEEURBOR M IR BT FRBE 5L | i AR BT L 75 5 5 be it
TR L 55 3, i (TN EEE L 12 MR, R E— AR A S R ag S

23



CN 103102303 B 1«51'1 AA :F!' 14/202 5T

AT R B R P 2 R B R FE ] >0, ON=, S, ONRY, >S0,, B >CO

[0145]  RPZES R o0 T A7 b i 1) 4 B BOR B B 1 Be 28 BR BT 3 L i ARGE 3 L 5 2
P, i [ RT— DN EEE L 12 MR T, R E— R s e R fE 2
AT R B 2R R B FEE >0, ON-, >S, DNRY, >S0,, Bk >CO ;

[0146]  RZESFAE O N MG B 1) & 5K 2) Fedk Bk, Qe 75 HL B 75 e
5, KT — M REE 22 12 MR

[0147]  RYESMIGOL T MAZHLIE B :1) i, B, BURUE 52) bedk, Qe fe sl
ARG AR B S 2, A AT — N HBEEL 12 MREF ;3L 3) CO.R’;

[0148]  p & 0 & 3 [8EL, B E

[0149]  RMYTIEME E APk | R B BRI 1) Fedd el et Hoop A
—NEBEZ 12 MREF 3 2) COCR, Hp RIZ2RFEZL 12 MREFHIbEE

[0150]  #ZHEASCH T AFF LM (1) BIEURE R E PR AR Ut B R T — 2 A SO 2L
[0151] AR —ATr it 7 (D BRI S AR e 5 a &
W, BAA T

[0152]

.R* CF
N 3

R (Ila);
[0153]  BY(H: &L, CHE 2527 T 252 WO BAR 25 2% mT 452 B £ AR 254 AE X AR &40 o
Wedd  TLAR g M IR A BUE TR B A A, Hd
[0154]  RBHSZHEIE [ :1) & B 2) Kedkmk IR kedt, ik e B e b e — N EA &
% 12 MR F
[0155]  #ZHEASCHET AFFZER (1) HEUARERad £ R Ul B B R AF — 2 A Bl R
[0156] £ 5 — U5, AR L T (D M-REAEMIaRE SR EMAE
W, BA T

[0157]

' (I1b);
[0158]  BRH: #h, 552528 n] 52 I BAR 2 22 IR A2 1, AR 299 AR X AR TR 51 X
AR TLAR A AR AN R 59 BUEAN I R R 4L, He

[0159]  R'M% I Ml ERAR B A AR P ok ], ik 10 1 D P e L 1, 3, 4 T8 P DR |

24



CN 103102303 B i BB B 15/202 T
WEIEJE (4, 5— A — WM | A g | R R Bl S e R L o R AT AR O B S
LR B AL B A AL, A T — N R AR L 12 MRS

[0160]  FZHEASCH T AT (1) BRI AR U B 1 1T — & F B A 2
[0161] 75— ANJ5 M, AR BHERAE T #8850 (1) MR SRR S &M A S

Y, B4
/\,/CF3

[0162]
R R? CF;

R® R'1 (Ilc)
[0163] BRI &L, BFEZG 2 nl 52 N BAE 25 52 T 252 () &, BTAR 25900 AE XS AR VR A 40 %
LA B AR AR AME TR B BT R A A, Hor .
[0164] R k. 2, BB R4 L 0
[0165]  FZHEARSCHETAFIILEH (1) BIEUREE SR EFEA Ul B I 4T — 2 B B
[o166]  7E5—/NTJ7 1, AR R T M0 (D BRI S BRI S i &

W, A7
[0167]

(LID);

[o168] B Eh, AFE 254 T B2 M BARE 25 2% T 52 1 5L, AR 2540 JE X AR TR &4 4
WeAd AR SRR AN BER A BUE AT S A A, H

[0169]  R'FN R“PSTHIEH 1) # B AR AU e 3L B SR BUR A AU 3R b 3

HAFHE— N EA E £ 12 MEF :2) CORYBR €0 ,R°;BE 3) (CH,) ,R°BX (CH,) R'COR®, H
Hion FE RIS UL R A 1 Bk 2 sRYESFIE LR, MhOT % [ fE 3t PR be s 75 5 Je Rl 2

FaE, R — AN B R 2 12 M T, Kt — R RB T e g 20— hor
% [ T A2 R F B L ] >0, DN, S, >NR', >S0,, B >CO ; H RZE & Fiid ot T b7
e B GBI GE, BUA, i e B e e A — N B A R 2 12 MR T

[0170] R#EH 1) HABLEIHE :2) HAURBRG IR 5-.6- Bk 7- LA BZR T 5, 1
AR — DN EE R 2 12 ME T, A5 1.2 5L 3 Mk 8 5 2% R B2 R ]
>0, >N-, >S, >NR', >S0,, B, >CO ;8% 4) CO,R®;

[0171]  RYESFIE L NI HIE B <1) SR B ;5K 2) kedkok iUkt , pridfe st ok

KA TN EAE R L 12 MR

[0172] m 2 0 & 3 HBE, 5 m{E

25



CN 103102303 B 1«51'1 AA :F!' 16/202 5T

[0178]  RZESAME LT MM B 1) B EURBOR G EUAR I 5 IR B3 | R IR L Bk 75
B, K e — P B 22 12 MRJE 5, e — R Bk o7 B 5 20— o7k
R AR R T B 2R FEF >0, DN-, DS, DNR'™, S0, B >C0 ;8% 2) # BB i B () 44 FF
fedk, B S EAEER 3 & 7 AR FAT 1 2 3 AR A R AR R B A 0,
>N-, >S, >NR', >S0,, 8% >CO ;

[0174]  REH :1) & 5L 2) #EURBOAR M B BUKE L IR BEE | AU bE It L 75 2 75 e it
TR 5 3, b T — DN EFE L 12 MR, K E— R R S a5 %
AT % R B A R E AR FE ] >0, DN=, DS, ONRY, >S0,, BE >CO ;

[0175]  RUZESFhIE 60 R M7 ik B bt IR bt | pafCbe it 58\ 4 5 L B R0, o
M — PN EAERZ 12 MR+, AT — & 5 BRI R ARG 2 D — M riE [ T 5
[ 244 JF B 3L A >0, DN-, >S, >NR', >S0,, B >CO ;

[0176]  REFFE L NS H 21) & B 2) Fedd IR ke k. Qe st 77 FL B 75 e
B, K e — M A 22 12 MRIEF

[0177]  RYESMIGH I AL HIE B 1) & 52) bkt iU, 75 BB AL, it
f—ANEEEL 12 MIRF 3L 3) COR’;

[0178]  psEA 0 2 2 FEH, B FE i ;

[0179]  RMYTik#E &> — ATk | R 5 BRI IR 1) Hedd el ket Hoop (e qa
—MEAEZ 12 MREF 30 2) COR, Hh RERFEL 12 MRJEFHIbTE s f

[0180]  #ZHRASTH T AFFIIEH (T) HIHURE Rtk B R Ul B 1 AT — = B B R
[o181]  FES— A5, AKRUFR T (D MRS RIS RA S
Y, BT

[0182]

ORP

| P Rm
(1Ila);

[0183] B &h, WHE 2525 252 B AE 2 4 AT 232 1 3k, AR Z54 - AE 0 meAd R & 4 3ot
WA TLAR AR A ME TR S B eI E S A A, Hop .

[0184]  REH :1) & ;5K 2) HEIEB 5, ik be s s h T — M HEE L 12 MR
I s

[0185] RYEHANABFEL 12 MREFIIKHE

[0186] R°EH :1) & 3 2) Hedb oAk, Frid e BA e b T — M R EL 124
Wk JE ¢

[0187]  FZMEASCH Fr AH I ZER (1) B IIE 36 A Ui B 1 (1) — B B B
[0188]  i&H I — A7, A KRR TN (D BRI ERE R RS A
a, AT

26



CN 103102303 B 1«51'1 AA :F!' 17/202 7T

[0189]

(I1Ib);

[0190] B &L, BFEZG 2 n] 852 N BAE 20 22 T 252 () 2, RTAR 259 AR XS AR TR A 40 %
WA AR AR AME TR S BRI E S A A, Horp .

[0191]  REH :1) &, Bk 2) Fekmiss 5, frid i ey R E— A2 EE 2 12 MRJE
I3

[0192] RUEHAHRAHFEL 12 MREFIIKHE

[0193]  R*3% [ # ERAR R AR A EAR (3L, 2L P 3k 1 DO ik L 1,3, 4— W e I |
WEIEHL 4, 5— T — WML e L R L B SRR o R AT T A B L S
S R B R AR, P T AN R R 12 MR A

[0194]  FZERASCH T AFFILEH (1) FIEU R R FE AR UL (K (AT — SE A B R 3
[0195]  7E 55— ANJ7 I, AR WHAL T #e B (D) AL S ARSI S &

Y, BH T
K,/ CF3

[0196]
: o Re CFa
N Ry 3
R® Rq

(Illc);

[0197] B Eh, BFE 22 n] 852 (N BAE 20 22 T 252 () 28, BTAR 2590 AR XS AR TR A4 %
A AR AR ANE TR S5 B eI E S A A, Horp .

[0198]  R%%&H :1)CO ,R°BE 2) HEURBURMEERN 5-.6- B 7- 5, A EL 124
BRIE T, 4 1.2 B3 Aok 5 N3 2 5 a4 >0, ON=, >S, 3k >NR'; I

[0199] % BRA LT AFFILEH (1) FIEU RIS B AR UL I (¥ (AT — SE A B R 3
[0200]  HE— 5, AR R T A (D B RAESMERESRAEINA S
W, BH T

[0201]

27



CN 103102303 B 1«51'1 AA :F!' 18/202 1T

vy

[0202] BRI Eh, HE 22 P 52 W ERAE 25 22 T 2 52 1 8, BT 254 AR X AR TR & 4 %)

Wefd  BAR AR AME IR A BUEN AT S A A, Hd .

[0208]  RUFH R “Hr e B < 1) 4 BT 4 B ) 98 58 gt B R B AR A B R K P e 2

Frid S B OR e it P T — AN BB £ 2 124 R 52) COR'EX CO,R°; 5% 3) (CH ,) R°BK (CH,)

RICORS,

[0204] M n7ESRMHEI TS 12803 sRVESFHFILT, Mo ik [ B st R et 53

TR B TS 3, Hh (A — DN A EZ 12 MR T, K E— AR RS a5 5

AT IR R AR R R B IR F] >0, DN-, >S, DNR', >S0,, BL >CO ;R°7E & FhiE i

AR B bR BN b A, B, ik e B e R R AN R R 2 12 MRE S

[0205] REH 1) HEFKE ;2) HARBRBEEURK 5-.6- 8L 7- JeRIF TR 55, L

PR — DN EEES 12 DT, A5 1.2 50 3 Mk 13 T 71 i 2 5 F B3t A -

>0, >N-, >S, >NR', >S0,, Bt >CO ;B 3) CO,R’;

[0206]  RYESFHIEHL T HIEH 1) s EREEEE ;3% 2) ko sifhedd, frid bt ok

HAABEEP AT HEAEZ 12 MRET

[0207]  m & 0 & 3 FEEEL, 45 iE.

[0208]  RPZEAAIE AL NASZHIE B < 1) $AURBCRB A 55 3 IR pe it IR Bl s 55

B, R e — M RA 22 12 Mkli £, e — R IR BT a5 20— Mok

A T3 2 5 F B 22 BL F >0, DN-, S, DNR', >S0,, B >C0 ;8% 2) 4 BB i BUAR (1) 24 FR

fe ik, B A ERREER 3 & 7T AR FAT 1 &2 3 Mk 3 A2 R B4Rt A 0,

>N-, >S, >NR", >S0,, BL >CO ;

[0209]  REH :1) & 5 2) i EURBCARME IR IE L IR E | AR BE I, 75 5k 75 e it

FRIRFE B TS 3, o T — DN EA E L 12 MR 7, Hd E— R R e e S i S

AT H R 2R F B F >0, ON=, >S, ONR', >S0,, B >CO ;

[0210]  R/EASApIE 60 T M7 I B Bt IR bt | pafCbe et 58 24 5 L B R IR 0, o

WM EARZ 12 MG, K 5 B e R AR 2D — ik B T 71

[ 2% JF B 3L A >0, DN-, >S, >NR', >S0,, B >CO ;

[0211]  RZESFE O T HOIIE B 1) & 5Bk 2) fedd, ke, Qe 75 3L ok 754

B, K e — M A2 2 12 MRIETF

[0212]  RYESFEN T AL HE AEBEA 22 12 ME 1k

[0213]  p s 0 & 3 (AL, B E

[0214]  RYTIEME E D — ATk H R BRI 1) Bedd el i fhedt, Hoop (A

—ANEEEL 12 MRIEF ;3 2) COR, i RPEEFEL 12 MRIEFHI ki s f1

[0215]  $ZHBRASTR T AT A (1) FOHUES Ratde B R Ui B 9 AT — = B B A R
28

=h



CN 103102303 B 1«51'1 AA :F!' 19/202 7T

[0216] AR BRI — LU 2] 1 M (D MR RSB R AN A S
W, B4R

[0217]

3 (IVa);

(0218] BRI #h, €1 FE 255 AT B A (S AR 2 ST B 00 B, A0, A IR 45 1
Wb TS SR SN HE IR A SR A A R L4, 3o

[0219]  RUSZTHENE F 1) L 15k 2) SEIEERIRGR AL, Bk B SR S P AT A B
£ 12 MRETF A

[0220]  HeBEASCTP A FFRILEH (1) HOBARSEREFE A B0 RO A 35 B BB RS
[0221]  ZEAR B LA T, AA TR T HIES (1) K EReAL A R R AL

R/ EEREE Y/ BEEEE M
[0222]

IVb);

[0223] B Eh, BFE 22 n] e 52 (N BAE 20 22 T 8252 () 2, RTAR 259 AE XS AR TR A 40 %
WA AR AR AME IR S BN E S A A, Horp .

[0224] Rk [ 4 BUAC B A Bl B (1 3 131, 12 32 130 8 DY M 1, 3, 4— T8 At | IR I |
WAL 4, 5— AR — MR e g BRI B R L Hodh R AR R B R
S B R R AU, R AT T — N EEE L 12 MREF

[0225]  FHEASCH BT AT (1) BB SR £ A Ui 95 1 AT — S B s AR 3
[0226]  7E 55— J7 1, AR T # B0 (D MR EREMAARE- R GRS
Y, B T -

[0227]

29



CN 103102303 B 1«51'1 AA :F!' 20/202 7T

[0228] B Eh, (045 2455 P4 52 RO BCAR 25 2 AT 52 1 £, BT 2540 AR X AR S 4 )
WA AR R AR SNE RER A BCE NI R A A, S .

[0220]  RUIEH :1)COR'EK 2) BEAUARERARBHUCH) 5-.6- B 7- Jup 054t AAEL 124
BRI AL 1.2 B3 MSZ % B R B 2R SR BURFE ] >0, ON-, >S, B ONR™

[0230]  #ZMEASC T AFFIIZE R (1) (BRI R FE AR Ui B (1 RO — 5 A BOA G
[0231] AR5 —AT5 R A T # M (D RIS I aFE A S AL &

W, BAT T
[0232]

(V)

[0233]  BRH Eh, WFE 22 P 2 W EAE 2 2 T 52 1 38, B 25 9 AR X WAk IR & 4 )
Wedd  BAR A SN TR A BB IR S A G, Hdr .

[0234]  RUFH R “Hrbd B < 1) 4 BB i U ) ot 58 Bt B R B AR A B R P e 2

HApI— A EZ 12 MR T 52) COR'BX CO LR 5K 3) (CH ,) KB (CH ;) R'CO,R", Hort n
FERSFE DL R A 1 B 2 sRYE S DU R, MO e [ e 3t PR e gt 95 9L M RS B o5 2

Hp i — MR 22 12 MkE -, K — 2 R EUR 7 A S 20— o7 ik
R 5 T2 FE ] >0, ON=, >S, >NR™, >S0,, Bk >CO ;R°E &R i, N oy ik B bt
FEBN R, BUEL TR be BN R AT — N BA R 2 12 M

[0235] REH :1) HBFIE ;2) HARBCRBE IR 5-.6- 8L 7- Je RSB 55 3L, L
PR DN EEEL 12 DE T, A5 1.2 50 3 MG [ T 7 A 4% R F B L A -
>0, >N-, >S, >NR'’, >S0,, Bt >CO ;8% 4) CO,R®;

[0236]  RYESFIEH RS HIEE 1) s REEGL ;TK 2) fedlok s fUkedt, HoA i f

—MNEARZ 12 MRET

[0237] m A2 0 & 3 EH, F5m{E

[0238]  RPZESAME LT MO % B 1) $ERBORB AR 5 2 IR b | IR S Bk 75
B, K e — PN BEA 22 12 MrJE -, K E— R s Oy B E 20— o7k
R B2 5 FEF >0, ON-, S, DNR™, >S0,, BE >CO ;3K 2) BRI 4 AR () 24 2R
Pk, AR RAAE I 3 & T AAEERIEFR 1 & 3 AMIhSTIE 1 TR AR R R 0,
>N-, >S, >NR', >S0,, B¢ >CO ;

[0239]  REH :1) & 5L 2) B EURBOAR M IR T IR B | AR BE 75 55 75 e it

FIPFEE RS, K T — N EE R 2 12 Mkl 5, T — e R R B 5
AT R B R P 2 R B R FE ] >0, ON=, S, ONRY, >S0,, B >CO

[0240]  RYE PG 60 T 7% B BESE IR B | s f Qe 5 8 Z6 5 B Bl R PR O, Mo
PR — DN EBEA R Z 12 ME+, AT — 28 5 BRI R AR 2 D — i B T 71
(K44 S F B G A >0, DN-, >S, >NR', >S0,, B >CO ;

(&
ob
Hi

30



CN 103102303 B 1«51'1 AA :F!' 21/202 7T

[0241]  ROZESFE DT AR B 1) & 5Bk 2) frdk, bk, Qe 25 3l 75 e
5, KT fA— AN EEEL 12 MR

[0242]  RYESAME DI AOSIHE A A £ 2 12 MREF B

[0243]  p A& 0 & 3 [HEEHL, 045 um Y

[0244]  RYTHEME E D — ANk B R BRI EUR 2 1) Bt ol iR e, Ho b (T4
—ANEBEZL 12 MRET 5L 2) CORY, Hh RZRAE L 12 MR RIGTE i

[0245]  FHEASCH BT AFFRISE R (1) ORI R B A Ui BH i AT — L I BB A R 3 .
[0246] AR BRI N —ANJHFRGE T RS (D R RAL AP B RS R AL A P A
W, B R

[0247]

~CF3

QRb
(Va);

[0248] @ZEE’E,@%%?T%xﬂﬁ&ﬂllﬁ%?T%iﬁﬁ » BIAR 254 AR BRAK IR 59 X
AR TLAR AR AN R 590 BUEAN I RE R 4L, Ho

[0240]  RUMSZMBEF :1) & sBL 2) K dkEFRbEIE, prd be s R be it h A — A HAT &
% 12 MRJE T A

[0250]  $ZBEASC R B AR S5 (1) (BRI FE R UL I AR (1A 5 P AU
[0251]  ARHI 53— it 1 #8 0 (D MR E &Y M ER R W d &
W, B4

[0252]

(Vb);

[0253]  BRH Eh, WHE 22 P 2 W B AR 2 2 T 1 52 1 38, BT 259 AR X WAk IR & 4 )
Wedd  BAR AR M-I AW BB IR S A G, Hd .

[0254] R [ # AR B A o BUA (7 DU M 3 1, 3, 4— Wi — e g MR G wsmE L 4, 5- —
S - W b | BRI L B S b R b KA A A BRAR S ST M 3 1 e R
e, P AR T — DN 22 12 MREF H

[0255]  #ZHRASCR T AFFIER (1) B CE Rk B R Uk B B AT — = A B
[0256] £ 5 — U5, ARG TR (D W RG-S RA S
W, BT

31



CN 103102303 B 1«51'1 AA :F!' 22/202 7T

[0257]

.
W R 3

R’ Vo)
[0258]  BRH &h, BLFE 22 n] B 52 (N BAE 25 22 T 252 () 28, BTAR 2590 AE XS AR TR A4 %
A TLAR AR AME IR S B E S A A, Hor .
[0250] REH :1)CO,RE 2) HAURBCRBE I 5-.6- B 7- ok 5, A% £ 124
R, A 1.2 B0 3 AT HE B R A4 R F B R F] >0, DN-, >S, B ONR; F1
[0260]  FZMEASCH Fr AFFHIZEH (1) BRI AIE T A Ul B I A — B B B
[0261]  AKBAM H— 77 mRME 7 # B (D WRRILED) MRS G A5

m, B TR
[0262]
R3
1 . ;
Re (\Y |
p U 2
KN/ ;N,R
R (VI);

[0263]  BYH: Eh, CHE 2557 AT 52 O BAR 25 2% mT 452 () £ AR 254 AE X WARTR G40 0

A AR SRR AN R A BE N R A A, Ho

[0264]  RFH R“MOZHIZE [ 1) HEUREAR A EUR B3 B BUR BUR A B PR B3t

HAE—NEFEL 12 MRIEF 52) COR'EE CO,R%; 8% 3) (CH ,) R°BY (CH ,) R'CO,R°, Hri n

FERFIB LT 2 1.2 B 3 RYVES PG U0 R, M7 vk (B ek B pe 3k L 55 0k L JL R L B 2 5%

5, K e — N BEA R 2 12 M RE T, R T — &R EBR 7 A /b — Ao

A T2 F B2 A >0, DN-, >S, DNR™, >S0,, BL >CO 5 H R7E & il (ot T Jhor bk

A bR e b, B, TR e BN e P I — AN B A 22 12 MiRJET

[0265] R¥EH :1) ABEIH :2) HAURBCRGEUR 5-.6- Tk 7- LA BZRFF 5, 1

TN EGELZ 12 MRIEF, HAE 1.2 503 ANhor ik B R 51010 24 5 1Bk 28 5

:>0, >N-, >S, >NR'’, >S0,, B >C0 ;8% 4) CO,R’;

[0266]  RYESFhIEIL N IO HIGE H <1) s EE ;B 2) Sedkok s 3k, b T AT

—MEEEZ 12 MkEF

[0267] m A2 0 & 3 BE, 5 m{E

[0268]  RP7EAFhB L N ASLHIE B 1) $AURBCRB AR 75 3L IR pe st 4R I ol 55

B, R e — N BA R 2 12 Mi £, R e — R R RBUR 7 A 20— Mg

R A2 5 7B 24 L 2>0, DN-, >S, XNR', >S0,, BL >CO ;B 2) # BUACE A 1 B [ 2

Pk, A AR 3 2 7T AIRIEFR 1 &8 3 MR E TR R FBUR AR 0,
32



CN 103102303 B 1«51'1 AA :F!' 23/202 7T

>N-, >S, >NR', >S0,, B¢ >CO ;

[0269]  REH :1) & B 2) #EEUR BRI BT FRpE AL | i AR bE L L 75 5 5 be it
FRIRFE B 75 3, K T — DN EBFEL 12 MR T, R E— AR R S a5 %
S ANIST I R B AR R E AR BE ] >0, DN=, >S, DNR™, >S0,, Bk >CO

[0270]  RPESAE 0 N BRSTHh 3% B Bedk IR Bt | pa AUE 3L, 75 5k L 6 5 SE B R PR 3, v
RN BEARZ 12 MR, A E— 20 55 BRI R AR 2 D — A rik B T 71
(K44 ST B L A >0, DN=, >S, >NR', >S0,, B >CO ;

[0271]  RZESFE LR HOI G B 1) & Bk 2) Fedd ke, mifCkedk, 75 3L ok 554
5, KT — M ERE 22 12 MREF

[0272]  RYYE & MG O T AL L B 1) xR, 5, BUEE 58 2) bk, Akt b
AR AR AR A T B s BRI, o TN EA R 2 12 Mk B3)
CO,R%;

[0273]  p & 0 & 3 (AL, B HEwmiE

[0274]  RMYTIEME E APk 5 F BRI 1) Fed el ket Hoop i qa
—NEBEZ 12 MREF 3 2) COR, Hh RERAFEL 12 MR RIS s/

[0275]  #ZHRASCH T AFFIEER (1) HURE e B 2R Ul B 1 A — 2= B B R
[0276] AR IRI N —AEFRAE T (D R RAAEY . R S ma s

W, A7
[0277]

S

Os_ORP

a fL 7 ‘
e AL R CR

R! (VIa);
[0278] BN 2L, ALFE 22 ] 252 B AR 25 2= ] B2 52 W 38, RTAR 2547 . HE X WA IR & ) %
LA B AR AR AME TR B BUE IR R A A, Hor .
[0279]  RUSZHEGEH 1) & sBR 2) Bk bk, ikt R e A — N R 2
% 12 M M
[0280]  #ZHEARSCHETAFFIILH (1) FIEURE &R Ul B 10 4T — 2 B B
[0281] AR HMBE— D7 R4t 7 # 0 (D) BFALEY A S 5 A s
w, AT
[0282]

33



CN 103102303 B 1«51'1 AA :F!' 24/202 7T

(VIb);

[0283] BRI &L, BLFEZG 2 n] B2 (N BAE 20 22 T 252 () 2, RTAR 2590 AE XS AR TR A 40 %
WA AR AR AME R S BN E S A A, Hop .

[0284] R [ 4 B AR B A 4 BOAR Fy DY W L L 1, 3, 4— M —mp Bk Mg R g i 4, 5- —
S - L b L | R L B R Hp R b AT T3 A BRAR R ST e 1 e R
AR, T — N EAEZ 12 MREF A

[0285]  #ZBRASCH T AFFILEH (1) FIEU RIS B AR UL A (K (AT — SE A s R 3
[0286]  7£ 55— ANJ7 I, AR WFRAL T #e B (D) IR S ARSI S H &
W, BT

[0287]

R (VIe)
[o288]  BY(H: &L, CHE 2527 AT 252 O BAR 25 2% mT 452 () £ AR 254 AE X WARIR G40 0
A AR SRR AN R A BE MR R A A, Ho
[0289]  R'E[ :1)CO,RER 2) #AURBURB AU 5-.6- B 7- u k55, A E L 124
B RF, G 1.2 Bk 3 AT B R A4 R F B AR ] >0, ON=, >S, B ONR; I
[0200]  #ZHRASCH T AFF LM (1) BIEUR R EFEAR Ut B R T — 2 A SRR 2
[0201]  ARIAKIS AR T A (D RS SRS S A &

W, BA T
[0292]
RB
|
Rap'—} o RZ
R’ (VID);

[0203] Bl s, 4045 24 7 5 52 RO BCAR 29 2 T 2 52 1 £ BB 2500 AR X AR IR 5 ) 3of
WA AR AR AN R 510 BUEAN I R R 4L, He
[0204]  R'AH R “BSZHBIE [ -1) BEAARBORBEEA I fre2E B BB R B AR I e 4t

34



CN 103102303 B Uﬁ AA :Fg 25/202 7T

HApE— M EAEEZ 12 MR T 52) COR'BX CO LR 5K 3) (CH ,) KB (CH ;) R'CO,R", Hort n
FESFIEOUT A 1.2 3K 3 RYVESFIE 0T, Mo ik 1 bt IR be st 75 3 e IR LBk 2 5%
B, e — P B 22 12 MRJE 5, e — R Bk 57 B 5 20— o7 i
% T F B L ] >0, DN—, >S, DNR'™, >S0,, B >C0 ;R°ZE & FiiE it T M7 1% 1
PeL B G, BUE, ik e LB e i A — N B A 22 12 MR T 5

[0205] R'EH :1) HBFIE ;2) #HARBCARBE IR 5-.6- 8L 7- Je RSB 2 75 3L, I
HET— AN EEEZ 12 MEF, A5 1.2 53 Mhor ik 3 T 21 G 2 5 F B3t A -
>0, >N-, >S, >NR', >S0,, B >CO ;8% 4) CO,R’;

[0296]  RYESFIEHL T HIE R 1) s EEGE sTK 2) fedlok i fUkedt, HoA i qa
—MNEARZ 12 MRS

[0297] m A2 0 & 3 EH, F5imE

[02908]  RPZESAME LT MO HE B 1) BERBOR AR 5 2 IR b | IR S R 75
B, K e — P BEA 22 12 MrJE -, KA E— R s oy B f 20— o7k
R B2 5 R FEF >0, ON-, S, DNR™, >S0,, BE >CO ;3K 2) # BRI 4 BUAR ) 24 2R
Pk, A AIERAAE Y 3 & T AARERIEFR 1 & 3 AMISTIE 1 T AR FEUAEE ] 0,
>N-, >S, >NR', >S0,, B¢ >CO ;

[0209]  REH 1) & 5 2) B EURBOAR M IR IIKT AL IR B | i AR BE L, 75 55 5 e it
FIRFE B TS 3, K (T — DN EAEL 12 MR T, K E— AR RS a5 S
AT R B R P 2R R B R FE ] >0, ON=, S, ONRY, >S0,, B >CO

[0300]  ROYE Al 60 T A7 i B BESE IR BE L | A Qe L 5 8 Z6 5 B Bl R IR O, Mo
KR — MR RZ 12 DMkE -, K — 05 B EUR R AR 20— ik 5 71
(K% S F B A >0, DN=, >S, >NR', >S0,, B, >CO ;

[0301]  RUZESFAEOL N MG B < 1) & 8K 2) Fedk BRIk, Qe 75 HL B 75 e
5, KT — M RE 22 12 MR

[0302]  RYYE& MG T ALk 3 1) xR, FHE, BUEE ;8 2) bk, Akt bt
AR AT A A T B S BRI, o T N EREA R 2 12 MR E3)
CO,R%;

[0303] p & 0 & 3 (AL, B E

[0304]  RMYTiEE E APk H R B BRI 1) Hedd el e st , Hoop T4
—NEBEZ 12 MREF 3 2) COR, Hh RERFEL 12 MRS sf

[0305]  #ZHRASCH T AFFIIAER (1) HURE e B oK Ul B 1 I AF — = B B R
[0306] AR IR N — A IR T (D R RRAAEY AR SIS
W, AT

[0307]

35



CN 103102303 B 1«51'1 AA :F!' 26/202 7T

oRb
m,/j CF3
L f R?  CF;4

(VIiIa);
[o3o8] B H:. &k, @Jﬁﬂ%TExE’JY#E%?TExE’J%ﬁ B ZH) AR AR TR & 4 5
AR AR A M IR A BB S A S, Ho
[0309]  R™BHZHhiz [ :1) & 58K 2) ek ER bR, ke B b i — A AR &
Z 12 MR A
[0310]  4ZHEASCH T AFFIIEEH (1) BIBUREE ARG FEAR Ut I I AR — B A B R
[0311] ARt — 2wt 7 (D) R &% M- Rt A&
Yy, BA T

[0312]
3

NCF3
f R® CF3

(VIIb);

[0313] dzﬁ%ﬁ,@%,@%T%xm&ﬁ%?ﬁ%im s BIAER 231 HEXT WARIR &40 0
WeAA AR SRR AN BEVR A BUE AT = ﬁtlﬂ
[0314] 3@Q%ﬁﬂﬂtiﬂi%ﬂiﬂlﬁﬂﬁlﬂl%%\l,&él RE e L DR L g L 4,5
S - e b L | MR L B SR S Hop R b AT T3 O BRAR Sk ST e 1 e B
AT, PR T — MR 22 12 MR f
[0315]  $ZHBEASCHET AL (1) FOEUARE R B 2R Ul B 1 AT — 2 A B R 2
[0316]  7E 55— J7 1, ARt T # 0 (D MR RG-SR EMA s
Yy, BA T
[0317]

R3

f R* CFy
(VlIc)

[0318] B #h, A5 224 n] 2 I BAR L 22 IR A2 1, AR 29 AR X AR TR 51 X
AR ELAR A AR AN RER 51 BUCEAN R R 4L, H
[0319]  RUIEH :1)COR'ER 2) BEHUREARBEIUCH) 5-.6- B 7- TARF5 5, BAEL 124

36



CN 103102303 B 1«51'1 AA :F!' 27/202 7T

WRIEF, ARG 1.2 BE 3 AT HG%E B R348 RFER 2 3L F] >0, DN-, >S, B >NR; Al
[0320]  #ZHEASCH T AT (1) RIBUREE R B Ui BH 10 4T — 2 A Bl B
[0321]  ARKHI S — N HRME T %S (D) WSR-S ISR S A S

W, B4 Ha
[0322]

(VIID);

[0323]  BRH &h, WHE 22 P 2 W ERAE 2 2 T 4 52 10 38, BT 254 AR X WA TR & 4 %)
WeAd AR SRR AN BER A BUE NI S A A, H

[0324]  RUFH R“Hr b B < 1) 4 BB i U ) o0 58 gt B R B AR A B R PR e 2

HiT— A EZ 12 MRE T 52) COR'BX CO LR BK 3) (CH ,) KB (CH ,) R'CO,R", Hrt n
FEXFIE LT A 1.2 38 3 RYVESFIE T, Moz ik 1 st IR pe st 55 3 e IR S a7 5%
B, K e — PN BEA 22 12 MrJE -, e — R B 07 B 5 20— a7
6 R AR 2R B R A 20, ON-, >S, DNR™, >S0,, B >CO 3 H RE&FliE o T sz ik
H b LB e, BUE Frid bt B e R — DN EA 22 12 MR T

[0325] REH 1) HEEEE ;2) HARBRBEHURK 5-.6- 5L 7- JoARIRFEER 55, L
PR DN EEEL 12 MRE T, A5 1.2 50 3 Mk [ 7 A4 R F B A -
>0, >N-, >S, >NR', >S0,, B, >CO ;8% 4) CO,R®;

[0326]  RYESFPIE O NI HE H 1) s ;B 2) Kedk ok pi e 3, v i T4
—MEEEZ 12 MRIEF

[0327]  m & 0 & 3 [8EL, B4 E

[0328]  RPZESAME LT MO % B 1) BEURBOR AR I 5 2 IR b3t | R IR S B s 75
B, K e — PN REA 22 12 DMrJE -, A E— R R B o7 B & 20— o7k
R A 2% E R FEF >0, ON-, S, DNR'™, >S0,, BE >CO ;3K 2) B AR 4 BUAR () 24 2R
Pk, SRR Y 3 & T AARERIEFR 1 & 3 AR A TR E FEUA ] 0,
>N-, >S, >NR', >S0,, B¢ >CO ;

[0320]  REH :1) & 3 2) #EURBOAR M IR T IR B8 | AR BE L 75 55 5 e it

TR R 5 I, i TN EEE L 12 MR, B E— ARt R S R as 2
AT R R P2 TR FE ] >0, ON=, S, ONRY, >S0,, B >CO

[0330]  RYEAAIE 60 T 7 I B B IR bt | paf Qe dt 5 8 L 2 5 L Bl R IR 0, o

MR — DN EA R Z 12 DMi+, AT — 28 5 BRI R AR 2 D — A iE 5 T 71
(K44 S5 F BRI A >0, DN-, >S, DNR', >S0,, B, >CO ;

[0331]  RUZESPH UL T AT HE B 1) & 5Bk 2) Sk, Rbe ., i fQ ek, 75 3L ok 75 4
5, K E T — M RG22 12 MkEF

[0332]  R7E & APfE G0 AL L H 1) 3R, F5, BURUE 5B 2) be ik, Ak 2k St

37

SR



CN 103102303 B 1«51'1 AA :F!' 28/202 7T

A AR I A RS R BRI, KM — N RAEE 2 12 M REF 5B03)
CO,R’;

[0333]  RMTidlh & /b — A7k 5 F P BRI B (1) et Bl s A Be e, b i AT
—ANHEHBEL 12 METF 5K 2) COR, K REHBAEL 12 MIEF Rk Al

[0334]  FMEASCH FT AFFIEH (1) BIHURIE IR B AR Ul B I (AT — 2 A Bl A
[0335]  #ZHEASCH T AT (1) RIEUAREE R B Ui B 19 14T — 2 A Bl AR 2
[0336] AKX — IR gE 7 # N (D MR A ARSI & A4

W, BAT TR
[0337]

H

ORb
,/"\\‘Illliil/,(3F=3

R (VIlla);
[0338] Bl H:Eh, 4525 Al B2 W BAR 25 2 T 32 () £ AR 254 JE X WK IR 540 ot
Wedd  BAR AR M TRIR A BB IR S A G, Hd .

[0339]  RMZHEIEF 1) & 5Bk 2) SeskBIR bk, Frid b B sOR e e T — AN A &
% 12 MR A

[0340]  FZHRASTR T AFFIIE R (T) FHUCE Rtde B Ul B 9 AT — = B B R
[0341]  ARBAR)RE— LT st 7 HME (D) R &9 R SR Aa &

Yy, B H a0
CF3
>j[ IJ RZ CFy

[0342]

(VIIIb);
[0343] BRI &L, BLFEZG 2 n] 52 N BAE 20 22 T 252 () &, BTAR 25900 AE XS AR VR A 40 %
WA TLAR AR A ME TR 5 B eI E S A A, Ho .
[0344] R’ 1w BROAR B R B BOA A DU M i L 1, 3, 4— T — e MR R R R 4,5
S - W b | BRI L B SR b R b (KA A A BRAR R ST M 3 1 e R
pARHEE, P M — AN EEEL 12 DMRET of
[0345] % MEASCH T AFRISEM (1) AIBURIE SRR 5K U B I AT — R A BB R 3
[0346]  fE5—NJ7 1, AR B T M0 (D B RS BRI S Aa &

W, B4
[0347]

38



CN 103102303 B 1«51'1 AA :F!' 29/202 7T

e f%

(VIIIc)

[0348] B &h, HE 225 P 22 W ERAE 25 22 T 52 1 8, BT 254 AR X AR TR & 4 %)
WeAd AR SRR AN BER A BUE AT AE S A A, H
[0349] REBEABEAZRZ 2 PMEFHIbE ;
[0350]  R'I%&[ :1)CO R°L 2) HHURBURMEERH) 5-.6- 8L T- oA &, AF 52 124
BRIE T, B4 1.2 303 MO B A1 R R R EE >0, ON=, S, B ONRY
[0351]  FMEASCH Fr AFIZEH (1) BRI AIE T A Ul B I (R4 — B B B
[0352]  FEA KR EHI 53— ﬁﬁﬂiﬁ%%ﬁ?~%%&%A%* L) (genera) , BE 22
AKICF AFFEIER (D RS (subgenera) o IX 228 457t T 71 3@ 40K - (T1-1),
(ITa-1), (ITb-1), (I1I-1), (IT1la-1), (I1Ib-1), (IV-1), (IVa—1), (IVb-1), (V-1),
(Va-1), (Vb=1), (VI-1), (VIa-1), (VIb-1), (VII-1), (VIIa-1), (VIIb-1), (VIII-1),
(VIITa-1), M1 (VITIb-1), @0 T il przs ol i BH, 3 H & BRI AR EAR T T &1
BUARS, <7, RG R R RS R RS R, RS RS, R, RS, RO, RME45, UL T, 48 R 1 #1# h 3243t
TAERE RGO X T X S BRI I AT BB (e 8, DLRAE LA s — D4 it 17 7ERFRR A] BRI 1
P 8 8 52 S0 Bl N PR AR R R RFI R IS8 S, BT s ST R AT B
iapri
[0353] NI HIR P HGEME T H T AE AR NIRLEW  (T1-1), (ITa-1), (IIb-1),
(I11-1), (IITa-1), (IIIb-1), (IV-1), (IVa-1), (IVb-1), (V-1), (Va-1), (Vb-1), (VI-1),
(VIa-1), (VIb-1), (VII-1), (VIIa-1), (VIIb-1), (VIII-1), (VIIIa-1) FI (VIIIb-1), iX
U RN AN M F IR 2 2023 1) 3R, 1 e 283 =0 F A IR P I B L e ok
. B, 7ERR A PER (A-01) & (A-384) , & T 5% R AL AW, 783X PG i
@ d1-1) . (I11-1) « (I1Ib=1) < (IV-1) (Vv=1) . (VI-1) . (VII-1) FI (VIII-1),3FH.
TR (T1-1) L (TT1-1) « (ITTb=1) s (IV=1) s (V=1) - (VI=1)» (VII-1) AT (VITI-1) $&4k
T 3BANAFE AL o AR N T iX e A4 R — A # R4 T fi Six b 54
[ RE— A7V, A — M SR A
[0354]  HHU, 7RI 5 1], BUREE TN o & T 70 il X (AT AT — ANl = 5 B
U B AT AR A BCUA R, AT AS A O IE 2 (1) ir g f ey S e 5 A B AR 1 8 S
[0355] 7z A[LlikH 7% Z°, B Z°.
[0356] R'A[LAIEE R'™, R, RS, B R,
[0357] R*AJLAIEE R ™, R™, R, B R,
[0358] R*m[ A& R™, R®, R, B R,

R

R

R

[0359] R*A[LAZEE R*, R®, 5L R*.

[0360] R°A[LAZEE R, R, BE R,

[0361] Rﬁﬂ uﬁg RGA, GB, RGC, RGD, E)IZ RGE0
39



CN 103102303 B 1«51'1 AA :F!' 30/202 7L

[0362] R7Hf L)biﬁ R 7A, R?B, R7C, R?D’ ﬁ R?Eo

[0363] R¥mJ AL R ™, R®, BE RY,

[0364] R'AJ L& R ™, R®, R, 5L RP,

[0365] Rloﬂ L)lﬁt ﬁ R IOA’ RLOB, ﬁ Rloco

[0366]  R*AJLAIE [ R 8% R,

[0367] R°ATLAXEH R"'8E R,

[0368] RTAJLLIEE R, RY, R¥, B R,

[0369] S TiX LeHEUARIRIEFE P R —, $2 i T R HIE o

[0370]  7ZM& N BE CH.

[0371]  Z%&E N,

[0372] 7% CH.

[0373]  R™Z :a) & ;B b) #EUCBLRME BRI bEIE IR be 3k . i At 5 5 L Z IR 3E 2%

75 BAGE R AL . T AR R | e A S e | A e A e A B U A e i, o AT AT — A
HA %2 12 M E T, o AE— 2R AR Bl o5 B 5 2 /b — M7k B T 21 2% J5 B
FeFHA >0, >N-, >S, >NR,y, >S0,, BL >CO.

[0374] Ry @t BB A AU 20 IR B B R 5 2, o AT — N A 2 2 12 Mia

+, AREE DA H IR R R >0, DN=, S, DNRY, >S0,, 3 >CO,

[0375]  R'J& :a)CO ,R®, COR®, SO,R®, SO,NR’R’, B, CONR’R';BX b) (CHR *) ,R°BY (CH,) ,R'CO,R®, H:
Hon FES AP O T A2 1.2 B3 sRE S MO0 A7 e 5 be LB el B, B, FIrid e &

BRI — DN EAEL 12 MRIETF RYESFHEILT, MOr g [ et FR ket 75

HEIRINEREUR T B, K AT — N R AR 2 12 MR T, P T — R B 5
B F AT 5 B AR R F B EE] 2>0, ON=, >S, ONR', >S0,, B >CO ; HL R7E %

FiG OL T MOL % B BE AR B B, BUA, Frid ke BN e A — N A B2 12 Mk
JiF.

[0376]  R™AN R LA R BB A AR ) SR SR BSR4, 1% BRI BOOUAR 3 A0 75

22 12 MEA FHHRT Z 240 AEIREE 1.2 803 MOk B T2 4 5 BoR
>0, >N-, >S, >NR", >S0,, B >C0.

[0377]  R*™& :a) & ;B b) #HACBLRME BRI bEIE IR ek . i ARt  F5 3 L Z PR3t 2%

75 BGE R AL . T AR L e A S e A | A e S e A B U A e g, o AT AT — A
HA %2 12 M5+, o AE— 2R B A Bl o5 B 3 2 /b — M7k B T 21 24 J5 B
FeFEHA >0, XN-, >S, >NR", >S0,, 5L >C0.

[0378]  R™& M EUARBUR B A Z R B 2 55 228, Hoh AT — M EA B L 12 AR

T, BFEZR D — AR A R IR R FER LR >0, DN-, >S, DNRy,, >S0,, BE >CO,

[0379]  R*J& :a)CO,R®, COR®, SO,R®, SO,NR'R’, B, CONR’R';BX b) (CHR ™) ,R°BY (CH,) ,R'CO,R®, H:
Hon FESFITEOL T A2 1.2 5L 3 sRYE S P 00 T S ke 5 be LB e el 2L, B, Horp irid

BB A P TN A E L 12 MREF RYES RS OUR, M0r ik 5 et R ke

BRI AL EUR S A, R BTN A R 2 12 MR T, AR R R B O
BAG RS BRI AR R P BRI ] >0, DN=, >S, DNRY, >S0,, B >CO sR7E

FAE LN MR B e AL PR e, B A be B e P RN A RS 124

40




CN 103102303 B 1«51'1 AA :F!' 31/202 7L

WA+ o

[0380]  R™FI R "D Bl HUAR AR At AR (1) S R BSR4, 1% SR IR OB 38 oA 75
B2 12 MRIEF HFHER T Z 240 ARRAE 1.2 B3 MATE B A 4 )5 BR
:>0, >N—, >S, >NR', >S0,, B{ >C0.

[0381]  R™A& :a) ABFEUIL ;5K 2) HEEL 12 MREF IR BCR g BRI et .
[0382]  R™/& M BB AR BRI 75 5, B B QB 4 B (1) 5-.6- Bk 7- Jo 4IRSk Bk
FeT5 5, o R — AN B2 2 12 Mk, A5 1.2 803 MLk B R FIR 28 80
FeRH >0, DN-, >S, >NR", >S0,, BL >C0.

[0383]  R™FEE [ T F I HARBR B BUR KL ] 2CO R, COR®, SOR®, SONRR', CONRR',
C(S)NR’R’, C(S)NC(0) OR®, B, C(S) SR®,

[0384]  R™J&i% H N HI I BB AR B AL 4, 5- & — WEMRIL, JUmkIL, S
Fe, mbwe L, msmp R e e S B e R (AT AT G B S kT
H T3 :a) Fems ke, i T — M EEE L 12 MREF 30 b) COR%, Hrp R
HAZRZ 12 MxIE Ik .

[0385] R™A :a) X2, HIEL, BRI ;O b) kedd FRkedt  BRpe A2k e A A i f Uk sk
et B, K Ef — PN HRA 22 12 MR £

[0386] R HUAR T AR BRI 75 36 S5 e bk, 75 S s 2% 5 B Uk 75 A AL, H P AT
—NEFZRZ 12 MR, AT — 5 B A ARG 20— MR B A AR
JHFBE 2 FL A >0, ON-, >S, B DNR",

[0387]  R™JZ :a) ¥ H N 7 M4 B BCAR B B 9 L [ :CO ,R°, COR®, SO.R®, SONR'R', K
CONRR's Bk b) (CH,) NR'R', Hirh q A2 A 0 % 5 19840, A F s o

[0388] R HUR B AR AU b | i AU bE S L B e, Hop T — AN AE &
% 12 MREAF .

[0389]  R™JE :a) #EUARE AR BUAR 19 55 3 L 3R B 2 55 3, o BT — N EA &2
% 12 MRJE, HA T — AR BUR 5 A8 & 2 /b —ANor ke B R B 24 i B A
>0, YN=, >S, >NR™, >S0,, B >CO ;% b) # BB A A BRI 2 PR e 2k, 0 S G om e ) 3 &
TARBRIEFA 1 E 3 ANOLIE A NP R R 0, DN, S, ONR™, >S0,, L >C0.
[0390] R™“Z#23E, NR °R’, CO,R’, COR®, BL SO,R%,

[0391] R™MEA.

[0392]  R™JEHEdHL. Hhpedk B f Ok, P T — M EAEL 12 MRET

[0393]  R™ &4l BUAREAR 4 HUAR ) 75 2, Bt AR BOA ol AR ) 75 e 2 » L (AT AT — A
BHEEZLZ 12 ME T

[0394]  R™ & AR B A 9t BRA R (1) 2 R 3, By BAR B R ol A 140 % 5 2, L o AT AT
—MNEAZRZ 2 AMREF, BREED— NIRRT R FBURER >0, DN-, S,
>NR", >S0,, B, >C0.

[0395]  R™FIR ™R AE 3 & 7 NI F FIH R BOR B EUR PR 4, 6 A
BR T REAIR AR 240, HATERAAERS 1.2 3 3 ANk B FEI 2 EF 20, 0N-,
>S, B >NR',

[0396] R™MEA.

41



CN 103102303 B 1«51'1 AA :F!' 32/202 7L

[0397]  R™EHEHEE PR s e dt, P A — N EEEL 12 MR T

[0398]  R™ &4 HUAREAR Bl HUAR 1) 75 28, Bt AR BOA AR 1) 5 e 2 » Lo (R AT AT — A
HAEZ 12 M RIEF

[0399]  R™ 2 A BAR B A A7 A 11y 2% B 3k, by B B30 AR At A 1) 2 55 3, o (0T 4
—ANEEEZ 12 MREF, G R DAL B A2 R FE RS F] 0, ON-, S,
>NR', >S0,, B, >C0.

[0400]  R™AIR*—EREE 3 & 7 NI A F I B BCR BRI RIR B 4, I A
BT REAIR A ER T 240, HATERAAES 1.2 30 3 AMOTE H R B2 EF 0, ON-,
>S, Bt >NR',

[0401]  R™J& :a) Hedk PRk, s fCkedt, K EM— M EEEL 12 MRE T I
b) B EUAREAR B EAR I 75 2 RIS B o5 2, R T — N EEE 2 12 MREF, K
HT R IR Bk 5 05 B /b — AN B NP2 R F B 2% 3L [F] >0, DN=, >S, DNRY,
>S0,, B >CO.

[0402]  R™EHEHL. IR pe oA dt, KT — N EEEL 12 MR F.

[0403]  R™ZHEARE AW B HI 5 3L J PR A B s 5 3, P T — AN AR L 124
W, Horp AT — R PR B S S 20— AT B R AR R SRS >0, ON-,
>S, >NR', >S0,, B, >C0.

[0404] R™ZHBGEZL 12 MRIAFIILHE.

[0405] RPZEAGEZL 8 MRETFHIbEHE.

[0406] R*ZEHAGEZL 6 MREFHIbEHE.

[0407] RYEHGEZL 4 MREFHIbEE.

[0408]  R™VEA ;B 2) BEdk FbEdt. s Uk AL mos e dt, Hp e — MR L
12 M £

[0400]  R'EKEIE BB fUke L, H I EmM— M EEEL 12 MREF.

[0410]  RHFHBF bk, KT M—ANEEEL 12 M RF

[0411] RYEXZ.

[0412]  R¥j&pedkoiledt, T EEEL 12 MRET.

[0413] RUYEEAEZ 12 MRFEFHIBEE.

[0414] RYEEAFEZ 6 MREFHIkHE.

[0415] RS « 1) Feoie s, Kt M REEZ 12 MRET s302) Ao
[0416] RYZEEGEZL 12 MIEFHIEE.

[0417] RZEBHEZL 12 MR FHGEEME.

[0418] R¥EA.

[0419] FE @ XA KRFXEMH— Hmm:T1-1), (ITa-1), (ITb-1), (IT1-1),
(IT1a-1), (ITIb-1), (IV-1), (IVa-1), (IVb-1), (V-1), (Va-1), (Vb-1), (VI-1), (VIa-1),
(VIb-1), (VII-1), (VITa-1), (VIIb-1), (VIII-1), (VIITa—1) 1 (VIIIb-1), A] A#ZHE AT
XFTaR (1) (AR U I R BB BT B I 2 ] b AT E . 8 S o sk
REEMIBI S —A 5T - (11-1), (ITa-1), (I1b-1), (I11-1), (I1la-1), (IIIb-1), (IV-1),
(IVa-1), (IVb-1), (V-1), (Va-1), (Vb-1), (VI-1), (VIa-1), (VIb-1), (VII-1), (VIIa-1),

42



CN 103102303 B 1«51'1 AA :F!' 33/202 7L

(VITb-1), (VITI-1), (VIITa—1) A (VITITb-1), °J PA#ZRE T F1) 21k $EEUAR BT 38 AR 1) 2t
A B AT AR

[0420]  BF A fEIEA 1.2 B 3 MOLE B R AIE AR :1) iR, FUE, BUR AL 52) L
S, IS, I, AT, IR TS, T AR, PRI, A A A, 5 S, D AR, T e
P FFHB R T A (heteroarylaoxy) , P R —MNEAEL 12 MEF ;5K 3) COR,
COR®, SO,R®, SO,NR°R’, B, CONR°R';4) (CH ,) NR°R", Hirpr q /& 0 % 5 (%4, ARl ;B 5) (CH,)
0, (CHy) ., Horpr g J& 0 2 3 (W40, B HEum H.

[0421] 24 RUFI R AT R B ERTOOUER 20 A, R T R 3z AN s Mgy 1 8% 2 o7z 4
THIRI BRI AR < 1) fedd, BRBedE, mifbe 2, Bedd i, 7 8k, J% 5 S E A PR 2, o 4T
fA—MNEEFZEZL 12 MRIEF, BT — 305 BBUR R AR D — ANk B N FI 2%
JEFELAREE A >0, DN-, S, DNR™, >S0,, B >C0 ;8L 2) K%, G, Bt .

[0422] 4 R'FNR*— LA A A IR TR B 43, PR B AT 3de 4 2 /0 — M horik 3 R FI
BURFEEUN 1) &, FUE, B3, ;2) Bk, BEmdL, pudk, s Uk, SRbedt, e E 3, i
SR, A I, IR GRS, IR AR A, A, S A, T, R s R E e Oy A,
HEMEA— AN EE 2L 12 MRJEF, B 5 R UR m d a0 — Mk 5
AR EF B EE A >0, DN-, >S, B >NR';BE 3) €O ,R®, COR®, SO,R®, SO,NR°R’, B CONR’R’;
8% 4) (CH) [CO, (CHy) ,, Herbr q /& 0 2 3 (8%, A FhomA

[0423] R 2D —ADIAriE B R EARIE R 1) Bedk. sifke sk, 75 B b
B, KA — AN EAE 2 12 MREF :802) COR, Hp RERA L2 12 M REF 1T
o

[0424]  R'AN R (LG AUMST G 22 /0 — Ao ik B R P EUREE B :1) s, BB, &
B, A, BUAAR B 2) Bk, BEAGIL, AR, IRT AL, D, JR IR, R 5 Ok, on s, S A
PSR P, LT R R B e R U, P T AN R A R 2 12 MR, A2
IRIE BRI 75 SR F D — A% H R B4R R F BRI ] >0, DN-, >S, DNR™, >S0,, 5%
>C0 5

[0425]  R°, RUAT R (R AN Mg | B8 2 AN 73 B et | i R Je 2k B3 77 2 11 B A Rk
R HPPEAM— PN EARZ 12 M+ s/

[0426] m Al p Z&M 0 F5 RV R4 588530 2 1 S5 # BT R VP (R B R B B8 50 A5 — T
[, m AT LA 0 28 3 (R840, 4B om . 725 — DN J7ii, p AT LA 0 28 3 (K845, A4 vm i
[0427]  FEIX LR PEA E S, BRAE 7 A BRid, BUREE B ROHR IR 20 B 2 f8 L flifh 2258 4
IR, A BFEATAMEE B 098 R T BREE R A B, BURE K/ T B2
(15 XL

[0428] £ 0 A IE 1, AAE P4 ) 2 b I — A AR B (1) B AR IR BRI, 5]
AP RN RUBE R ZE T4 B T B, 26 o BT R R e 1 B I Y A
2 Forp 2z B B R D, FL ST M 42 B AR S T iR E SORIE R, Bl an, M AE SR
(I1-1) HAE =L RHEIUA, #Z B N IR PR A-01, R 2D —F IS L& R ™, R
AR H e H B Bl o i B R AT R ™2,

[0420]  HHL, MRIEA K IR &7, A SR T B (D %G, izt
GMHEA T

43



CN 103102303 B 1«51'1 AA :F!' 34/202 7L

[0430]

v
R (II-1);
l.j:%'Rgm
11 2 ! 1 k
R (m-1y; R R (ITEb-1);
R .
} /)"“R m
11 |
R av-1); R (V-1);

(VII-1);

BHAETAH A

R (VIII-1);
[0432] B Eh, BHE 22 P 2 W EAE 2 2 T e 52 10 38, BT 25 4 AR X WK TR & 4 %)
edd . AR AR AN R AW B E N A A, Hod RO R R RV R 1] LI R R 5
kP, RAiE (A-01) & (A-384), HiG AT bzl vi b &4 (11-1) . (I11-1) .
(ITIb=1)« (IV-1). (V=1) . (VI-1). (VII-1) F1 (VIII-1),

[0433] 3 1. ARIEAK M EA BLE R' . RY RY R R “ ML S I BUAR e 3%
[0434]

X

Rl

RZ

RS

R4

A-01

RlA

RZA

RSA

R4A




CN 103102303 B

i

AA

B

35/202 17T

A-02 R"™ R R* R* R
A-03 R R* R™ R* R
A-04 R R* R* R* R*
A-05 R™ R™ R™ R* R
A-06 R R R* R* R
A-07 R'® R R* R* R
A-08 R" R* R* R* R
A-09 R™ R* R* R* R
A-10 R"™ R* R* R R
A-11 R™ R* R* R* R
A-12 R" R* R* R* R
A-13 R™ R” R™ R R
A-14 R R R* R* R
A-15 R R” R™ R* R
A-16 R" R? R* R* R
A-17 R™ R R* R* R
A-18 R"™ R R” R* R
A-19 R' R R” R R
A-20 R" R* R” R* R
A-21 R™ R™ R* R* R
A-22 R"™ R™ R* R* R
A-23 R™ R™ R* R* R

45



CN 103102303 B

i

AA

B

36/202 5T

[0435]

A4 R RE R R R
A-95 R7 R R R R
A-96 R RE R® R R
A-97 R RE R® R R
A-98 R RE R R R
A-29 R RD R R R
A-30 R RD R R R
A-31 R RD R R R
-39 R RD R R R
A-33 R R R R R
A-34 R R R RE R
A-35 RC R R R R
1-36 R? R R R R
A_37 R R R R R
A-38 R RE R R R
A-39 R RE R R R
A-40 R RE R R R
41 R RE R R R
A—49 R RE R R R

46



CN 103102303 B

i

AA

37/202 7T

A-43 R R R* R* R
A-44 R R R R* R*
A-45 R™ R R* R* R*
A-46 R R R* R* R*
A-47 R R” R* R* R
A-48 R" R” R* R* R
A-49 R™ R* R” R* R
A-50 R" R* R” R* R
A-51 R R* R” R* R
A-52 R R* R” R* R
A-53 R™ R” R? R* R
A-54 R R R” R* R*
A-55 R' R R? R* R
A-56 R R” R” R* R
A-57 R™ R R? R* R
A-58 R" R R? R* R
A-59 R R R” R* R
A-60 R" R R” R* R
A-61 R™ R” R” R¥ R*
A-62 R" R” R? R* R
A-63 R R” R” R* R
A-64 R" R” R” R* R

47



CN 103102303 B

i

AA

38/202 1T

[0436]

A-65 R™ R* R* R* R
A-66 R R* R™ R® R*
A-67 R' R* R* R* R*
A-68 R R* R* R* R*
A-69 R™ R” R* R* R
A-T70 R" R” R* R* R
A-T71 R R” R* R* R
A-T72 R" R R* R* R
A-T73 R™ R R* R* R
A-T74 R" R R* R* R
A-T75 R R R* R* R
A-T76 R R R* R* R
A-T7 R™ R” R* R* R
A-78 R R R* R* R
A-T79 R R” R* R® R
A-80 R R R* R* R
A-81 R™ R* R” R* R
A-82 R" R* R” R* R
A-83 R R* R” R* R
A-84 R" R* R” R* R
A-85 R™ R” R” R* R
A-86 R" R” R” R* R
A-87 R' R R* R® R*

48



CN 103102303 B

i

AA

39/202 1T

A-88 R" R™ R* R* R
A-89 R™ R* R” R* R
A-90 R R R* R* R*
A-91 R' R R” R* R*
A-92 R" R* R” R* R
A-93 R™ R™ R” R* R
A-94 R"™ R™ R” R* R
A-95 R' R? R* R* R
A-96 R" R™ R* R* R
A-97 R™ R R* R* R
A-98 R"™ R R* R* R
A-99 R™ R R* R* R
A-100 R" R* R* R* R
A-101 R™ R R* R* R*
A-102 R R R* R R*
A-103 R™ R R* R* R
A-104 R" R R* R* R
A-105 R™ R* R* R* R
A-106 R"™ R* R* R* R
A-107 R' R* R* R* R
A-108 R" R* R* R* R
A-109 R™ R™ R* R* R
A-110 R"™ R™ R* R* R

49



CN
10
31
0
2303 B
A
-11
1
Rl
A C
-11 ‘
| it
A_
| Rm RZD A B
A7 -~
| RlA RZD R3c
A,
115 RlB
A R* RSC R4B
116 : R2
A- A |
1 1 7 RlD R2 D R4B Ral
Ai A R3 40
118 Rl A D R4B /2 02
A- RZA RSD Ral DE\[-
119 . |
A R* : |
120 Rlc |
Ai 1 RZB RSD Ral
| RlD R2 R4B
A7 1 B RSD Ral
22 RlA R4B
Aﬁ 1 RZB RSD Ra1
2 3 RlB R4B
A_ 1 RZC RSD Ra1
24 RIC R4B
Ai 1 RZC RSD Ra1
2 5 Rl D R4B
Ai 1 RZC RSD Ra1
26 Rm R4B
Ai 1 RZC RSD Ra1
[043 : RIB R4B
7] A R RsD |
128 : |
RZD RSD Ral
A RID R4B
-129 RZD R3D Ral
A7 RZD R4B R
130 : | al
A7 R4B R
131 . RSD al
A7 RZA R4B
132 . Ral
RZA R4B
RlD RSA Ral
RZA
RSA Ral
RZA R4C
RSA
R4C
RSA Ral
R4C
Ral
R4C
Ral
Ral

50



CN
10
31
02303
B
A
-13
3
A RlA
-13 ‘
| i
A R™ RZB I
-13 \
5
A- |
136 ; RZB A
A,
137 Rl D R2B RSA R4C
A,
138 RIA
A R* R4C |
-13 : | 4
9 B RZC 1/20
Ail R RSA R 2 DE[‘
40 1C RZC R4C 1 '~
A7 1 R RSA
4 1 ID R2 R4C
C Ral
R RSA
| 1A RZC R4C R
42 RSA al
4 3 RlB RSA 1
R4C
Rlc Ral
A_ 1 RZD RSA
44 R4C
Ral
Rl D RZD R4C
A-14 | Ral
5
4 6 R m R4C |
A,
147 RlB R2 R3A R* R
A7 A al
148 RIC
A R* R4C |
7 RSB
149 RlD R2
| R A RSB R®
50 1A RZA R4C 1
A7 RSB
| RlB R2 R4c
A B Ral
7 1 R RSB
52 IC R2 R4C
A B Ral
7 1 R RSB
53 1D R2 R4C
B Ral
R RSB
1A R2 R4C
B Ral
RSB
R2 R4C
C Ral
RSB
R4C
Ral
RSB
R4C
Ral
R4C
Ral
Ral

51



CN
10
31
02303
B
A
-15
4
A,
155 Rw
A_ LRy
156 : R2 it AA
A_ C
157 : R2 4q
C
A R™ : |
| C
158 R%
A7 1 RZD R4C
| RlB R3B
R4C
Rlc Ral
A-16 RZD | R
0 4c Ra 42/
1 202
RID RZD R4C DE\[-
A-16 | RM
1
A R* RSB |
162 i | 1
A,
163 Rl B R2 RSB R4C R
A7 A al
164 :
A R2 A RS R4C Ral
-165 Rw R2 C
A_ 1 | RSC Ra
| RlA RZA R4c T
R RSC
| 1B RZB R4C R
6 7 RSC al
| Rlc RSC 1
A7 1 R4C R
69 RlD RZB R3C al
A7 R4C
170 RIA Ral
RZB | R4C
R* |
A RlB R al
| 2
171 C RSC R
R4C |
RZ
RlC |
A7 1 RSC
| R4C
Ral
RZC RSC
RlD R4C
Ral
| R4C
R’ RC R
C al
R4C Ral
RSC
R4C Ral
Ral

[0438]

52



CN 103102303 B

i

AA

43/202 11

A-173 R™ R™ R* R* R
A-174 R R” R* R* R
A-175 R' R R* R* R*
A-176 R R R* R* R*
A-177 R™ R R” R* R
A-178 R"™ R R” R* R
A-179 R' R R” R* R
A-180 R" R R” R* R
A-181 R" R™ R” R* R
A-182 R"™ R™ R” R* R
A-183 R' R™ R” R* R
A-184 R" R™ R” R* R
A-185 R™ R* R” R* R
A-186 R R* R? R* R*
A-187 R' R R? R* R*
A-188 R" R* R” R* R
A-189 R™ R™ R” R* R
A-190 R"™ R™ R” R* R
A-191 R' R™ R” R* R
A-192 R" R? R” R* R
A-193 R™ R R* R R
A-194 R"™ R R* R* R*
A-195 R' R R* R* R*
A-196 R" R™ R™ R* R*

53



CN 103102303 B L 44/202
A-197 R™ R” R* R* R
A-198 R R R™ R* R*
A-199 R' R R* R* R
A-200 R R” R* R* R
A-201 R™ R R* R* R
A-202 R" R R* R* R
A-203 R R R* R* R
A-204 R" R R* R* R
A-205 R™ R” R* R* R
A-206 R" R” R* R* R
A-207 R R” R* R* R
A-208 R R” R* R* R
A-209 R™ R R” R* R*
A-210 R R* R” R* R
A-211 R R™ R” R¥ R
A-212 R R* R” R* R
A-213 R™ R R” R* R
A-214 R" R” R” R* R
A-215 R R” R” R* R
A-216 R R” R” R* R

[0439]

A-217 R™ R R” R* R

54



CN
10
31
02303
B
A
-21
8
A,
219 RlB
A_ ‘o
220 : R2 it AA
A_ C
221 : R2 :Fg
A7 C
222 R | R2 RSB
C
A72 R RSB
23 1B R2D R4A
A7 R3B
| Rl C R2 R4A
A D RaZ
72 R RBB
25 0 el R4A R |
| | 202 T1
Aiz RlA RZD R R n
26 RSB a2
A72 RZA R4A R
27 RlB RSB a2
| R4A R
28 RIC RZA R3c a2
A7 R4A
229 ; Raz
RZ
Aﬁz A RSC R4A
30 | R2 R*
A_2 | RSC Ra
| Rl B RZB R4A 2
| RSC
232 Rlc R2 R4A
A B RaZ
72 R RSC
33 1D R2 R4A
A B RaZ
72 R RSC
34 IA R2 R4A
A B RaZ
72 R R3C
| IB RZ R4A
A C RaZ
72 R RSC
36 IC R2 R4A
A C RaZ
72 RSC
| RlD R2 R4A
A C RaZ
72 R RSC
38 IA R2 R4A
C RaZ
R RSC
Aiz 1B RZD R4A R
39 RSC a2
A72 RZD R4A R
40 Rlc RSC a2
R4A
RlD RaZ
RZD RSC
R4A
RaZ
RZD | R4A
R* |
a2
RSC R
R4A |
R4A
RaZ
RaZ

55



CN
10
31
0
2303 B
A
-24
1
A
-24 :
2 A
A- |
243 RlB - i Bf
A_ A
244 ; R2 :Fg
A- A |
245 Rm R2 D
A
RS
A72 RlA R2 D R*
46 A |
D
| R2 R4A
| Rl B | R3D Raz
A7 R4A 46
248 RT R | |
A7 RZB R4A DE\[-
249 RlD Raz
A R* : R4A
| | R2 R*
A- B R3
251 Rl B R2 D R4A Raz
A- C |
252 ; D |
| RZC | R*
53 RlD R4A
| RZC RSD R*
54 RIA R4A
| RZC RSD R*
| Rl B R4A
| RZD RSD R*
| Rlc R R4A
A72 2D RSD RaZ
| RID 2 R4A
| RD RsD R*
58 RIA R4A
RZD RSD RaZ
A7 RIB R4A
| RZA RSD R
[0 R4A
4
40] A- R'® ) : Raz
260 R4A
RSA RaZ
A R ) R4B R
726 a2
1 RSA R4B
Rl RZA RaZ
A
RaZ
RSA R4B
RZB
RaZ
RSA R4B
RaZ
R4B
RaZ

56



CN 103102303 B L 47/202 1
A-262 R" R” R* R* R
A-263 R' R R™ R® R*
A-264 R R R* R* R
A-265 R™ R R* R* R*
A-266 R" R R* R* R
A-267 R R R* R* R
A-268 R" R R* R* R
A-269 R™ R” R* R* R
A-270 R" R” R* R* R
A-271 R R” R* R* R
A-272 R" R” R* R* R
A-273 R™ R* R” R* R
A-274 R R* R* R® R*
A-275 R' R* R* R* R
A-276 R R* R* R R*
A-277 R™ R” R” R* R
A-278 R" R” R” R* R
A-279 R R” R” R* R
A-280 R R R” R* R
A-281 R™ R R” R* R
A-282 R" R R” R* R
A-283 R R R” R* R
A-284 R" R R” R* R
A-285 R™ R” R* R® R*

57



CN
10
31
02303
B
A
-28
6
A,
287 RlB
A_ s
288 : R2 Wt AR
D
A7 2 Rl D R2 :H
89 | RSB
Rm RZD
A72 RSB
90 R4B
Ai R3B
| Rl B RzA R4B
A RaZ
-29 ; | 4
2 R R* Raz 8/202
A R : R ﬁ
293 A RSC R4B 2
A
_ R2
| RIA | R3c R
A R4B a2
-2
95 RIB RZB R3c
A7 R4B
296 : Raz
RZ
A_z B RSC R4B
97 RlD R2 Raz
A_z | RSC Ra
| RlA RZB R4B 2
R RSC
A72 1B RZC R4B R
99 RSC a2
OO Rlc RSC 2
A73 R4B R
O 1 RlD RZC R3C a2
A7 R4B
302 RlA Raz
RZC | R4B
R* |
A RlB R a2
| 2
303 D | R
R4B |
RZD
RlC
Aig RSC
04 R4B
RaZ
RZD RSC
RlD R4B
RaZ
| R4B
R’ RC R
D a2
R4B RaZ
RSC
R4B RaZ
RaZ

[0441]

58



CN
10
31
02303
B
A
-30
5
A,
306 i
A_ ‘o
307 : R2 it AA
A_ A
308 ; R2 :Fg
A7 A
309 Rm | |
2A
Aig R RSD
10 1A R2A R4B
A7 R3D
311 RIB R2 R4B
A B RaZ
73 R RBD
12 1C R2 R4B 49
A B RaZ /20
-3 R | |
| 1D R2 R4B U
B RaZ
RSD
Aig RIA RZB RE R
14 RSD a2
R2 R4B
RlB C RaZ
A73 RSD
15 R4B
RaZ
| RZC RSD
16 Rlc R4B
A RaZ
317 RlD R2 RSD R4B R
A_ C a2
318 :
A R* R4B |
73 RSD
) Rl B R2
D
R RSD Ra
A73 1C RzD R4B 2
20 RSD
R2 R4B
RlD D RaZ
| R3D
2 1 R4B
RaZ
| RZD RSD
22 RIA R4B
A RaZ
323 RIB R2 RSD R4B R
A7 A a2
324 Rlc
A R* R4B |
73 RSA
- RlD R2
A7 3 A RSA RaZ
| RlA RZA R4c
RSA
RlB R2 R4C
B RaZ
RSA
R2 R4C
B RaZ
RSA
R4C
RaZ
RSA
R4C
RaZ
R4C
RaZ
RaZ

59



CN 103102303 B L 50/202 T
A-327 R R” R* R* R
A-328 R R R™ R R*
A-329 R™ R R* R* R
A-330 R R R* R R
A-331 R R R* R* R
A-332 R R R* R* R
A-333 R™ R” R* R* R
A-334 R" R” R* R* R
A-335 R R” R* R* R
A-336 R R” R* R* R
A-337 R™ R* R” R* R
A-338 R R* R” R* R
A-339 R' R* R” R* R
A-340 R R* R” R R
A-341 R™ R R” R* R
A-342 R" R” R” R* R
A-343 R R” R” R* R
A-344 R R” R” R* R
A-345 R™ R R” R* R
A-346 R" R R” R* R
A-347 R' R R* R R*
A-348 R R R* R* R*

60



CN 103102303 B L 51/202 X
[0442]
A-349 R™ R” R” R* R
A-350 R R R” R* R
A-351 R R R” R R
A-352 R R R” R* R
A-353 R™ R* R* R* R
A-354 R" R* R* R* R
A-355 R R* R* R* R
A-356 R" R* R* R* R
A-357 R™ R” R* R* R
A-358 R" R” R* R* R
A-359 R R” R* R* R
A-360 R" R” R* R* R
A-361 R™ R R* R* R*
A-362 R R R* R R
A-363 R' R R* R* R
A-364 R R R* R* R
A-365 R™ R” R* R* R
A-366 R" R” R* R* R
A-367 R R” R* R* R
A-368 R R” R* R* R
A-369 R™ R* R? R* R
A-370 R" R* R? R* R
A-371 R R* R” R* R

61



CN
10
31
02
30
3
B
W
i}
+H
52/
20
2
Iy

A
-3
72
A
=37 :
3 D
A_ | RlA R2
74 A
A-37 RlB RZB
A 5 RSD
-3
76 Rlc Rz RSD
| B R4C
377 ;
A RzB R4C
73 RSD Ra
i RlA 2
| RZB
73 RSD Ra
79 RIB R4C |
| RZC
73 RSD
| Rlc R4C
A RZC RaZ
73 RSD
81 RlD R4C
RZC RaZ
RSD
Aig RlA R2 R4c
C al
82 RSD R | 2
4ac
A R ) RS RaZ
-383 D R4C
RaZ
R2 RSD
A Rlc D R4C
-384 RaZ
RS R4C
RZD D RaZ
Rl D
RS R4C RaZ
RZD |
R3D R4C RaZ
R4C RaZ
RaZ

[04 —if e H s
L 43]
\ MR A K& i Y] y S Hh
E‘:ﬁ IC
. :
| il
35
Ein
2%
F
i}
VN
N
H
RAAL T+
7 HE
l\\\I
(D)
£
:
!
/k‘/\
&)
b
N ]
iz

[0444]

62



CN 103102303 B 1«51'1 AA :F!' 53/202 7L

(Ila-1);
Ox.
N
N° N
{(VlIa-1);

BHAETAL A

(VIIIa-1);
[0446] B Eh, GLHE 2525 T 252 WO BAR 25 2% T 4252 0 £h AR 254 AR X WARIR &40 0
WA, AR SRR AN IR A BB AT R A A, ﬁtlﬂ R'S R%. RHI R "A] LA#% HE R %)
TP, RALE B-01) & B-64), Hi& T Lmmzstl vl L 54 (11a-1) . (Via-1) .
(VITa-1) JF1 (VIIIa-1) .,

[0447] 3% 2. MRAEAKR DTEA BUREE R' R RN R "MAL A M0 AR ik %

[0448]

= R' R® R R®
B*()l RlA RZA Ral Rbl
B*02 RlB RZA Ral Rbl
B*O?) RlC RZA Ral Rbl
B*04 RlD RZA Ral Rbl
B*OE) RlA RZB Ral Rbl
B*06 RlB RZB Ral Rbl
B*O7 RlC RZB Ral Rbl

[0449]

63



CN
10
310230
3
B

i

AA

B

54
/202 7T

B,
08
B
N RID
B_
10 RlA
B RZB
11 ;
B RZC R
i RlC 1
B RZC
71 Ral
3 RID Rbl
B RZC R
14 RIA | Rbl
B RZC R
15 RIB | Rbl
RZD
Ral
B- R : |
16 | Ral
Rbl
B-17 RlD RZD
Ral Rb
87 1
i RIA R
R2 al
Bi D Rbl
i RIB
B- R* Ral Rbl
- RlC
B RZA R
21 RlD | Rbl
B RZA R
| RlA | Rbl
B RZA R
23 RlB | Rbl
B RZB R
24 RIC | Rbl
B RZB R
| RID | Rbl
B RZB R
| RIA | Rbl
B RZB R
27 RIB | Rbl
B RZC R
28 RIC | Rbl
B RZC R
| RID | Rbl
B RZC R
-30 . 2 |
RZC
RaZ
RlB Rbl
RZD
RaZ Rb
RZD 1
RaZ Rb
1
RaZ Rb
1
Rbl

64



CN 103102303 B L 55/202 T
B-31 R R” R R
B-32 R R? R R™
B-33 R R* R* R"
B-34 R R* R* R"
B-35 R R* R R
B-36 R R* R R
B-37 R™ R” R R
B-38 R" R” R R"
B-39 R R” R R"
B-40 R R” R R"
B-41 R™ R R R"
B-42 R R R R"
B-43 R' R R* R"
B-44 R R R* R"
B-45 R* R R* R"
B-46 R R” R R
B-47 R R” R R
B-48 R R” R R
B-49 R™ R* R R"
B-50 R R* R R"
B-51 R R* R R"

[0450]

B-52 R R* R R"
B-53 R™ R” R R"

65



A3
Ly

CN
10
31
02
30
3
B
b
AR
+H
56/
20
2
i

B,
54
B
N Rl B
B_
56 RlC
B RZB
57 RlD
B RZB R
i RlA 2
B RZB R
| RlB | RbZ
B RZC R
| Rlc | RbZ
B RZC R
61 RlD | RbZ
B RZC R
62 RlA | RbZ
B RZC R
| RlB | RbZ
B RZD R
64 Rlc | RbZ
RZD
R RaZ
1D RbZ
RZD
RaZ Rb
RZD 2
RaZ Rb
2
RaZ Rb
2
RbZ

[04 T =] =]
51] AR /i PN L7 § X R HorpiZz Ay
~N
E‘;§ IC : .
AN
| N
ﬁ
s .
/N
9:':
T}TEILZ{/\ T
%
PARAY
E/‘J
s
/t/\
= Ef%
’
7N 1
A
= CF@

[0452]

(b-1)

(v
IIb-1)

ok H
LTS

[04 1] =)
54] ¥
g‘ﬁ = e = e
Hh
7@
ﬁﬁ
i3 2 5 A (B AR 2 2 T A2 S e A /)
u]
T:
prd
E@ (
b
o fIIb«l)
D T“;
prd
Eq:t
£k
, B A
Y, Ef%
JAE
X
i 1
/
El¢
WK

66



CN 103102303 B

i

i)

57/202 1T

AR TS SR A AN IR A BUB AN AR R 4L, Horh RS RYS RYF R R AR R 3136
Wk, JRAEE (C-01) 2 (C-128), M@ fl T Ll ¢4l s W AL 54 (I1b-1) « (VIb-1) .

(VITb=1) A1 (VITIb-1),
3. MRIEAKR P EA BRI R R RA R M6 A0 B IR %

[0455]
[0456]

BLY R' R* R* R*
c-01 R™ R* R* R
Cc-02 R™ R* R™ R
Cc-03 R' R* R* R
C-04 R" R™ R* R
Cc-05 R™ R™ R* R
C-06 R"™ R™ R* R
c-07 R' R™ R* R
C-08 R" R™ R* R
C-09 R™ R* R* R
C-10 R R™ R* R
C-11 R™ R* R* R
Cc-12 R" R* R* R
C-13 R™ R? R* R
C-14 R"™ R? R* R
c-15 R" R? R™ R
C-16 R" R™ R* R
Cc-17 R™ R™ R* R
C-18 R"™ R™ R* R
C-19 R™ R™ R* R

67



CN 103102303 B L 58/202 T
C-20 R R* R* R
c-21 R™ R” R* R*
c-22 R R™ R R*
c-23 R' R™ R R*
C-24 R R™ R* R
C-25 R* R R* R
C-26 R" R R* R
c-27 R R R* R
28 R R R* R
c-29 R™ R” R* R
C-30 R" R” R* R
C-31 R' R? R* R*
C-32 R R R” R*
C-33 R™ R™ R R
C-34 R R* R* R

[0457]

C-35 R R™ R R
C-36 R R* R* R
C-37 R™ R” R* R
C-38 R" R” R* R
-39 R R” R* R
C-40 R R” R* R

68



CN 103102303 B

i

AA

B

59/202 1T

C-41 R™ R* R* R
C-42 R" R™ R* R
C-43 R' R R* R*
C-44 R R R* R*
C-45 R™ R? R* R
C-46 R™ R? R* R
C-47 R™ R? R* R
C-48 R" R™ R* R
C-49 R™ R™ R* R
C-50 R"™ R™ R* R
C-51 R™ R™ R* R
C-52 R" R™ R* R
C-53 R™ R* R” R
C-54 R R™ R R*
C-55 R' R R R*
C-56 R" R™ R* R
C-57 R™ R* R* R
C-58 R™ R* R? R
C-59 R' R* R* R
C-60 R" R* R* R
C-61 R™ R™ R* R
62 R"™ R™ R* R
C-63 R™ R™ R* R
C-64 R" R? R” R

69



CN 103102303 B L 60/202 7T
C-65 R™ R* R* R
C-66 R R* R* R*
C-67 R' R* R* R
C-68 R R* R* R
C-69 R™ R™ R* R
c-70 R" R™ R* R
Cc-T71 R R” R* R
Cc-72 R" R” R* R
c-73 R™ R R* R
C-74 R" R R* R
Cc-75 R R R* R
C-76 R R R* R
Cc-77 R™ R” R* R
c-78 R R R* R

[0458]

c-79 R R” R* R
C-80 R R” R* R
C-81 R™ R* R” R
C-82 R" R* R* R
C-83 R R* R* R
-84 R R* R* R
-85 R™ R” R* R
C-86 R R” R* R
C-87 R' R” R* R*

70



CN 103102303 B L 61/202 7T
C-88 R R” R* R
-89 R™ R R* R*
C-90 R R R R
c-91 R' R R R
c-92 R R R* R
C-93 R* R” R* R
C-94 R" R” R* R
C-95 R R” R* R
C-96 R" R” R* R
c-97 R™ R* R* R
C-98 R" R* R* R
C-99 R' R* R R*
C-100 R R* R* R
C-101 R* R R* R
C-102 R" R™ R* R
C-103 R R™ R* R
C-104 R" R” R R
C-105 R™ R R* R
C-106 R R R* R
C-107 R R R* R
C-108 R R R* R
C-109 R™ R” R* R

71



CN 103102303 B 1«51'1 AA :F!' 62/202 7T

C-110 R R” R* R
C-111 R' R R* R
C-112 R R” R R
C-113 R™ R™ R” R
C-114 R R* R R
C-115 R R* R? R
C-116 R R* RY R
C-117 R™ R” RY R
C-118 R" R” RY R
C-119 R R” RY R
C-120 R R” RY R
c-121 R™ R R” R*
C-122 R R R R
[0459]
C-123 R R R” R
C-124 R R R R
C-125 R* R” R R
C-126 R" R” RY R
c-127 R R” RY R
c-128 R R” R” R

[0460]  HRFEA K W HYRE— D U7, A AR 1 7 (D KR aY, Hhizie &
WHA T

[0461]

72



CN 103102303 B 1«51'1 AA :F!' 63/202 7T

! k)
R R (Illa-1)
[0462]  BHLEh, WG Z 24T 822 B AE 29 25 T 232 (K &, AR 2590 A X AR VR A 5
AR | FLAS SRR AN TR A BUE AT A A, Horb U RA RS RO R "A] L% R R 7]
Rk, RAGE 0-01) & (0-192), K& AT LB st itk 54 (111a-1) .
[0463] 3% 4. MRIEA K B ELABUACEE R'L RE RY R R "IIAL A I BUAR e %
[0464]

iy R' R’ R* R* R”
D-01 R™ R* R* R R
D-02 R" R™ R* R* R™
D-03 R R* R* R R
D-04 R R* R* R R
D-05 R™ R R* R R
D-06 R R R* R R"
D-07 R' R R* R R™
D-08 R R* R* R R
D-09 R™ R R* R R"
D-10 R" R R* R R"
D-11 R R R* R R
D-12 R" R R* R R
D-13 R™ R” R* R* R™
[0465]
D-14 R" R” R* R R
D-15 R R” R* R* R™
D-16 R R” R* R R

73



CN 103102303 B

i

AA

B

64/202 171

D7 1 7 RlA RZA R4B Ral Rbl
D7 18 RlB RZA R4B Ral Rbl
D_ 19 RlC RZA R4B Ral Rbl
D_2O RlD RZA R4B Ral Rbl
D721 RlA RZB R4B Ral Rhl
D722 RlB RZB R4B Ral Rhl
D723 RlC RZB R4B Ral Rbl
D724 RlD RZB R4B Ral Rbl
D725 RlA RZC R4B Ral Rbl
D726 RlB RZC R4B Ral Rbl
D727 RlC RZC R4B Ral Rbl
D728 RlD RZC R4B Ral Rbl
D_29 RlA R2D R4B Ral Rbl
D_3O RlB RZD R4B Ral Rbl
D731 RlC RZD R4B Ral Rbl
D732 RlD RZD R4B Ral Rhl
D733 RlA RZA R4C Ral Rbl
D734 RlB RZA R4C Ral Rbl
D735 RlC RZA R4C Ral Rbl
D736 RlD RZA R4C Ral Rbl
D737 RlA RZB R4C Ral Rbl

74



CN 103102303 B L 65/202 7T
D-38 R" R” R R R
D-39 R' R R R* R™
D-40 R R R* R* R"
D-41 R™ R R* R* R™
D-42 R" R R* R R
D-43 R R R* R R
D-44 R" R R* R R
D-45 R™ R” R* R R
D-46 R" R” R* R R
D-47 R R” R* R R
D-48 R" R” R R R
D-49 R™ R* R* R R
D-50 R R* R* R R™
D-51 R' R* R* R R"
D-52 R R* R* R R"
D-53 R™ R” R* R R
D-54 R" R” R* R R
D-55 R R” R* R R
D-56 R R R* R R
D-57 R™ R R* R R

[0466]

D-58 R" R R* R R
D-59 R R R* R R
D-60 R R R* R R™

75



CN 103102303 B

i

AA

B

66/202 11

D-61 R™ R” R* R R
D-62 R R” R* R* R™
D-63 R' R R* R R"
D-64 R R” R* R R
D-65 R™ R* R* R R
D-66 R" R™ R* R R™
D-67 R R* R* R R
D-68 R R™ R* R R™
D-69 R™ R” R* R R
D-70 R" R” R* R R
D-71 R R” R* R R
D-72 R R R* R R"
D-73 R™ R R* R R™
D-74 R R R* R R
D-75 R R R* R R
D-76 R R R* R R
D-77 R™ R” R* R R
D-78 R" R” R* R R
D-79 R R” R* R R™
D-80 R R” R* R R
D-81 R™ R* R R R
D-82 R" R* R R R

76



CN 103102303 B L 67/202 T
D-83 R R* R R R
D-84 R R* R R* R™
D-85 R™ R R* R R"
D-86 R R R* R R™
D-87 R R” R* R R
D-88 R" R” R* R R
D-89 R™ R R* R R
D-90 R" R R* R R
D-91 R R R* R R
D-92 R" R R* R R
D-93 R™ R” R R R
D-94 R" R” R R R
D-95 R' R” R* R R™
D-96 R R R* R R"
D-97 R™ R* R* R* R"
D-98 R" R* R* R R"™
D-99 R R* R* R R
D-100 R" R* R* R R
D-101 R™ R R* R R"

[0467]

D-102 R" R” R* R R"
D-103 R R” R* R R"
D-104 R" R” R* R R"
D-105 R R R* R* R™

77



CN
10
31
02303
B
D
-10
6
D,
107 RlB
D_ A
108 : R2 it AA
D_ C
109 ; RZ :F;
Di C
110 : R2 |
C
D-1 : |
1 1 B R2D Ral
D- |
1 12 Rlc R2 Ral
D D Rb2
| RlD R4A Ra1 6
D | : 8/20
71 Rl | 2 1
14 A R2 Ra1 P
D D RbZ
71 Rl R4A
15 B R2 Ral
D A RbZ
71 Rl R4A
16 C R2 Ral
Di A R4B sz
1 17 RID R2 Ra1
D A Rb2
| R R4B
18 1A R2 Ral
A RbZ
R R4B
| 1B RZB Ra1 Rh
19 R4B 2
R2 Ral
Rlc B RbZ
| R4B
20 Ral
RbZ
| RZB R4B
21 RlD Ral
D RbZ
122 RlA R2 R%® R R
B b2
| RlB R2 R
7 b
123 C R4B Ral 2
D
— R2
| RIC | R4B Rb
D Ral |
-1
25 RID RZC R4B
Ral
D RlA sz
— R2
126 C R4B Ra1 Rb
2
RlB RZD
R4B Rh
Ral |
RZD R4B
Ral
RbZ
| Ral
R Rb
2
Ral RbZ
Rb2

78



CN 103102303 B wﬁ HH :F; 69/202 11
D-127 RC R R® R R
D-128 R D R® R R
D-129 R R RT R R
D-130 R P RE R R
D-131 R R RE R R
D-132 R R RE R R
D-133 R R RE R R
D-134 R® R RE R R
D-135 R R RE R R
D-136 R R RE R R
D-137 R RC RE R R
D-138 R® RC RE R R
D-139 R RC RT R R
D-140 R R RT R R
D-141 R R RE R R
D-142 R® R RE R R
D-143 RIC R RE R R
D-144 R P RE R R
D-145 R R RZ R R

[0468]
D-146 R® R RZ R R

79



CN 103102303 B i P 70/202 7
D7 147 RlC RZA R4A RaZ RbZ
D7 148 RlD RZA R4A Ra2 RbZ
D_ 149 RlA RZB R4A RaZ RbZ
D_ 1 50 RlB RZB R4A RaZ RbZ
D7 1 5 1 RlC RZB R4A RaZ RbZ
D7152 RID RZB R4A RaZ RbZ
D7153 RIA RZC R4A RaZ RbZ
Df 1 54 RIB RZC R4A RaZ RbZ
D7155 RIC RZC R4A RaZ RbZ
D7156 RID RZC R4A RaZ RbZ
D7157 RIA RZD R4A RaZ RbZ
D7 1 58 RlB RZD R4A RaZ RbZ
D7 1 59 RlC RZD R4A RaZ RbZ
D_ ].60 RlD R2D R4A RaZ RbZ
D_ 16 1 RlA RZA R4B RaZ RbZ
D7 162 RlB RZA R4B RaZ RbZ
D7 163 RIC RZA R4B RaZ RbZ
Df 164 RID RZA R4B RaZ RbZ
Df 165 RIA RZB R4B RaZ RbZ
Df 166 RIB RZB R4B RaZ RbZ
Df 167 RIC RZB R4B RaZ RbZ
Df 168 RID RZB R4B RaZ RbZ
D7169 RlA RZC R4B RaZ Rb2
D7 1 70 RlB RZC R4B RaZ RbZ

80



CN 103102303 B L 71/202 T
D-171 R R R* R R"
D-172 R R R* R* R"
D-173 R™ R R* R R"
D-174 R R R* R R"
D-175 R R” R* R R"™
D-176 R" R” R* R R
D-177 R™ R* R* R R
D-178 R" R* R* R R"
D-179 R R* R* R R"
D-180 R" R* R* R R"
D-181 R™ R” R R R"
D-182 R" R” R R R"
D-183 R' R” R* R R
D-184 R R R* R R"
D-185 R™ R R* R R"
D-186 R" R R* R R"™
D-187 R R R* R R
D-188 R" R R* R R
D-189 R™ R” R* R R"

[0469]

D-190 R" R” R* R R"
D-191 R R” R* R R
D-192 R R” R* R R"

[0470]  [FIFEMRAE A K B0 E— 2005 1, A AR T K (D BRI, Koz

WEMAEA T

81



CN 103102303 B 1«51'1 AA :F!' 72/202 7L

[0471]
Oy -ORP
YCF3
."_I?J?Rz CFy
R (IVa-1);
O ORP
T CFa
[0472] Xy AT S

N,,Rz CFj

R’ (Va-1);
[0473] BRI Eh, EUHE 2525 0] B2 (O BRAR 25 25 AT B2 I, AR 2590 AR XS B AR IR 5 0
WAk LS MR AM IR A B A R LA, Horh R RO R VT LU T B
L RO6E (E-01) F (E-32), JEM T EEAHI IS (Va-1) FI (Va-1).
[0474] % 5. MHEARBIEABACE R\ KA R "HIAL S BRI
[0475]

& R' R” R”
E-01 R™ R™ R
E-02 R™ R™ R
E-03 R' R™ R™
E-04 R R* R
E-05 R™ R™ R
E-06 R" R* R”
E-07 R' R” R
E-08 R R” R™
[0476]
E-09 R™ R* R
E-10 R R R
E-11 R R* R

82



CN 103102303 B L 73/202 T
E-12 R" R* R
E-13 R™ R? R
E-14 R R R™
E-15 R' R R™
E-16 R R? R
E-17 R™ R* R
E-18 R R™ R
E-19 R R™ R
E-20 R R™ R
E-21 R™ R™ R
E-22 R™ R* R
E-23 R™ R* R
E-24 R R” R
E-25 R* R R"
E-26 R R R"
E-27 R R* R
E-28 R" R* R
E-29 R™ R™ R
E-30 R™ R® R
E-31 R R™ R
E-32 R R™ R

[0477]  [FIREMREA KB A0 — 2005 0, A AR T (D R EY), Kz

WEMEA T
[0478]

83



CN 103102303 B 1“ HH :Fg 74/202 7L
RB
I R
; 2

[0479]  ERHATATAHE ;

[0480] B Eh, FE 2] 52 BB AR 25 22 AT R 52 W &8, BIR 254 AE X ARV & W) %
AR | AR SRR AN R TR S BUE AT R B 44, Hodh RY, RPAI R PAT DL B R 71 ik
P, 2 tim A (F-01) £ (F-32), & AT Emzs el ik &4 (1vb-1) A1 (Vb-1) .

[0481] 3 6. HRAEAK B HATEUCEE R' ROFN R "IOAL A W OB SRR ¢

[0482]
= R' R” R*
F-01 R™ R* R
F-02 R" R* R*
F-03 R™ R* R
F-04 R" R* R
F-05 R™ R* R
F-06 R R™ R*
F-07 R' R™ R*
F-08 R R™ R
F-09 R™ R* R*
F-10 R™ R* R*
F-11 R™ R* R
F-12 R™ R* R
F-13 R" R” R*
F-14 R™ R? R
F-15 R™ R? R
F-16 R" R* R

84



CN 103102303 B L 75/202 T
F-17 R™ R™ R”
F-18 R R* R*
F-19 R' R* R
F-20 R R* R
F-21 R* R™ R*
F-22 R R™ R”
F-23 R R™ R*
F-24 R R R*
F-25 R™ R* R*
F-26 R R* R*
F-27 R R R*
F-28 R™ R* R”
F-29 RY R? R*
F-30 R R R”
F-31 R' R R

[0483]

F-32 R R? R”
F-33 RY R™ R
F-34 R R™ R*
F-35 R' R* R*
F-36 R R™ R*
F-37 R™ R™ R*

85



CN 103102303 B L 76/202 L
F-38 R™ R™ R*
F-39 R' R™ R*
F-40 R R™ R*
F-41 R* R™ R*
F-42 R R* R*
F-43 R R* R*
F-44 R R* R*
F-45 R™ R™ R*
F-46 R R™ R*
F-47 R™ R™ [
F-48 R" R? R*
F-49 R R* R
F-50 R R* R”
F-51 R R* R”
F-52 R" R* R”
F-53 R* R” R”
F-54 R R™ R”
F-55 R R™ R”
F-56 R" R™ R”
F-57 R™ R* R”
F-58 R" R* RY
F-59 R R* R”

86



CN 103102303 B 1«51'1 AA :F!' 77/202 7L

F-60 Rl D RZC RSD
F-61 RlA RZD RSD
F_ 6 2 Rl B RZD RSD
F_ 6 3 Rl C RZD R3D
F-64 Rl D RZD RSD

[0484]  AEAL WG — B U, AR RM TR G, Kb & Wik A g+
AL EY), BRI TR R T ILS M EMA G . AR R G, B
PTG I AT £, B A6 28 55 ] 2 52 I BRAR 24 55 L 252 1) i A AT R AA 2 M) R AT S
P SFAb A, ARG WA R AW W WA AR iR SNE IR S BT A S AT
FEE AR, TR S & 52 06 7 SEiibg S (Bx. No. ) o

[0485] & 7. MUEAKWEIRIEL ST, BAT T HIEH .

[0486]
CF3

CF;

(I1Ib-2-1)
[0487]

87



CN 103102303 B

it A

+H

78/202 1T

R&\ I

RS’

(5-{[(3,5- (= HUH - ;\&g)(z
F R -2 M- DY -5 B )- B S -
13- 7O AR S1H- W w9
[3,4-bERE-6-30)- 34 T L 3k 2,
FE-l

IEt

(5-{[(3,5- =T H0)- R 2k )-2-
L M- P oS- 3 )- B BE-
3 §-};'3-- = ﬁﬂ A -1H- ﬂ!:f: w_“é :?’z;

-

Me

g A

(5-{[(3,5- S HUH By "‘Fié\) (2-
B L -2 H- Y i -5- Bl y- S 3L |-
H-13- 7 H 3 1H- m:{: W I
[3,4-bJERE -6-FL)-H Py Ak 1 k- £
-

Et

s A

(5-1[3,5- () (2
$%4wa&ﬁ)xﬁlﬁ
pﬁmmragﬁMﬂ
T

@ :%* ﬁ

s AT

(5-{[(3,5- (= )R A )-(2-
3L O H- .IIQ M -5 B )- B 26 -
13- AL - g e ;
[3,4-bMLIE-6-35)-FF T SEHTSE 3R
RE T

s A

[0488]

88



CN 103102303 B

W OB B

79/202 Hi

6

5-{13,5- = AL -2
WAL -2H- Y M -5- 3 )-SR -
Hop-1.3- O R C1H- ok e 9F

Me

| Bt

sk

N

N\\N /\ksg

(5-{[(3,5- (A 80 A 20 (2-
B S oM Y i -5- 3-SR Sk -
B -1,3- T H3E - b M g
[3,4-b]MERE -6-58)- £ F6- 5 A -
&

Me |

| Bt

(5-{[(3,5- (2 8 - -(2-

B 3-1,3- T B ORE SIH- A e g
[3,4-b] M I -6- 58 )- BF 1R 46 - 2, 3 -

Me

Me

Bt

(5-4103,5- (BT )2
AL OH-PY M -5- 208 2L - 1
FE-1,3- 70 W3 CTH- ke 3
[3,4-bINE T -6-55)-Fh I L34
A

Me

Me

.Sg/A “

10

(5-{[(3,5- (= H L) )-(5-
Bk - G U A 3o R A SR -
Beo-1,3- 0O L Gl it e JF

Me

Me

Et

i1

(5-{[(3,5- (20 k)R y-(5-
BE-13- B OBE CIH- Ak M 3
[3.4-D I B -6-55)- K5 1A HE HT Ak
-

Me

s A

12

(5-{[(3,5- (= -1 -2
H5E 2H- DY e -5- 36 - U AL -
By F B -l e T 3,4t
WE-6-55)-F0 T AL £ -l

Me

Et

13

JEy-1- F - LH- ik 1 9 [3,4-b]

12 -6 ) XU T P

Me

H

[0489]

89



CN 103102303 B

it A

+H

80/202 1L

14

(5-{[(3,5- T =R F - 5)-(2-
B 2H- DY I -5- 5 ) G 2R -1

Bt 1- 25 -V H- R e 3 4Dk

Et

A

A

\z/

7

~N
Ny j\ss

N

HHL -2 H- Y 5= By B -
et 2 SR T H- L e S 3 4-b]
WE-6-F5)-Fh | R HIBE- £ BE-E

Et

Bt

s A

\

N

N, |
N\N)\S_S'

(5-{[(3.5- (2 B TP )- o AE)-(4-
HBye1,3- W1 36 C1H- ol M O
[3.4-b]pt be-6-55)- BRI AL 3L 2,
B

Me

Et

O

BaG

& ¥

23

(2-{[(3.5- (WP A )-(6-

B P B0

Me

Et

24

(5-{[(3.5- (B B3 -(2-
B -2H- Y e 5~ 3K )- G 4 - 1

[3.4-bIMEBE-6-45)- 35 B BE- 2,

Me

(5-{[(3.5- (= B H)-"RHE)-2-
HHRE O H- Y i -5 B )- 5 B -

Me

Me

26

(5-{[(3.5- (= HIT )T HE)-(2-

Me

Me

27

THE

HAFRIR(S-{[(3.5- (=
S5y R -(2- T B 2H- PY e -5-
ML eI 3, 4-b L e -6- 36 - BR T 3

Me

[0490]

90




CN 103102303 B -‘wﬁ HH :F; 81/202 T1
28 | BRRAURB(GS-{[B.5- (= | Me | Me | 5 e i
-4 B )-(2- T S5 -2H- Y M5 o szo kg
B SR AR -13- T R H-
W3, 4-b R -6- 0 - PR A R
LB L
29 [HOBRBRG-1GS5 (A [Me|[Me| o AT Jy
HE ) 3 )-(2- L -2H- U M -5 SS\A "“’O Ml
R 3- T HELH-
EE AR 3, 4-D I B -6-8 )- 34 A 3
30 N—(’S-f[(‘o' S- (AR [ Me [ Me| o A SS - | Ny
oL M- P -5 %3“) ,23 5\ SS ‘[( ks
HE1-1,3- 2 R T H- ot 0
;i [3 4-b]ﬁFkif7 -6-F5)-N-FR A £E
-2,k .
31 IN-(5-{J(3.5- 2 ( = & W E)-7% Me | Me| . Fona® | Ny
Hy-(2- t}:?{-zH- L -5 }ft )- }:{ f's‘/ﬁ r e
BT AR ) -1,3- T B RR T H- i
FE[3. 4-’0]{!%{:?93:—6-?() 3-G-N-Fb 14
REF - WES%H% :
34| GG WP R 3E)-(2- | Me | Me | Et , \ | ey
Efﬁ;@l-ZH-[fBﬂﬂﬁ 5-36)- S AL 55\/[} pe N
Hy-1,3- O B -1H- ok e 9
[3.4-b]0H I -6- 38 )- 2. 38 -( DU -1k
I -2- B8 PR Bk -
[o401] & 8. MHEA KRN EY), BA TI4EH .
[0492]
™o
(ila-2)
[0493]

91




CN 103102303 B

in P

82/202 1T

ARl

RZ

R - £ -
FUA)-1.3- WAL T H-IE e 3 3,4-b L e -5- 4k

S R

Me

Me

Et

L

[0494]
[0495]

[0496]

R 9. MIEAK WKL S, BA NP4 .

(11ib~2-2)

92



i M B

CN 103102303 B 83/202 T
9 | &Y R* |R¥ | R R’ R?
i
{1
%

17 [T R T IE- 205|345 | Me | Me | Et e
- A )-(2-H -2 H- P - a-,/%i}- S @
R A -1 3- ST H -

FE[3 4-bIEBE-6- R) f |

18 39{}54)?@’:33??{-&&; ,m- Me | Me | Et N\ | Sy
[3,4-b] 3“;%-6 j{) ﬁﬁ

19 | B A B 3E-(1,3- T B -5-{[(2- | Me | Me | Et NaYhos
R EE-2H- DY M5 8)-(3,5- TR SSJQ ‘
By BB - AR ) -1H- o e O
[3,4-b]uH g -6-HL )-Lfft i

20 f/‘}kﬂkﬁj—% zﬁg}é (5 j[(.?: -D-,:‘:_‘ Me | Me | Et P “ss SF
S AL L») (2- 1 RE -2 H- P S‘ﬁ
SS- A= E A - AL -1 3- S
- H-mk e 3 [34 b]ﬂ ;;;r‘ -6-25)- i

21 | W-BRR R A -CEUR  Me | Me| o AN o AN YT
H)-(2- %3,..%-2H-wr%h-5-?€) 8 S s Q
L] R 13- R T H N
[3,4-bitk e -6-55)- %

[0497] 3K 10. WRAEAKHKAAKRIEALEY, BG4

[0498]

l
CF3
>I f R? CFy
(VIIIa-2)
[0499]

93



CN 103102303 B i B B

84/202 T
SR e R | R'| R
5 4
L
¥
32 (3,5- (= HH ?i")-“ 3&*“‘) [6-(R AL 3| Me| Et \D
Lobh- S AR )-3-H L - S MR 31 [ 5,4-b [l e - 5- o
SRR L) G BRI e B B

[0500] & 11. MRIEAK ARG, BAT B4,

[0501]
CF3
>I f <
(VIIIb-2)
[0502]
Sl [ Pt R |R'IR? R’
{*’fﬂéﬁ{ﬁ
33| (5-{[(3,5- (= d AR - 2. | Me | Bt | \N
-2H-PY mp-5-55)- 51 AL - iﬁig} Bi - SS/O ”{*«K
SRR [5 4D E -6-30)-FR Y SL H ' N
R ERAe T

[0503] & 12. MRIEAK ARG, BA T FIE5H.
[0504]

Rb
[

Ox -0
e oF,

> RZ CF g

R?® R’ (I1a-2)
[0505]

94



CN 103102303 B i B

B

85/202 1T

R&()

Ra8

R’

H

Et

Me

41

Et

Et

O

Et

43

(3,5 (A )50 [2-(FF

‘ﬂi}a

Et

44

(3,5- (=R R R 2-0F

Et

S A

45

H

H

[0506]

46

(3, 5- (MR- AN [2-(F
W3- 2R R - AU R P

Me

Bt

A0

47

£

S PR T G

Me

S

A

Me

[0507]
[0508]

R 13, WA KRS, B T IIEH

95



CN 103102303 B i

86/202 1L

1b-2)

RI

BB R - L

H

kt

e

49

- 1-[2- (O TR R T Bk
LA )- W -3- 3 T AL -
A

Et

0

HE)-(2- B BE-2H- P -5 35)- 51
R - PP - W -2 ) BF TR

Et

O

[0510]

96



CN 103102303 B i

AA

B

87/202 1T

54

(B-{[3,5- (= W W & )-F
S - B -2 ) T -

H

Et

\

Ny

N 1
\NASS.

(3-4[3.5- S (WO AL -
HE)-(2- H RO H- PO -5 ) B
FET- B R ) IR -2 B ) B TR
HUL- Z B

Et

56

(G-{[3,5- (= W W H)-F
H - B -2 B ) B TR
- LI

Et

57

(G-413,5- = (2 A A )R
HEY-(2- I G- 2H- PU M- 5-36)- 41
FE1- B R 8- -2- ) 3R B

H

3 A

58

(3-4[(3,5- T ( = FL B B
HEY-(5- H BE 1,3 4]V W 0-
) - A -2 )

Et

O

59

ik
35 = (= G IE
1B . 7 5
R - -3- L AR -

Et

A

61

Et

A0

[0511]

97



CN 103102303 B il

AA

B

88/202 T

63

(3-4[3.5- (=5 LW )
B (4 F R T 2 5 )- B
LA -2 - B TR AL

Et

e

65

(3- {{3 S (,; ~~~~~~~~ BB 3k )- 3
sii)-(s - SIB3 2

Et

s AT

\N/’ Ss.

66

:}?;‘é;)-
-25)-%&3? E?* J- a;at-gg;g

Et

O

N

67

H

H

Et

e

68

(3-{[(3,5- I“( ,,,,, S
FE)-(4,5- AR 2By,
- B O R -2 -0 R
BL. 7 5

Bt

e

69

(3-41(3.5- (0 )-8 )-
ﬁ}iiﬁ 7 e f:f__,i] EF{E} ﬁj‘“ﬁ%
Ho -t ) Ry ,é»"i‘ﬁ*ﬁr‘ B i O

H

H

Et

e

S )-(1- TP - HE- Y -5 3 m
) BUBET B - -2- )
BRI - 2

0 |G-{GS TSR 0 | B g D L
HE)-(2- H L -2H- Y g -5- 3L F W
Fo- T A R -2 3)-
PR AL 7 R

71 | B-413,5- = (= & WO H H Et Ssp N(:::;\i,%

[0512]
[0513]

® 14 WA KRR S, BA T II45H

98



CN 103102303 B 1«51'1 AA :F!' 89/202 7T

(VIb-2)
[0514]
2| e R*| RY| R R?
{5 4
73| B-{BS-LCEE TR - H | H Et | For~
He-2H- VY Mp-5- BRy- G A - T R -0l
fE-Z-ﬁ) T )%t-Zx ;\-H _
79 Me| Me SS~/& ~Ss
[0515] 3% 15. WHEAKIIRARERMAEY), BA T HIEH .
[0516]
OYJ)
N CFsy
\ CF3
(Va-2)
[0517]
S IR 19 W9 R! R’
i v
75 (3,5~ (= H A WS- [2-(PR R BE- -5 | Bt 55
)jg)-é,;-:%i-SH-ﬂ*}k »»»»»» 6 b g -3- R ‘i] A
S5 P

99



CN 103102303 B

i M B

90/202 1T

[0518]
[0519]

[0520]

16, RIEAK MRS, BA T IIZH .

CF,

(Vb-2)

Pl 4

=0
Ld

3

‘-4”

76

(3-4[G.5- (S F R )-(2- 21U | Bt
S5-FO- R - -6 7- B -SH- BRI G O

[DIRE B -2-R5)- R RS - £

A0

g
7
Z

%
M

[0521]
[0522]

R 1T WA R ARREACE Y, B T HI45H

] :

CF3

(Iva-2)

il

(3,5- (= HUTH- - [2- (B IR P RE- AR
35)-5,6,7,8-JU - - 3-8 FURL |- U S WP G L

Et

e

[0524]
[0525]

® 18 WA RKHMARREA S, B T HIEH

100



CN 103102303 B 1«51'1 AA :F!' 91/202 7T

aAvh-2)
[0526]
% fLam R] ® ] ®
’fJU 2
77 | (3-113,5- (S HUP R Q- 200 | Bt | o D N\"‘/{“\
P oS- BE)- G AL ) P 3 1-5,6,7,8- IO 4R - W b -2 L
Ewmmm&
78 Bt [ L0 »-4"11;
-2~ ) %‘_k; ﬂf_% K}’» }
[0527] A S — A Tr et T (D B REEY AR R EMra s
Y, BA T
[0528]
3
N ~CF3

(IX);
[0529]  BRH &h, WHE 22 2 W ERAE 25 2 T 4 52 10 38, BT 25 4 AR X WAk TR & 4 )
Wedd  BAR AR MR A BB IR S A G, Hd .
[0530] R™J& Me B{ Et ;
[0531] R¥fZ H, Me, BL Et ;

[0532]  R'J& Me, Et, Sv/—\ EZgg\/k
[0533] R * j& si/l’ 55\/[7, 55‘/]< 35\(, NSSD, ’Ss\/k, 592//—\, SYLKQ
SYO T e O W

2

101



CN 103102303 B 1«51'1 AA :F!' 92/202 7T

il
[0534] RB% N >1 g\ é\
/Lé /\g C3,
[0535] AR EAHI *"75@%& TR iﬁ (1) BIF S AEFE RS AE
v, AT
[0536]
3 _
, RSN R
X

[0537] B &h, WHE 22 i 2 W B AR 2 2 T 52 1 38, BT 259 AR X WK IR & 4 )
Wedd  BAR AR M-I A BUEN AR S A G, Hdr .

[0538] R™J& Me B{ Et ;

[0539] R¥Z H, Me, BL Et ;

[0540] R Me, Et, A ;Ei‘si/J\;
[0541] R * S Ss/A s A §J< 551/ SSD EJ\ SSTJ/A SYO
) (O g \g/ 9 10(\/0. g @
\ TR Y N
[0542] R Ni\ )\55 >1 2‘ )\55 éx‘){ﬂ\sg QO’L}H‘ Zill

Q

.
9

1" G

[0544] AR HH EﬁX*Aﬁﬁi‘m1ﬁTfézH@ﬁ (I) EI’JTEMJC/\% %H@%TE&%A%H’J?H/\

P, HAF

[0545]
102

.CF4

(XI);



CN 103102303 B 1«51'1 AA :F!' 93/202 7T

[0546] B #h, (552558 n] 52 I BARZ 2 A2 1 o, AR 299 AR X AR TR 51 X
WA ELAR AR AN R 59 BUEAN R R 4L, He
[0547]  R%& H, Me, B Et ;

[0548] RS Me, Et, B SSJA

[0549]  RAE . A s AJ Sg\)< 35 ’55 597.(0 EZSSI)( ol
[0550] R'& \'&N\N 17 \j\
Ne L o=
el
[0551] AR HIH 53— JymiFe it 1 #M80 (D iR & Y ME R NS WA &
W, AR

[0552]
Rb
|

Re® R’ (XID);
[0553] B Eh, A HE 22 ] 257 R Bk AR 245 22 ] 252 K 3k, RTAR 254 . AE X WA YR 5 ) %
LA B AR SRR ANE BETR B BUE TR R A A, Horp .
[0554] R*;& H, Me, B Bt ;
[0555] R*% H, Me, BY Et ;

[0556]  R'S& Me, Et, Pr, Bu, 5§ 5La;/A
[0557) R Bt, Pr, Bu, A2 o LT IO st A

[0558] R'S%: Me BX Et.
[0559] A& PHI 55— R AL T # B (D BRI &) A S 5 A4S

Yy, BT
[0560]
R®
CF3
1
R R’ (XTII);

[0561] B, (552525 n] 552 I BAR 2 27 5 52 1 s, AAA 29 AR X AR TR 54 X
103



CN 103102303 B 1«51'1 AA :F!' 94/202 7T

LA AR SRR AME IR A BUe NI E R A S, Hp .
[0562] R™% H, Me,B{ Et ;
[0563] R*™& H, Me, BL Et ;

[0564]  R'J& Me, Et, B{ 35\/&.
[0565] R’%& Et, Pr, Bu, E\/A fﬂ , gJo %»O.%ﬂ

H

> . ) \ N S
LSRN S & Al W T
s :

NHa

6] S

2

[0567]

O

\ Zal 2/\{‘5 i {‘1 / N\N

[0568]

[0569] Zk?yi@%ﬂ@%¥4\7‘iﬁi‘%1i§7f§ﬂﬁiﬁ (D KR EEAEMaRE R RS
Y, B4R

[0570]

(XIV);

[0571] B &h, HE 22 T e 2 W B AR 2 2 T e 52 1 38, BT 254 AR X AR TR & 4 %)
WA | FLAR AR ANE FER A BT AT B2 A ﬁﬁlj

[0572]  R*™J& H, Me, B Et ;

[0573]  R™J& H, Me, B Et ;

[0574] R'J& Me, Et, Pr, Bu, *55\/&‘ Ss/D S‘;p QSSV/OﬂEH
[0575]  R%Z Me, Et, Pr, Bu, f/A 55/5’ SsJQﬁss /O

[0576] A Sy — A Irm At 7 (D MRS e RS A s
W, B4R

[0577]

104



CN 103102303 B 1«51'1 AA :F!' 95/202 7T

CF3

CFy

(XV);
[0578] B Eh, 5252 ] B2 W B AR 25 22 nl B2 32 1O £8, BIAR 259 HE X MUK TR &) %
LA FLAS SRR AN R A BN I R A A, Hp .

[0579] R'JZ Me, Et, Pr, Bu, SS‘A ~55\/D -sgs\D ﬁ?JO?FH
[0580]  R%f& Me, Et, Pr, Bu, é\/A sg;/D SS\/O ﬂss\/ofﬁj

[0581] R \‘:N\\N _,é“{q Tc\o
= T R | P
\N/LSS o)\sg OA}';
[0582]  AKEAN B — 77 R ME T (D MR G ARG A5
W, AT
[0583]

' (XVID);
[0584] BN Eh, AFE 22 n] 252 B AE 25 5% ] £ 52 K 38, RTAR 2540 . HE X WA YR 5 1) %
LA FLAS SRR AN IR A BN IR A A, Hp .

[0585] R'J& Me, Et, Pr, Bu, SS/A’ ~55\/Q’ ?«Q:Q%/O;;Fn

[0586]  R’J& Me, Et, Pr, Bu, sS/A sSSﬂ 5$¢O ﬁssl)
\

[0587] RS2 \\)\55 _,< )\55 o‘l\;f‘

[0588] AR HH H’Jﬁ*"?ﬁﬁi‘m@é?&ﬂﬁﬁ () WSt &9 E RS S A&
W, LG -

[0589]  (5—{[(3,5~ = (=g HHL) - £3k) - (2- 3L —2H- PYyme —5- 38 ) - & - AL | -1,
3— R -1H- mEreJE [3,4-b] MEnE —6- 2 ) - BT R - 20 - iz

[0590]  (5-{[(3,5 = (= &L) — K3k ) - (2- F 2 —2H- Py —5- L ) -k |- F 2k ) -1,
3— L -1H- mEreJE [3,4-b] mbnE —6- & ) - W - IR 2L - %

105



CN 103102303 B 1«51'1 AA :F!' 96,/202 7T

[0591]  (5—{[ (3,5~ = (=&AL ) - FHL) - (2 F 3L —2H- UM —5- 3 ) -t |- At ) -1,
3— HEE —1H- M If [3,4-b] MEmE —6- 5 ) - R F I - 25 - % s

[0592]  (5—{[(3,5— = (=8 L) - &) - (2- FI AL —2H- gme 5t ) - L |- 2L ) -1,
3— HHE —1H- I [3,4-b] HEmE -6 L ) - PR T LS - B - i,

[0593]  (5—{[(3,5~ = (=4 ML) - FFL) - (2 H 3L —2H- Pyme —5- 3 ) - &L - L ) -1,
3— TH3E —1H- mEME g [3,4-b] ke —6- 3L ) - IR T AL - R AL - iy

[0594]  (5—{[(3,5~ = (=8 3) — 0L ) — (2 FR L —2H- Py —5- ) - L ] - F 2 ) -1,
3— FIE —1H- mbe g [3,4-b] MbmE —6- 3L ) - (2,2- HIE - AL ) - £5E - 1

[0595]  (5—{[ (3,5~ = ( =HH &)~ 4L ) - (2- AL —2H- PYme —5- 0 ) - (& |- 4 ) -1,
3— HIE —1H- Mg [3,4-b] MbmE —6- JE ) - 23 - B - %

[0596] (5~ {[ (3,5~ — (=HHIE) - FHL)— (2 HFFE —2H- UM —5- &) - &L |- AL ) -1,
3— RS —1H- MM [3,4-b] MEnE -6- 3 ) - BRI - 2 - %

[0597]  (5—{[(3,5~ = (=8 L) - 58) - (2- AL —2H- UM —5- L) - F L |- -1,
3— HEE —1H- bRk IE [3,4-b] MEmE —6- L ) - BRIRHE - RS - %

[0598]  (5-1{[(3,5~ = (=& &L ) - F2) - (5- AL - FhEme -3- 3 - gt ]-F -1,
3— HHE —1H- b [3,4-b] MEmE —6- 3 ) - FR TR - 25 -

[0599]  (5-{[(3,5~ = (=& &) - F3E) - (5- Ak - Fhgme -3- ) - gt ]- AL ) -1,
3— FE —1H- b [3,4-b] MEME -6- JE ) - — - IR - i

[o600]  (5—{[(3,56- = ( =@ 4L ) - F AL )-(2- B & —2H- PUme —5- JL ) - (Bt |- H
B -1- HAE —1H- LI [3,4-b] MEmE —6- ) - R T AR - 2 - %

[o601]  (5-{[(3,56- = ( =H &) - 5L )—-(2- B & —2H- PUme —5- JL ) - Jk |- H
B —1- FIE - 1H- mEme gt [3,4-b] mEhe —6- JL ) - - IR - ik

[0602]  (5-{[(3,5- = ( =g 4L ) R )-(2- A& —2H- PUme —5- & ) - it ]- H
Bt} -1- 23 —1H- eI [3,4-b]- mbug —6- 3 ) - — - RS - %

[0603]  (5-{[(3,56- = ( =& FF & )- 2 )-(2- & —2H- PUme —5- J& ) - (& |- H
B -1- 2 —1H- eI [3,4-b]- mkie —6- 3% ) - BT RS - 23 - %

[0604]  (5-{[(3,56- = ( =@ H &)~ FH)-(4- =FH P A& - ngm —2- 3 ) -7 - F
S b1, 3- HSE -1H- mEME I [3,4-b]- mbieE —6- AL ) - IR R AL - 20 - iz

[0605]  (2-{[ (3,6~ —~ ( =@ H & )-FRE)-6-HFIRERE -2 -2HE)-1,3- _H
HE —1H- et [3,4-b]- Mkng —5- FEHFE |- &5t |- M —4- FRIR 205

[o606]  (5—{[ (3,5 = (= HHL) — R ) — (2 AL —2H- Pyme 5k ) - &0t - 2L ) -1,
3— HHE —1H- b [3,4-b] MEmE —6- 5t ) - PR R L - 25 - %

[0607]  (5-{[(3,5~ = (=H L) K ) - (2- FAE -2H- Py —5- L) -t |- F 2L ) -1,
3— AL —1H- R [3,4-b] MEnE 63 ) - R - %

[o608]  (5-{[(3,5- = (=M HL) —FH) - (2- F AL —2H- yme 5k ) - &0t -t ) -1,
3— THEE —1H- b IE [3,4-b] MEnE —6- L ) - AR - 7T - I

[0609]  FRTALEARIL (5-{[(3,5- = ( = HE ) - FHL) - (2- AL —2H- PUme —5- &) - &
B ]- AL ) -1, 3- HE - 1H- eI [3,4-b] MERE —6- JE ) - PP R — Wik

[o610]  FRIRLEARIE (5-{[(3,5- = ( =) - FhL) - (2- AL —2H- PUme —5- &) - 5
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B ]- AL ) -1, 3- HE - 1H- e [3,4-b] MbrE —6- JE ) - PP R - Wik

[o611]  FFCFERIE (6-{[(3,5- = ( =) - R ) - (- B 21— PUme —5- &) - &

B ]- B3 ) -1, 3- FR3E -1H- MRS [3,4-b] nhng —6- 3 ) - I LRI - Wi

[o612]  N-(5—{[(3,5— = ( =g 4k ) - FH ) - (- H Ak —2H- Pyme —5- k) - & ]- H

HE}-1,3- S -1H- mEmegt [3,4-b] mbne —6- 5 ) -N- R FE AL - 2B

[0613] N-(5—{[ (3,5~ == ( =H A& ) F3H)-(2- A -2H- PYme 5- ) - 2 - /

S -1, 3- HE -1H- b [3,4-b] MEE -6- ) -3- & -N- PR - AW

[o614]  (5-{[ (3,5 (=L ) —F3L) — (2 F AL —2H- Pyme -5k ) - &0t - 2k ) -1,

3— HFE —1H- mEme g [3,4-b] mkie —6- 3 ) - 2.3E - (PUS - WhilRg —2- FEF3E ) - i%

[0615] (3,5~ ~ (=@ HH)-FH)-[6-(HREFRE - FE-AHE)-1,3- - H

FE —1H- MEMe 3t [3,4-b] Mbne -5 FEH 3 - 2L IR Pl

[0616]  FRIRIFEFFE - 23 -(5-{[(3,4,5- =F — F&L ) - (2- AL 20— Py —5- L) - K

] B -1, 3- AL - 1H- b [3,4-b] MEnE —6- L) - fZ ;

[0617] PRI - 2 -(5-{[ (3,5~ 5 — K3k ) - (2- AL —2H- JUme —5- J& ) - 1

] B -1, 3- AL —1H- b [3,4-b] MEhE —6- L) - fi% ;

[o618]  BRGHE AL —(1,3- I -5 {[ (2- & —2H- PUmk —5- L) - (3,5- & F &) - &

He - B ) —1H- gt [3,4-b] mpng —6- Ft ) - 205 - i

[o619] B i 2 A - 20 -G {[(3- % -5 = 4L - % &) - (- F & -2H- Y

M —5- 3 ) — 0% 1- Bk ) -1, 3— HI R —1H- ke If [3,4-b] MmE —6- 5 ) - %

[0620]  — - ERPAAEFIE - (5-{[ (3,5~ G’k ) —(2— H AL —2H- Pyme —5- J& ) — 2 & - H

b -1,3- R -1H- mEMegE [3,4-b] mERE -6- K ) - i% s

[0621] (3,5 — ( =g AE ) - FIE) -[6- (PR AL — 20k — 0k ) -3 H AL - S

I [5,4-b] mtmg -5 FL R | - L P IR F B

[0622]  (5-{[(3,5~ == ( =AU HF 4 ) L5k ) - (2 H Bk —2H- U mk —5- B ) - (Bt - H

S} -3- HAE - g IR [5,4-b] b —6- At ) - IR R AL - 20 - i

[0623] (3,5 = ( =4 2 ) - FIk ) —[2- (PRI 2L — 208 — 208 ) - vk -3- & H

S ]- HEEF RPN

[0624] (3,5 = ( =oAL ) - R2L ) -[2- (T Hk - &0 — &0k ) — ek —3- A ]- A

SR T

[0625]  (3,5— — ( =@ A )- K )-[2- (R CHEFHE - 45 - 75t ) - ik -3- L H

5] HEERR N

[0626] (3,5 — ( a2 ) - N4 ) -[2- (PRI R AL - TR 28 — &0 ) - 1k

S ] - HEERR N

[0627]  (3,5— = ( =R ) - KAt ) -[2- (BRI R L — 208 — 208 ) - mnpk —3- A H
Wk

HE

5 - AAEFER TS
[0628] (3,5 — ( =@ AL ) - R )-[2- (TP -2 -%7&E)- %
5 ]- AT RS
[0629]  (3,5— = ( =R AL ) - FHE ) -[2- (PR P AL - & 5k - L ) —6- L - &
Wbk —3— JE R L ] - S R R
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[0630]  [2-( = - PR A AR AL — 20 )-8 AP0 — miempk —3—- LA L ]-(3,5- = (=& H
) - AREL ) - EHEH R

[0631]  (3,5— = ( = ) - 3 ) [2- (BR AR 2t - 2 08 — &0t ) — ndenph -3 L HH
B ]- AR R PR T

[0632]  3- LA BkHE -1-(3,5- = (=AM ) - R ) -1-[2- (I RAEF R - 25 - &
HE ) - WEMR -3 FE 3L ] AR

[0633]  (3—{[(3,5— = ( =g A& ) "R )-(2- F A& —2H- Pyme —5-Jk )— L ]- H
S - WK —2- ) - PR AL - 20 -

[0634]  (3-{[3,5~ — (= FAL) - "F5E) - (- FAL —2H- UMk —5- L) - |- AL -} -1
Wk —2- 2 ) - T - 20 - g

[0635]  (3-{[3,5~ — (=g AAL)—"F5E) - (2- AL -2H- UMk —5- L) -2 |- AL -} -
Wk —2— 2 ) - BRI AR 2L - 20 - i

[0636]  (3-{[3,5- = (=R AE) —"FH) —(2- F AL —2H- PYme 5 ) -k |- 2L ) -1
Wk —2— 3 ) - FR TSR OE - 20 - i

[0637]  (3—{[3,5— — ( =g H A& )-F & )-(2- B 2t 20— Py me —5- Jk )- & 5k ]- H
B} -8 Mk —2- 3L ) - — - PR R - iy

[0638]  (3—{[ (3,5~ = (=) —FH)-(5- AR -[1,3,4] M me—2- ) - |- H
HE - RN —2— B ) - PR AL - 2 - i

[0639]  1-(3,5- = ( = AL ) - FH) -1-[ - BRI - 20 -
FRE ]- Ji% s

[0640]  1-(3,5- = ( =@ F AL ) - FH) -1-[ - B RAE R AL - 20k - 205 ) — ik —3- &
L) ]-0- Z AR 500R

[0641]  (3—{[3,5~ = ( =FHIE ) - F5E )~ (4 HHE — MM —2- J& ) - (& - AL ) - &
Wk —2— 3 ) — PR RO - 20 - %

[o642]  (3-{[3,5~- — ( =& FFL) - Fht -(5- L - Rigme —3- ) -k |- F
Wk —2— 3 ) - BRI IE - 23 - %

[0643]  (3-{[(3,5- — (= FAL) - FJk) - mmg —2— Jd — 0k - AP0 ) - bk —2- 2 ) - BF
JRFE I - 25 - i

[0644]  (3-{[(3,56- = ( =@ AL ) -3 ) - (4 FBE -l —o- B ) -k ]- AL ) -
Wbk —2— 2 ) — PRI AR AL - 20 - i

[0645]  (3—{[ (3,5~ = (= H&L)-FH&)- (4,5~ &5 —WEme -2 ) -k |- AL ) - 1%
Wbk —2— 2 ) — PRI AR AL - 20 - i

[0646]  (3—{[ (3,5~ = (=8 L) — KAL) - mbme —2- J& - &k ] - 2L | - ek —2- 2%
TR - 25 - i,

[0647]  (3—{[(3,5—- = ( =ML ) - Fhk) - (2- AL —2H- PUme —5- FL AL ) - &0E - H
HE - Wbk —2- B ) - PR AL - 2 -

[o648]  (3—{[(3,5—- = ( =g HAL ) - Fhk) - (1- AL —1H- PYme —5- FL AL ) - 20E - H
B - Rk —2- B ) - BRSO - 2B -

[0649]  (3—{[3,5— — (=g L) —"FAk) — (2 F AL —2H- UMk —5- &) — 50k - R L ) - ik

) — VR —3—

i)
i

P
b

g

b -

=
|
S
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WE —2- 2 ) - T - G

[0650]  (3—{[(3,56— = (=g HHE) —"FHE) - (2— 2k —2H- Py —5- 5L ) - 500k ] - Ak | 4,
6— L - kg —2- J ) - W - IR - ik

[0651]  (3,56— = ( =aR L) — R0k ) - [2- (R R 2L - 2 08 - 0k ) -6, 7- & —5H- 3
% It [b] mkhe —3- BRI ] - EE IR P

[0652]  (3—{[ (3,5 (=3 L) — Rk ) — (2— I —2H- Py —5- % ) -k - F AL ) -6
7- & -5H- BRI IR (0] mEie -2- 3 ) - FRRIE RO - 23 - i

[0653] (3,5 (=g ) — R4 —[2- (R - 23 -2 L) -5,6,7,8- IUEA - &
Wbk —3— SRR AL ] - ZE R R

[0654]  (3-{[3,5~ = (=G HHE) -3 ) - (2- F AL -2H- PYme —5-Jt ) — 50k ] - 4k } -5,
6,7,8- VYA - MMk —2- B ) - PR 2 - 20 - fi% s

[0655]  (3—{[3,5— = (=g HZE)-F&)-(5- HE-[1,3,4] M me —o-J) -5 L |- H
1} -5,6,7,8 VU — MEM —2- 3 ) - PR IRFEHIE - 2.0 - % Bk

[o656]  HAFATAHA .

[0657] A KB AFE AR EMMAETA S, Fridb & aFE A, frid e
FEZ 2 2 IREHE 2 25 ] 532 (K 3, BT AR AW AR IS BFE A SO L &4
(RIATAR] ST AR AL A, LG ST AR A AR AT AT 2

[0658] LA B (1IX AN J7 T A SCERAE AL B 40T LE FHEBEEF I, BUenr BARL
AN HETR A AEXT WLAA L Sl A TR 254 AR S AR B AT VR A W I TR ASAFAE . X
T F AL AW O AR B T e A DA R X6 A | S B AR IR AT ART VR 5420 B D
BFELEASCH, Bilan (R) L (S) B (R) AT (S) Seddidk . fEXANJTiH, Al PAES s 7 il # rp fd F ]
RAF I — A T 2R T PR ) BROAE L B — X A B A T e A 7 X ) B A ) R 47 A
AT RN, RAF B A A B AR I 7 ) A A

[0659]  [RAEIIME UL B, A SC 2800 Ut HIRAE TS 4, A (D BRI &, mis
HH Fr 25 17 20 5 1 BT A ] Re B A7 B S AR BRIX S e A A, A4 B 2 2R PN 1R 20 SR B O
A7 B = A R BT AT REA B A . Biltn, 2458 (1) ROFR A ZREBER, AT §E RO B S A iA
FHE

A N
PR P@ %Hu I EL R A SEILRERT, S5 54 oy —

MR (1) i A, élHAmﬂttﬂiﬂfFﬂtt%HT T EE AL B R A A
N

WL AL I ELATR A 2 P TR I 0 B, T S5 A A v () A — A
Ny ,

AR (D o #—DH, H3F A B RGN, AR W B AR R E R,
BB IR A LIRS, TR A A R B R

KA
Hﬁﬂ; JEELAIR A RIVERT, 0 5 16 05— B AEER
N
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[0663]  fE— 71, SMHBEA AR 3 T iEBFEA R IR T A HBAED RS ik fE
FEART AT B2 B3 T7 5 3% 955 T P BRAG 4 e Bk I A T T 8 Y A TR 3L IR S S T I I T ke
W B 5 T PR Q03 AR TR <0G A AL PR AT A Y R R R X A £ 5 S
S, M AE B T VRICYRAE Jaques % A ) Enantiomers, Racemates and Resolution ;
Wiley—Interscience, 1981 Hto a1, Wi A& (13, °f A M54 X (D &Y - HF
PRI AR BT A B E IR I 2 I AL R A0 FH RIS L 2% A 4 B e A i e s Jd ik 43
G 285 S B B S B AR B A s B T A A o iR B e K g ke il £ 5K (D SR =
LALEIN.

[0664] AN SCHE AR TE “Zy2Enl B2 (1) $hER “ 20 2 2 107 ShilF s e —8 2
MEAWIEREE A, Kb G YIBE AT L2 B B+t AT DUZ FH -, 3F B 2 ) S5 i BH
B E A, Frik 3 (counter) PFHEFEUIIE FIEH W AHIE A T AKBESV 8
H o a0, 2557 R 352 M Eh AT MR IS AR SO A AR 3L, gl a5 (Es
IWNHIE &S T NRBEEH ) RN ST fEIXANT7 I, 29322 A 252 1)
SHAFESEVIRBTAIRTE B E . 98 2 2252 SR 0 B EA /R T hiREh, &
TRIR £, SR £, TR R &h, IR &h, TN IR &h, FLIR &L, H kIR £h, SE AR IR &L, BRI &L, WA 1
hEF.

(06651 -t AT LA FH i8] A AL e LB A3 AL 45 T Tl 1% &2 S0 AT 46 B el B AT AT
HE, B AR BB R BR 3L ] OH B NH 555 L F kR TE pli . A H b5
A RV B O T, & 18 25 5 ] 42252 1 R v DA FE 0 4 8 #h Bl = 6 8 SR B S5 AL
BRI B, 555 . AEIXAN T I, Bl & 6 9]~ RS AEAN & FR TAm A 26, 5 LB &5
F B FE A A Jy R T8 AR e b, S 5. I M 7 VA ] DAl s 25 B S ml e 2 W Eh e 24
2 A] 2 52 R ) e A5 - A A4 3% B SR (1 773, AT BBl 4E Berg % A J. Pharma. Sci, 66,
1-19 (1977) 1331,

[o666]  7F 55— 7 I, AR It T HAY, LA G2 D—MAXAF I EY, BF 5
HH2E R 2 BN B> —Fh AR ST A A I EY) . fEXA T, 20—k &Y
AL R AL S BOL AT S R AR . AR BFEHA Y, Had 20—
A NFFRIEY), AR BREE B 02525 T 52 (s N ) 8044, Bhf), #oRE), B
A, BB A R BHARATH & 5 — DI, &R ALY, HafEzb—M
A NFFIEY), FARIREAFEE B NI AT R, Sy 155, 40+, 40 &
A, LR, antidyspilidemic 255, FT AR 254, O ML 24, BUHLAEATA 5.

[o667] AR EEAFEAWAHEY), HARE 2 DA A F A, ek ARk A
DIV ZG 2 AT B2 A N <2, B, #Re), WU, B JE A, IR AT A 5, Hod
A G T IR ), IRHE, BRI, b B0, BOR), BURLA, R, BRI AR, R
FUAR, BE, R, LB B, W), YRR, WSS ), VA, B, i AR BRE B I .
[o668]  HI{AZGY)

[0669]  Gy4h, FEAKR BN 53— U7, 7] LLAL S s AT EL 6, 9F PART R 25 i e U
To M, WK 25D FE 5808 i 4k v AL B AL O B ORE PR (parent  form) )R 23R
AR TR AT . B, FEAR KRB ENRIT T iEd, KRB “45 257 ROz H Bk o~
TS P B A JAR A T RIS 607 & Mow e, B A B AR A & e 4
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HRE A, AR N AR R e AL G . A il AR 25 W A AR 0 1) e R i 4 1) R
J7 VA IR AE B 0 R B SC#k B :Wihnan, 14Biochem. Soc. Trans. 375-82(1986) ;Stella %
A Prodrugs :A Chemical Approach to Targeted Drug Delivery, in Directed Drug
Delivery247-67 (1985) .

[0670]  HHIL, fE—J7 0, A SCET AFALEWIE) “HiE 2547 &fa Hp BA10% | - 34X
U — PRI A RV L, 75 A B AR TR, 1A R A A R B A AR S A R AL S
Yo FIXFERITT 20, HIAR 254 n] DK PR IAR SC A FF I 25 2235 AL &4 . a0, AR B
B EFEA SRR T &5 AR AR Y, & A AR 5 I TE 259, &6
FRE I RTAR Y, A IKIRTRZ Y, D- @RISR AR 259, BEAL IR AR 25, & A
B - WL TR Z58), & AT IR BRI R A LB R AT AR 259 5 Fa MU e B 5- 3G
PREBEAZ IR 2, Hon] DL AR o BRI i, &% 785 — N7 1, AR B A4
G FEEA IR TR IR 2 il 12 B B S AT A, A5 B w se A A5 AR AT
HE

[0671]  7ES—ANTJ7 1, ARG T AWMU EY, HEFE -2 ErR a4
X F S, I H ARG B T P25 5 R 852 BIas ) < 38044, Bif), 768
L, WIS, B R0, v RSO AT AL A o B ORI T, A K R 1t 1 VR I7 R IE BB IRAS )
T332, B e BOB o IR A 9 a0 L G B A, B Ak s A Ak, &0 & P M A8 s s H il = BB I
JiE , e MR B ML, =7 B TR ER A MRE, Ry o — IR &R ) HIORE , 400 M50 9 491 00 608 s I
M HR RO IUBEZE (MT) PR VB AS P A8 AR sy i , FEORE Fa T 1A 1 L A5 9 491 G 4 R
Joa PEAR X 9 , AN B3 2 IUGE , B FR S 25 B N 2 D — MRS A AL A

[0672] A%

[0673]  ASCHEME T PRRASCHT A FFRIEA VIR R TT 12100 R S B 2% . I, 418
AR FF A AP RT DA AN HAR s 82 2% 2 RN/ B Fr 73 S it 81] 1R 28491 ke 1) &, A8 AR B BT
VERER SR R, A4 JFURERE T DA ML S , AT DA AR 4535k O 0 )6 i v25  BOAS i
AN 53 B EER AR 1 JEL 2 1 7 v R e M e S T RTAR D B il T THD S BB 45 HP IR R — ] AR
=R S AR AR U — BT — B B o 7E BT iR LI R — 5 RS B I 42 B SE
TG 5 AE S5 N % 2 B S e 191 v 2 48] U B AT — 45 44 R B i B AR R B I B 2L, ] BAdE
R A S Ak S W 20 Bir A 2R R 1%

[0674]  FEASCRTHRAL S S B 2R A S2 i 45 A, m] DU R 71— vk

[0675] AL AT BAan k4T A R 6 = &AL BE (POCL,) L ERRBES (SOCL,) 255,
L, R EZ) 80°C R 2y 120°C, H#HTZ) 4 £2) 8 /NE), 1 J5 B A3 2N VR S H pH B 1A 35 £ pH
HZ16 247,

[0676] AL AT LAGN T #EAT A8 %, 7638 B AR ) = 2 B fig . — F B S i 5
FIAFAE T, BT G MTERERE = 2, N, N- RN 280G, IR AT, IR 4, S At
BNAEAt . ONEIR R M) 20°C L 120°C, 52 B2 A] S 7Y LA 2 4 /NI ZE 2T 20 /N
ENGES

[0677]  HHIE, A B 5 — AT Sl s A SO il X S ik . A3
HHAE—XEE— &4, 7T LA 3R AL T S B2 2% 2 vh (1) 77 7% BA S B AL T St g v (19 7
ERIRIT, A & RS LG SR T Z AL RE o FH G, AR STHIr o B2 48] 0 BH 4 — X
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HAE—A6 51, AT AR 3R43 A8 A 0 A S 46 SR A6 0 k0], #EAT Pir /5 22 B9 AR,
FAUT A ST R AL S 3 Tk o PR, TR N 3R] DARS By MU R, AR SR A I IOE
g 2 7] LLE A T8 AR A T — AL 54, DAL, 78 SR 2 () HoAR B SR B AEATT T 18, J
kY A] F T BEAT AN AP SR — MO VE B — 2R % A o BRI BRI 10 B AT R A 1% 8 R AT
DA SE it () — Bl BAR T A — S A B, i e anJE T i
[0678]  FEA K IR —J7 [, AR A K A (D AbEWRT LA I8 T 21 B2 1-5 TR
F AP 2] Ui I R A o AEFLEAT DU AH SRR A 4R JEURk 2 m R S . AE
HEAGOCR A ISR 46 S5O} AT DA i A HUA R AL 27 (R A B BT V2R il 4%, T
AT A DT I AR SR DN o I S AR T CUAAE A8 AR ()44
BT AR SR R T T /1) 4 R S 9] h BT Rk R U7 V5 o B, T BB 5 TR AT T A
VP2 ISR 2R 1-5 v TRk v ()4 i B D T VA B R ABT i Synlett, 2001, No :2, 251-253
Synthesis 2001, 1185-1196 ;Journal of Heterocyclic Chemistry, 1987,351-355;
Journal of Organic Chemistry Vol :30,1965,3593-3596 ;Journal of Heterocyclic
Chemistry 1982,809-811. iX i AN I 7 15 GRS I )5  FUL  FZ R b A0 R4k B2 R Bt
Ao FEHITREIBEAL, 38 SR R AL S IR R 7K R IR P R AL AR TR 28 IS R ) A 555
[0679]  FH I, £E T EIARFRPE M5 RS SL g et 45 Rk BE AT LA MV 3K, ] DA A A
A il BT ARG AR/ B0 AT AR JE R 5 VR S G i il o VR ART S B B 2 B
SEE A I B SR BUAS VRN SOIBKE, AR BARSE B AR — &5 0 b B & # A SC A AL
AR — Bt B oh PR A A IR R AL R
[0680]  £E— 75 I, HRHE A K I AL S W AT DA% HE T 51 s 12 it 4 | -
[o681] e iig4k 1
[0682]
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CHO H,N"
X

N—R?
(Ib) K
)
RINH, | R0 2 Rk Bk R
() |FAAE I

[0683] X SLifZE 1 H’Mti%f%ﬂ%@%?ﬂ 18 FH HNR'R, 76 BR 1 7708 01 N, N- 3
FBERE (DMF) A8 i BRAN SR B B0 o, ek Ak (e Bz, 5 (Ta) BIAL A4 ] UG A X
(Ib) A . 12 BLIE T LLAETE 7 1 200K VU SR B3R 2R (R A7 AE R 3EAT o B m] A
75 E R L BT B

[o684]  fI NaEAT=N (Ib) wAfF@ 53U (o) (&R IZAL A5 575451 1 Na (CN) BH;
Na (0Ac) ;BH. NaBH, A& ZEIAFAE T, /£ (C—Cyp) BEVEFIBI W FEE, OB TN B N BE S 5,
BEEATE R SR e &5 1, 2- R AR, DR R e PR B R R IR
BRI D) M ay, b R A S £, MR E A MR FFEL) 25°C E 4
35°C, [ ML (] — M P LATEZ) 30 43P 22 5 /INE HSE

[0685]  ZEBRMQIBRERHR (K7L T, ZE VA7 1 U S ks v, Ji 5 55X X CO,R B X 'COR™ (3
XA PR KR ) ISP, Hodp RPZEEER (1) A EWmT LU AL b R P LA b
& COR°T COR *fH3X (1) L&, Horb R ORI R *IAR ST 8 o OBEIE AT LLAETRER S 2,05 25
EWARAE N BT . AE— 71, JRBZIR JE AT MRFFAEL) 25°C 224 55°C, [ NI [A]— i A] AFE
2 20 P R4 5 /N E R .

[o686]  7Fid& Ji 1151 41 Na (CN) BH, Na (OAc) ;BH. NaBH,S55¢ [I4Z/E T, /£ (C,—Cy,) BV
N B RS A EE S S, DL IR B NS IR BlA Eh ik b, =X (Ih) (&5 (Id)
AR SR A, Horp ROAT DL 2 95 JE L e gk 203038, ] AR 220 (Te) Bt & . fE—
D71 SN R MR RFE L) 25°C E 4 35°C, M ] — AT PAAEL) 30 23 8h B4 5 /NI
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[o687]  FERMI ANEMWANBE A AL, X (Te) MHAEMFT S5 I KEW K
JO7, e XTAT DL B9 2 R0 1 2 R AU RS ORI IE A S S, SR (D) kA,
Horp ROAT DI BE It 44 75 3 R o % ] BAE YA TR B 40 N, N- BRI PR L 2005 L 1Y
SR ORGSR AT o AE—T5 I, SOSIIELEE T DMRERAEL) 25°C 24 55°C, R ML ] — i
Al PAFEZ) 20 S35F 229 5 /N HSE

[0688]  7E 55— ANJ7 I, MRFE A& A AL G4 ] DAL HE R 1) s B2 it 45 il 2%

[0689] ¢ M4k 2
[0690]

Rz Rd% ]N TR R
Y ) i
CONHQ R¥=R B A9 R'=R-BR A 19

: sk Hp R Z IR
b ROEIRE g S R AR

=
R*=CONH(R'R’),
AP RORA

Ri= Rdﬁw&é‘ﬁ%%
# ROEH A

AR H s
[0691] Ei?&f“%%%tfj FERAL A (CNBr) A7 7T, TR F 08 B v ) o — 2 R
Wi LR (Ci=Cho) B 5 S5 LA K B 1] i 1 S B Tk P P 1 e P L e P S 25 5,

Hop REZ2E 0 (D ﬂ:/\%TU\%ﬂcﬁﬁﬂP R CN R (D B, £—J7H, &
Pz B ] ARFFAEL) 25°C B2 55°C, SN [A)— B AT BAAEZ) 20 73 5F E 2 5 /N R L
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[0692]  FE&E LB ZnBr fUAFAE T, WL FEAM AW S B A S 5 M b, Hp ROER
e (CN) = (D) AT DU A H b RPETUMEIE (tetrazoloyl) IS (D (&, %
SN A EE I RE N, N- B 2. (C-C,) B,

[0693]  FETM AN EALEN AL B0 B B L S5 A B A5 5 DA R A 2 A A A 0 81 4 DY e
I 1 B R DY O S i AL B IR A AE T R R B Kk R R R B i 2 I S S e, i Y
MR AR A5 e A TR0 0 A BE BB R e R S B, e RE2 P et iR (1) A iml
PLEEA N Hh R Bt — BRI P X (D &,

[0694]  {E 575 funntk e v, S 3k O s A A 4 5 A I PR B3 U g, L b RO A DY e £
X (D) AW LU A RPE e 3B [1,3, 4] BE e g (D (e, £—
T, RS FEA] AR ERAEZ) 120°C E 2 140°C, S E]— B a] LLZEZ) 2 /NBF ZE 4 6 /)N
[ISE .

[0695]  7ER 541 KOH. NaOH 2525 DA S (AL ISR 1) MO,[IA7/E N, S AU AT 4 25 &
£ 100°C a7l OB H RPEEFE (ON) 1 (D b A WKARLZ) 30 25P B4 6 /N
] 18], 45 E o R CONH LIk (1D a4

[0696]  ZETM AN SEALAN L A AL B0 TR R A 25 25 L) R FE 6 R AR A 750191 dn D e 35 1 L 4
V0 o 2 Tk R e B Y 57 225 o AL A A7 A, T B D o L B 2R S 5 opy, S 5 i 1 Qe I b
Horp R CONHLEEFA MR (1) A A mT LA b R CONR R (1) &, Hvh
RO R AT DA ST b A2 AR SO B 56 I A B e s

[0697]  FEEEVAFIBI ST B S A B SR S5 147 A0 T, Horp R CONHL AR (D (&4
BT LA R RICOCHX (AL A St , Forp R AT DU A ek B i e e, X AT DA B 46
SEFBIa R AR 7T, RN AT R RREZ) 60°C B4 120°C, 22158 (D k&4,
Horp RPATBASE R - BUAC A ML

[0698]  FEVAFIMGIMI 1,4 WEHE, RS, Hoop RUZEUEE (ON) 19X (D) taml bl s
PRI OB, 11 N 2K RICOX AL A DA S A b e , 2o R AT DU B3, X AT B
K%, BRI (D ik A, Hd RPAT B R - BRI 1,2, 4- T8 it

[0699]  7E S — ANy I, MRS A A W Ak A W AT DA HE R 21 S oL 6 2 4%

[0700] ¢S4k 3
[0701]
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w0 f

R Ak A R AIA B

R* 24 H, CO,Rs, CORg,

SO,Rg, CONRgR7, CSNRgRy R R2 AW B

W‘57ﬁ+%ﬂ
[0702]  FEiZJ Mg 4 A, Il A8 SCk R B E B AR N R e i iE (W), &
A LR (Te) b &P h, Hovh 2'A] AR EE 4688 (acetal) R CN, X Tuzei%%,,\—f
LS (Th) BB sEE e p, Horp RYAT BL g S dt, 374320 (1) E’Jﬂc/\% 4, B EUAR
Ryt me A e (EhER 20 0% ) B Rl %, n] DAZERRAG] 2 N, N- — 5 P 2 -N- 2, & AT 77
B 2 BRI AR N AT . BlOA T] DA B B SUR G = 2 8 e (TEA) =T 65555 KR
LI AT PAPEVE A FIAZAE T BT, WA FE R R BR T 1 T B U T B N, N— A FR O fi
(DMF) \ A b 5 o ST BE ] AR EFAEZY) 50 °C 2 B i VA I I o OS2I (7]
Al PAEZ) 3 B4y 16 /NI RYYE [Cappelli, A. 28 A Journal of Medicinal Chemistry,
47 (10) :pp. 2574-2586 (2004) ;1zumi, T.,ZE A Bioorganic & Medicinal Chemistry,11 :
2541-2550 (pp. 2003) ] .
[0703]  7EB M G B B0 A7 AL T, 7E AR PR 7 an DY S Wk L 2 Tk 2 55 op, g X (T1)
EWMSR 1J) ARG, 7T AERF0 (Tk) k&4, o RAT DU Sk
i ARKTHEER COR® e 7E— 7 [, S SLHE 2 AT AR FFMEY 0°C £24 100°C, J ML 7] — i W] ATE
Y1 1 /N Z) 8 /NI VL
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[0704] X (Ip) FIALAWAT LR (Tk) Ab A P000E JFOR i &, Horp 2T LR FUE (ON),
i A& RIS JE A A AR (LAH) X (2- B4R 3, - 23 ) S (Red - AI®)
atesrs HR] DLAE 203 B VA A U S . — Z kA s ch HE AT . AR T T, N I AT DA
FREL) 0°C R 2 60°C, R ML [A]— AT AFEZY 1 /N 222 14 /NEFRTE

[0705] 5K (To) (LAEMRGEE LA, X (Tp) MAEW T LA AR (In) LS
Yo ZJ SLAT CAFERE R 75 719 G FR B R S 0 an F S S BN I AFAE T IEAT o ROBLIE
A DLIERS ShIR A7 AE N AT « BT FOVA TR AT BAIE B (C=Cy) BRI 2.1 TR BE « 7 TR
G5, IR A . b n] DU sl JE R = 2 B SR S AN S SR AT RN . A
— T, JRNEIR AT MR RRE L) 25°C E4 35°C, SN ] LR s 7] DAAE 2 30 434 520 5 /)
A P Y

[0706] L5 (To) (b EWRE R AL, 20 (Tk) KI4k-&4 . BB 4 n] LU X (Tm)
WAL A o 12N AT CAZE G R 3 57761 FR RO S 57 9 o S I A B A7 A R AT .
LI T DLERS SR B ATAE T 34T . BT RIE e T Ak (C,—C,p) B a0 2. B T B L 57
SRS, SR AW . 3 n] DA A L&l BRI = 2 B E T AL AN AT AL 3 T 57
BAT N . — e, S B E AT AR IR £ 25°C FIZ) 35°C 2 18], J L) B — B AT LA M2
30 AP R L) 5 /N,

[0707] JEIE5 (In) LAY (Horp XTAT DL B 22 3 1401 0 o 25 L R SR 2526 ) 19
Bk, , 30 (Im) A EAAZ (D) A (o R AT BLZ €O R, COR®, SO,R’,
CONR°R'BRHEE ) o 451201, 756050 S ik B 6 A 4 70080 ) DY SR (KU AE T FERR BRI R, 7]
DAY (Im) SEF IR CERRN o 2 N AT R e B A0 77451 dn P 1R P I 2

AT o RPLE AT AEAS R A FRIAZAE T 34T, WA AR EA RR TN O E%E5%. /£
T SR AT MR EFEZ) 22°C E 4 50°C, M ] —BER] AAEL) 4 /N E 2 12 /NG
[0708] 7R ¥ 7745 1 B B A5 0 (403 Jd R 48 R SR I AL B A7 7R T, 1l il 5 R
(1d) Witk &t (e ROAT LR ke dt 2255 3k 3R AL ) BHTIR UL, Jorb 7 '] DU R B4
Bt (k) Ak ] LU A (To) L&Y IRBLET] CATERS $hIR A7 AE R 14T
B R RE T LLE H (C,-Cy) BEBIIN 21 AR . RN BE S, SR 5. 72— J5 1,
ONEHE FE A AR IFRAE L) 25°C 24 50°C, SN ] — ] DAZEZ) 1 /NI 225 6 /N FSE
[0709]  ZEWEA AN EALENANIE GG N, N- SR B I (/A6 R il 50 () Btk
Wy (Horp XURT DL S 2 [ 0 g 2 R IR AL SR AR ) BEAT AR, , X (To) Itk
Yunl DL A e ROAT DU 5-7 Juds 5 1 (D) 454, Biad ] LAk B A FEEL 0 55F
SRR 1% SO AT PAE VA AL B 0 26 VD S L B R S A N AT . A,
SONIRJE R AFEZ) 25°C B4 60°C 75 [

[0710]  7E5—AJ5 1, IR A K I AW ] DLk BT 51 R i 26 il 4

[0711]  RMLEEZE 4

[0712]
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~CHO RECONHR? _CHO
@I ~(Is) @[ R?
()
(Ir) (it) " "
R3NH'2
(Id)
H., .R?

N

K s
R R 492 HIR K, R' R® s ’JmHﬁmﬁE
5 R TR AR RIL, %&R %25} AR R
R’ 21 H,COsR4, CORg, R 25T ARFR

SO,Rs, CONRR7, 3 CSNReR7

[07138]  FEIZIRNLEE 2R, FEME A 1 A8 AR BRBERZ AL (cross—coupling amidation) M. HAJ
HFH & (0 ka9, i, de Q%3 () (i XUk ) FB (Is)
(H R R AT DA et o 5 38 ) TRl (Tt) Mtk &49, AT AZEAR AL R B = ( P
FEAER ) AT BERECAAGI I 4, 5- X ( 2RI ) -9,9- HERLIY (Xantphos™) A1
WK IR S A AE T AEA IS VA AV a0 B R 5 e [OBEIE AT DAAEVE R 46 B O 2R
TR H R DU ERIE 1, 4- IR ER SR S SR A MINARAE T AT P, RN
Al PAFEZ) 1Tmol % 2 2] 10mol % A 1& Pd #4671 4 Pd (0Ac) o« Pd (DIPHOS) 5+ Pd (PPh,) %5
SRR AT o SR T DAERCAR B B 2- IR O 2,47 .60 - =RAHE -1,
17 —BEX (biphenyl) (XPHOS) « 1, 1- X ( 2R ) — /€% (DPPF).2,2" — X ( =R H:
B IE (phosphanyl))—1,1" —BEZE (BINAP) . 1,2- XU ( 2K ) 2% (DIPHOS) ZEZ5(K)
AEAE T AT o #2010, 7T RAS A B, 1 0k B AN Ik R . LRIV E T o IR —
Al PAFEZ) 50°CE 4 125°CIIYEHE [ 2 :Yin, J ;Buchwald, S.L.Organic Letters,2(8) :
pp. 1101-1104 (2000) 1.

[0714]  FERHER . A 18 1 77046 G B s A s Jid 7)) o s I S AL BN I A7 AE T, il ad 5 5
(Ic) B’Wc/\%LﬁLF fett, X (Tt) &M LU (Tv) &Y. OSER] BA
TEME SRR ARAE D HEAT o I VAR P LIk B (C,—Cyo) BRI A0 O TR B S S I B S6 5,
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SR AW . AE—J7TH, SR E R DR EF L) 25°CE Y 35°C, Jx M ] — AT BAZEZ) 30
SR EL) 5 /NI IS .

[0715]  ZEB M G B8 A R 7510491 2 VY S0k e ) A7 AE T 5 il 5 20 (In) A6 A (3L XTT
DR ) MBE, X (Iv) AT UL 8 (D) k&4 (Hodb RPATBLE CO R®,
COR®, SO,R®, CONR'R'B kg3, Y P LASE N) o SRR W] PASE H B A3 VA TR A7 AE N34T, 38
FIEFERER . %5 fE—J7 T, [ P DMRFFEL) 22°C B4 50°C, [ BLR ] — i m]
PAZEL) 4 /NIF S 2 12 /N L

[0716]  {ETS R A3 FY v 77 451 du B R0 J5L 50 491 4n s E I EAR B O A7 e F , JB 3 B X
(1d) Witk & (o ROATDLR 5-7 Je 20548 ) BHTIRJFRAL, X (1) LA mT LU
X (Tw) BB BLE ] DAAER SRR FIAZAE N T . BT RERIE R BLEE (C-Cy)
B0 2.0 T B S A 52, R A . A8 — 5 T, ONIE S A DUARFR ML) 25°CE )
50°C , S LR E]— R AT BAFEZ) 1 /B 2240 6 /B IR 3 Bl

[0717]  FERMB T A AL B ARTA B — FF 2 R e 478 T it 520 (00 it &9 (K
e XUTAT DA B 25 B A o 2 R IE AR AR AR ) AT AL RN, 20 (Tw) 1AL ] LA
R (D) B TR rT L% B S8 eSS . ZRMIE R LIRS A HE 2
JiE S VO SURIR B R A2 (A7 A0 N BEAT . UM, NIRRT DAAEZ) 25°C B2 60°C HITEH .
[0718]  {EN—AJ5TH, AR AR T H14 (D) (EWE0E M7, Hp RIA[BLE (CHRY)
RO i n 2 1 A R e BRI LA BT o 1K RIE J IR AR T H R S 2
[0719] W EZE 5

[0720]

RER AR 582 H,
Bk A J R R A
R 254, H, CO,RE, COR?, SO,RE,
CONRSRY, 2 CSNROR’ '

R? )

[0721]  YEiZ N6 2%, 765 R 3 77091 G B s R0 S s B AL BN AR AE R, T8
530 (o) M EWRE R, 2% (TTp) Ktk &Hm i A (1) ML EY. ONIE
Al DLLERS SRR A7 AE N34T o« BT I AOVA TR A BAIE ) (C=Cy) BN 2.0 TR B« 7 TR I
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Sk, IR AW . 7R U7, RN DR FRAEL) 256°C R4 35°C, R ML ] — 7] LATE
2] 30 1 Z) 5 /N EIYE

[0722] B Tk B 8 R 750491 40 VY SR MR PRI A7 AR, i 520 (IXh) b &P BE1L,
X (1g) MALETTT LA AR (1) LAY (Fodh REATBAE COLRY) o IR T] BA7E
B IE VA I AFAE S BEAT , T 50 o DU SRR TR £ S 5 o AE— T I, SRS BT DA
R¥FF L) 22°CE L) 50°C, RN — M AT DAFEZ) 4 /NS 2245 12 /NI

[0723]  Heck %Rk — fegAE U Al AAESS (TTr) AL & WAIER (11s) Ab&4 2 [ 34T, 2
h RY, RO R °A] DA 06 B A et F5 3k 205 3 FUR R R R B A . A R
ALFE, 0, 7 AT Ak SR8 G 2 TR T TR A4 491 dan = R S I s G0 = 2L % (TEA) R 3@ 1
N VUSRI AP AE R, RS SE ik (TTr) FiGdE (T1s) JEkal (1Tt k&4,
SR LR AT PATE I8 A @ VA RIRIAEAE R 3T, W A B 2R S H 2RO N, N- ZHER B, 2
Bk 1, 4— “MEEEARAE B, 1% N A DAAEZ) Tmol % 4T 10mol % [ A-@ AR AL TR A7
76 BT, AL )V EFEEA B BT PdCL,. Pd, (dba) 4« Pd (PPhy) 2525, %R NIRRT LAZERD
PRIAFAE T AT, FCAR B4 =T 2L 3 =75 2L B . DPPF.BINAP.DTPHOS %655, 3 — D1, [
A DA S BB AZAE N AT, TR L FE IR IR B I PR BT . RN S5 5E . UL, J IR T
PATEZ] 50°CEZ) 125 CHIJEE [ 2 W :Franzen, R. , Canadian Journal of Chemistry,78:
pp. 957-962 (2000) ;Negishi, E. ZE A, Chemical Review, %5 96 3% :pp. 365-394 (1996) ] .
[0724] 30 (D) LAY, Hb RIATLGR (CHR®) R, Horbt n J2& 1, Frfs (3L e BRI 46 S
WA ST X LB R (1) (b AR FOR 3RS « 5 A O A AR EA R R T
AL, Hoh A 35 K2 5-10% 40 / 1% Raney— 4880 ( BRI E Sd@E 48 ) &K%, 18
SR (MAIHL ) 1psi B4 50psi) WIAZAE TN, FEARPEIEFIG W 2.8 USRI &S h . it
U, S SR AT AFEZ) 25°C 245 60°C UL .

[0725]  fE5—J7i, X () &t (Hh R'YJE (CH,) R'CORS, RPJ& ki, K462 M BUAL
8 L (D) FrAFFREAT RS ) AT LUER R AR B LE 1 £ 5 BTk I ikl 77 ik
Kl %, 4 FH 2L A 38 B RS I B S S R R

[0726]  {E 55— ANJ7 1, MRAE A K B AL A0 ] DAFERE R B s s i 2 il 4%

[0727] R WBKEZL 6

[0728]

I A, |
i}_ IV e g
0% oRe 0% oRe 07 oRe

(uy (1) e {
[0720]  fEiZ Wik, =0 (ITy) L& 4 AT DU mE AR A 5 2 i 7 1% R
(ITw) L EWFUERA &, ok 7 02 : (CHy) , (r 2 A 0 2 2 RYEEHL, BFRumid ) , N3 0 sR%E
IR (D = . A& A AR S 5 SAE BREIIRT DWittig A 52)
W5 53) BRAIKAE sF0 4) ANl
[0730]  AILAMES (I1y) MAAYS RS Z | BURRIEEZE 3 20 (Ta) 8L (Tg) MIAYD
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SN, SRAFAH M R (D) A

[07311 B —2, ARt &9, R EAR T FXHEY - (D, (Ta),
(Ia" ), (I1), (I1a), (I1b), (IIc), (I1I), (I1Ia), (I1Ib), (II1Ic), (IV), (IVa), (IVb),
(Ive), (V), (Va), (Vb), (Vc), (VI), (VIa), (VIb), (VIc), (VII), (VIIa), (VIIb), (VIIc),
(VIII), (VIIIa), (VIIIb), (VIIIc), (I11-1), (I1a-1), (I11b-1), (I111-1), (II1la-1),
(I1Ib-1), (IV-1), (IVa-1), (IVb-1), (V-1), (Va-1), (Vb-1), (VI-1), (VIa-1), (VIb-1),
(VII-1), (VITa-1), (VIIb-1), (VIII-1), (VIITa-1),F0 (VIIIb-1),ZE%%, n] DA &3 ML
16 JE R R 2SR T A 2% RO EE 2R 1 A2 6 BTk .

[0732]  FEAN KRB 53— DJ7 1, 32T R FIZR AL W AT DAF AR SCA T (1) OB 2 45
1 &6 R Lb—1KEH .

[0733] % 19. AJDAIZHB R MBREE | & 6 & D — & KRR IS

[0734]

W H el
1| (5-{[3.5- U H0)-(2- W 3L 2H- P -5 gk - s BE - 3 1 3- A
~TH-BE IR 3 4-b bR -6-58)- 7 AL I
2| LR (1-L S5 {B-F -5 = B R AR R

i }t} 3- - 1H- ﬂkUﬁU [3 4-b] e -6- }g)- jiE

4 (*ﬂ(“-{ﬂwﬁ?)*ﬁﬁ%(z 2H-PY -5 6 )-STIE

AL TH-MEMIE[3,4-b b e -6-45)- - FUEE i

S| (5-1[(3.5- HERY- (2 HAL O H- Y -5 -0 -G - B - 1- L R -3-
SR T PR3 4-b ot wE -6-30)- £ BE- B AL

6 4.;4:.-(1-&@-5-\[(3-5%-55,@&&;&%"-%923—(2-'%3 He-2H- [ M -5- 4 )
B PR L34 P R H-I M I3, 4-D T IE -6- L) - fEé;L i

7 (543, 5-:(5';&Eﬁﬁ)”“*%)-(z-!?ﬁ;;;-zH PU -5 Ak -2 R - U -1- 4
HE-3-FF SL- T H-IE M IT[3,4-b) Bk‘izfé'}:%.-é-éas)-ﬁz%-** J;U&

8 | (5-{[(3,5- (= HUP ALY W ED-(2- WAL -2H- P -5 -8 )- U RE - UG ) -1- &4
FE-TH-ME M3 4-D]EIE -6-F8)- £ A5 H Bl

9 (s‘-{i[(% S- LCEEUH RN D) -(2- R 20 D -5 JE)- S AR - R 1,3
L HE-TH-ME M3 4-b I -6- R )- £ B BRI

[0735]
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10 | (13- 235 {[(3-80-5- = B 3L B0y Y 2L 21 Y -5 3-8
FET- B VI MR 3, 4-D I -6-B0 ) 2 55 P Rl

111 (5- {(3 5~-“(~~é¥xbﬁ§i) %E) (2 B LD H-PY W5 ) B - R -1 3
-4y ARG

12 | (5- {[(3 5- (= %LWR) *Ti Ly-(2- FHBE-2H-PU M550 L - B -1- 2
S TH-MEME 3 [3,4-b e -6-38)- 2,56 I L)

13 | (6-1[(3.5- “F W HE)-(2- B2 - DU -5 30)- B 2L - B AR 0 3
S3H-DR I R[4, 5-D]ME e -5- B8-S

14 (6-{ [(3--—‘?‘%& 5-3? 4@0?”2& }i} (2- ;J; 2H- ;}q H,ﬁ s-gi) (] 2 3-

15 S-hey- AR IR -2 3-

16 | (6-1[(3,5- (=8 Eﬁ-ﬁ)---w&)-(z- SE-2H- pq w& 530S0 3
T FPELC3 IR A T[4, 5- R e -S- Rk R
17 [(6-{[(3,5- IR0 (2- P BE 2 H-PY -5 ) S R - TP 38 ) 3- 2 B2 1

SE-3H-BRMEE[4, 5-DIMEIE -5-FE )- £ HE- T 3L

18 | ZHE-(3- L 4E-6- {[(3- -5~ =2 98U AR 20 )-(2- - 21 T 1B -5- 3 )- 21
FET- AL -2-FF BE-3H-DR M I [4,5-DIuL e -5-B)- U i

19 [ (6-{[(3.5- (= S AL W A0)-(2- F -2 H- Y -5 - 305U - R L -3- 4
FE2- L3 H-BR M 4, 5-D L BE -5~ 8- 2 5 1 ki

20 | (6-{[(3,5-ZC U B N ) -(2- HE AL -2 H- DY pe-5 -6 )- S AL - W G ) -3- 4
;‘;;,-31{.;3{;;5;5 [4 5-bIMENE-5-55)- 2 36 H - i

21 (6'* {('s 5-Z = éaxtﬁ%)“ﬁ‘%’%)—(2-%m-2ﬁ~u %JH)Q%&]W%}N

22 (2.,3-;_4.‘7_;-?;‘:-6 {[(3 *3;{ 5-;‘;& 24 féf‘*}{) -(2-1 U;L-ZH P 5-35)- G A -
B L LS H-BR I 4, 5-bIRH B -5 -0 )- £ - B A%

23 | (6-{[(3,5- (U B R H)-Q- 21 DY -5 L )-SR UL -2 3-
LR 3HABR BSR4, 5-b e 50 2 R L

24 | (6-{[(3,5- (= 5 ALy W) -(2- R 2 H- P - 50 )- SR L - YRR ) -3- 2,
/15\ 3H-¥*A %/}f“ [4,.5 -hj &hﬁﬁt -S-ﬁg)- Z;Qég- HH fiég- ;Ig;:‘

[0736]
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25 | (5-1[(3,5- N H)-(2- B BE 21 DY -5 FE)- BRI - e 1 2- T

26

B e H-MEREIR[2 3-b Ik e -6-48)- P ALl
29 | (5-4[03.5- L F 2~ FHAE2H- VY -5 B G BE T HE AL e 1. 2 B0

SE-TH-RERE 12 3-b ks -6-45)- £ - F AL i

30 | LHE-(1- 43 -5-{1(3- -5~ U TP AL B )-(2- R 21 DY -5 - )5

SEY-FERR 2 B IR FE]2,3- DI I -6 - B BE i |
31| (5-{1(3,5- (= B ARy - (2- F AL -2H- Y i -5 ) Bk - T B ) -1-

FE-2- 1 L L H-REE T2, 3-b] e -6-38)- 2 88 Rk

32 | (5-{IG,5- (=R E) R A -- R R 20 Py -5 -0 B - R AR -1

Sk - TH-BHL I 312, 3-b e -6-2)- £ - B AL

33 | (5-{G5- L HF YR ED--H BE - DU Me-5- 30 S L - B R -1 2-

AR THAE S 2,3l -6-88)- 2, B SR i

34 | (1,2- L 8E-5-{[(3-51-5- = U 3L AR )-(2- 1 262 H- P -5 - B )- ST S -

FRL) -TH-RE % E[2,3-bJuE e -6- )~ £ 56 -

35 | (5-{[G5- (B R FEE)-(2- 3L 2H- Y - 54 )- AL - W Ay -1 2-

2 HETHAE S TE[2 3-D ] -6-56)- 2 k- R i

36 | (5-4[(3,5- (SN E)-(2- -2 H- Y -5 -6 - S - B A L -1- 4

S TH-HEE HE[2, 3-bIERE -6-58)- 7, 56 B 1

[0737]  VRITHIRIEITTIE

[0738]  ARSCAFFHIF& M CETP V& PE KM A 4, 7T LA T TR PT BUG IT & Pl ik 8L , 41
w5 e s P AREAE R KR E B e . AR R S HAR TR, AITAH{E, CETP V& PER] LASZ I &
74 NE & % () HDL AOPGERKF o A% T LDL-C F1 / B¢ VLDL—C 7K°F, $& % CETP 7] LA 5[5 HDL—C
AV HIFREAG . I, CETP £E4& IR & B2 5 M HDL #%%% %= VLDL A1 LDL W8 —EfEH, JF Itk
BIEH R E 250 MU Bw fE B 3G A S RPIRAS (410, HDL-C K~ [ B IS, F1 VLDL-C Al
LDL-C 7K P38 ) AR o 3E—25 1, CETP 36 PR ACE- 3N Al DLFUR O ML 5% 6 B
[RI3G 0. PRI, 1 B CETP vi% 14 AT LASe FH T3 15 I8 2 I AE A KPPy B 97 i
DAY AR 5T 5 8- vl o i B0 0 0 7 o 0L 92 9 461 AN 20 I 505 A B A ) 8 L 571 T3 R L B
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PRI L R 1 UG

[0730]  fEZ A A IR EA SR, 467 BE5 A 80E, R EAR T AR SCH 2N
o IERIASCET AT, 4G 2 /D — P B A RS AT AL &4 0/ B2 2 m] 2
ZEh WA, BT DAE S e T BUG T A RS, BT e AR 9] G 2 AR SR AT N
(AFEREA R THRBUIR R J7 TR ) BB IR 75 .

[0740]  {E—J7TH, AR B ERAL T V0T BCTIRY IR FL W0 G Hh B9 E BOZR R (1 5 7%, 1% 07
RAFRS T BB A, ZA AR TR BUGIT A &N 2 b — P B AR ST A TS5
XL AW/ B2 2 52 (. 76875 T, IE B i A2 MR B AS , 20 ks e A
o, A0 VE IS 09, =Bk = 8 R, = B ] e RE, /&7 B IR &R A IORE, /&7 o — IR SR i
i, O ML PRE (B, O30, SiI, o R, O UAS 28 (MT) , BR300, A, A e ) 5%
W PR PR B LA e (RO, A PRms PEAL X S0 , PN B 3R TIOAE )

[0741]1  fEHBJ7TH, AR BRIRAL 1 8D Bl B FLEh X G0 CETP S PR T35, 1% 0712
BFEE T EE —EENAEW, ZAEMAREE L —MAEG AR A FE- RIS,
A/ B A AT ez (1) 2, Horhizgs 2 DARSEAIR B 238 16 CETP 35 7% .

[0742]  fE5—ANTJ7TH, AR BAERAL T 3G I FLEh MR R B A IR S A (HDL) 771,
ARG T EE — B ENAEY, ZHEWEREZ D —MEA ARSI AT 1L
AN/ B2 R R, Horp e R DA s R SR (HDL) «

[0743]  7E 55— AJ5 1, A8 K HIRAL T i A3 R /G EA HDL 54§ LDL. VLDL B
IR [T 2 1) B A8 B 0 1T AR 4 T B E TR BOA T H M E N R D — R A RS A
SR A YA/ BT

[0744]  AEX—ANJ5 I, AR B A T B LA Rt G HDL— AR [8] B ) 4 fge At DA R
K 20 JOk B A B A 975 A8 1K) R R B 7 V%, 12 T I BER S T B — B B NA AW, A A AT
F /bR A AT AT R G M/ S22 mT sz i 3, b iz s 2 Ak
A% HDL— JEL ] B2 1 AT, 1R L 51 A 3 Mok B AL L 0 A8 1 A e BT

[0745] 7B —ANJ7TH, AR IR T BRI FLBh M0 R AR BE IR &2 A (LDL) 514,
ARG T EE -2 ENAEW, ZHEEREE D — MR ARSI AT
AW/ B2 R A B, b E R AR IR & A (L) .

[0746]  {E 55— NJ7TH, AR SR AL T VA T7 BRI W 3L 30 400 G 30 ik B AR AL 7 2%,
GRS T B AT BORIT A M EN D — R B AR S AR S/
B AR 2 1

[0747]  AEX—ANJTTH, AR HERHE T ¥R IT BT I FLah P o0 % 0 g 5t 2 17732, %
TNFEAFRS T B E TN BUIGIT A R E N 20— R B ARSI AL S R/ B
HA 2.

[0748]  EAR BRI 53— A5, AR SRt 70T BURBI L3R S CETP- /-2 (1)
TIE B 751, T ARG T B E T BORTT A S E N R D — R B A AR S A4 U
&Y/ B A s .

[0749]  fEX—ANJ7IH, AR 4L 7097 SO LR b SOk ARk . &1 & P if 8 e
I3~ e Y =R RE S R A O & B MR AR MUE S R o — JE ER A IURE | O AR E A
Py P /893 B PN B 2 IURE (1) 5V o AE— D7 T, /O M08 0 A2 o B8R ST P R o AR 2
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(M) P FA 45 « P 4% B e IO

[0750] AR WAL A WAE S —BR & Rl LDL- JE[E B B 2944 / 3 al 4 %00 T
YT/ BB IR B, LDL— JE[A B B AIC 25 708 4 HMG CoA s Ji Bt 00 ) 7] I ] A P WA
PG s BUARREZ W) S JIE S FVRREVR T W) s B LR 2 R i 3 o OUI TR IR IR IS s e e —
B XU PPAR BB A1/ BOHIRE Y. AR WIS PR LAE HIG CoA 38 JE BB 71 73k
RARTH I = BR R B ( (MTP) /ApoB 4331 751 JEL [ B2 W WAC 01 6t 751) B B JRE 2540 o I 4
A, AR LB — B ) 2 WS T, PAE B R AE A

[0751]  7E—J5 T, AR ARG T R BRI T A5, KA E b —RAG AT A5
IR A A/ B2 2R T B2 1 3 R I R LR 24 o e I AT DA DA R 48 s I
JENEFE . U6 PR, T DL A R E D4 140mmilg A9UCHE B A /D 29 90mmHg &7 5K
(99 B N VA2 v I e AR 3o v I TAE 651 G 230 ik o A A T DG T vy ot e L 52
[0752]  XF-TAHFH K25 2575 %, AT AR RS A IR R IE B AR R WAL &9, S A I = 56 &
LA R (species) RIS EE & PRI R 22050 s ITIR T IRE ™ B 12 A 285
S B AR S RE s AT 0 AR S B L £ o 0 ) AR R I s B PR = i 7]
PAZS 5 b i 72 FH 4 52 R TR AT B Ao ik 3 e (M 25 A R

[0753] AR BRI S FA &) UBIATT A& IR RS 7, B8 O ), B
Gb G, B, LRI, 2R, & N, & B, SR TR, BN, Rl R AL B BN B
(ointment) , EL}7, XN, i (intracisternally) , 885N, BIIE W, IR, IR, TN,
P B IR BT

[0754] YA TZREIT R, AR BHAAPE D IRAIEAE LR R BT AR E 0. 01 250 (2
v/ Ty /K BL 100 25/ T/ RIER . ik, AT AL — H &4 T AR A
AW, BORT AU H K = IREIY R R =45 T A8 H & i B, AL, n] Lhdd R
S A3 ) S N A DA B N T U4 T AR B AL A, BRUE A AT AR A 51N
(K035 17 B MG I 2 B 3B R 8 T o 298K, A T LLB % BB RNL T, 15
ANE LT R E A ZGHEAR LA AN A2 [ B

[0755]  7EA & BH (0 5 v v, AR SC PRI I F AL A W0 mT DA BE PR 4 4, 5 L LA s fe
5iE Mk CIRIERBEM A LT, B0 AR A7) e 28 Bt R MR 5558 ) 0. 58 g
225 — B A IS 2 SRR IE R BOR AR R R U, AR SRR BR T MR
(material)) HIRAMHET .

[0756]1 il tu1, %o F AR 2RI SRS 3, v e 29 2040 vl LS CURR ) EE 10 2 2 )
B2 IS TR B TR A, YE PEEAR B a0 LR, Sk, IERE, HIHE, R AF4E R, i R EE, B A
B, TRIRAS, BRI, (L AL 55 s 0 TS DIRG 2, D RZ Y2 43 7] L SATAR D AR T
B 29 2B S PR i 28 TR = K SR SRR Ao 1T HL, A ESR B AU, i8]
DA @G R A TR ) B RS B N BHR S . BIEMEA AR REIE R,
i RARFEGN W THE S B FLWH, T KE R ), JAR TN Ar RS FR 051 G o oz A1 e 65 8 G o
RN, R AR, R T, Al S5, /81X L7 8 b B (14 Vi v 7560 48 il BR AN, Al I R
B, TR IR, R R IREN, LIRAN, AN . AR E AR T, ek, B AL AF4E R, B
fig, I £, 8 R A,

[0757]  ZWHED)

125



CN 103102303 B 1«51'1 AA :F' 116/202 17T

[0758]  FE—TJ7 I, A& AL T A58 2 D — P A ST AFF A AE )

[0750]  fE 5 — U5, AK NIRRT A S, BdE

[0760]  F/D—PARSCHT AFFHIMLEY) M

[0761] e A0 4% 2 2% W 422 52 (RIS IR0, 8 059036 11 44« B ) R 91 TR 791 B g 7l
BRI B HATATH S

[0762]  7EM AT, AR AR T WA A, fFE .

[0763]  Z/D—PhARSCET AFFHIMLEY) sH0

[0764] (T A04E 2455 Al He 52 B AR N 77, A0 R0ade B sodd s B ) 4 ) TR ) 7 s 77
AT S

[0765]  H A WA G2 DI o if, BHE, BRI, b B0, BIGR), FURLA, W &
TR FLAR, KU, B0, R0, SUE, BRI, 700, VIR, B8 55 50), A I, S, T o 4 B
% R M7 o

[0766]  7E M 53— I, AR IR TZMA A, A

[0767]  Z/D—PARSCET AF I EYD

[0768] e f4E 245 Al He 52 AR N7, AR 00 de B sodd s Bl A B ) TR ) 97 s )
AT 5 A

[0760] LB FEE A AU ZG ) ACST R, S I ), 20 B DR, 4B R R ), B AR, SR
24, antidyspilidemic Z54), O L& 254, BILATATH A o

[0770]  AHRHE, B T ARSI AHAEM 248, R A ZMA & YiE ] s 4 20—
BT 1 B, 1 an R AS R B TR0 ), Rl 5 70, BoE ), G2, 28, SR IR TRVE 7, B &
A, B RESE . AEAS R B B — 7 T, 0 P 25 5 AT 452 B B 7)o ] 24 XX i I TR VA VR PR S it 441
RITTIEAE ARG R S P 8 A  FF 5 AT CAE AT Ja] iy SCA HpomT DS 21, B anfE A /PR T
REMINGTON” S PHARMACEUTICAL SCIENCES (Gennaro,Ed.,18th Edition,Mack Publishing
Co. (1990)) . HH ] LAIAFEE & T HZ 77 MBS WINEIER / BiRaE M2 22 n 52
AR AR .

[07711  CURZAMAEY)

[0772] ST CUIRJE I A I B 2, A A4 ] LS DU S e 55 10 24 2 ] 252 1 P i
W40 B T8 =B KSR G o 1 H, 2R BN A, 38 7T LLREA I8 BRG G 75) S T8 77 A
RIS BRI BNR A . AERR A, BA R T U s s RIRFHE] 5
BB — FLE s FOKFEHRTR s RARANE Rl B 1 G Bof oz A1 e« BE T AR BRI R PR AN, R R A 4 =%
ROBE A S5 X 50 A o5 A T T R R AN BR TV R B, Bl I Ry » 1 )T
PR, KRN, LB, SANESE . BN ORHEAR T, Wk, B4 =, 3R, A
+, B E R ES.

[0773]  Z5pibl5RI oA 20— B A SO A BAE— S AR AR R AL G4 f1 / B
25 BT (K2, BT S B8 v A 2] CETP 3 M AN TR B va 77 vl A A T CETP 35 PR &
PP E B o AU AN 51 7] LAZS By i 8 1X Pl 2 & o 570 AT AR IR &5 20 1t
BLFEGI I L 24

[0774] &G T LIRS AR R B AT DA S b i) S 7 8 20, 461 an I 2 e 2 50 B0 771 B4
A S B B R A O BCRURL R IR 2 B KRR S FE AR B TR ECE TR
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T3 B I TR YR A L A Bl A R VR A L SRR K LRI 30, 255

[0775]  4Z5ifE

[0776] AR\ LW K@ FIIRRS T 2D MRS AF AT, AFEEAR
T O, W B A6, 2R, LRI, BRI, /AT, SRS N, I8N, 28 (intracapsular) ,
BE W, BN EEN (intracelial), NN, IE W, &5 W, BN (intracervical), B
P T DL, B B3N, A, IR, BT, B2, I, BB, B, A1
RSP, B R TN, B, 5 N BRI, #E3E (bolus) , BRIE, B, HIE, &1, & W,
B BT, BUE R T

[0777]  FI=

[0778]  AFEZ/D—FAR AL S A -G P R] DAL — B S | FFFrs— B [ 45 25 U
ROSBNATT 2R, BLZMG AR R SCH R ARy, DL P 58 F1 75 1% R (A H) Py B 45 2
FEIT T8 o AE—LLT5 T, PA— B AN FF i — BRI R 45 T 254, LA 28038 N HSPG R4 .
fE—E 77, 7l LV — HAIE S TS, 3000 BLLARE H PR = IRED R 3 55 = 25
TREME. ARSI, & H 25 T — IR, B/ RLR R , 75 2> A
a0 — & IRER IR T AT LU B . N T S ab ik, NAZRF 248 Z54R K A] , 451l 4
2LL3ANH DL 6 NH,BEDL L, BB Y 28, W E DL 3 F, BT,
MR 25 52 MR G 25 25 I R FF U6, 7E T FLEN AR T I AE drd R v, AR Bk T Y

[0779] TSR 75 ERIE, KRB AL SR TR / BBCE TT DIARYE 45 25 i) [ A5 4k . AE—J7 1,
TEAT AT R, 45 T A AR KR —H AW . e T, A RRRH, 47
I AL EN A 4E 2D — P AR A R A4

[0780]  A] LADARE— G 4R SO0, L SR E, R LUE A TIE— 3, 5
BEMEM R,

[0781]  FEAKPHEI—J5 1, H ORI =S40 T A E 22045 0. 0001 25 1 a8 54
B, UL, BT AR E L 0.0001 Z T EL) 1000 258, £ 0. 001 2w E 4 100 278, £
0.01 ZFEL 10 258, 2] 0. 1 2R 5 2w, B 1 £4) 3 &

[0782] 75 —ANJ5 I, B HF bk Wik S AT ik E 2 /02 0.0001 258
Ve, UL ML, BE T SEAK FE 2 0. 0001 Z 50 E4) 0.5 270, £ 0. 001 Z 55 £ 0. 25 257, 5%
£70.01 2270.03 25,

[0783] Ui B MEHL, A LA 2 IR A7), AR5 £ 0. 001 250, £ 0. 1 250, 29 0. 2 255, 27 0. 5
VL, 2 1 2, 4 2 25, 415 25, 4 10 25T, 2 15 58, 2] 100 25, £ 150 258, £
200 Z£ 58, 29 250 Z£ 58, 29 300 Z£ 58, £ 350 Z& 5, 4] 400 Z& 5, £ 450 25, £ 500 2, £
550 21, 29 600 Z£ 5T, £ 650 258, 2] 700 232, £ 800 Z& 3¢, 2] 900 Z&£ 3¢, B2 1000 251
MALEYIE .

[0784] 7E—75 M, AAEMEFEED HAEMIZ 0. 01 % EEFTEMEA S5 &, Ui b,
45 SHAPIIZ10.01% EL4199%, £10. 06% E£190%,£10. 1 % £ 41 80%, £] 0. 5% E 4
50 % TG TR & E. AL e Y 4L A DA & s — RS PR 10 &, AR s
Frify T i i fn 2R (1 25 24577 U LAk g

[0785]  ZGWINIAE A S R ] DABRILRZ) 0. 1 25w / T 8 K% 20 2 / T iafkE
(RIFE A £E— 71, W e f R ML 0.2 250 / T EL 10 Z5 / TrifkE, 7485 —
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AN, JEERE R 0.5 27 / TREL 10 25w / TR E, (bW UKL
1 #2) 10 IRTTRET

[0786]  A] LAME AR BRAL & 95 H e ity 7 I S R 45 29 B0 45 25, JL e a7 Itk
77, G g ), AR, AU EE A, AL 5 (nucleolytic compound) , FSU PRI,
o AR, FIHTAR 25080 I, AT DU RARFAE R BUR IS HAAR TG &1 HE52440
FhAE [R5 24, A3 FH 40 )l R B — 24 22 0 ), AT DA DA P 7 2245 2, Forh e i (B¢
B ) S5 PRV TT RIS 72 A e AT AR A 4 23 e e e ) 3

[0787] N MFRfE, AR A RIBR T A AT 09 B AR T2, A a5 7 £ 4 i R f
WA, IR AT DR o [FIRE ROZ IR MR A2 , A SR A3 BIARTE AR N T 3 B AR 5 T
1), A BRI A R Va2 .

[0788]  ASCHUR I FTA AR & R S e S5 50k, & o T IRHEA R A TR B 19,
{1, 723X B 22 SR TP REIR (W E5 AN T2, Hom] DS A Kk B ik (1 45 &1 o

[0789] & L AIARIE

[0790]  FEAR A HF il AT F () &R 5 BT e SCRIEE T, BLRAE IR JL A I SR IE
B, AT DA T o BRAE SR U, BRI+ 20 B AT RUR , §8 192 R EUE
) Ll HE A, PR, ik B 5w S AR B SR R s S FAR R R ] B2
A — B EUAREE . BRAR AR VLA, BT s 2 45 04 1) B A 45 10 1 e AR A 48] 2 B A 0 A ST
A A DX I S A A, R AR 1% 8 L2 o

[0791]  RiE“pK % (halogen) " BL“ Xz (halo) ” f04H 3R, S, IR B

[0792]  AAE“LTHL” FRRU R EREASCREGREN T . AU R AR EARR TR, 2
Bk, UL, T, R, OV, PR, SR, R, BB, AR BRAESME UL, i R A ML &
12 MR o [RIRE, BRAE SR UL, BIT4s T- 25 W0 KD i A3 465 4 1) S A 445, 487 2 B A7 0 B A T iy
A AR WA, AR AR L2 W e B, BREAE SR UL, REF LR IR R IER AR A
B, MARTE T H R IR T 2L, 7T 3, BUT B, AT 5.

[0793]  ARiB“FHIHL” 245 6 & 14 MREFITIEIRM BB EZ R A ER RG . R~k
(138 PR HE L, 280, 1,2, 3, 4- DUS4LZE, 1, 2- —S40eH, 25, 2%, AR BAE UL, 54
JRIH A 6 & 14 DMRIE T

[0794]  “T5bEhk " Fa o5 AR fe ik, L rp Bk 5 FE R e B AR SR o Lo ML 2R b, 5
AULEA 6 & 14 MREF AETTUREEL 10 MRIEF. w5 A EA R
BRT 0, 2R 20, RO, R T L, TR —2- RO AR5,

[0795]  ARE“RALEHEL” 2485 H 20— AL BT E SR 3 AGE 4 (1 L A, BT
REEHE S — N Z A R IR T . BRAESAE UL, T s B &5 MM BT 451 1 5=
PS4 By A S5 A R I A R ST A, LR AR 2 N o ZR PR s R L R
AR, RO, A, ZH P, FS REAENERY, kAR ERA 1 &2 12 MRIE
¥

[0796]  “FRbEhE” &40 ml DL a2 B IR et o TR VPR PR be B R PR TR B, IR T A,
IR, PR OV AL, PR P, PR SR 0, IR 0, FIORZS L. BRAESAE UL, FRe s A M 3 & 12
AR SR

[0797]  “Wefdk” fefi -0 (Kekk ) FE[], Hrp b AR pr e Lo Bk, BRAE SR, B
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Y S R 8 CEE W . BT b S A48 B AU L, LU0, IETR AU, 7
PRSI T U, e AU, BT AU, SR AR BRAE UL, bR A 1 & 12 MR R T
SRAE S AEULEH, BT s T 4504 B0 B 450 (0 e Al A4, 490 G v A 0 I AA R B A ) A A il , 0,
TEZE X Z W B, BrAE SR UL, ARE TR AL 2 5085 E R AL R A,

[0798]  “T5AA A" 4R -0 (J5 4k ) FEM, Hoh 5 B AR ST 3o B, J5 AU 1 55 2 4y
A DA AR B BCR BRI o R e PR 5 E R R AN 5 PR T 2R A, R4, 555 [RE
FVEVEIH, HAZE A B 6 2 14 MR T

[0799]  “pifCKesA At ” 2 4a B pi s IR R e a2t , v e S 28 A i 22 2L A DA F Fr e
Mo 7R p AT A L L g P U, U AU, = AU, = U, A, &
ARG, G AL, AT A (OCF.CFy) , = — T 2L, 7STABUT A2, AU T &
B (F0C(CFy)5) , %55 BRIAENMEULI, mifAbr s R S B 1 & 12 MR £

[0800]  “hEmiL” 4R —S(hekk ) He[, Hrpbe R an bl BprE o anyutEm e A ass
TRk, s, NBRAE, T AnAE, it 5 T ik, 555, BRAE /R UL, bein AL A b B
HM1E 12 NBRE A

[0801]  “IRIFH” 24 & 10 MKIEFMNAFERERBZ TR, AFEDb—MiEH -0-.
>N-\ =S—, DNH B NR ZF55 [ 40 Ji 7 BOR BRI, Horp R @ i U ECR A3 A () bt 22 5 B B ik
B ARSI E Yo FEAZTT I, 2R IR T BUR B B 7] DA ON- I, TA 9B 48 DNH B NR. 7R
R PSR SEUE o AL S 3L SR B A g R 2 A 4.5 1 L5 S L8
W M Wk W R TRy MR IE S, IR, Wl PR, SRR AR, R (1, 3] AURER IO
(dioxolyl),1,3- EIFAH MM AIAEME (benzoxathiole) , M MEmpR I, S mbRIEL, sk, ftk
WEHE, 1,2,3,4- VIS - FrEmkIE, 1,2,3,4- VUE - MempRRmt e 2L, ey I, 5656 . BRaE Mk
UL, 25 UM B 4 2 10 NIRRT BbAk, 2405 3L 0] DUE IR IR S5 -4k 5 22 PR AZ 0 45
MBEA, B an A AT IE T N- BRI 28 55 B4 dunntk g, ] DUdE I X B & AR 20 i+
IR OIS, TR E A A S5 — B IR .

[0802]  “ZRIRIEVE 3 & 10 AAAETS & A B AL IR Z 3RIE R, A =04
1% H —0->N==S=>NR.>S0,, >CO FEEF (1) 4 Jil 1 BRI A, b R 2 S B SR ECR 3 UK
[PYBEE 75 SR ERE L, WA SCP 8 o 7 JE PRI 20 IR A0 R A e 2 (aziridinyl) , BKIEELE
H,2,5- “E -[1,2,4] BE MR (oxadiazolenyl) , BEMELGEEL, Sl b Bt , ML fe i, Wk
WE I, WRIR L, MR, AR T bk, MR R L, 1, 3— A ZRFRIRIE (dioxolanyl), 1,4— Mk
H:,2,5- A -1H- BRIEEL, AR BRIAESIMEULHH, ZRFA LA B 2 2 10 MRIE . A
WHAT DS 0 2 R R IR 5 S, BRI T LE I PR L [ S5 5
[0803]  “ZRFRfdh AR 2R L MANE RS, B1 3 5 10 RAES & A BIA B ZIMIE R,
HHZRD—DNEE -0- ON= =S=, DNR., S0, >CO M /& i F a2 HF, Hrp R 2B
BB AR e 2 75 BB B, AR SO g o 7R YU PRI ZR B e B A 5 R T e 42, R
WE L, WRIR I, MO IpR L, MERRGT L, 1, 3— AURBR I, 1, 4- bR AL, 5555 . BRAE MR ULEH,
FIGE A AT 2 & 10 MJE T, BUE S — N, B 2 2 6 MRJE . R b
A PLE T B A R 2R R RS, BRI b A] DA R B b R i S R
[0804]  “IRIF AL ;e R A IT HE I S AL I . I, 205 S AR R AR RIR AR ST e X
M5EE TS, TP AR (formal) [0- Zk75 3 ] #0 B 05 B BRAESIEULI, Z 05 %A

129



CN 103102303 B 1«51'1 AA :F' 120/202 7T

BRI AR 4 F 10 MR,

[0805]  [RARFAEULEH, “FRAR” 4y, BLHE B IR 4 BSOS 4, e fe O By AR S A FF
(IR L , ] G J 75 5 L Ze IR L R e 36 / Bk 75 Aok

[0806]  “HEipIL” 48 —C(0) O (Lrdk ) K[, H o be U i e J 350 73 A SR e
e S A B0 ELRRAEAS = PR R AU, U, BT R R 56

[0807]  “HMAL” ARG IEE Be B M HE I I [, A5 FEHE I 2 A W I 2 B e 11
X3t (regiochemistry) o BRAESIVE UL, FEMG L UMM B M 2 & 12 MR T, 78 55
— AT, A CoCoBE M I o TRVEPE I BEIGSFE 2 3L, TR 3L, T, 2555, g

[ XAk 2, B, “ TR AR 1- TR, 2- TS, A 3- T

[0808]  “Htit” SR EFELLIE T Ge A B NE I 1 ], A5 8 e Iy 1 2 A o I e B Be A 1 X
A, BRAE SV, PR R B 2 & 12 MR T, 7B S — N, & C-C bl

TNVE T BB HE 2 B, TR, T bR, SR 5%, AR TR B IX S0 AE . I, TR A
F 1= TR, 2 TR, R 3 T b

[0809]  “HEiA it it ” & fe E AL R I et , Hop b S A M e AL A SC AT o BRAE S AE
ULEH , e AR SR e A M A BT 2 3 20 MR . E— U7, FrE AT L2 (C-C) Kt
FEEEAT (C=Cy) Bria A, o e S AN B S AR ST P e S, 4G BT A IS AR AL 22 BT A 1Y
X Ik 2 o 7 Y0 1 1 e A B J S A G FR AR R L, A 238, R TR L, VR 3, 4
AL O, FEIE R AR, CEIE R T, A

[0810]  ASCH i I “R bt 7 AR - BRI bk, Horp b i A SC T s o R
A AR, S R — T BLEA 1A 12 AR IR T, PR, SR g i e 3 mT DL R
(C,=Cyn) Fedi, B BT A I X AL o RS PE R S b R R EA R IR T2 R 4, | 22, &
[o811]  “PRLEREEAC A S L 7, [FIRE 2 ARIE “ IR Ge R be gk 7, 48 4 31 e 2 U R B I e
B, Horp BRI e R AR Sl e o G, BR B B Tl U B ER 2 IR e k. BRAE Y
SRR, BRGEE e n] LR B 2 20 NIRRT, H k5 75 5 R 5T B350 93 FH A e 2 3 4y
Z R 43 A5 Fo 5%, I HAFE A A& 0 SEARL 2R BTG 19 X S8k 2% . B, 76— J5 1, 36
P BRI B2 ] LERES C-C o bt 8 A 1 (C 4=Cy) FRKESE, o FRBE L5 41 DA B
LM TRVEPER IR GE A AL B R EAS R R T PR TR 28 FE 2, IR TR 2 208, AT T 4%, 3R
TR, IR TR L, IR TSI, IR FR O, IR R 2, IR TR AL, PR LA R, B

CLdk 23k, PR R T2k, PRPE St B, APk 20k, PR S B L, B Jk 2 0, R L T, 5

"
2

[0812]  “PRbeia k7, HARME “ P be s S AL 7, AR SCP R A& -0 (et ) BUAUSE, B A0 4k
etk (AL R, Fe PR E R AR SO SE SCo B, IR B ] DL BB 3R 1Y
Bk, BRAE S AN, b e T LR £ 2 20 MR FE— 5, AT FE R DL
(C3=Cyp) ket -0 ZE [ ZRVEVE R GE B A IR PR, 30 T A, IR A, SR O

Parangar’
%7 %%o

[0813]  “iIL” 45 (C,-Cy) Hidk ~CO- HH, KR AR P AT I (C,-C,p) BRI 2
500 H B F— MU H T A A MO — RIS . WM I A (A R
T LB Omethylcarbonyl) , Z LML, T BERRIEIL, 53 P RLRRIE L, 2555,
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[0814]  “NVf#idE (alkenylene) "sEH4RAE C,—C, 8 N ALHE =D —A C=C XK (C,—Cpp) JRIE
ek, W R RE, (BA R R T -—CH=CH-, —-CH,~CH=CH-, —~CH,~CH=CH-CH,-, —CH,~CH=C
H-CH=CH-, %555, b, BRAEAAE U], WiadE AR 2 2 10 MR .

[0815]  “mRKESA L EE ” SRR b AL —0-(C,—Cyp) Jeddk, BP e a2 — BRI e 2,
Horp s AR A A G B AR SO 8 o BRAE 534U, B f ik e ] LA 2 2 20 Mk
5 S0 D A0 2 A 1 i A AR R S o AT e S 4 2 TR AT A A e %, JF BRI A &1
(R STARAR 2 R0 BT 1 X S8k 27 o AE— 7 1, 497 i 4 Qe S B e i 2 i AR 2k —0—-(C,—Cyp) bt
g, LA AT L5 (C-Cyp) AR A1 (C-Cyp) miARGEHEE . AR JE MR A A 2 e
RO TR P EETE AFAECE, MOAR K, S CEHECHE, = mP AR, A
RMOAHCHEE,

[og16]  “HRLEILE L & R M A e B EUA RO 2 2, B (C—Cyp) bl . FRAE I 1E
Ui, B RS T LR 2 2 20 MR T, /£ — D7, bR AR T Bl (C-Cy) Kt
5 - BRI R . IRVEVER SR R AR R a2, 2, AR, R TREAH, S5
[0817]  “hElRE AL "R AR PO PR R e AR U, B (C-Cy) ez Bt [
AEREUE, ARG 22 20 Mk . AUt et 2 AR AR,
IR, FE

[o818] BB 1K), AT LA 5& S I A5 fsl FH ) A e R B RE AR 6 v ) 3 o

[o819]  ASCHEH I AE“I A" BHE A FE, IF H AR 5 — SEAR B 5 1 SE
VL SOX P SAR I A B AU BT ) 1% Ak 2 /D B AR ST A IR R

[0820]  ASCAE FH I ASE “W ) 1z 48 B & HAR PP B LS W (R ARATT ) o1 - “H) o ") A6 ]
AR EAR TR, 51 W&, IR G, HEW, FL, T, 25822250, W,
ok, KT, iR, IR, 85, K, 2 KA, A% B, AT PR SR A
B R AT A -

[0821] A CHFFHIARIE “Y3IT (treatment) 7. “VEIT (treating) " “V8J7 (treat) ” %
S, T E R AR ATAT T V5 B VAR, F I AL AT R YT, ASRIG T TR R 245
SR/ R AR RO B 1, BB R e i 0 AL AR IR B . R R AT/ Bn]
VA AT T 95995 [0 AN ) 52 00 PR 308 40 B A, BROA I, B8R AT DURVRIT 3R . SR T DL,
I aAIHEEE (B AR R ) Bkt (B S B RBUERER ) .

[0822]  ASCHHHMIARTE “WBITAME" RIBR D PRSI A L&Y B Z 2
A7 Eh AR, %A E R LSRR LB RS B AN i IR T AR B R 22
3o

[0823] A 3¢ o ffF A ) R E“T B (preventing) ”.“Fl B (prevent) "\ “Fi P
(prevention) ” S8 %%, M H 8 A2 AT AR vk R VAR S, o i A3t 4T =97, BA
R P 5 BB R/ BUAE B 28U o B, P i PR B 5 AE B s 1 K s » BRI BT
JoRE B B e PR BT BH B B B 46 o R 58 4 BG40 TP BRI i B T B IR
TR S B, 28R AT LA TR PRI o

[0824]  ASCH i HARTE “ B A A E” R M B2y 2= 2 B E , 2 8E ] LLE4H
M 2R | 5 e BT L Bh P T B RS P i IR 1R A A 2 B 5 RO R I e
[0825]  ASCHEHMIAIE “VEM” 2 T8 15 5 W BN R BT ARk, B HEGI e = &
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FenlK 2 b, WIIHPIRES R 22 380K, BLACR IE B0 2 2Ltk 2 b

[0826]  IHH, ANGTIHELARN T2 C40, X T Fr AR E 7+, a O e A~y 18 . DAL, BRAE 5
SMEERTR I, Pr b 20 KE & i S R AE T S A5 T p, SR PR SERML S L F1, IF
Hagnl# kK.

[0827]  ASCH R K BT AR LR, SR T HEAR ] A LT H AR R i 45 44
TR E R AFR, KAl LS AR HEE G A X BT & — 1A A A A&
AR NBEA FAGAEAE SR B R A b FL T X RE i A B R B e A EH &K B .
[0828] MM, ik A% SC 51 ANME RS 25 [RATAR] SCHR BT 4 (AR AT 2 LB VZ:, IR S5 AR
P bR E CEHEA — 80 HA SR AL R E B VR .

[08209]  FAiE A & FFECESRATART AL (199 FR I, 48] o dled P 9 1 iR B & e e R R B A%
S, E AN B R EE 5 ) A FF BCESR IX R G [ AT DLA AR A A E T, LA
FEH A AT FYE B A X R A a0, 24 B35 A FFBCESR B 5 ik i 142
T4, FAE I B2 4 0 A R BCE SR X A FE n] DL & 1 5 AR S A — BB A
W Bl REMVEABEZRZ 12 Mk EA RN A F NS, BUH 75—
CL& C e 3k, QAR SO BT 16, S48 REE AT AU ik 5 2 1.2.3.4.5.6.7.8.9, 10,
11 8% 12 MR B3, DLRAEIR A BT Z RIRAEARTYE L, B0 C % C ghedit, i $fiX
PN BT 2 (RS AT A, B 7 Co & C M1 C &8 C ol dd e A8 S —ANSEE s, T
RECIAE B2 0. 1 2 1. L UE AR, Hid NMEZEF R EBE/REEAT LUEHZ) 0. 101,
270.2:1.2490.3:1.250.4: 1.270.5: 1. 25 0.6: 1. 27 0. 7T:1.270.8:1.£70.9: 1.4 1. 0: 1 B¢
Z31.1:1,

[0830]  FEiE AAREL LA ACH] < BOHR t B A5 S5 A% B BR AR AT 3 i A2 [ ) A APT B — Rl 07 1)
BRI, A48 B A FATAT 5 X TR B X TR B 205 00 SR B T A0 A i R R NG Bk AN T
P FF NI A0 R OBCR], 8140, 76 2 22 FRE I, BT HIE A S22 B 225 3
R IR S5 DAL, AT DA HE — g Y [ B DU ART S4B 7 R SR AR BIBCR o 3 — 21, 0 5L B TAFA7]
JR ERL, 640, FH T 76 258 1% FR (R I FRS NPT BB W 82 21 2 25 Sk I IR L, R N RS
BERANT A FF A TG AR, FRE AR BE 8 HH B S5 AR BOCHE B AT AT B — B (L
W BOAR | 25 BYCH R ] L BT SR R A 1A — 1 BB

[0831]  THNSHELERAT T HLEILIMLEY)

[0832] 3K 20. AFFEIUAWINZTE R

[0833]
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WO2005097806

inhibitor of cholesterol ester transfer protein

WO2005095395

Preparation of 1.2.3 4-tetrahydro-1,5-

naphthyridin-4-amines as cholesteryl ester transfer protein

inhibitors

WO2005095409

Preparation of 1,23 4-tetrahydroquinolin-4- amines as

cholesteryl ester transfer protein inhibitors

WO2005030185

Method using cholesteryl ester transfer

proteimn(CEPT jinhibitors for inhibiting remnant lipoprotein

production

[0834]

133




CN 103102303 B 1«51'1 AA :F' 124/202 7T

US2004039018 | Use of cholesteryl ester transfer protein(CETP)inhibitors
and antihypertensive agents and optional HMG-CoA
reductase inhibitors for the treatment of cardiovascular
conditions

WO2000017165 | Preparation of  4-amino-substitued 2-substitued
1.2,3 4-tetrahydroquinolings as CEPT inhibitors

US2004053842 | Therapeutic use and pharmaceutical compositions of
cholesterol ester transfer protein(CETP)inhibitors and
optional HMG-CoA  reductase  inhibitors  and/or

antihypertensive agents

WO02003000295 | Self-emulsifying formulations of cholestervl ester transfer

protein inhibitors and surfactants

W02002011710 | Pharmaceutical compositions of cholesteryl ester transfer

protein inhibitors

US2003198674 Controlled release dosage forms containing cholesteryl

ester transfer protein inhibitor

WO2003063832 | Pharmaceutical compositions comprising a  solid
amorphous dispersion of CETP inhibitors

US2003104063 Pharmaceutical compositions containing a solid dispersion
of a poorly-soluble drug i a mattix and a

solubility-enhancing polymer

1I82003054037 | Pharmaceutical compositions of adsorbates of amorphous

drug

US2003170309 | Pharmaceutical compositions containing polymer and drug
assemblies

US2003072801 | Pharmaceutical compositions comprising

concentration-enhancing polymers
US2004185102 | Dosage forms comprising a CETP inhibitor and an
HMG-CoA reductase inhibitor

[0835]
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WO2005000811 | Preparation of 3-aminopyrrolidines as inhibiters of
monoeamine uptake
US2005049239 | Preparation of aroylpiperidines and related compounds as

selective inhibitors of the type 2 glycine transporter(GlyT2)

WO2005021525

Preparation of aroylpiperidines and related compounds as

| selective inhibitors of the type 2 glycine transporter(GlyT2)

W02004078169

Use of EP2 selective receptor agonists in medical treatment

| of pulmonary hypertension and other conditions

WQO2004078128

Preparation of pyridine-containing diaryl ureas useful in

the treatment of cancer and other disorders

WO2004073709 | Preparation of tertiary amino compounds as antimicrobial
agents
WO2003087088 | Preparation of pyridone and pyrimidone compounds as

inhibitors of the enzyme Lp-PLA2

WO2003030909

Preparation of 2-and 4-aminopyrimidines N-substituted by
a bicyclic ring for use as kinase inhibitors in the treatment of

caneey

WO02002090349

Pyridylmethylanthranilamide N-oxides as inhibitors of
VEGEFR Il kinase

W02002070462

Preparation of aminodicarboxylic acids for the treatment of

cardiovascular diseases

W02002068417

Heteropolycyelic  compounds, particularly  pyridyl-and

phenyl-substituted 1,2, 4-oxadiazoles and analogs, and their

use as metabotropic glutamate receptor antagonists for

inhibiting neuronal damage

W02002042273

Preparation of aromatic acid derivatives useful as serine

protease inhibitors

W02002022584

Preparation of substituted heterocyclic aryl-alkyl-aryl

compounds as thrombin inhibitors

[0836]
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WO2001085671 | Preparation of{heterocyclylanthranylamides as inhibitors
of vascular endothelial growth factor recepters

WO2001060458 | Piperazine inhibitors of prenvl-protein ({ransferase for
antitumor use

WO02001060369 | Piperazine inhibitors of prenyl-protein transferase for
antitumor therapy

WO2001056560 | Preparation of substitued amino acids as neutral
sphingomyelinase inhibitors

WO02001022954 | Indolyl-3-glyoxylic  acid  derivatives  comprising
therapeutically valuable properties

WO02001000623 | Method of preducing nitroguanidine and nitroenamine
derivatives

JP2001163779 Prostaglandin receptor agonists and prodrugs for treatment
of male erectile disorder

EP1108426 Prostaglandin receptor agonists and prodrugs for treatment
of male erectile disorder

DE19962300 Preparation of N-(pyridin-4-yh{ I -
(4-aminobenzyl)indol-3-yl]glyoxylamides as  antitumor
agents

US2001014690 | Preparation of N-{pyridin-4-yl)j -
(4-aminobenzyl)indol-3-yllglvoxylamides as  antitumor
agents

US6432987 Preparation of N-(pyridin-4-vl)[ 1-(4-
aminobenzyl yindol-3-yljglyoxylamides as antitumor agents

CA2395259 Preparation of N-{pyridin-4-yD)[ 1 -(4-

| aminobenzyl)indol-3-yl]glyoxylamides as antitumor agents

WO02001047913 | Preparation of N-(pyridin-d-y)[ 1-(4-
aminobenzyl)indol-3-yllglyoxylamides as antitumor agents

DE19930075 Preparation of aminoarylsulfonamides as antivirals

WO2001002350 | Preparation of aminoarylsulfonamides as antivirals

[0837]
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WO2000050398 | Preparation of phenyl and pyridinyl derivatives as NK-1

receptor antagonists

US6121271 Preparation of naphtho[2,3-biheteroar-4-yl derivatives for
treating metabolic disorders related to insulin resistance or
hyperglycemia

DE19845202 | Hair growth atimulant

W02000019969 | Hair growth atimulant

WQ09951224 Preparation of indolylglyoxylamides as antituimor agents

W09919300 Preparation of prostaglandin agonists and their use to treat

bone disorders

US6008362 Elevation of HDL cholesterol by
2-(4-chloro-1-aryl-butylidene)-hydrazinecarbothicamides

US5977170 Preparation of 4-[{aminothioxomethyl)
hyvdrazono}-4-arylbutyl carbamates as elevators of HDL
cholesterol

JP11209366 Preparation of chromans and pharmaceuticals for treatment

of heart fatlure

WO9857928 Elevation of HDL cholesterol by
2-(4-chloro-1-aryl-butylidene)hydrazinecarbothioamides

WQ09857927 Elevation of HDL cholesterol by
4-[(aminothioxomethyhhydrazono]-4-arylbuty! carbamates

WO9857925 Elevation of HDL cholesterol by

| 2-[(aminothioxomethylyhydrazono]-2-arylbutyl carbamates

WO9827053 Preparation of sulfonamide and carboxamide derivatives as
drugs

WOSR09946 Preparation of new, N-substituted indole-3-glyoxylamides
as antiasthmatics, antiallergic agents and

impmunosuppressants/immunomodulators

DE19615262 Phenylglycinol amides as antiatherosclerotic agents
EP802188 Phenylglycinol amides as antiatherosclerotic agents
[0838]
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WO09616650 Antibacterial or bactericide comprising 2-aminothiazole
derivative and salts thereof

1JS5491152 ACAT-inhibiting derivatives of cyclic ethers and sulfides
for the treatment of atherosclerosis

JP08092225 Preparation of 0-(1,2 4-triazol-3-yhglycolamide
derivatives as herbicides

JP0OR092224 Preparation of 3,5-diphenyl-1,2 4-triazole derivatives as
nsecticides and acaricides

W09505363 Amidine derivatives with nitric oxide synthetase activities

US5422355 Antidepressant(arvlalkyliamines as GABA autoreceptor
agonists

DD294706 Antidepressant{arylalkylamines as GABA autoreceptor
agonists

US5086073 Antidepressant(arylalkyDamines as GABA autoreceptor
agonists

US5260331 Antidepressant(arylalkyDamines as GABA autoreceptor
agonists

IP07285962 Preparation  of{pyridyloxy)pyrazole  derivatives  as
herbicides

WQ092413636 Preparation of N-carbamoyl-2-
[(aminoalkyl)carbamoylalkoxylazetidinones and analogs as
¢lastase inhibitors

US5348953 Preparation of azetidinones as antiinflammatory and
antidegenerative agents

CN1068815 Preparation of azetidinones as antimflammatory and
antidegenerative agent

ZA9204659 Preparation of azetidinones as antimflammatory and
antidegenerative agent

AU9218582 Preparation of azetidinones as antinflammatory and
antidegenerative agent

[0839]
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AU660026 Preparation of azetidinones as antiinflammatory and

antidegenerative agent

WO09413636 Preparation of azetidinones as antiinflammatory and
antidegenerative agent

EPH04798 N-arylhydrazine derivatives as insecticides and acaricides
EP585500 Diaryl piperazincacetamides as antimuscarinic agents
W09405648 Diaryl piperazineacetamides as antimuscarinic agents
WO9310099 Pyrazoleglycolamide derivatives as agrochemicals
EP353016 Preparation of naphthalene amides and sulfonamides, their

pharmaceutical  formulations, and their affinity for

sgrotoningrgic receptors

JP01104052 Preparation of pyridine derivatives as leukotriene

antagonists and vasodilators
[0g40]  FRiE AAREE T ZUBCH] < BOHR th B A5 S5 A% BBUR) S BN B RS AR AR AT RO 225K T
PABE il B AR SO AT BBAEAE T A A 2 B RAA A F A 2 il AT AT 3k — 20 B AT AT AL
I SR LA R il FRASCR] , A FE B8 B AR S B 28 - AT AT i 45 A B0 & 454 AR 47T 228 STk
(AFEAR SR REAEAT S SR ) T AL S YT — A VI BICE: BT ERH EE K 1 R
IV

[0841]  BIZEARNFF AL T HH4a0E i 405  ARENE Lo LM, FH T T
AR A5 S RVE R E o GEWSIR AN 4R S THE ( PUSUBRR ), DMF (N, N— — IS ki )
IPA (S PAEE ) , TBAB ( PUIE T 3R A%E ) , DOM ( & H %5 ) , DCE ( & Z%% ) ,EDCI[[1-(3- —
FROL G L TR 3 ) -3— 238k W Sk Rk 1, DIBAL ( — 5 T A0S ), TBAB (JRAL Y T 2
B ), LAM(CEAMER ), g Ben( 3 ), LOFA), mL(ZF ), mp(JF ), rt BERT(EHE ),
aq (7K ) ,min (438 ), h BLhr (/M) ,atm (CRSJE ) > cone. (IREART ) - MS B mass spec (i
B/ JEREVE ), NMR (BEREER ), IRCLLAMEE S #T), RBCEE ), RBF([RREE ) - bR 7T
KELHE T 2 Ab, e T AR EL 46 S 0 Me KR R4, Bt RN LR
NMR 465 :br ( TV ) ,apt (BHERT ), s (HLUE ), d (AW ), t ( =W ), q (PYEHEIE ), dg (W
Ve ), dd (A EE g ), dt (R =HIE ), m( ZHEHIE ),

[0842]  — M A T

[0843]  HF = SONFREEIRE, MU Z) 20°C B4 35°C . UK (FEVKAIK ) IE e
SR NZY -5°C B 2) 0°CRIE R B R e SO R B RE R S 1) £15C. %
TR SUNMZY 8 B2y 16 /NI R AIVEH . W B8 (KER ) 8 XORAFEAE L H A 2
5mm Hg %4 15mm Hg (K36 H5 22515 E SO AR /G LA M) 0. Tnm Hg
£ 5mm Hg WIm H 2338 . 5 RIS LAY (R R TR R RTZ:, W 5 1) pH ALY A2 pHE %2
2 pH8, [ pH A 4R, H EhKE SONMBA SN KIS B B e SCR AT IEFS
A AL RGN Drierite ko BIRE AN T UKL 15M BB 155
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& DLKARIE E T AARAERT, IF L BEA R

[0844] il & AL B2 LU I BT BRI, FF DMARR ARFN (vev) BRI 7 k. FT
N7 J AL FER B 43 8 1 A1) AR A RNE IR/ BRI IS, — BT DU A AL 2 A il
TEHARN USRI L, 32 B8 B I N BT 2 B e ke o o A 1) RRAR S RLRIAR, TR DK
Fm MU AEZ) 10 58 229 1000 58 (VG 52) At BT A i n i B s Bk T R B
TRA VIR Z R0 B B Z BT IO RS, JF HUR A2 5 50 240 1000 S5 53) MRIE
SN RS, REEAFMAR LA M AE 2 10 22T+ 24 500 ZFFIVER] 4) 4R SN U, 754k
A4 B A e AR 4 10 22 E 4 100 ZFHERNES AGRFIITEE F0 5) AR
TRIE I E K& &, TRl (BRERER, DRIV IR EE ) 7540 5 W22 100 3T
[0845]  SEEAIH AR T

[0846]  NMR. A SCHHEARN 'HEE &M Varian Gemini 200MHz e 3R fE5LHE
i H AR B A B AR AT NMR 15 By B 7 T B S 6B A2 38 A0 NMR VA 57 —
ficth, "HONMR A2 A7 8 52 B d L1 77 SRHRIE K9, MVE A A b (1) DY PR R A d5e (TMS) (d=O0ppm) 11
KA VA E i3 2 — (ppm) R o AR BB AR EE v T-5d 1) NMR V4771 ( B
CDC1,E% DMSO-d o) H, JHA NMR i FEE o, FF 4RO IE e 3 TR e ds . /8 FIRE
FEPR SRR LR T B — S T ) — SR, H R0 40 8 2 DA R AR IR U7 204 B 1, i
I AE K% 55°Co fHH Varian, VNMR 6. 1G version Z2AEIHEEIN T NMR %45 .

[0847] AU HE— 20 Ji 3 T B S A SR 2545 Uk B, TC8 WAl AS Bl LI MR 0T AR A FF
YO BRI e BR A, AR VE UL B B o A I, IR0 2 S FR A, 6T 45 b e S
& U RN LA N 2 AT DL I T B AE B AR SCUR B A2 g, AT LR FLER 45 A e
EEARN G HARREE EAR PR, Ik, SRR N GRS A, an nl L% 8 B
T F S B L B SR AR 1 25 Bh LU Bl AT N 25, 14— 20 S S B0 RN S . A
T SE ), FEATAT I E (0 A ARE RS R A7 TR B A B R Y R A
BRI R R LAk, B TR A L3R I B ) ) ¢ R4 TR .

[0848]  SEjifafs]

[os49] S 1

[0850]  (5—{[ (3,5~ = (=) -3 )~ (2 AL —2H- DYk —5- 3 ) - 0L ] F2E ) -1,
3— THEE -1 Mgt [3,4-b] HEmE —6- 35 ) - IR TR - 20 - B AR

[0851]

. S

[0852] ALE (i) :6— & —1,3— ~FRE —1H- Mt IF [3,4-b] HEmg —-5— FEE (carbaldehyde)
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IREEgD
[0853]

[0854] 5% Z.FRET (6. 62 ZFF, 70mmol) F1 2, 5— — FAJk —2H- ML —3— 3% (5. 0 32, 45mmo1)
(KR S WIAE 90-100°C It 4 /N, FIRF ke . B R RIERMZ G, IMAN=8 240 (18.5
ZFt, 200mmo 1) , FAFZIR A WIAE 90-95C e 3 /e, R FE . 1 f5, 75 30 43 %f A i)
212N A TS K DMF (9. 2 Z£F, 120mmol) , [N CREFIR AP N BRIEEAE 90-95°C . FHitE
2 /NI 2 S K S NLTR AV E B =, FHEURIFEREK (100-120 7 ) [ EHPTTER[E 4,
KBRS H T BEEI s A A s T =& P ke (100 Z2H) 1, FKSEE,
TRER N T, B2 RIE A, AR R BT i L/ i, R s (4.1 38 ), 772 :44%, mp -
152-153°C.,

[0855]  'H NMR(300MHz, CDC1,) :d 10.48(s, 1H),8. 60 (s, 1H),4. 07 (s, 3H) , 2. 59 (s, 3H) .
[o856]  DIE (ii) IR THEFE - 2.0 - Fea

[0857]
H
O\/N\/’

[0858]  £EO0-5°C, B/ M EH T, IR T ekt & (cyclobutanecarbonyl chloride) (4.0
ZFt, 35mmol 12 UM A BIPK — % 21K £ % [20 Z£F, 2M YA RN (THF) W 1 =2,
fi% (4.85 271, 35mmol) HITE/K Z& M ke (25 &7 ) Wl . Hitd: 20 oot 2 )m, KR &)
TFAE] 20-25°C, FFHBEFE 5-7 /NI 3 IR R A PRI N 510 %6 Bk i E AN K TE W HH ok
PERIRNL B AN, FE KB, FIBRBREN 1152, 28 RV, 3 BIPR T FER IR . 2: Bt fik
(ethylamide) &2 (A4, HAE =l T EEL.

[0859] i, ZERV R T B S ALAREE (30 227, 2M 1 THE ¥ ) 1818 A BIFR T k%
RIR B (4. 45 52, 35mmol) [JE7K THE (10 =) W . 1E 20°CHiH: 1 /NN 2 )5,
W RNCEZEH R 3 /N WA B IR 2 0E, AN EEEA BN KIS W K S, 138 T
VEFH CREBEG . H5 IRIIEIOIR AR, S RIA T AR - £ - it (2.0 3 ), 772
50% .

[0860] 'H NMR (300MHz, CDCl,, ) :d 2.61-2.54(m,4H),2.47-2. 39 (m, 1H) , 2. 04—1. 56 (m,
6H) , 1. 22 (bs, 1H), 1. 07 (t, J=6. 9z, 3H) .

[og61]  JDHR (iii) 6- (PR T HEFAL - 20 — %0 ) -1, 3 AL —1H- ik Jf [3,4-b] nit
WE —5— FEEA L

[0862]

[0863]  ZEEV/SSAE Y, IS BRERST (0. 83 71, 6mmol) HIANE] 6- & —1, 3— — FI & —1H- npmeIf
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[3,4-b] WEHE —5— FEE (1. 04 52, 5. Ommol) FHPR T LRI - 2,38 - i (0.8 3¢, 7. Ommol) [
Jo7K DMF (8 Z£F) Wl 7EZIE THHE 0.5 /I 5, 1 I MR A Y78 80°C ik 14 /N
I o T 5 4 S SEA EN B 2R, A K (30 &) MR 4B (30 ZFF ), H MG /KIB G+
SEHAEVZE . HEKBEERA VIS, - T8, B & RIER . Wik pyisd il
alifk, fFHRERS (200-400 H ) , F 20-60% CW « LB LERSEM, 15 205 AL A48 28 i
(1.23 38 ), "2 :87%

[0864] 'H NMR(300MHz, CDC1,) :d 9.99 (s, 1H),8. 32 (s, 1H),3.91 (s, 3H) , 3. 52-3. 44 (m,
4H) , 2. 79-2. 65 (m, 1H) , 2. 48 (s, 3H) , 2. 04—1. 60 (m, 6H) , 1. 25 (t, J=7. 04Hz, 3H) .

[0865] DIR (iv) :{5-[3,5~ = (= L) - FIEHR ) - AL -1, 3- AL —1H- nhme
I [3,4-b] mtmg —6- J& } - R T AR - 2.0 - F&A

[0866]

F4sC

CF3

[0867]  [a] 6- (FF J R - 2.8 — &3k ) -1, 3- F L —1H- mEmIf [3,4-b] mkng -5- H
M (0. 38 5i, 1. 3mmol) A1 = ( =# M) - Ffi% (0. 32 e, 1. 3mmol) HJ7E7K MeOH (5. 0 271 )
AR P INNVKESER (0. 2 ZF) , IRBAR B FR A 7E = | T HERE 20 2% 1218\ 72
A ALEN (sodium cyanoborohydride) (0. 245 i, dmmol) , I e MAE B FHEd R . B
BRRIERYZ G, KK (30 ZFF) MR LB (30 =T ) AR+, 2 EHHZ.
A NZNEE, F EhKEes, RN T8, B2 28 RGN Bk st Gk aith, {8
2 (200-400 H ), A 1-5% CH,C1,:MeOH ¥/l , 13 BIAR R AW o (A (0. 265 50 ), 7728 .
40%.,

[0868] 'H NMR(300MHz, CDCl,) :d 7.96-7.88 (m,4H) ,4. 34 (s, 2H) , 4. 19 (s, 2H) , 4. 01 (s,
3H),3.27-3. 21 (m,4H) , 2. 54 (s, 3H) , 2. 49-2. 38 (m, 1H) , 1. 87-1. 46 (m, 6H) , 1. 06 (t,
J=7. 04Hz, 3H) .

[0869] BIE (v) : (5-{[ (3,5~ = ( =F P4 ) - K )-(2- A -2H- JUme —5- 3 ) - K
BRI -1,3- S -1 eIt [3,4-b] AEmE -6- 3 ) - R T PR - 2% - RS
J

[0870]
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[0871]  FEZM T, B Io/KBREZHR (0. 138 g, lmmol) JAAZE] {5-[3,5- = ( =HFH)-F
FEEHE) - L -1, 3- I 1H- eI [3,4-b] mbie —6- 3L ) - IR TR - 20 - i
(0. 25 52, 0. 49mmo1) FIEALE (0. 106 3T, lmmol) [KITE/K MeOH EWH o $iHE 2 /N 2 )5, L
BERRERY . KK (30 ZF) MR LE (30 =) MARIBERRYH, H MG KIEEY
BB AR KB A VIRED, FBR RN T8, B2 28 RIS

[0872]  FE=EIL, MR KW T K DMF (4. 5 ZF+ ) o, FER LA R I & 5 AL
(0. 195 5L, 3. Ommo1) FNEALEE (0. 16 5T, 3. 0mmol) o« fEZEIR FHiHE 156 2 8h 2 5, 1 R MR
G 95 CINFA 5 /NEF o 1 i 8 ROSLTR B0V AV B =, INNK (30 ZFF) I 2.8
(30 ZFt ), D EAENUZE, FHEKGeE, FHTREREN T8, B2 AR RIER . 781, N\ NaOH 7K
VS (IN) , CUA R RY) o mIGIE R BT O — & R ke (6 =27 ) JBREE —F 85 (0.1 2=
F+, tmmo1) \ PU T HRAEZ (0. 01-0. 02 38 ) , H AR BIRR S MBI . R 50 S HVE,
FH S H 5 (2x20 ZFF) RERUKEZ . BEHRAYERII) K EE5, B2 2R IEH.
AR A YE G it Ak, A FRERS (200-400 H ), A 5-20% Ck% :EtOAc HEfii, 19 3 kr ik,
ST EREFBAE (0.06 78 ), 7% :21%.,

[0873] 4l Ji¥ :99.58 % (HPLC :YMC (€8,30:70 [KH,P0,(0.01M, pH 3.2) :CH,CN], R,
24. 01min) .

[0874] 'H NMR(300MHz, CDCl,) :d 7.71(s,1H),7.64-7.59(m,3H),4.76 (s, 2H),
4.58(s,2H) ,4. 22 (s,3H),3.95(s,3H),3. 21 (d, J=7. 26Hz, 2H) , 3. 14 (q, J=7. 04Hz, 2H),
2.56-2. 48 (m, 1H) , 2. 39 (s, 3H) , 1. 91-1. 78 (m, 4H) , 1. 58-1. 52 (m, 2H) , 1. 06 (t, J=7. 04Hz,
3H) .

[0875] MS(ESD)m/z 596 (M+1) .

[o876]  SLJiEfs] 2

[0877]  (5—{[ (3,5~ = (= &L ) — KAL) - (2 2L —2H- UMk —5- 5 ) - &L ] AL ) -1,
3— THEE —1H- I [3,4-b] HEmE —6- %5 ) - X - FRAR R - A K

[0878]
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[0879] i MESZiElE] 1 ik Jyide, 26008 (Lii) F I - FRTA S AR JE - i (3% U.S. %
F] No. 3, 546, 295 AFF [ SCHR 71201 & ) AR IR T R 5 - 2.0 - %, SRRk 59 T
RiAEAA (0. 17 52 ) , 772 :28% .

[0880] 4l ¥ :98.29 % (HPLC :YMC €8,30:70[KH,P0,(0.01M, pH 3.2) :CH,CN], R,
20. 72min)

[0881] 'H NMR(300MHz, CDCl,) :d 7.70-7.59 (m, 4H) ,4. 86 (s, 2H) , 4. 62 (s, 2H) , 4. 21 (s,
3H), 3. 96 (s, 3H),3. 12(d, J=6.58Hz,4H),2. 39 (s, 3H), 0. 99-0. 87 (m, 2H) , 0. 38-0. 33 (m,
4H) , 0. 07-0. 032 (m, 4H) ,

[0882] MS(ESI)m/z 608 (M+1) ",

[0883]  sLJiafsl] 3

[0884]  (5-{[(3,5—- = (=P HL) - H:) - (2- FA 20— PUmk —5-Jt ) - 2 fk ] AL ) -1,
3— S -1H- bR [3,4-b] MERE —6- 3 ) - FRFE R IE - 25 - RIS K

[0885]

[0886] {4 HRSZHEW] | Ik iE, AR (i1) PEHAHEIE R - 23 - % (IR U.S. &

F] No. 3, 546, 295 AFF Wik & ) KRBT HFE - 2.3 - &, SRR B A Y T R A

WAL (0.2 38 ), 773 :37%,

[o887] 4l J¥ :98.19 % (HPLC :YMC €8,30:70[KH,P0,(0.01M, pH 3.2) :CH,CN], R,

16. 17min) »

[0888] 'H NMR(300MHz, CDCl,) :d 7.71-7.61 (m,4H) ,4. 80 (s, 2H) , 4. 59 (s, 2H) , 4. 22 (s,

3H),3.96 (s, 3H) , 3. 30 (q, J=7. 04Hz, 2H), 3. 03(d, J=6.59Hz, 2H) , 2. 40 (s, 3H) , 1. 07 (t,

J=7.04Hz, 3H) , 0. 99-0. 88 (m, 1H) , 0. 40-0. 35 (m, 2H) , 0. 07-0. 049 (m, 2H) . MS (EST) m/z

582 (M+1) ",

[0889] St 4

[0890]  (5—{[(3,56— = (=3 &L ) —"FHE) - (2— AL —2H- UMk —5- k) - &k ] AL} -1,
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3— "L —1H- WEMEIT [3,4-b] MENE —6- Ik ) - PRT AL - FROE - BRI K
[0891]

[0892]  FHRSZiEMH 1 Fridk Jridk, ZE R (i) P ERIA T FEH 3L - B 3L - i (B8 S
LR (11) Pk Jrids, T A i, SRR e i ) B T P A& - o4 - %,
PAFR R SV R R AR A (0. 23 30), 72 :31%.

[0893]  4fiJEF :98.78% (HPLC :YMC C8,30:70[KH,P0, (0. 01M, pH 3. 2) :CH,CN], R, 18.6min)
[0894] 'H NMR(300MHz, CDCl,) :d 7.71-7.58 (m,4H) ,4. 76 (s, 2H) , 4. 56 (s, 2H) , 4. 22 (s,
3H), 3. 95 (s, 3H), 3. 12(d, J=7.04Hz, 2H) , 2. 78 (s, 3H) , 2. 58-2. 44 (m, 1H) , 2. 39 (s, 3H) ,
1. 98-1.55(m, 6H) » MS(ESI)m/z 582 (M+1) ",

[0895]  sEfifafs| 5

[o89e]  (5—{[(3,5- = (=P HL) - k) —(2- Ak —2H- PUmk —5-Jt ) - 2 fk ] AL ) -1,
3— 2L -1H- mEreJE [3,4-b] MEnE —6- 2 ) - PR TR - RPN E R AL - BRI A K
[0897]

[0898] i HBSZHEM | Fd ik, E5 T (1) P ERF TP - RHEILE L - B E
TR - 20 - i, SRR A Yk i e bl 44 (0. 106 3 ), 72 :15%,mp 84-85C.
[0899] 4 ¥ :95.76 % (HPLC:YMC €8,30:70[KH,P0,(0.01M, pH 3.2) :CH,CN], R,
25. 44min).

[0900] 'H NMR(300MHz, CDCl,) :d 7.69(s,1H),7.63-7.58(m,3H),4.82(s,2H),
4. 60 (s, 2H) ,4. 21 (s, 3H) , 3. 95 (s, 3H) , 3. 32(d, J=7. 04Hz, 2H) , 2. 97 (d, J=6. 59Hz, 2H) ,
2.54-2. 43 (m, 1H) , 2. 38 (s, 3H) , 1. 86-1. 50 (m, 6H) , 0. 92-0. 86 (m, 1H) , 0. 41-0. 35 (m, 2H) ,
0. 066—0. 016 (m, 2H) .

[0901]  MS(ESD)m/z 622 (M+1) ",

[0902]  SEJEf 6

[0903]  (5—{[(3,5— = (=H AL ) - &L)-(2- 3L 21— pyme —5- 3 ) - &L ] FAL ) -1,
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3— THIJE —1H- MEMEIE [3,4-b] MENE —6- 2k ) - (2, 2- R - I ) - 20 - A Rk
[0904]

[0905]  FZHESZHEH) 1 Fridk Jrydk, /e, (iii) B 2,2- I - R - 25 - ffE
TR - 23, - % SRRk S g (0.28 3¢ ), 72 :41%, mp 72-73°C.
[o906]  4fi JiF :95.57 % (HPLC :YMC C8,30:70[KH,PO,(0.01M, pH 3.2) :CH,CN], R,
21. 15min)

[0907] 'H NMR(300MHz, CDC1,) :d 7.74(s,1H),7.64-7.59 (m, 3H) ,4. 83 (s, 2H) , 4. 68 (s,
2H) , 4. 22 (s, 3H) , 3. 95 (s, 3H) , 3. 38 (s, 2H) , 3. 01 (q, J=7.04Hz, 2H) , 2. 40 (s, 3H) , 1. 02 (t,
J=7.04Hz, 3H) , 0. 63 (s, 9H) o

[0908] MS(ESI)m/z 598 (M+1) ",

[0909]  SLJiEfs] 7

[o910]  (5—{[(3,5—- = (=P AL ) - 5k ) - (2- AL 20— PUmk —5-Jt ) - 2 Fk ] AL ) -1,
3— HE —1H- MEMR I [3,4-b] MERE —6- 5 ) - 20 - R - LA R

[0911]

[0912]  FHBSZHEM] 1 Bk J7vk, 76608 (iii) P 238 - BREACE IR T HER - 2
5 - 1, AR A T ER AR (0. 23 52 ), 773 :38% .

[0913]  4fi JiF :99.05 % (HPLC :YMC C8,30:70[KIH,PO,(0.01M, pH 3.2) :CH,CN], R,
17.9min) .

[0914] 'H NMR(300MHz, CDCl,) :d 7.72-7.61 (m,4H),4.77 (s, 2H) , 4. 58 (s, 2H) , 4. 22 (s,
3H), 3. 96 (s, 3H) , 3. 48-3. 32 (m, 3H) , 2. 40 (s, 3H), 1. 08 (d, J=5.67Hz,6H),0. 95 (t,
J=6. 82Hz, 3H) .

[0915]  MS(ESD)m/z 570 (M+1) ',

[o916]  SEjifatsl 8

[0917]  (5—{[ (3,5~ = (=H L) - K3 ) - (2- HJE —2H- PUme —5- 3k ) - &t ] 2L ) -1,
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3— TR —IH- b [3,4-b] MERE —6- F ) - FNIE - 4 - A AR
[0918]

[0919]  #ZHRSZHEH | ik hik, AT (Gi1) PEHFRE - 2B T HFR - 2
B - B, AL A A A (0,14 78 ), 755 :30%, mp 43-44°C,

[0920]  4fifEF :95.57% (HPLC :YMC C8,20:80[KH,P0, (0. 01M, pH 3. 2) :CH,CN], R, 5.81min)
[0921]1 'H NMR(300MHz, CDCl,) :d 7.70-7.59 (m,4H),4. 77 (s, 2H) , 4. 56 (s, 2H) , 4. 19 (s,
3H), 3. 92 (s, 3H), 3. 75-3. 69 (m, 1H) , 3. 22 (q, J=7. 04Hz, 2H) , 2. 37 (s, 3H) , 1. 76~1. 32 (m,
8H) , 0. 90 (t, J=7. 04Hz, 3H) .

[0922] MS(ESI)m/z 596 (M+1) ",

[0923]  SLJiEfs 9

[0924]  (5-{[(3,5- = (=P AL ) - ) - (2- AL —2H- PUmk —5-Jt ) - 2 fk ] AL ) -1,
3— RS -1H- bR [3,4-b] MEnE —6- 3 ) - BRIKIE - IR E I - IR A K

[0925]

[0926]  fZHRSZHEH | ik ik, ZE BB (i1) P EHFRE - AR R B H T HH
g - O - % R SV R g (0.25 38 ), 73R :46% .
[0927]  4fifiF :86.56% (HPLC :YMC C8,20:80[KI,PO, (0. 01M, pH 3. 2) :CH,CN], R, 9. 10min)
[0928] 'H NMR(300MHz, CDCl,) :d 7.72-7.64 (m,4H) ,4.87 (s, 2H) , 4. 61 (s, 2H) , 4. 21 (s,
3H),3.97 (s, 3H) , 3. 76-3. 70 (m, 1H) , 3. 05 (d, J=6.58Hz,2H) , 2. 40 (s, 3H) , 1. 80—1. 42 (m,
8H) , 0. 88-0. 74 (m, 1H) , 0. 25-0. 21 (m, 2H) , (-0. 084) — (0. 102) (m, 2H) .
[0929] MS(ESD)m/z 622 (M+1)",
[0930]  sLjiEfs 10
[0031]  (5-{[(3,56- = (=3 &L ) —FHE) - (5 2L - e -3 ik ) — 5008 ] - AL ) -1,
3— L -1H- IR [3,4-b] MERE —6- 3 ) - FR T IERIE - 25 - RIS K
[0932]
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[0033] JBIR (i) AT HREFR -{1,3- —HFHE 5-[(6- F 3 - mhEm -3- FEg i) - F
e J-1H- MLt [3,4-b] mEng —6- 3 | - 23 - FHIE
[0934]

[0935]  FEZUVAUHIH, o 65— FEE — SlEme -3- B (0. 37 78, 3. 8mmol) NAZE] 6-( T
FEHHE - 20 - FJ ) -1, 3- R -1H- MM [3,4-b] mERE -5- FFEE (0. 54 52, 1. 9mmol)
KA (20 ZF) MEEER (0.2 Z2F ) W . EEEEH 15 285, 12 EHmA
= LBEGEINEALEN (sodium triacetoxyborohydride) (1. 207%,5. Tmmol) , I iZ1E-SY)
FERT PRHEA . BB AN )G, /K (30 2&71) ML AH (30 1) AR
Yo A EANUE, FERAHE, FHBR RN T8, W4, 15 B AL &4, HoAS T — D 4lifk
AT LU A o

[o936] D8R (i1) : (5-{[(3,5- = (=F P H) - K )-(5- I - FIEME -3- 3L ) - &
He - B -1, 3- L —1H- keI [3,4-b] MEmE —6- ) - BRT IR - 20, - RS
Ji

[0937]

[0938] KA ALAN [0.06 v, (FEA 431K 60 % 23804 ) ] IMANBIFR TR - {1,3- =
L —5-[ (5 H 2L — Sl —3- JL g% ) - A% J-1H- mEme g [3,4-b] Mg -6- 4 |- 4
HE - iz (0. 225 3¢, 0. 6mmol) [HIJE7K DMF (3 22 H ) &M, RN £ =R Tt B iZIBEY
PFE 1NN 25 IEE R 3,5 = (= &) FHEIR (0. 13 25, 0. Tmmol) , - FFF4E
PikE 12 /8B AN IR CBE (30 ZF) FIK (30 ZH), o E %= HABRAE (2x 30
ZF) RERUKE . HERKGGE A IR, FTREREN T4, JE R ks . AR
VhiE st it Atk 4 T RERE (200-400 H ), [ 25-50% Tt : L8 ZERH MR, 15 3IkR L &4
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To AR (0. 10 52 ), 773 :29% .

[0939] 4fi J&¥ .98.52 % (HPLC:YMC C8,30:70[KH,P0,(0.0IM, pH 3.2):CH,CN], R,
29. 71min) .

[0940] 'H NMR(300MHz, CDC1,;) : 67.73(s,1H),7.68-7.65(m,3H),5.51 (s, 1H),
4.54 (s, 2H) ,4. 48 (s, 2H) , 3. 95 (s, 3H) , 3. 20 (d, J=7.04Hz,2H),3. 10 (q, J=7. 04Hz, 2H),
2.52-2. 43 (m, 1H), 2. 42 (s, 3H),2. 31 (s, 3H), 1. 85-1. 56 (m, 6H) , 1. 05 (t, J=7. 04Hz, 3H) »
[0941]  MS(ESI)m/z 595 (M+1) ",

[0942]  sjiafsl 11

[0943]  (5—{[(3,5— = (= HL) - 3L ) — (5 FJL — spemdme -3 k) - (Bt ] - 0k ) -1,
3— L —1H- Mg IR [3,4-b] MEmE —6- FE ) - X - IRAFE I - BRI A R

[0944]

‘f'“ N/\?

[0945] [T HILERAL, # RG] 10 BTk J7i2:, SRASFR AL G W) o R AR A 1) D IR
(1) AT 6- (W - AR FRE L ) -1,3- - 1H- it [3,4-b] mLng -5- FEE, 4L
Bo- (R TRPE - 23 - 73 ) -1, 3- “HIH —1H- it [3,4-b] mkng -5- HEg ;2) &
R G1) BT BT K THE A SEALENAT DME, (0. 03 32 ), 73 :19% .,
[0946] 4fi ¥ .92.72 % (HPLC :YMC C8,30:70[KH,P0,(0.01M, pH 3. 2) :CH,CN], R,
26. 04min) o
[0947] 'H NMR (300MHz, CDC1,) : 6 7.72-7.66 (m, 4H) ,5.53 (s, 1H) , 4. 59 (s, 2H) , 4. 57 (s,
2H),3.96 (s, 3H),3.08(d, J=6.59Hz,4H) ,2. 42 (s, 3H),2. 30 (s, 3H),0. 81-0. 94 (m, 2H) ,
0. 38-0. 34 (m, 4H) , 0. 066—-0. 0314 (m, 4H) .
[0948] MS(ESI)m/z 607 (M+1) ",
[0949] St 12
[0950]  (5—{[(3,5— = ( =9 H A& ) R AL )-(2- H & —2H- Py me —5- JL ) - & ] H
H}—1- B —1H- et [3,4-b] mbne —6- 3L ) - IR T IS - 23 - A Rk
[0951]

F4C

N ‘
N~N .

3

s

=¥
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[0952] DR (i) :6- & —1— F3L —1H- MLt [3,4-b] MEmE —5- R4 AL
[0953]

[0954]  7E5-10°C, ] 10 0808 K& (9. 7 Z T+, 200mmol) i N B 38k Z4 45 £ 16 77 06 I
(13.5 % Ft, 205mmo 1) HJE7K EOH (105 Z&F+) K AFFRIER o IIATERZ ST, B R BLAE %
BHEFE 24 /NI T fE A AR 5-10°C, RG22 IR IR g (6. 4 3, 220mmol) « H415 3
[FIVR A DAL IR N RS 3/ o B S 28R B, 13 BIRG B 1 3 g iR, B H A 1- TR
B (30 ZFF) Mke. 1A AR I [E4E NaOH (0. 2 78 ) , 3458 &4 Bl 4 /Nt
FERMZER 2 G, B e ek DEmE 4 t i, 31 1-5% CH,Cl,:MeOH ¥tk . 54 IR A
R BN B . Bz A ST LB (15. 2 ZF) W, IF7E 100°CHn# 3 /et
1M 5 ¥ R BV A V% A B =3, TN = SUE AL (49. 0 2, 540mmol) , 177 S5 H 30 43 Bt
[ A2 H N DMF (31. 0 271 ) o ERIEBFHZEAY 30 980 2 5, 76 100°C I 5 7]
INf, SR8 Ja v J) B = 05, RS R AE vk K o, B CH,CL, (3x50 271 ) 2L, &I A NLR
UV R BR R AN T, 108, JF B sk . I R (i 4l AL H =4, ) 1-5% CH,C1,:MeOH ¥t
i, 93 6- & —1- B 3L —1H- b [3,4-b] mEme —5- BRIk ARy (1.8 35 ), 75 .
6%

[0955]  'H NMR (300MHz, CDC1,) : 8 10.5 (s, 1H) ,8. 67 (s, 1H) ,8. 16 (s, 1H) , 4. 15(s, 3H) «
[0956]  PEE (ii) : (5—{[ (3,5~ = ( =g H AL ) - “FHE ) - (2— HJE —2H- Yk —5- 2 ) - &
] ORRAE ) -1 B - 1H- mEmk IR [3,4-b] MEmE —6- 3 ) - BT AR - 20 - FE A K
[0957]

| ‘ %
[0958]  FRfELER (iii) HfEH] 6- & —1- H AL —1H- me kg [3,4-b] Mkng —5- HEEAH
6- & —1,3- “FS —1H- Mg gt [3,4-b] mbie -5 FEE .24, #EsLiE ] | Frid ik, 3k4E
Fraf SV R AE (0,49 32 ), 773 42%
[0950] 4l :98.82% (HPLC :YMC C8,20:80[KH,P0, (0. 01M, pH 3. 2) :CH,CN], R, 9. 08min)
[0960] '"H NMR(300MHz, CDCl,) :d 7.71-7.69 (m,3H),7.61(s,2H),4.76(s,2H),
4.59 (s, 2H) ,4. 21 (s, 3H) ,4. 02 (s, 3H) , 3. 22(d, J=7.04Hz, 2H) , 3. 18 (q, J=7. 04Hz, 2H),
2.52-2. 48 (m, 1H) , 1. 87-1. 70 (m, 4H) , 1. 61-1. 50 (m, 2H) , 1. 06 (t, J=7. 04Hz, 3H) .
[0961]  MS(ESD)m/z 582 (M+1) .
[0962]  sLjEfsl 13
[0963]  (5-{[(3,5— = ( = F & ) T JE)-(2- H & —2H- Yy me 5- B ) - K ] H
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L) —1- HE —1H- WEMRIF [3,4-b] BENE -6- 3k ) - X - FRPTEE A — i) &
[0964]

[0965]  FRAED IR (i) HAEAH W - AR -GS T HF R - 2%, HFH
6— & —1— F 2L —1H- ML If [3,4-b] Meng —5- FEEACE 6- S -1, 3— “H 2L —1H- Mt Jf 3,
4-b] WEWE ~5- FEE 2 Hh, F RS 1 Brid 75 v, SRS AR AL & 03k s iRy (0. 31 58) ,
TEE 60% .

[o966]  #4fi J¥ .97.38 % (HPLC :YMC C8,30:70[KH,P0,(0.01M, pH 3.2) :CH,CN], R,
31. 25min)

[0967] 'H NMR(300MHz, CDC1,) :d 7.74-7.67 (m,3H),7.60 (s, 2H) ,4. 82(s,2H) , 4. 60 (s,
2H) ,4.19(s,3H) ,4. 01 (s,3H),3. 11(d, J=6. 59Hz, 4H) ,0. 97-0. 87 (m, 2H) , 0. 38-0. 32 (m,
4H) , 0. 059-0. 006 (m, 4H) .

[0968] MS(ESI)m/z 594 (M+1) ",

[0969]  sSKjiifs 14

[0970]  (5-{[(3,56- = (=g H 3 )- K5 )- (- F 3 20 Y mk —5- L )- % L ] H
1= 23 —1H- LI [3,4-b] MEmg —6- & ) — X - BRPT 3L L - B A Ak

[0971]

[0972] PRAED IR (il) PN - EFE-KABR T ERE - 2% HFH
6— S —1- £ —1H- MEMEIE [3, 4-b] mbig —5- FEEACE 6- & -1, 3- ~HJE —1H- nEmeJF 3,
4-b] WENE —5- HEE 241, RS 1 Frid ik, SR pr b s e ek 0.37 32) ,
FEE 45%,

[0973] 4l J¥ :96.36 % (HPLC :YMC C8,20:80[KH,P0,(0. 01M, pH 3.2) :CI,ON], R,
26. 80min)

[0974] 'H NMR(300MHz, CDC1,) :d 7.78-7.64 (m,5H) ,4. 85 (s, 2H) ,4. 63 (s, 2H) , 4. 50 (q,
J=7.27Hz,2H) ,4. 21 (s, 3H) ,3. 12(d, J=6. 36Hz,4H) , 1. 56 (t, J=7. 27Hz, 3H) ,0. 97-0. 87 (m,
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2H) , 0. 37-0. 34 (m, 4H) , 0. 065-0. 035 (m, 4H) .

[0975]  MS(ESI)m/z 608 (M+1) ",

[o976]  sZjEfsl 15

[0977]  (5—{[(3,5~ = ( = 4L )— % 2k ) —(2— P & —2H- Y g —5- JE ) - (L ] H
BV —1- 23 —1H- eI [3,4-b] MEnE —6- F5 ) - BT HFH - 23 - R A

[0978]

[0979]  BR7ZEIR (iii) "PFH] 6- & —1- &3 —1H- e Jf [3,4-b] Akng —5- F AL H
6- & 1,3~ “FSE —1H- mgme gt [3,4-b] mbie -5 FEE 24, #sLiE ] | Frid ik, 3k4E
PRt &Mtk R (0.36 3 ), 7% :36% . Mp 76-77°C.,

[0980]  4fi Ji¥ :97.85 % (HPLC :YMC C8,20:80[KH,PO,(0.01M, pH 3.2) :CH,CN], R,
9. 81min) »

[0981]1 'H NMR(300MHz, CDCl,) :d 7.74-7.71(m,3H),7.63(s,2H),4.77 (s, 2H),
4.61 (s, 2H) , 4. 46 (q, J=7. 27Hz, 2H) , 4. 21 (s, 3H) , 3. 23-3. 14 (m, 4H) , 2. 56-2. 48 (m, 1H) ,
1. 87-1. 47 (m,9H) , 1. 06 (t, J=7. 04Hz, 3H) .

[0982] MS(ESI)m/z 596 (M+1) ',

[0983]  sLjifEfs] 16

[0984] (3,5- ~ (=R FH)-FH)-[6-(FRIEFRE -2 FE-FHE)-1,3- -~ H
FE —1H- MEMe 3 [3,4-b] mbne -5 FE 3 - 2 PR FEL 05 %

[0985]

[0986] DR (i) :N-(2,5- —HIE: —2H- WEME —3- 5L ) - ZBER 15
[0987]

[0988]  1£ 0°C,¥ukne (7.1 2FF,90mmol) IIAR] 2,5 HHE —2H- AL -3- JEf% (10 b,
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90mmo1) [ ZERET (46 ZF) W, HHAFRIKIE A& W7E =3 M HE 30 4. AR
B 20550, 19 BIhR L S RAE R (1307 50) , 7728 :100% 6

[0989] 'H NMR (400MHz, CDC1,) : 8 7.91 (bs, 1H),5.98(s, 1H),3.67-3. 56 (m, 3H),
2.19-2. 11 (m, 6H) »

[0990]  ES-MS m/z 154 (M'+1,100% ).

[0991] BB (ii) :6- & —1,3— ~H 3 —1H- mEmeIf [3,4-b] mkmg -5- FHEEH A K

[0992]

[0093]  FERVSAE S, tEEEE R PE, 15 N-(2,5- —HI3E —20- mEme -3- 3% ) - 28k (13. 7
7, 89mmol) Fl =& A MEE (68. 4 ZFF, 44. bmmol, 8 1 2 B 2848 (IR S WIAE 90-95°C i #
2 /B, 1 i AEAH R N 20 43R 2218 i N DMF (19. 6 Z£FF, 26. Tmmo) o FiHE 3 /N2
J& ¥ SR ENE 0°C , 12 A4S I AT IK, 4k e 30 408 o AR BRI 4, H AR A ik
Ve, HERE AR (7.8 3 ), 7% :43%,

[0994]  'H NMR (400MHz, CDC1,) : 8 10. 48 (s, 1H), 8. 60 (s, 1H) , 4. 07 (s, 3H) , 2. 59 (s, 3H) .
[0995]  CI-MS m/z 210 (M'+1,100% ) .

[0996] DR (iii) :6— (IFRAEFIL - 238 — &k ) -1, 3— “H AL —1H- Mtk Jf [3,4-b] it
e -5 FEERIA L

[0997]

[0998] 7EIE N, ¥ 6- & —1,3— FELE —1H- MEme It [3,4-b] mkig —5— HEE (5 52, 0. 023
JEIR ) AIRRIEREH (9.9 3¢,0.0717 BE/R ) /£ DMF (75 2= F) HHIEIFMAH: 20 438 250
NI R 3 2,386 % (4. 25 2, 33. Ommo) , 310 e B2 B3 8 /N o 3 e B HI B = iR 2 )5,
oK (500 ZF) AR RNIREWF, FEH AR B (3x 400 27 ) E, TR S
FHHETE . B ARER (100-200 B ) HEAigaift. H 10% 4RO / Chibihi, 12
BRI B 2 (16% ) .

[0999] 'H NMR(400MHz, CDC1,) : 6 10. 01 (s, 1H),8. 32 (s, 1H), 3. 92 (s, 3H) , 3. 55-3. 44 (m,
4H) , 2. 49 (s, 3H) , 2. 32-2. 30 (m, 1H) , 1. 71-1. 47 (m, 8H) , 1. 18 (t, J=14. OHz, 3H) .

[1000]  ES-MS m/z 301 (M'+1,80% ),

[1001]1  DEE (iv) :{(5-[(3,5— = ( =@ AL ) - FHEEEL ) - B ]-1,3- ZHAE -1H- 1t
M3t [3,4-b] MEnE —6- J& } - FRIHE R - 20 - FEA R

[1002]

153



CN 103102303 B 1«51'1 AA :F' 144/202 7T

[1003] FEFIR T, ¥ 6- (IR - 20 - &2 ) -1, 3- F A —1H- itk It [3,4-b]
mtnE —5- FEE (5.3 52, 17. Ommol) M1 3,5- — ( =F AL ) =M% (4.7 32,0. 019 FE/R ) 1R
A YDAE MeOH FNEEES (27 ) hitdE 30 4 8h. A A1 0°C 2 )G, 72 K% 10 4 8h gt in A
FAAMEE (2.2 78,35, 0mmol) « TEZEER FHEF: 30 2805, B IR GV EZ KRG .
K (B0 ZFt ) IMANBERARYH, Btk 30 23Bh . g8 HE A, F K S Ay ek, BT,
BRI AR (72% ) .

[1004] 'H NMR (400MHz, CDCl,) : 8 7. 89-7. 86 (m, 4H) , 4. 19-4. 08 (m, 4H) , 3. 99 (s, 3H) ,
3. 27-3. 20 (m, 4H) , 2. 52 (s, 3H) , 2. 06—1. 98 (m, 1H) , 1. 62-1. 41 (m,8H) , 1. 11 (t, J=14. OHz,
3H) .

[1005]  ES-MS m/z 528 M'+1,100% )«

[1006] B3 (v) : (3,5 — (=& L) -5 ) -[6- (AR - 238 -5 A )-1,3- =
FRJE —1H- MLk JE [3,4-b] mipmg —5- JE AL 1 S0HE F R AR BR 1 5

[1007]
/,CFg

N/”\\ CF3

[1008] 7E=WE T, K (5-0(3,6- = (= AL ) - FRAREE) - FAE ]-1,3- ZH A -1H-nit
M [3,4-b] MEmE —6- & } - PRI I - 2.2 - % (0. 25 35, 0. 47mmo1) FIHRERER (0. 19
5, 1. dmmol) 78 THF (10 Z£F+) W RS HE 20 0% s, AR R F B (0. 55 =71,

0. 7Tmmol) , FFAk LT . FIHZIR S INAIK (100 =), ¥ W H 1R £ B8 (3x100
) AL ANV A, W48, A AR (230-400 BRERL ) 2ifbieax¥. H 20%
LRGBS / O, /2 e BRI B 2874 (55% ) .

[1009] 'H NMR(400MHz, CDC1,) : 8 7. 73-7. 54 (m, 4H) , 4. 64—4. 36 (m, 4H) , 3. 95 (s, 3H) ,

3.88(s,3H),3. 13-3. 08 (m, 4H) , 2. 45 (s, 3H) , 2. 10-2. 04 (m, 1H) , 1. 56—1. 25 (m, 8H) , 1. 03 (¢,
J=14. OHz, 3H) .

[1010]  ES-MS m/z :586 M'+1,100% ),

[1011]  IR( ZE (neat))cm ':3498,2957, 2346, 2185, 1623, 1457, 1370, 1278, 1191, 1133,
907,

[1012]  sEjEH) 17

[1013]  IFJRFEFIHE - 25 - (5-{[(3,4,5- = — F3L ) - (2- 3L —20- Py —5- 3 ) - &
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e ]- B L -1, 3— H L —1H- mEme g [3,4-b] Wkie -6- 5L ) - BRIIE R

[1014]  JBIR (i) FPRAEFIE - 23 - {5-[(3,4,5- =& - FREEE ) - FXE ]-1,3- —H
F —~1H- MLt [3,4-b] MEne —6- & | - )& Rk

[1015]

z
..
=z

F

N
[1016]  Mgsjfsl 16 KD HR (1i1) RGN 6- (PRI - 28 -5 )-1,3- = H
HE —1H- e g [3,4-b] AEeg -5- EFEE (0. 30 73, 1. 00mmol) . 3,4, 5- =F "~ % (0. 161 73,
1. Ommol) FIEEER (0. 120 72, 2. Ommol) JNAF 25 ZZF+ R EHEHR T, 1 J5 I 5 ZZ T MeOH, 4
TRAYIE 25-35°CHit: 15 o8t ARG ULty sUm A SRR AL SN (0. 189 32, 3. Ommol) »
HEZEBFZIREAY 1 /NN 25, B2 2 MeOH, JRB K IMABFLIR &Y. H 4/ B8
(3x50 Z£FF ) FEHURAW, WA WA VLZ P VAR Z AN VE TR h K B, IR BN 1158
ARER AFBNART= W (0. 44 38 ), 775 :90%

[1017] 'H NMR(200MHz, CDCl,) :d 7.98(s,1H),7.09(t, J=6.2Hz, 2H) ,4. 27 (s, 2H) ,
3.99 (s, 3H),3. 95 (s, 2H) , 3. 20-3. 16 (m, 4H) , 2. 54 (s, 3H) , 2. 48-2. 42 (m, 1H) , 1. 87—-1. 42 (m,
8H) , 1. 05 (t, J=7. 3MHz, 3H) , 0. 88-0. 85 (m, 1H) .

[1018]  MS m/z (CI-MS) ;432 (M'+1,100% ).

[1019] IR(cm') :2928,1612

[1020] PR (i) :[6- (PRI AL - 20 — 20k ) -1, 3— AL —1H- M Jf [3,4-b] nit
g —5- LR - (3,4,5- =& - FE)-@ABNE

[1021]
N
_ ,,,_
i e 0.0 04
| L i F

[1022]  FESSR B, PR - 25 —{5-[(3,4,5- 8 - FIEEH ) - FH& 11,
3— HE -1H- eI [3,4-b] mEmE —6- 3} - fZ (0. 450 3, 1. Ommol) ] MeOH (15 ZFF)
VS IR S (0. 168 52, 2. Ommol) , 1M 5 I ERALE (0. 126 5, 1. 20mmol) , H44 1%
TREIEZERIFE 0. 5 /N o SR 5N I BB G B 2S5 4s, B R iE Tk, HZ R 2
B (3x20 ZF+) ZEL. KA IHMANIAE HBREREN T4, JHik4a, B2 A5 A
FEEIEAE 100-200 B fER_E4ifth, 5 10% 2.8 ZBERA Bk Ee iR, 15 20 HeIR bR AL &4
(59% ).

[1023] 'H NMR(400MHz, CDCl,) : 6 7. 88 (s, 1H) , 6. 90-6. 86 (m, 2H) , 4. 29 (s, 2H) , 3. 97 (s,
5H) , 3. 21-3. 14 (m, 4H) , 2. 56-2. 48 (m, 4H) , 1. 95-1. 72 (bs, 4H) , 1. 53-1. 12 (m, 4H) , 1. 07 (t,
J=7. 2Hz, 3H) »

[1024]  MS m/z (CI-MS) :457 M'-16,100% ) .
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[1025] /B B (iii) « 3F J B B k- 2 B -G-{[(3,4,6- = ® - ¥ & )-(H- Y

5 350 SUIE 1 U ) -1, A 1 MRS [3,4-b] B 6 36 ) BAHO £
[1026]

[1027] [ [6- (FRRIEFIE - 208 - &3 ) -1, 3— 3L —1H- ML Jf [3, 4-b] mkig —5- 3
FJL - (3,4,5- =% - ) - &F 0.280 72, 0. 590mmo 1) A&UkAZ (0. 160 TT, 2. 95mmo1)
[FJFE7K DMF (10 Z£F ) fiFESIEm I B A8 (0. 195 38, 2. 95mmo) , FEAE 100°CH I B
TREPINHAE R R BREYIA HRZ R )5, AR, SHHZ IR A4 30 4%, 1 5 A
LR CHR (3x 50 Z£F) ZEHL A I A VUE FHEREREN T, 28K, 13 2RI (90% )
[1028] 'H NMR(400MHz, CDCl,) : 8 8. 01 (s, 1H),7.55 (s, 1H),7. 02-6. 98 (m, 1H) , 4. 81 (s,
2H) , 4. 50 (s, 2H) , 3. 98 (s, 3H) , 3. 38 (q, J=7. OHz,2H),3. 27(d, J=7.0Hz,2H) , 2. 46 (s, 3H),
1. 99-1. 95 (m, 1H) , 1. 89-1. 57 (bs, 8H) , 1. 20 (t, J=7. 1Hz, 3H) ,

[1029]  MS m/z (CI-MS) :500 (M'~13,100% ) »

[1030] BER (iv) 3 EEH - 22 -(5-{[(3,4,5- =9 - "~ & ) - (2- F & -21- Y
M —5— gk ) - F Ik ]- L -1, 3— FROE —1H- mbmEIE [3,4-b] HEsE -6- 3L ) - FRA ARk
[1031]

[1032]  [EFFNIERE - 23 -G-{[(3,4,5- =f - %3 ) - (IH-Pym: —5— ) - Z L - H
e -1,3- AL —1H- mEmeIE [3,4-b] MERE —-6— KL ) - i (0. 420 72, 0. 818mmol) K (4
ZF) BB IMANEZ AL (0. 065 5, 1. 630mmol) , A543 B KRS W E =I5 HE 15 45
B S 1AL ROSIVR AP I DOM (5 27 ) VB ER —F R (0. 113 3, 0. 90mmo1) HIEAL,
47T 2% (0. 013 38, 0. 050mmo ) o 4 [ BLAEZ I T Hi: 0. 5 /N K ZEHHE 5, H
DCM(3x10 ZF+ ) KZEBUK)Z, 744G I A HUE H EhKEe5, FIBRERAN T8, W4i. 15kR
WA A EAE 100-200 B RERS F2ifk, ] 5% Et0Ac Rl yHBESE I, 15 B FF AL AL - 2
B -(G-{[(3,4,5- =& — FH&)-(2- F I -2H- Py —5-Jt ) - I ]- FHE}-1,3- = HF
B —1H- eI [3,4-b] MEWE —6- 5% ) - fZk i bk (45% ), mp :100°C.

[1033] 'H NMR(400MHz, CDCl,) : 6 7. 63 (s, 1H) , 6. 82-6. 78 (m, 2H) , 4. 71 (s, 2H) , 4. 41 (s,
2H) ,4. 20 (s, 3H),3.96 (s, 3H) , 3. 24-3. 13 (m, 4H) , 2. 54-2. 51 (m, LH) , 2. 42 (s, 3H) ,
1.90-1. 81 (m, 2H) , 1. 79-1. 62 (m, 2H) , 1. 60-1. 43 (m, 4H) , 1. 05 (t, J=6. 9Hz, 3H) »
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[1034] MS m/z (CI-MS)514(M'-13,100% ) »

[1035] IR(cm') :2926, 1528,

[1036]  sZjafs] 18

[1037] IR - 20 -(5-{[ (3,6~ 9 — R34 ) —(2- F AL —2H- PUme —5- J& ) - |
B ]- L) -1,3- HIE - 1H- MRS [3,4-b] MEEnE —6- 3 ) - FRIA R

[1038]

i
NN
NY/N

[1039]  FM&sLjatsl] 17 prik i, /B0 0% (1) A 3, 5- R IAHE 3,4, 5- =H/FI%,
RGN G

[1040]  #fiF :96.93%.

[1041] 'H NMR(300MHz, CDCl,) : 8 7. 62 (s, 1H) ,6. 70-6. 62 (m, 3H) , 4. 73 (s, 2H) , 4. 49 (s,
2H) ,4. 21 (s,3H),3.98(s,3H),3.19-3. 11 (m,4H) ,2. 42(s,3H),1.61-1. 42 (m, 8H) ,
1. 08-1. 02 (m, 3H) .

[1042]  MS m/z (CI-MS)510 (M'+1,100% ) .

[1043] IR(KBr, cm') :2932,2864, 1599,

[1044]  sZjEH) 19

[1045]  BRpRAEFIE - (1,3- L —5- {[ (2 A0k —2H- Py —5- 3 ) - (3, 5- &R - &
1= L ) -1H- b IR [3,4-b] MEnE —6- 3 ) - 2.3 - BB Rk

[1046]
A
N
NYN

[1047]  $HRSLjEMS) 17 Frik J7i, AR 98 (1) A 3, 5- &R AU 3,4, 5- =& RN,

RIGAE AL G

[1048] 4L/ :95.0%.

[1049] '"H NMR(400MHz, CDCl,) : 6 7.57 (s, 1H),7.17 (s, 1H), 7. 02 (s, 2H) , 4. 73 (s,

2H) 4. 46 (s, 2H) , 4. 21 (s, 3H) , 3. 95 (s, 2H) , 4. 67 (s, 3H) , 3. 18-3. 12 (m, 4H) , 2. 41 (s, 3H) ,

1. 58-1. 43 (m, 8H) , 1. 10-1. 02 (m, 4H) .

[1050] MS m/z (CI-MS)541 (M',100% ).

[1051]  sLjEfs)] 20

[1052] R )% 2 FF L - 202 -G {[(B- % -5 = & H L - F & )-©- F & -2H- Y
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M 5 )~ A 1 AL ) -1, 3 FREE 1H- U [3,4-b] MEmE —6- )~ B2k
[1053]

[1054]  $ZHESLHE®E] 1 Frid vk, 720 B Giv) A 3- 5 -5 = F P& - FRE 3,
5— W — =R R PR (i) PR AERE - o8 - RARBR T ERE - 4
B - T, ARG S ) .

[1055]  4lfF :95.72%.

[1056] 'H NMR(400MHz, CDCl,) :d 7.61(s,1H),7.18-7.09 (m, 3H) , 4. 76 (s, 2H) , 4. 55 (s,
2H) ,4. 21 (s, 3H),3.95(s,3H),3.17-3. 11 (m, 4H) , 2. 40 (s, 3H) , 1. 58—1. 41 (m, 8H) ,
1. 19-1. 02 (m, 3H) »

[1057]  MS m/z (CI-MS)560 (M'+1,100% ) »

[1058]  IR(KBr, cm') :2954,2867,1610, 1583, 1344, 1132,

[1059]  sLjEfsl 21

[1060] X - AP H L - (5-{[ (3,5 @Rk ) — (2— F AL —2H- PYme —5- J& ) — 2 & - H
b -1,3- R -1H- memMe g [3,4-b] mERE -6- 5 ) - FZIA K

[1061]

[1062] S, RN - RRERE - 2 RE
SERER 1 IR (1) IR T R R 2R 3, 5 SECRRARE SEE R | (KPR Giv)
= (R ) - R

[1063] 'H NMR(400MHz, CDCl,) :d 7.64 (s, 1H),7. 16(s, 1H),7. 15(s,2H) ,4. 81 (s, 2H) ,
4. 46 (s, 2H) , 4. 22 (s, 3H) , 3. 97 (s, 3H) , 3. 13-3. 12 (m, 4H) , 2. 42 (s, 3H) , 0. 98-0. 94 (m, 2H) ,
0. 40-0. 38 (m, 4H) , 0. 097-0. 058 (m, 4H) .

[1064]  MS m/z (ES-MS)540 (M'+1,100% ) .

[1065] IR(cm') :3384,2925, 1582,

[1066]  sLjiEfs] 22

[1067]  (5-{[(3,5- = (=g H AL ) - FIH)-(4- = F A - mgme —2- Jt ) - ]- H
BV -1,3- L —1H- MERR I [3,4-b] - HEhE —6- J% ) - BRSO - 25 - I A R
[1068]
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[1069] PR (1) :1-(3,5- = (S ) - W) —1-[6- R RIEFH - 23 - 5H) -1,
3 HEE - IH- EMEE [3,4-b] HERE -5- FEFRIE 1- BRIGA AR
[1070]

B ; R OF
KO CF,
[1071] 75 0°C, [N FEFENT [6- (PRI AR 2L - 208 - &L ) 1, 3- AL —1H- mEmeJf 3,
4-b] mnE —5- R - (3,5- = ( ZHE AR ) - FH ) - &JFE (0.50 77, 0. 880mmol) ) 2T
(15 ZFF) BT I 0, (1. 5 ZFF) FIHAT KOH (0. 70 72, 11. 97mmol) /KiEW . BHi%IE S
Y g I . 2 /NS 5, 1 SSRGS E R ER L IAK (10 2F) , IEH Y H
LR T (3x40 ZF) FHL. W& IMANLZ B T8, 2K, B RMR R . KH 5%
R EAEAE 100-200 B EERE L2ifh, T 10 % 28R £ R A1 A et 0 » 79 21085 A8 iR

AR A (60% )

[1072] 'H NMR(400MHz, CDC1,) : 8 7. 73 (s, 1H), 7. 58 (s, 3H) , 4. 77 (s, 2H) , 4. 57 (s, 2H) ,
3.95(s, 3H), 3. 15-3. 10 (m, 4H) , 2. 42 (s, 3H) , 1. 54-1. 40 (m, 8H) , 1. 06—1. 03 (m, 4H) .

[1078]  IR(cm') :3198,2955, 1668, 1278,1130.

[1074] BB (ii) : G-{[(3,5~ = (ZFH M) - ¥ ) -4~ =F L - gk —2- Jt ) -
- L -1, 3- R L - 1H- MM [3,4-b] - mbiE —6- L) - BRI E L - 20 - R
Ak

[1075]

CF3‘

[1076] (RN 1-(3,5- = ( =@ PR ) - K ) -1-[6- (P AR AL - 25 - ) -1,
3— L -1H- e [3,4-b] mEiE -5 F AR ]- iR (0. 250 5, 0. 430mmol) [T BE (10
ZFE) BRI 1,1, 1- =F/F 3 28R (0. 20 72, 0. 480mmol) o KHiZIR G4 [E1 3 /N,

MER B . BSRAL)G, KK (10 Z70) IMABIRRY S, H 4R OB (3x25 %2
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) FEBTY) . AR TEE IFRENZE, /£ B2 hik4d, [ 2R R, 5 H A A A
£ 100-200 EHER: B4tk A 5% L8 CBs A s, 43 2hr sk S A aliig (20% ),
mp:139C.,

[1077] 'H NMR (400MHz, CDC1,) : 6 7.74(s,1H),7.61(s,2H),7.57 (s, 1H),4. 77 (s, 2H),
4.57(s,2H),3.95(s,3H),3,14-3. 12(m, 4H) , 2. 41 (s, 3H) , 1. 54-1. 52 (m, 8H) , 1. 07-1. 03 (m,
4H) o

[1078]  MS m/z (ES-MS)663 (M'+1,100% ) .

[1079] IR(cm') :2938,1640,1279,1136.

[1080]  sZjafsl 23

[1081]  (2-{[(3,5- = (=& P ) - FH)-(6- PR - 438 -2 HE)-1,3- = HF
HE —1H- MEmE I [3,4-b]— mbhg —5- FE AL - 20k ) — Mk —4- 3298 L BR R A Ak

[1082]

[1083]  [AIPKAZNAT 1-(3,5- = (=g L) -3 ) —1-[6- (AP R - o -2 ) -1,
3= HJE —1H- mE eI [3,4-b] mbme -5- R - iR (1. 20 52, 2. 10mmol) [ B (10 2
) N 3- IR —2- 44 - THER 2.1 (0.612 55, 3. 150mmol) o i FEZIE &4, [Al A
IR B =, WA SR AR 8 /N, T A R E . M RMNIERMIZAR LG,
TIAK (10 ZF) , I 2.8 2.8 (3x 50 ZF+) ZEH. FBRBN T34 AN,
R, BB R, B AR 100-200 B RS Falifh, 15 5% 2.1 2B FUA ik
e, 15 2058 AR AR 4 (6% ) o

[1084] 'H NMR (400MHz, CDC1,) : 8 7. 85 (s, 1H),7.76 (s, 1H),7.59 (s, 1H) ,4.79 (s,
2H) , 4. 62 (s, 2H) , 4. 39 (q, J=7. 3Hz, 2H), 3. 95 (s, 3H) , 3. 14-3. 08 (m, 4H) , 2. 41 (s, 3H) ,
2.07-2. 04 (m, 1H) , 1. 62-1. 20 (m, 11H) , 1. 03 (t, J=6. 9Hz, 3H) .

[1085]  MS m/z (ES-MS)667 M'+1,100% ) »

[1086] IR(cm') :2925,1612,1278,1137,

[1087]  SLJiEfs 24

[1088]  (5—{[ (3,5~ = (=ML —FH) - (0- FAE -2H- Pyme —5- %) - Z |- ) -1,
3— HRAE —1H- MM [3,4-b] mkie —6- 3 ) - IR I - 23 - FRiIE

[1089]
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[1090] % BRSZHEH] | ik ik, AP R (Gi1) PEHFRRIEF R - 25 - BT &
HRIL - 28 - ik, SRR A A bR L A4 (56% ), mp :84-86°C.

[1091] ZEEF .99% ,

[1092]1 'H NMR(400MHz, CDCl,) : 8 7. 70-7. 61 (m, 4H) , 4. 79 (s, 2H) , 4. 61 (s, 2H) , 4. 22 (s,
3H),3.95(s,3H), 3. 17-3. 11 (m, 4H) , 2. 39 (s, 3H) , 2. 13-2. 04 (m, 1H) , 1. 58—1. 40 (m, 8H) ,
1. 06 (t, J=14. 0Hz, 3H) .

[1093] ES-MS m/z :610(M'+1,100% ).

[1094] IR( #i )cm ':3447,2955, 2866, 1610, 1582, 1563, 1403, 1361, 1281, 1170, 1131,
900,706,682,

[1095]  sLjiEfsl] 25

[1096]  (5-{[(3,5- = (=M HL) —FH) - (2- F AL -2H- M 5k ) - &k - L ) -1,
3— ZHHE —1H- bk [3,4-b] MEmE —6- J ) - 7T - JRiIA L

[1097]

[1098]  FHBSZHEM] 1 Pk j7vk, 76608 (iii) EH 55 T3 - BYUE IR T HER - 2
5~ B SR BRI RS S 4) (0. 395 78 ), 722 :38%
[1099] 4 :95%,
[1100] 'H NMR(400MHz, CDC1,) : 8 7.69 (s, 1H) , 7. 58 (s, 2H) , 7. 55 (s, 1H) , 4. 81 (s, 2H) ,
4. 61 (s,2H) ,4.22(s, 3H), 3. 93 (s, 3H) , 3. 02-3. 00 (m, 41) , 2. 37 (s, 3H) , 1. 92-1. 82 (m, 2H) ,
0. 77-0. 74 (m, 12H) ,
[1101]  CI-MS m/z 611 (M+1,100% ).
[1102]1 IR( #i )ecm ':2959,2871,1612, 1582, 1563, 1514, 1466, 1404, 1380, 1279, 1175,
1138,1050, 758,
[1103]  sZjEfs) 26
[1104]1  (5-{[(3,5- = (= H L) —F ) - (2- F AL —2H- IYme 5k ) -2k -t ) -1,
3= HRAE —1H- MM [3,4-b] mkie —6- 3 ) - IR I - J TR - B A K
[1105]
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[1106]  #ZHESZHEH] 1 Frid ik, 76200 (1i1) PEHMRRERE - T3 - JiiREB R T
FEHHL - 23 - % RE AL YR g (0.35 38 ), 77 ER :40%, mp99-1017C .,

[1107] ZEEF .99% ,

[1108] 'H NMR(400MHz, CDC1,) : 8 7. 69-7. 59 (m, 4H) , 4. 84 (s, 2H) , 4. 63 (s, 2H) ,
4.22(s,3H),3.95(s,3H),3.19(d, ] = 7.2Hz,2H),2.95(d, J=6. 4Hz, 2H), 2. 38 (s, 3H),
1. 84-1.82(m, 1H), 1. 81-1. 68 (m, LH) , 0. 79-0. 78 (m, 6H) , 0. 41-0. 39 (m, 2H) , 0. 02—-0. 00 (m,
2H) .

[1109] ES-MS m/z 610 (M+1,100% ).

[1110]  IR( 4 )cem ':2928,1611,1582,1380,1278,1175,1136,902.

(11111 sZj@f) 27

[1112]  HPALEARER G-{[(3,5- = (=P A ) - 73 ) - (2- FJk —2H- Jymk —5- 5L ) - 5
B - B3 -1, 3- HE —1H- LM [3,4-b] MEEE —6- JE ) — PRI - BRGNS
[1113]

[1114] BB (i) : (3,5 = (= H I ) - K3 )-(6- & —1,3- ~H 3 —-1H- ke 34 [3,
4-b] Mg -5- L) - IR A L

[1115]
HN™ CFs
\, ’
e
NN O
!

[1116] ZEZEE N, % 6- & —1,3— — F 3 —1H- g M 3¢ [3,4-b] MLeE -5- FEE (6.3 72,
30mmol) F13,56— — ( =H A ) Kl (7.3 5, 30mmol) £ MeOH (75 Z£F ) MEEE (2 %)
HEVE A IEE 30 240 . SRIGHE N HIZE 0°C, FRAE 10 4380 HH TR Py 1802 3l i N &L
AN (3. 7g,50mmol) o FEEMR T HFE 2 /N2 5 G SR A Y4, KK (50 ZF)
ANBIBARY T, IR B IR AP 30 208 o 8 A4, FACR A B, 25T
B, SR LA K (9.2 55 ),75% :70%.,
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[1117]  'H NMR(400MHz, CDCl,) : 6 7.94 (s, 1H),7. 86 (s,2H) , 7. 77 (s, 1H) , 4. 04-3. 97 (m,
7H) , 2. 54 (s, 3H) »

[1118]  CI-MS m/z 437 (M'+1,100% ).

[1119]  PIR (i1) :(3,6— = ( =g AL ) - R0k ) —(6—- & -1, 3- H & —1H- mEme ¢ [3,
4-b] MEmE -5- FRL ) - ZE A K

[1120]

[1121]  FE=WE T B AT (3,5- = (=) - R ) - (6— & -1, 3— & —1H- e
I [3,4-b] MEmg —5- FH I ) - iZ (9. 0g,0. 02mol) IRAFE (2. 60 32,0. 024 FE/R ) KPR
S (3.50 5E,0. 04 BE/R ) EHEE (150 ZF) FRNEEWIH: 30 780 R JaWk4d R NLTR
EW, /K (100 ZF ) IABIERRYI T, I 5 MEFZIRA Y 30 708 38 AT B [E 44,
FH KT FH A RS 5% B fa B8 T, A3 B e A B4 (8. 70 wi ), 72 191 %

[1122]1 'H NMR(400MHz, CDCl,) : 8 7. 95 (s, 1H),7. 87 (s, 1H) , 7. 79 (s, 2H) , 4. 42—4. 40 (m,
4H) , 4. 05 (s, 3H) , 2. 54 (s, 3H) .

[1123]  CI-MS m/z 462(M+1,30% ).

[1124] B3R (iii) : (3,56- = ( =oAL ) - F3L ) - (6- & -1, 3— ZH AL —1H- LM Jf: [3,
4-b] MEWE —5- FEH L ) - (2H- PYmMe —5- KL ) - i A Ak

[1125]

[1126] 4% (3,56- = ( =H &) - T )-(6- & 1,3~ F 5 —1H- MM I [3,4-b] Mk
e —5- S AL ) - & IE (8.5 %, 10mmol) « & & ALHA (1.4 3¢, 20mmol) FIIR AL £ (4.1 3,

10mmol) 7E7K (300 ZF+ ) R AR 3 /It . B N IR AW HIE =R, TN 5% £
i (50 ZFt) MR B (500 ZF1) , A BIMTR SWHEH: 20 280, i G 2B A HLE.

WiZd M OB CER (3x500 2£F+ ) BE 3 KU b & IFRAHE T, Wi, A GiE
(230-400 HEERS ) 4tk M. H 15% 4R B8 / Cleielit:, 534 = ik (8.3
T, R EE :90%

[1127]  'H NMR (400MHz, CDCl,) : 6 7. 85 (s, LH) , 7. 67-7. 72 (m, 3H) , 4. 87-4. 89 (m, 4H) ,

4.01 (s, 3H),2. 48 (s, 3H) .

[1128]  CI-MS m/z 504 (M'+1,100% )«

[1129]  JBER (iv) :(3,56- = ( =@ AL ) - 75k ) - (6- & -1, 3- = HF &L —1H- Mtk Jf [3,
4-b] mkmE —5- FEH L ) - (2 FE —2H- PUME —5- L ) - A

[1130]
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[1131]  7EO0°C, ¥ (3,5 = (=& M) - K ) - (6- & -1, 3- ~H R - 1H- ke Jf: [3,4-b]
Mtme —5- B F L ) — (2H- UM —5- ik ) - Jiz (8.5 i, 10mmol) FIEALAN (0. 81 3, 30mmol) 7E
DMF (150 ZF1) RIS HEF: 20 438k o i J5, IR KE (3. 5 52, 20mmo 1) , F-4445 21 (7R
HAE 0-10°CHEFE 30 % /K (100 ZF+) MABIRMIRAYH, R 5B HH 28 8
(3X100 ZFt) AH . HBRBRW T4 35 KA VUZ FFRAT . HRR AR BiE (230-400
B ) ik H 10% AER / Cheb i, 13220 Mo talblik (6.3 vl ), "2 :75%.
[1132] 'H NMR (400MHz, CDCl,) : 8 7. 66-7. 85 (m, 4H) , 4. 84-4. 89 (m, 4H) , 4. 20 (s, 3H) ,
4.02(s,3H),2.48(s, 3H) .

[1133]  CI-MS m/z 504 (M'+1,100% ).

[1134] B (v) : (6-{[ (3,5~ = ( = P ) - K3 )-(2- A -2H- JUme —5- 3 ) - K
Fe - AR -1, 3- TRRE -1H- WEMRIE [3,4-b] AERE —6- FE ) - PR E R - IR ARk
[1135]

[1136] #F 10 ZF & S, il & (3,6- =~ (=@ B E)- T )-(6-4 -1,3- —H
e —1H- 1L e 3 [3,4-b] mE g —5- & B 3L ) - (2- 3 —2H- PU e —5- L ) - fig (0.5 e,
0. 9mmo1) BT EEEH (0. 43 38, 3mmol)  FR P 2 H 2 i (0. 275 3, 3mmol) A1 Pd (0Ac), (0. 01
525 0. 004mmo1) « BINAP (0. 03 52, 0. 04mmol) HIVRAH). N5 1K 770 B 76 Ak o (CEM
Discovery) H, /8 250 FLAUE DhZE 7E 110°CREET 20 4 8h. RSB HIEZ =/ 2 )G,
¥R CBE (100 27 ) IMARDES . BAEVZHK Bx 100 ZFH) ¥k, I AR,
WS BRI A (i Ak, AT P RERR (230-400 B ), FH 10% Z B8 2.8 / Chedelis:, 153
BITCAEE (0.485 52 ) , 72 :90% .

[1137] 'H NMR(400MHz, CDCl,) : 6 7. 69 (s, 1H) , 7. 54 (s, 2H) , 7. 32 (s, 1H) , 5. 80 (bs, 1H) ,
4. 67-4. 62 (m, 4H) , 4. 21 (s, 3H) , 3. 88 (s, 3H) , 3. 33-3. 27 (m, 2H) , 2. 40 (s, 3H) , 1. 02-0. 92 (m,
1H) , 0. 46-0. 37 (m, 2H) , 0. 17-0. 12 (m, 2H) ,

[1138]  ES-MS m/z 554 (M'+1,100% ),

[1139] IR (vi) FAELRR G-{[3,5- = (ZF P )- T )-(2- F & —28- Y
M -5 ) - G ]- AL -1, 3- R - 1H- AE MR [3,4-b] AENE -6- 3L ) - BR P L
K- BRZ A K

[1140]
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[1141] 7610 ZFF N AR, il (6-{[(3,5- = (=& FH) - L&) - (- F3 -210- Y
M —5— L) - E AL 1- B b -1, 3- AL - 1H- AR I [3,4-b] AbIE —6- JE ) - BR A AL
F - (0. 257%,0. 45mmo1) « = Z. % (0. 13 52, 1. 3mmo1) FIFRTA HehnBESL (0. 28 72, 2. Tmmol)
£ THE (5 ZF+ ) HHNRAY, 3 H 250 LA DIZE . 7 250psi T fE 80°C HRYT 2 /Mo %
BB AR ER, M R OER (100 2 ) WBEXRRMIREGY. ¥ 48R GBRZ 7K (3x100
ZFt) Wik, BB AENVE, HBREREN T8, k40 . B3R Y A AR (o aith, /8 R
2 (230-400 B ), H 1% FEE / —S P best e, 2201 bk (0. 147 50) , 72 :52.5%,
mp120-122°C.

[1142] 2/ :98%.,

[1143] 'H NMR (400MHZ, CDC1,) : 8 7. 78-7. 71 (m, 4H) , 5. 04-4. 78 (m, 4H) , 4. 17 (s, 3H) ,
4.05 (s, 3H),3.71(d, J=5. 104Hz, 2H), 2. 49 (s, 3H) , 2. 38 (s, 3H) , 1. 84-1. 82 (m, 1H),
1. 81-1. 68 (m, 1H) , 0. 79-0. 78 (m, 6H) , 0. 41-0. 39 (m, 2H) , 0. 02-0. 00 (m, 2H) .

[1144]  ES-MS m/z 622(M+1,100% )

[1145]  IR( 4 )cm ':3445, 2925, 1648, 1590, 1380, 1278, 1181, 1134, 709, 682,

[1146]  SZJEf) 28

[1147]  FFREERIE (5-{[(3,5- = ( =) - FH) - (- L 21— PUme —5- Jk ) - 5
B - B -1, 3- HEE —1H- HEME ST [3,4-b] MENE —6— FE ) — BFRTA L - MR A R
[1148]

[1149]  $ZHRSZHERG) 27 Frid Jiik, 7085 (vi) wp il FH BRI 5o S OB SR TR e i &0, 3R
A A (2R 99% ) talllfg (0.085 5d ), /" # :48. 2%, mp88-90°C. 4l :99%.
[1150] 'H NMR(400MHz, CDC1,) : 8 7. 78-7. 70 (m, 4H) , 4. 88—4. 74 (m, 4H) , 4. 16 (s, 3H) ,
4.03(s,3H),3.78-3. 73 (m, 2H) , 3. 49-3. 44 (m, 1H) , 2. 50 (s, 3H) , 2. 23-2. 21 (m, 1H) ,
1.87-1. 25 (m, 8H) , 0. 96 (m, 2H) , 0. 33-0. 29 (m, 2H) .
[1151]  ES-MS m/z 650 (M'+1,100% ).
[1152]  IR( 4l )cm ':3444,2954, 1657, 1565, 1392, 1365, 1279, 1180, 1130, 1021, 897,
[1153]  sEjfs)] 29
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[1154]  IACOHERER -{[ (3,5~ = ( =R ) - £ ) - (2- AL —2H- PUmME —5- J ) - 4
- B -1, 3 HSE —1H- iR [3,4-b] mEnE —6- 3L ) - IR I - BERR A AR
[1155]

[1156]  $%BEsZiEf] 27 Frik J7vk, 72258 (vi) thfi IR Cbe ik S AR IR TR e e &0, 3R
R S amE (0.13 7)), 7% :72%.,

(11571  2iF :96%.

[1158]1 'H NMR (400MHz, CDC1,) : 8 7. 79-7. 70 (m, 4H) , 4. 94-4. 75 (m, 4H) , 4. 17 (s, 31) ,
4.02(s,3H),3.73-3.68(m, 2H) , 3. 52-3. 46 (m, 1H) , 2. 51 (s, 3H) , 2. 36-2. 29 (m, 2H) ,
1. 95-1. 18 (m, 9H) , 0. 96-0. 92 (m, 2H) , 0. 32-0. 27 (m, 2H) .

[1159] ES-MS m/z 664 M +1,100% ).

[1160]  IR( 4l )cm ':2933,2857, 1726, 1659, 1581, 1380, 1279, 1174, 1135, 1021, 895, 707,
682

[1161]  SEjEH] 30

[1162]1 N-(5—{[(3,5- = ( =g I ) - FHk ) - (2- & 21— [qme —5- B ) -2 F: ]- H
b -1, 3- R -1H- mEMEgE [3,4-b] MERE -6- &) -N- RPN AE AL - 2B A Rk
[1163]

\
N~N

A

[1164]  FMESLjds] 27 Pk 7735, 7E 298 (vi) Wi ] B A BR A etk Bt 0, 3R15 Pl
& T amAE (0,15 58 ) , 77 :93%,

[1165] 4/ :98%,

[1166] 'H NMR (400MHz, CDCl,) : 8 7. 80-7. 71 (m,4H) , 4. 95-4. 70 (m, 4H) , 4. 17 (s, 3H) ,
4. 04 (s, 3H) , 3. 80-3. 43 (m, 2H) , 2. 51 (s, 3H) , 2. 27 (m, 1H) , 1. 80 (s, 3H) , 0. 99-0. 86 (m, 2H) ,
0. 35-0. 30 (m, 2H) .

[1167]  ES-MS m/z 596 (M'+1,100% ),

[1168]  IR( 4l )cm ':3457,2928, 1664, 1580, 1380, 1279, 1174, 1135, 1021, 903, 756, 682,
[1169]  SEjifsl 31

[1170]  N-(G—{[(3,56— = ( =g AL ) - FH ) - (- L —2H- Pyme —5- k) - & ]- H

CF3
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A} =1, 3= L —TH- EMETE [3,4-b] HEsE —6- 22 ) -3 &0 N- IR 2 - A BRI A A A
[1171]

[1172]  $RERSZHERE) 27 Frid ik, 72088 (vi) HEHSEABES (chloropionyl chloride)
KRBT LE B, SRR B ST Bt (0.066 52 ), 772 :38%.

[1173]  42lifF :97%.

[11741  'H NMR (400MHz, CDC1,) : 8 7. 79=7. 71 (m, 4H) , 4. 99-4. 64 (m, 4H) , 4. 18 (s, 3H) ,
4.03(s,3H), 3. 86-3. 37 (m, 4H) , 2. 60-2. 33 (m, 6H) , 1. 00-0. 83 (m, 2H) , 0. 39-0. 31 (m, 2H)
[1175]  ES-MS m/z 644 (M'+1,100% ).

[1176] IR(4E )em ':2927,2361, 1664, 1579, 1403, 1380, 1279, 1174, 1135, 1021, 903, 756,
682,

[1177]  SEjtfs) 32

[1178] (3,5 = (= A ) - R ) -[6- (PR P L - 20k — 2 J ) -3- H AL - il
I [5,4-b] mMEng —5- BRI | - ZUE IR PRI A K

[1179]

[1180]
MM —5— B AR 1, 3— HTJE — ek —5- Lk (65% ).

[1181]1  4fi JiF :93.66 % (HPLC :Symmetry Shield RP8, [0.01M KH,PO,:CH,CN], 210nM,
R.9. 174min)

[1182] 'H NMR(400MHz, CDC1,) :d 7.78(s,1H),7.63-7.52 (m, 3H),4. 57-4. 51 (m, 2H) ,
4.42-4. 38 (m, 2H) , 3. 89 (s, 3H) , 3. 20-3. 16 (m, 4H) , 2. 48 (s, 3H) , 2. 16-2.07 (m, 1H) ,
1.52-1. 42 (m, 8H) , 1. 05 (t, J=7. OHz, 3H) ,

[1183]  (ES-MS)m/z 573 (M'+1,100% ).

[1184]  sEjafsl 33

[1185]  (5-{[(3,5- = (=g Ak ) F I )-(2- A 20— PUme —5- L )- & At ]- H
HE ) -3- L - RUEME [5,4-b] ke —6- FE ) - IR RIE L - 2.3 - fEA K

[1186]
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[1187]  #BESKE ] 24 () SR 58 7 v & An b &4, R &M (5-[(3,5- = ( =& H
H) - RS ) - AL -3 FE - SRR [5,4-b] b —6- 2 ) - IR AR AL - 2 - i
KRB 5-[(3,5- = (ZgH ) - FAEAL ) - AL 1-1,3- ZF AL —1H- mEmeJf [3,4-b] ik
WE —6- J& |- PR - 20 - fig (60% ) o

[1188] 4ii JF .98 % (HPLC :Symmetry Shield RPS, [0.01M KH,PO,:CH,CN],210nM, R,
9. 165min) .

[1189]1 'H NMR(400MHz, CDCl,) :d 7.75(s,1H),7.64-7.63 (m, 3H) , 4. 74 (s, 2H) , 4. 63 (s,
2H) ,4. 22 (s, 3H) , 3. 24-3. 19 (m, 4H) , 2. 42 (s, 3H) , 2. 15-2. 04 (m, 1H) , 1. 59-1. 41 (m, 6H) ,
1. 07 (t, J=7. 0Hz, 3H) , 1. 04-0. 99 (m, 2H) ,

[1190]  (ES-MS)m/z 597 (M'+1,100% ).

[1191]  SZjfafs] 34

[1192]  (5-{[(3,5- = (=g ML) — 1K) - (2- I —2H- JYyme —5- L ) - g |- AL ) -1,
3— HRE —1H- MEME I [3,4-b] MERE —6- 3 ) — 20k - (PYE - BRI —2- SRR E ) - 296 ek
[1193]

[1194]  FRHESZHEW | PriR ik, 8] (i) M (S)- 2.3E - (A - Wl —2- JEH
) - AB I T AR - 23t - %, SRV SV e BRI AE (0. 21 38 ), 7728 :55% .
[1195]  4liJ& :95.02% (HPLC :YMC C8,20:80[KH,P0, (0. 01M, pH 3.2) :CH,CN], R, 4. 41min)
[1196] 'H NMR(300MHz, CDC1,) :d 7.69-7.65 (m,4H) , 4. 83 (s, 2H) , 4. 66 (s, 2H) , 4. 21 (s,
3H),4.01-3.98 (m, 1H) , 3. 94 (s,3H) ,3. 79-3. 74 (m, 1H) , 3. 65-3. 59 (m, 1H) , 3. 41-3. 34 (m,
2H) , 3. 22-3. 14 (m, 2H) , 3. 16 (s, 3H) , 1. 86—1. 76 (m, 4H) , 1. 08 (t, J=6. 81Hz, 3H)

[1197]  MS(ESD)m/z 612(M+1) ",

[1198]  SEZjitifs 35

[1199] (3,5 = (=g ) - &) -[2- (PR R — &0 — & hE ) — meiph —3- &
5] - AR ERN A R

[1200] B3 (i) :2- S FEmk -3- FEEHE AL -

[1201]

168



CN 103102303 B 1«51'1 AA :F' 159/202 17t

o ek

Nl
[1202]  7EFCAA TERE RIS, 3 R FEZ (9. 13 5¢,0. 125 BE/R) BWHIE 0°C, I
FEREEBEFE, BN =& & LB (phosphorous oxychloride) (563.7 52,0. 35 BE/R ) o [AlIk
I N- SRz (6. 55 3, 0. 05mol) , HA 1R A48 65°C [RIIR InFA 16 /NEF . 2848
ok & = AL, INK, FEH R CERFEEUA M . 28RV, AR (100-200 B ) 2ifk
KW, H 2% CFR B8 / Ak 73 :68%, mp :145°C ;
[1203] 'H NMR(CDCl,,400MHz) :d 10.5 (s, IH) ;8. 78 (s, 1H) ,8. 12-7. 90 (m, 3H) ;7. 70 (¢,
J=7. 3Hz, 1H) ;
[1204]  J5ii m/z (EI-MS) :192 (M+1,100% ) »
[1205] DR (i1) N- BRI LA AL -

[1206]
H 4

[1207]  7£ 25-35°CHiE 8-12 /N Ja, HIFRIATR (2 i, 17. 5bmmol) FIELELS (oxallyl
chloride) (2.2 &, 17. 5mmol) i £ N— ¥ R % Bk 3 (cyclopentenoyl) - Zf&. 7E 0°C, [A]
HrmA iz (2.1 528,48, Tmmol) HIZRIEW, JER I BLR G WAE 25-35"CHidt: 3 /NG, 1M
JE B ARG, 3B N- R A BEE - 2k (1.7 50), 775 :68.9% . fER AT, %
N- BRI JA IR — 2% (1.7 3, 13. 3mmol) AYTE/K VUSRI (THF) (10 2+ ) A S
# (LiAlH,;31. 3 3¢, 36. Immol) HIABZIEWH .« 75 25-35°CHiHE 1 /DI 2 5, W R BIR A
Yt Sz M IR 8 /N o S YR A 40 FH VR AN BR A VA R VR 2K, 1L 08, FH 2Tk (Bt,0) Bkt
Vo WRAEIEI, 193 N- IR RHAE R FE 2.1z (0.6 50 ) , =% :40% .

[1208] 'H NMR(CDC1,) :d 5.41(bs,1H),3.34-3.21(m,2H),2.50-2.39 (m, 1H),
1. 86-1. 55 (m, 8H) , 1. 12 (t, J=7. 2Hz, 3H) ;

[1209]  CI-MS(/z) :127 (MW,20% ), 126 (M-1,100% ) .

[1210] B3R (iii) :2- (PRIRIEFIE - 20 - %08 ) - eIk —3- RS Ak -

[1211]

[1212] %5 2- S VEMk -3- B EE (0. 27 32, 1. 40mmol) AIARERAH (0. 579 3L, 1. 4mmol) oA
B 25 PRI S . FIZBIRP A 3 ZF N, N- ~HIERERZ OMF) , 1ff f& 375 0
NIRRIE RS 2% (0. 214 52, 1. 69mmo ) 1) —F I A BERZATR . B1SBIRRA R 2 /)
I, MR E 2 25-35°C, 1 e iR A M EIEREK (10 ZHF) b, A 4R OB (3x50 ZF)
A RANUZE KGR BREN T . B2 ARG, 525 AR . 72 .
0. 355 5% (89% ) s

[1213] 'H NMR(CDCl,,400MHz) :d 10. 14 (s, 1H) ;8. 44 (s, 1H) ;7.80-7. 74 (m, 2H) ;
7.67-7.63 (m, LH) ;7.34-7. 30 (m, 1H) , 3. 55-3. 47 (m, 4H) , 2. 37-2. 29 (m, 1H) , 1. 73-1. 72 (m,
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2H) , 1. 70-1. 46 (m, 3H) , 1. 20~1. 11 (m, 6H) ;

[1214]  m/z (ET-MS) :282 (M+1,40% ),213(100% ) ;

[1215]  IR(cm') :3385,2948, 1691,

[1216]  BIE (iv) :{3-[(3,5- = ( =& M ) - N ) - B 1- ek —2- & |- 3%
R - 20, - FRIA R

[1217]

A

2
NN

[1218] DR (iii) HIREM 2- (AR AL - 20 - &AL ) - &bk -3- % (0. 355 3¢,
1. 25mmo1) \3,5— — ( =B ) FZ (0. 305 52, 1. 25mmol) FIEERR (0. 151 7d, 2. 51mmol)
TR 25 ZF BRI S, MG A 4 Z2H F B, 72 25-35°CHI %R G 16 8. 2
J& LA S NGNS A AN (0. 237 7,3, TTmmol) o £EZ G N HAK SR 1 /N, TS
B L RE, IR AKIMARRLIR A . HZBRZE (3x50 =) FEHUZIR G, BH )

(K% B2 PRI B B S AN IA VR SR 5 ShoKWeiss, FBRBRAN T8 . 28 R, 15 3] 2Rk
RN, ARERE (100-200 B ) 2tk Haife, B 4% 4/ CEE / k.

[1219] ;=3 :155 27 (56% ).

[12201 'H NMR(CDCl,,400MHz) :d 7.96 (s, LH) ;7.85(d, J=8. 5Hz, 1H) ;7. 81 (s, 2H) ;
7.76 (s, 1H) ;7.68(q, J,, =8.0Hz, J,=1.3Hz, 1H),7. 58 (m, LH) ;7. 37-7. 35 (m, 1H) ;3. 96 (s,
2H) , 3. 84 (s, 2H) , 3. 30-3. 24 (m, 4H) , 2. 17-2. 12 (m, 1H) , 1. 64-1. 09 (m, 1 1H) ;

[1221]  m/z (EI-MS) :509 (M',40% ),282(100% ) ;

[1222]  IR(em') :3357,2929,2851,

[1223] DB (v) :(3,6- = ( = A ) - R ) -[2- (B R R - o & -2 ) - %
Wbk —3— JEFR L 1 - U R R & Rl

[1224]

[1225]  FE20HE T RPER (v) 3R (3-0(3,5- = (= A ) - FHREHE)-H
B ] Wk —2- L - BRI R L - 2k - g (0. 155 B, 0. 304mmol) A K,CO, (0. 126 b,
0.913mmo1) AN BRI E JRFHEH o WK VISR (3 2 4 ZF ) IABRZFEIES, 7
EZR T HFZIRAY) 30 8. R EHMAFFRFEE (0.035 5,0. 456mmol) , H K
RMIRA AL 26-35°CHidE 8-12 /NMif o bJE, B ASBR ZHE 0, B A A B o, F 201 2,15
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FHURAEY . ¥ANUZFBR RN T8, B 25W4E, 15 2 AR A4, 5 AR (100-200
H, ASTM) Zitk, [ 3% 2R B8 / Fihlk. SR EHa N EaMit ey, Bh
96. T0% AL, 772 115 25w (90% ) ;

[1226] 'H NMR(CDCl,,400MHz) :d 7.86-7.79 (m, 1H) ;7.75-7. 73 (m, 2H) ;7. 65-7. 63 (m,
2H) ;7.60-7.57 (m, 2H) ;7. 45-7. 32 (m, 1H) ;4. 67 (s, 2H) :4.49 (s, 2H) ;3. 88(s,
3H) ;3. 20-3. 13 (m, 4H) ;2. 14-2. 11 (m, 1H), (1.67-1.40 (m,5H) ;1. 32-1. 20 (m, 2H) ;
1. 17-1. 04 (m, 3H) ;0. 89-0. 82 (m, 1) ;

[1227] m/z (ES-MS) :568 M+1,100% ) ;

[1228]  IR(em') :2955,1710,1279.,

[1229]  sLjifsl 36

[1230]  (3,5— — (=@ )- FF)-0- 2 FEE I - ek -3- PR ) - Z PR P
BEIA

[1231]

K CF3

[1232]  ff 5 SChitifg] 35 HAH R 7775 G bR A A4, R e PR (iii) P = 2R
B PR A AL 2 i, RIS B R R SRS =4 (0. 14 58) , 72 (purity) :60%, 4
& 95.45% (HPLC :Alltima C18, [0.01M KH,PO,:CH ,CN], 215nM, R, 10. 589min)

[1233]  IR( 4, cm') :2970,1708,1279,1135 ;

[1234] 'H NMR(CDCI,,400MHz) :d 7.86(d, J=8.3Hz, 1H),7.75(d, J=5. 6Hz, 2H),
7.67-7.58(m,4H),7.37 (t, J=7. 3Hz, 1H) , 4. 55 (s, 2H) , 4. 45 (s, 2H) , 3. 89 (s, 3H) , 3. 21 (q,
J=14. OHz,4H) , 1. 06 (t, J=6. 9Hz, 6H) ;

[1235]  m/z (ES-MS) :514 (M, 100% ).

[1236]  sLjfsl] 37

[1237] (3,5 = ( = AL ) - 0L ) — (2 MEmg o —1- 2 — vk —3- S AR 2L ) - UL IR
RS 5

[1238]

[1239]  FZMESZHG] 35 AR Jridk, B0 08 (1id) dfdi F kg B AR 30 T 0k FR 3 2 i, 3R 15

HPRAR LA (0. 25 35,59% ) , 4l :95. 12% . (HPLC :Inertsil ODS3V, [0.01M KH,PO,:

CH,CN], 215nM, R, 12.410min) .

[1240]  IR(#f, cm') :3395,2959, 2872, 1708 ;

[1241]  'H NMR(CDCl,,400MHz) :d 7.75-7.73(m, 2H),7.60-7.51 (m, 6H) , 4. 62 (brs, 2H)
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4. 48 (br s,2H),3. 86 (s, 3H) , 3. 55-3. 50 (m, 4H) , 1. 93—-1. 89 (m, 41]) ;

[1242] m/z (ES-MS) :512(M+1,100% ) .

[1243]  sEjitifs) 38

[1244] (3,5 = ( =R AL ) - R0 ) — (2 WRWE —1- J& — mdempk —3- JL L ) - SRR
[EYiEE g5

[1245]

oA

[1246]  $% L] 35 BT IR T VERIAE R 7 VA AR AL 54, R 27 bR (1i1) A
WR e A E B e B O 2 R i, SR8 T R BRAL S PRIR IR 4 (0. 07 %2 ), 7= 28 263 % 4L
93. 56 % 7“4 (HPLC :Tnertsil ODS 3V, [0.0IM KH,PO,:CH ,CN], 215nM, R,10. 569min) o
[1247]  IR( 4, cm ') :3384,2933, 2855, 1709 ;

[1248] 'H NMR(CDCl,,400MHz) :d 7.94-7.80 (m,2H),7.72(s, 1H),7.66-7.51 (m,4H),
7.38-7.35(m, 1H) , 4. 58 (s, 2H) , 4. 44 (s, 2H) , 3. 89 (s, 3H) , 3. 09-3. 08 (m, 4H) , 1. 60 (s, 4H) ,
1. 54 (s, 2H) ;

[1249]  m/z (ES-MS) :526 M'+1,100% ),

[1250]  sEjafs] 39

[1251] (3,5 = ( =) - K3 ) - [2-(4- IR AL FF 2 - WRIE —1- 3t ) — ndempk -3 L HR
5] - AR CERN A R

[1252]

[1254]

[1255]  fEZIE T, EBURE T 0 1- (RO EF ) IR (0. 42 2, 2. 2mmol) JIAZE
2- &5 -3- Mk % (quinolinecarboxaldehyde) (0. 383 ¢, 2. Ommol) A1 H% B 40 (0.7 v,
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5. 0mmol) fEJC7K DMF (4 ZF+) HRIRAYI . FE 20 980 2 )5, B R BIR A /E 110°Chn
WA 5 /NN BEEER G, HK (40 2H) MBEZIEEY, HH R OB (3x30 Z71)
I g5 I A VISR B EEKEe S, R BN T8, ik 8, )5 3 S W4d, 13 2R M th
=4, it A et Alifh, A 2. 5% R ) SR R I R IR, 49 BIAR AL &4 0. 56
58 ) FEE 186 % .

[1256] Mp 95-96°C ;

[1257] 'H NMR (CDC1,, 300MHz) : 8 10. 17 (s, 1H) , 8. 48 (s, 1H) , 7. 81 (t, J=8. 2Hz, 2H) ,
7.67 (m, 1H),7.36 (m, 1H),3. 51 (t, J=5. 1Hz,4H), 2. 61 (t, J=4. 8Hz,4H), 2. 22(d, J=7. 2Hz,
2H),1.84-1. 68 (m, 6H), 1. 31-1. 13 (m, 3H) , 0. 96-0. 82 (m, 2H) »

[1258] m/z MS :338(M'+1,100% )«

[1250]1 PR (i) : (3,6- = (=@ A - R -[2-(4- ORI - IRiE —1- 28 ) —n&
Wbk —3— JE L 1 Z A ik

[1260]

[1261]  FEZ 3, BB, 3,5- W (=P ) FZ (0. 305 52, 1. 25mmol) JNAZE
2-(4- RO F - WRIGE —1- & ) — mEbk —3— FREE (0. 4 W, 1. 23mmol) [ EEVEVR T, 1M1 f5
IAEEER (0. 16 ZF) o Bt 1 /N2 )5, /AN OHin N SR (0. 237 38, 3. 77Tmmol) ,
HAEZRWFFZRPOEH . AT RMEAY, K 30 ZF) MR (30 ZF+) A
BRI, NG CIR CEE (2x 30 271 ) K HFERL KA I r-a VY A EhK B, A
R BRSBTS URS, 13 B0 (k™ . I AR i Alidk, FH 2. 5% FEE / —
SR LEL M, 12 A (0,468 5L ), 772 67 %,

[1262] Mp 54-55C ;

[1263] 'H NMR(CDCl,,300MHz) : 8 8. 11 (s, 1H),7.84 (s, 1H),7.80-7. 68 (m, 4H) ,
7.64-7.58 (m, lH),7.45-7. 39 (m, 1H),4.09(d, J=11.4Hz, 2H), 3. 85-3. 72 (m, 4H) ,
3. 46-3. 27 (m, 4H) , 2. 85 (d, J=6. 6Hz, 2H) ,2. 05 (br s, D,0 3 # [, 1H), 1. 84-1. 68 (m, 7H) ,
1. 37-1. 03 (m, 6H) .

[1264] m/z MS :565(M+1) .

[1265] DEE (iii) :(3,6— = (=g &) - R ) -[2-(4- O 2E - Rgs —1- 28 ) — 1%
Wk —3— R AL 1 - RE IR L ERI A R

[1266]
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[1267] #% J& /K Bx E& 27 (0. 17 3, 1. 23mmol) 0 A B (3,56- = ( = i H 2 )-
H)-[2-(A- LR AL - URGR —1- 28 ) — Wbk -3- At — I ]- % (0. 23 72, 0. 4mmo1) (¥
7K THE (5 ZFF ) Wi fERARETN, HitdE 0.5 /Nf 2 5, 218U I\ &R R .88 (0. 06
ZF+,0. 6mmol) o FEFBEIFIL R 2 5, IMAIK (25 =F) , FHH IR B (3x25 ZF+) FH
ZIREY) . A FEIIA VA Sk ek, AR RN %, 198, BSR4, BRI o taifk. 18
WHRER AR AL, H 10-30% 2B B8 / CLeie it , 23 BIRE PRI (10 T 75 B0 B 4 7= )
(0. 206 3 ), 72 :81%,

[1268] 4/ 94.87% (HPLC :30:70 [KH,PO, (0. 01M, pH 3. 2) :CH,CN], R,4. 22min) .

[1269] 'H NMR(CDCl,, 300MHz) :d 7.87-7.82(m,2H),7.72 (s, 1H),7. 67-7. 46 (m, 4H) ,
7.42-7. 35 (m, 1H) , 4. 68—4. 30 (m, 6H) , 3. 56-3. 21 (m, 4H) , 2. 54-2. 38 (m, 4H) , 2. 18-2. 09 (m,
1H), 1. 85-1. 48 (m, 6H) , 1. 35 (t, J=7. 2Hz, 3H) , 1. 28-1. 09 (m, 4H) , 0. 99-0. 82 (m, 2H) .

[1270] m/z MS 637 (M+1,100% ).

[1271]  sEjfs] 40

[1272]  [2- (R0 - 208 — 008 ) — ek —3- JEH L ]-(3,5- = ( =R ) - 75 ) - &
H IR 2. B8 1A Ak

[1273]

o f
b CFy

[1274]  $ZERSTHEH 39 (USLI0 T 1A | S br LG40, R (1) PEH N- 23 - %
FEARE 1- (AR ) WRNE, SRAFA MR IR I bR AL 54 (0. 218 i ) , 7 22 :96% .
[1275] 4l 97.93% (HPLC :30:70 [KH,PO, (0. 01M, pH 3. 2) :CH,CN], R, 99. 72min) .
[1276] 'H NMR(CDCl,, 300MHz) :d 7.91 (s, 1H),7.88(s,1H),7. 75 (s, 1H),7.66-7.51 (m,
4H) , 7. 40 (t, J=7.5Hz, 1H),7. 26-7. 16 (m, 5H) , 4. 72-4. 29 (m, 8H) , 3. 23 (q, J=6. 9Hz, 2H) ,
1. 38-1. 23 (m, 3H) , 1. 10 (t, J=6. 9Hz, 3H) ,

[12771  m/z MS :590 M'+1) .

[1278]  sEjEH] 41

[1279]  (3,5- = ( =gHAE ) - R0 ) -[2- (T - &0k — 25k ) — mdemk —3- LR -
F IR 2. B8 1A Ak
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[1280]

[1281]  #ZHRSZi) 39 Eﬁ%bﬁ/ﬁhﬂ%ﬁifﬂ%/\%,/\mfﬂ% (i) FEHN-2Z3 - T
FefE 1- (IR IR AL ) WRIGE, SRAFRG PRI bR AL A4 (0. 223 520 ) , 734 :97. 4%,
[1282] 4/ 98.83% (HPLC :30:70 [KH,PO, (0. 01M, pH 3. 2) :CH,CN], R,52. 25min) .

[1283] 'H NMR(CDCl,,300MHz) :d 7.89-7.79 (m,2H),7.74 (s, 1H) , 7. 68-7. 56 (m, 4H) ,
7.36(t, J=7. 2Hz, 1H) , 4. 65-4. 26 (m, 6H) , 3. 23-3. 15 (m, 4H) , 1. 52—-1. 19 (m, 7H) , 1. 07 (¢,
J=7. 2Hz, 3H) , 0. 835 (t, J=7. 2Hz, 3H) .

[1284] m/z MS :556 (M'+1) .

[1285] St 42

[1286]  (3,5— = ( =) - £t ) -[2- (RO REF I - 245 - 20 ) - ek -3- & H
5 ]- HEER R OB A L

[1287]

b

(

CF,

o}

SN

Qe
tg; CF,

[1288] B (1) N-FRCOHEER I - 2%

[1289]

[1200] 7ESAAHETN, KBS (L. 1%7’% 15. 4mmo | 1248 Hh i N 21 vk v H1 3R 38 R
& (1.3 ZFF, 10mmol) FIMERE (4 2ZFF) WP . 75 0-5°CHiFE | /N2 S5, ¥ R NIR A
TEIRESIRE T 4657 6 /NI o SRS Z IR S BRI K (20 ZF) o, IR R B8 (3x25 2
F) FEH BAIFRANAEA IN HC1 (2x10 25 ) Heidk, Mo AWM EMER (10 2
F) Bk, BN TEA VU, i8I B 240, 133 N- 2B - Bt - 2.3 - 1% (1,50
T, TR 198% . AERAAE Y, Hl & N- 2 - 3 - 25 - B% (0.8 72, 5. Ommol) [
TooK THE (10 ZF ) VAR, B EALA84EE (1. OM 19 Z.BEVA W, 10mmo 1) AN BZ AR . 78
FETHHE 6 N2 S5, 8 SRS RN K (30 =) 1, I 1 /. R EHIEL
BLERDE, FH7K (10 ZFF) FIZ B2l (3x 25 =) Bedk. UEEA IRIIIEM, IE5 B ANl
o KA HLE KBSk, FHBRERE T8, 198, B 2S48, B3R5 (0.4 58) , /=% .
56% .

[1201]1 'H NMR(CDCl,, 300MHz) :d 2.62(q, J=7.2Hz, 2H),2.42(d, J=6. 6Hz, 2H) ,
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1.74-1.63(m,5H) ,1.50-1. 38 (m, IH), 1.28-1. 15 (m, 4H) , 1. 09 (t, J=7. 2Hz, 3H),
0. 94-0. 84 (m, 2H) »

[1202] JBO% (ii) :(3,5- = (=@ A& ) - FE)-[2-(HCOHFHE - o5 -2 5 )- %
Wbk —3— FE AL ] - SR IR L ER I B Rk

[1203] 4% SKiafs] 39 HYSEIG Tkl & Bhrfb a4, R A N- RO BRI - 208
1= (PR AE L ) WRMR, FR1STC EORG PRBAAIR FIAR AL A4 (0. 268 5L ) 572 :98.89%
[1294]  4fifiF 99. 32% (HPLC:20:80 [KH,PO, (0. 01M, pH 3. 2) :CH,CN], R, 118. 83min) »
[1295] 'H NMR(CDCl,, 300MHz) :d 7.84 (m,2H),7.72(s,1H),7.64-7. 54 (m, 4H) , 7. 35 (t,
J=7. 2Hz, 1H) , 4. 71-4. 28 (m, 6H) , 3. 23-3. 08 (m, 4H) , 1. 68-1. 52 (m, 7TH) , 1. 37-1. 25 (m, 2H) ,
1. 17-0. 99 (m, 6H) , 0. 87-0. 71 (m, 2H) .

[1296] m/z MS :596 M'+1,100% ).

[1297]  SZjEfs) 43

[1208] (3,5 = ( =R 2 ) — R0t ) —[2- (BRI H 2 — T2 — 208 ) — vk —3- R HH
5] - AR CER A R

[1299]

[1300] &R SLjEfs] 39 SIS T 15 A& br i 5400, 750 3R (1) A3 R G FR B TR e A
B 1- (R CHH L) IR, JRAFTC RS PRI BRI A4 (0. 155 52 ) 5773 :88%.
[1301]  4fifF :98. 21% (HPLC :20:80[KH,P0, (0. 01M, pH 3. 2) :CH,CN], R,89. 41min) .

[1302] 'H NMR(CDCI,, 300MHz) :d 7.88-7.81 (m,2H),7.72 (s, 1H),7. 68-7. 56 (m, 4H) ,
7.39-7.31(m, 1H),4. 71-4. 28 (m, 6H) , 3. 27-3. 05(m, 4H) , 1. 61-1. 28 (m, 12H) , 1. 11-0. 95 (m,
2H),0. 79 (t, J=7. 5Hz, 3H) »

[1303] m/z (ES-MS) :596 M'+1) o

[1304]  sEZjifafsl 44

[1305] (3,5 = ( =R 2 ) - R0t ) - [2- (BRI 2L — 208 — 2008 ) — vk —3- A H
] - AR ER A R

[1306]

[1307]  #ZHESZitf] 35 HISEIS ik & hr @b &), /0 (i) PRI R 2%
AR IR TR AL FF AL 2, RIS TE B PEVRAA (0. 085 T8 ) 7= % :54. 48%,
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[1308] 4% 98.05% (HPLC :20:80 [KH,PO, (0. 01M, pH 3. 2) :CH,CN], R, 26. 75min) .
[1309] 'H NMR(CDCl,, 300MHz) :d 7.88-7.79 (m,2H),7. 74 (s, 1H),7. 67-7. 57 (m, 4H),
7.39-7.37 (m, 1H) , 4. 68-4. 38 (m, 4H) ;3. 88(s,3H) ;3.32(q, J=7. 0Hz, 2H) ;3. 06 (d,
J=6.6Hz, 2H) , 1. 08 (t, J=7. 0Hz,3H) ,0.93-0. 89 (m, 1H) , 0. 42-0. 34 (m, 2H) , 0. 09-0. 05 (m,
2H) .

[1310] m/z MS(ESI)540 (M'+1) .

[1311]  sEjafsl 45

[1312] (3,56 = ( =) - FAt ) -[2-(FF T R H I - £ - 208 ) - ek -3- & H
S ] - FEE R R EE AL

[1313]

[1314]  FMESLjEds] 35 (M SLI8 775G & An itk &9, fE 098 (111) AT T R %
B IR AL O, SRAF o R PR (0. 13 38 ), 72 :97%

[1315] 4§ 100. 0% (HPLC :20:80[KH,P0, (0. 01M, pH 3. 2) :CH,CN], R, 39. 77min) .
[1316] 'H NMR(CDCl,, 300MHz) :d 7.86-7.84 (m,2H),7. 73 (s, 1H),7. 66-7. 57 (m, 4H),
7.39-7. 25 (m, 1H) , 4. 64-4. 36 (m, 4H) ;3. 88 (s, 3H) ;3. 25(d, J=7. 2Hz, 2H)) ;3. 14(q,
J=7.0Hz, 2H) , 2. 62-2. 44 (m, 1H) , 1. 86-1. 69 (m, 4H) , 1. 55-1. 51 (m, 2H) , 1. 07 (t, J=7. OHz,
3H0) .

[1317]  m/z (ES-MS)554 (M'+1) »

[1318]  sLjitifsl 46

[1319]  (3,56— = ( =3 L) - FE)-[2- (I RAEF R - o5 -5 &) -6- F & -
Wbk —3— JEFR L - S R R A R

[1320]

s

HaCu o~ N ~CF3
NN E

(13211  #%ME 5 SEHE 6 35 428 K KISk I8 VA IR I SE 36 T i A5 b AL &5 ), RO2 e 20 3%
(1) oo P X FR 2R3 B A N—- SRR, 45 BURG PEUA 0.02 30 ), 7238 1189, 4l)%
99.59% (HPLC :Symmetry Shield RP8,22:70[0. 01MKH,PO,:CH ,CN],220nM, R, 8.212min) .
[1322]  'H NMR(CDCl,,400MHz) :d 7.77-7.72(m,4H), 7. 65-7. 56 (m, 1H) , 7. 44-7. 42 (m,
2H) ,4.67-4. 58 (br s, 2H),4.49-4. 37 (br s,2H),3.88(s,3H),3. 18-3. 11 (m, 4H) , 2. 48 (s,
3H) , 2. 13-2. 09 (m, 1H) , 1. 54-1. 40 (m, 8H) , 1. 04 (t, J=6. 9Hz, 3H) .
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[1323]  m/z (CI-MS) :581 (M, 100% ) .

[1324]  sZjfafsl 47

[1325]  [2-( XU — BAPR 8 AR AL — a0k ) —8— A0 — mgempf —3- AR 0L ]-(3,5- = (=& H
B - NI - BT ERNA K

[1326] JDUE (i) W - IR - LA

[1327]  (i)a. RPN BRI At H L — BEJIL 1A K

[1328]
Y

[1320] MG EA WAL R IR (1.0 5, 11.63mmol) 5 DOM(25 =& F) —#2 N A 2| 50 = F+ W
IR R B . R FEE B, £ B A B ZIR AW A1 3] 0°C, 345 EDCT (4. 15 3,
13.95mmo 1) A-HEIMABNEAYH, IR JEREF 0. 5 /M. LSRR I =1 (1. 88
5, 13.95mmol) A B 1% 0 CIR AW, K H bk 10 580, RIEIMA = (1.7 5,
11. 63mmo) , FEAEAH FIE T 4R EE i bz A4 0. 5 /BT SRS, IR TR B iZ (0. 825
i, 11, 63mmol) , FHAT Sk Bk B = I, e d . SR BB BR EIE AL R R R i it
60-120 FERRAEREAT 24k, FH SR e B, fR BRI 5 4 (1.6 3 ), 7" % :87%,

[1330] 'H NMR(CDCl,,200MHz) :d 5.75(br s, NH, D,0 & # {9 ),3.17-3.16 (m, 2H),
1. 00-0. 80 (m, 4H) , 0. 77-0. 67 (m, 2H) , 0. 56-0. 43 (m, 2H) , 0. 24-0. 16 (m, 2H) »

[1831]  m/z(CI-MS) :139 (M, 100% ),

[1332]  (i)b. A - RN - FZHIE

[1333]
i Y

[1334] 7RV, mEAEE (1.3 52,9, 35mmol) [ 10 /K LBEETF I A
N= R Mm% (cyclopentenoyl) — ZJ& (1.7 3¢, 13. 3mmol) HIJE/K Z B (10 ZF) ¥
VLR BAE Z IR 8 /N, SR Fa P AR BRAA VR AR KR TR &9, 108, FF ¥ e H &
Ve o IRAR VR, 13 BIbRNZ (0.8 38 ), 72 :69%

[1335] 'H NMR(CDCl,, 200MHz) :d 5.75(br s, NH, D,0 & #t ¥ ),3.16-3. 09 (m,2H),
2.50-2. 4 (m, 2H) , 0. 56-0. 43 (m, 4H) , 0. 24-0. 21 (m, 3H) , 0. 21-0. 13 (m, 3H) -

[1336] m/z (ES-MS) :139 (M'+14,100% ) »

[1337] DR (i1) :[2- (X — RPN AE AL — 0 ) —8— FR 0k — meiph —3- R L ]-(3,5- =
( = AL ) - R0k ) - 2R P EEN S R

[1338]
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\7 CF3
[1339] i 5 Sty 35 7 VEAH R 77 V2 Am ik &4, ROEAED IR (1) H T 4B
FRFHE N- LB IR ACE N- B Z5 A R (P11) A Af XL - PR 28 R 3L i, 15 B £
FEHERARIR K B 35 1 774 (0,05 58 ) , P73 :40%, 415 98. 8% (HPLC :Symmetry Shield
RP8, [0. 0IM KH,PO,:CH ,CN],217nM, R,12. 719min) o
[1340] 'H NMR(CDCl,,400MHz) :d 7.7 (s, 1H),7.68-7.44 (m,3H),7.27-7. 24 (m, 2H) ,
4.78-4.65(m, 2H) , 4. 47-4. 4 (m, 2H) , 3. 8 (s, 3H) , 3. 16-3. 14 (d, J=THz,2H), 2.7 (s, 3H),
1.55(s,3H), 1. 01-0. 9 (m, LH) , 0. 38-0. 34 (m, 4H) , 0. 07-0. 05 (m, 4H) ;
[1341]  m/z (CI-MS) :579 (M, 100% ) »
[1342]  SZjEfs) 48
[1343]  (3,56— = ( =@ A ) - 75 ) [2- (B 5L - 2 0t — &0 ) — ek —3- B H
A 1 IRARESE R B R A
[1344]

[1345]  fE 0°C,7E 25 ZFHRRLENE S, AL (0.023 75,0.98mmol) [I7E7K THE (15 Z&
F) BB IS 35 BB ER (iv) 3R {3-[(3,5- = (=g AL ) - R ) - H
] ek -2- L - PR RIE RS - 23 - % 0. 25 58, 0. 44mmol) o % S MR A AR AR [F]
BT HEFE 10 408, BRI bk (0. 112 5, 0. 98mmol) , M5 IIAMEH LT (0. 208 ¥,
1. 4Tmmol) o ¥ S Wik B E =I5, Ikt £ 0. 5 /M. ARG 18] BB i N IK, SR JE 4 H A
LR GRS A FFANLZ F KI5 RN T8 . 28 RIE R, 15 BIFR 4L
AW (0.250 30 ), 7= EF :87%, 2l 98.59% (HPLC :Symmetry Shield RP8, [0.01MKH,PO,:
CH,CN], 217nM, R, 12. 221min) .

[1346] TR(4f, cm ') 2953,1378, 1278 ;

[1347] 'H NMR(CDCl,,400MHz) :d 7.88-7.86 (m, 1H),7. 77-7. 59 (m, 6H) , 7. 39-7. 36 (s,
2H) , 5. 37 (br s,2H),5.07(br s,2H),3.2-3.12(m, 4H), 2. 77-2. 76 (m, 3H) , 2. 15-2. 07 (t,
J=7.5Hz, 1H) , 1. 55-1. 40 (m, 7TH) , 1. 07 (t, J=6. 9Hz, 3H) ;

[1348] m/z (ES-MS) :645(M'+1,100% )

[1349]  sZjEf] 49
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[1350] 3- &I -1-(3,5- = (=@ F ) - FR)-1-[2- (R RIEF R - 23 - H
H ) - MMk —3- FEF AL - R A
[1351]

[1352]
gt - mEnbk —2- O - BRGEE - B - 28R - % (0.5 3, 0. 982mmol) A2 AU R AR R IR AR
Bg (0. 141 3, 1. 08mmol) AR 50 ZF B IR+, I/ IMAZZIREW . Bk
REAEBAGA T [EIR 0. 5 /B, T a8 OBR G0 BE S8, 13 BIAR L 54 (0.4 78 ),
77 .65 %, 4l 93.7 % (HPLC :Symmetry ShieldRPS8, [0.01M KH,PO,:CH,CN],215nM, R,
9. 337min) »

[1353]  IR(4fi, cm ') 3418,2921, 1137,

[1354] 'H NMR(CDCl,,400MHz) :d 10. 10 (br s,1H),7.92-7.9 (m, 1H),7. 75-7. 67 (m, 6H) ,
7.51-7. 28 (m, 1H) ,5. 14 (br s,2H),4. 89 (br s,2H),4.31(q, J=7. 2Hz,2H),3. 22(br s,4H),
2.04(q, J=7.5Hz, 1H), 1. 53 (m, 4H) , 1. 48—1. 34 (m, 3H) , 1. 25 (m, 4H) , 1. 00 (t, J=7. 2Hz, 3H) .
[1355] m/z (ES-MS)641 M+1,100% )

[1356]  sLjfafs] 50

[1357]1  [(3,5- = ( =3 HAE ) — F3E ) — (- [l —1— Jedd — bk —3- JE P JE ) - &L -
FRABUT 1 1A Ak

[1358]

[1350] DB (i) :(3,5- — (= A2E ) - NIk ) - (2— & — VEmk —3- JE AL ) - B 5k

[1360]
SRR
N el s
CFq

[1361] % 3,5- X ( = F I ERE ) (6. 31 77, 26HHH01) FIEEER (1.5 ZFF, 36. 4mmol) JIA
2)VET oK THE (100 27+ ) HHY 2— & —3- FEMRE & (carboxaldehyde) (5. 01 %, 26mmo1l)
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W, A BIREAMAZER TR 1R )50 = C B AL (7. 71 38, 26mmo 1)
IANBIER S, FEZETHZRAWIR . R)G, BIRAYH CREFRE, I KE%m
R ERK BRIk . WA LA, IR ER A T8, Il Be i 28 R4 . 915 B HORE i 2
T8, H-4litk (Biotage Horizon HPFC fhifk £4:,Si0,,70:30 Ok : LR G ) , B3I K A
[l 44 (9. 578) , =% :87%,97. 7% 4% (HPLC :Inertsil ODS-3V C18,30:70 [KH,PO, (0. 01M,
pH 3.2) :CH,CN], 264nm, R, 12. 2min.) .

[1362] Mp 74°C ;

[1363]  'H NMR (300MHz,CDC1,, TMS) :d 8. 23 (s, 1H),7. 79-8. 02 (m, 3H) , 7. 70-7. 75 (m, 3H) ,
7.54-7.59 (m, 1H) , 4. 09 (s, 2H) , 4. 02 (s, 2H) .

[1364] DR (i1) :[(3,56- = (=g 2L ) — 2L ) — (- S — Mk —3- R AL ) — &0k |-
BT HEER A Ak

[1365]

[1366] A& 4% (1) H3RMAM G,6- = (=P H)-FF)-C- & -k -3- L H
) - (972 258, 2. 3mmol) VT THE (10 ZF) H, i Ja I xR — - BUT EE (587 &
b, 2. 53mmol) A1 =7Z.F% (0. 32 ZFF,2. 3mmol) » KGRI FIIR G T, 285
FERERE 22 R 2% kY, 25 THR . LRSS FH & e B, 35 KB i P vk ) SRk e i
—Ko FHRRERR T HIAH, I i 5% 2% Rk 4, B Tk (1.1 %8,90% ), 1331 [(3,
5- T (ZHFHE) - N3 ) - (- & - vk -3- LI ) - & ] R BT SRS, K A L
14,98, 4% 4 (HPLC : InertsilODS—3V C18,20:80 [KH,PO, (0. 01M, pH 3. 2) :CH,CN], 264nm,
R, 20.9min), mp 84°C,

[1367] 'H NMR (300MHz, CDCl,, TMS) :d 8.02(apt d, J=8.4Hz,2H),7.56-7. 80 (brm,6H),
4.64(br s,4H), 1. 48(s,9H) .

[1368] DR (iii) :[(3,5- = (= AL —FHL) - (2 [l —1- fdd — ik —3- L L ) -
5 ] - BEERUT ZEBE A K

[1369]

[1370] BB HE (ii) HERER [G,5- = (=ZFHFH)- TR )-- & - Emk -3- £ H

- F I - EEER BT RS (530 £ 78, lmmol) VA T JC /K DMF (5 £ FF ) A JE/K THF (2 &

F) o, i S % THE %99 i N PdCL, (PPhy) , (36. 7 2 75,0. 05mmol) « = Z, 1% (0.57 Z&
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F+,4. 15mmo1) « M4k WV 4f (copper iodide) (11 Z& %,0. 05mmol) A1 1— &% (0. 12 £ F+,
1. 2mmol) o ¥ RS AR (A28, BB BB A WA ZE TR 25, ¥
i 288 R R R, L Celite™iduE. 2R ZBEHEIR Celite ™, I K5 B VR /K LI
R KBS — R AT, U8, Fede 2 R 4a . FHA3 BIRRE & 1 2 T8t 4,
4tk (Biotage Horizon HPFC faif &4, Si0,,80:20 Tkt : LR B8 ) R AR, 1535
bR AL S W E il (458 278 ), 77 % .83 %,91. 3% 4 J¥ (HPLC :Inertsil ODS-3V C18,
20:80 [KH,P0, (0. 01M, pH 3. 2) :CH,CN], 264nm, R, 28.6min) .

[1371] 'H NMR(300MHz, CDC1,, TMS) :d 8.00-8.08(m, 1H),7.67-7.76 (br m,4H),
7.51-7.56 (m, 1H) , 4. 54-4. 86 (br m, 4H, e’ MK ) , 2. 40 (t, J=7. 2Hz, 2H) , 1. 56-1. 61 (m,
2H), 1. 50 (s, 9H) , 0. 95 (t, J=7. 5Hz, 3H) «

[1372]  sLjEf 51

[1373]1  [(3,5- = ( = AL ) — F3E ) — (- [k — ek —3— R H R ) — &0 1- BEER AT
SEBE ()

[1374]

[1375] B sejE® 16 h3RA KL &9, [(3,5- = (ZRHFH)-FH)-2- & -1- %k
i — MR -3- SR OL ) - EE - BEERAL T JEEE (163 =5, 0. 3mmol) AT L8 (3 =) +F,
IINAE [10%, fEBA (50 258 ) b 1. IS BIREEW7E H, (AW ) A T HcHE 3/
I o K RE T 2R RE, 3T Celite™idvE. 4% Celite ™HH ZL BRI, M I e i 28 R vk 4 Dk
TR FEBAR B U RE S B A TR 4, 44k (Biotage Horizon HPFC faif &4:, Si0,,80:20 ¢
Bt LR IR ) KL=, 13 BT e RAR =4 (75 =50 ) , 722K :45%, 96. 3% 44 % (HPLC -
TnertsilODS-3V C18,20:80 [KH,PO, (0. 01M, pH 3. 2) :CH,CN], 264nm, R, 49. Omin)

[1376] 'H NMR(300MHz, CDCl,, TMS) :d 8.04(d, J=8. 4Hz, 1H),7.64-7. 78 (br m,6H),
7.47-7.52 (m, 1H) ,4. 59 (br s,4H),2.88(t, J=8. 1Hz,2H), 1. 68-1.78(m 2H),1.51(s,9H),
1. 29-1. 45 (br m,4H),0. 87 (t, J=6. 9Hz, 3H) .

[1377]  sZjEfs) 52

[1378]  (3—{[3,5- = (=FHF &) - ¥ ) - (2- AL —2H- PYme —5- % ) - (& |- AL | - &
Wk —2- JE ) - PRRIE R AL - 2R RE A Rk

[1379]
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[1380] PR (1) :(3,5- = (=9 &) - R ) -[2- (R RAEF & - 22 - a2 ) - &
Wk —4- 3 1- ZUIE I 5k
[1381]

k : . CF3

[1382]  7E NS, [ skifats) 35 WP ER (iv) F3RBH) (3-[(3,56—- = (= A ) - i
FHL) - L ] - R 2 Jt ) - IR IR 3L - 23, - 1% (0. 372¢,0. 73mmol) f¥) MeOH (10 ZFt)
VSRR R EA (0. 122 52, 1. 46mmo ) , 17 5 I RALE (0. 138g, 1. 31mmol) o F L
IREMEEE T 4 /N R ESBREER, SFRRRARY, B G T KH, H i 2
BEERAL, FITRBRAA T8 . 28RV, R WY, 153 (3,6 = (ZHFHE) - w4 -[2-(F
Pk - FE - 20 - ) - vk —4- 0 ] ZUE (0.4 38 ), 77 E 199 % .

[1383]  IR(KBr, cm') :3424, 2952, 2214, 1280 ;

[1384] 'H NMR(CDCl,,400MHz) :d 8. 11(s,1H),7.88-7.83 (m,3H),7.79-7.69 (m, 2H),
7.66-7.62(m, 1H),7.42-7. 38 (m, 1H), 4. 42 (s, 2H) , 4. 21 (s, 2H) , 3. 21-3. 16 (m, 4H) ,
2.16-2.09 (m, 1H) , 1. 60~1. 56 (m, 6H) , 1. 11-1. 02 (m, 5H) ;

[1385]  m/z (ES-MS) :535 (M'+1,100% ).

[1386] DI (ii) :(3-{[ (3,5~ = ( =/ ) - N )-(1H- PYme —5- 5 ) - Z i -
B ) MR -2- ) - IRRAE L - 20 - RIS K

[1387]

CFq

(13881 75N UEH 9 (3,5 (SRR — ) - [2- (FRURAL L - 2 L)~ 1%
Wbk —4- 2 1-ZUiE (0. 368 3., 0. 689mmo1) - Z & ALEN (0. 049 3¢, 0. 758mmo1) FIRILEE (0. 155
5, 0. 689mmo 1) MIABNRE LI o BiZ SNBSS PIIAK (8 ZFF ), fEBEE mFIHEE,
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AR R AR 24 /AN SRJE W R BTRSV-HI B =8, N HCL (3N, 0. 92 27 )
MR CERRR G . RS ZUB e, BRI WA 45 oAk, FFAEK 2183 pHAE 1. 43
BEAE, IFES WS BEEANER (0. 25N, 6. 25 27+ ) AR LY, i3 30
bR, BRI RITEME L, TE RS AN B TF . 1 EBFW, I H NaOH (IN) ¥, H 3N
HC1 3B BRAGIEVR, 193 (3-{[(3,5- = (=& A4k ) — 728 ) - (1H- PYme —5- Jit ) - 50k ]- /1
S - WK 2- ) - PR AL - 20 - it ik (0. 140 v, PR :35%.

[1389]  IR(KBr, cm ') 3442,2923, 1631, 1280 ;

[1390] 'H NMR(CDCl,,400MHz) :d 8.62(s,1H),7.87 (s, 1H),7.79-7.73(m, 3H),
7.73-7.64 (m, 2H) ,7.51-7. 43 (m, 2H) , 4. 89 (s, 2H) , 4. 80 (s, 2H) , 3. 68 (s, 4H) , 2. 16 (s,
1H) 1. 56-1. 06 (m, 11H) ;

[1391] m/z (ES-MS) :578 (M'+1,100% ) .

[1392]  JPEE (iii) :(3-{[3,5~ == ( =H A AL ) - R ) —(2- FAL —2H- Yk —5- 2 ) - &
S ]- L ) -k -2- 2 ) - IR RO - 2R A R

[1393]

[1394]  7EZPE T, M 3-{[(3,6- = (=L ) - 75 ) - (1H- PYyme —5-J& ) - &k ]- H
FE ) - EMR —2- JE ) - IR RFE I - 23 - % (0. 133 52, 0. 230mmol) UK (4 ZF ) BIFR
HOIMNEEEALEN (0. 009 5T, 0. 230mmo) , FEEHR A PHEEE 15 438, MG A & F f (42
T o HHZR ARSI INAGRER — F s (0.030 5,0, 241mmol) , 1 J& I VRALPY T 35
(0. 003 72,0. 011mmo1) » K iZIR S IF: 24 /IEFo MIKJEF 4 EAHLE, A DOM(3x10 &
) FEHUKE, A A NLUZH Sk gk, AR T8, BE25W4gs, 15 2F%R 2. H
FEAIEAE 100-200 BAERS EAizik /i), fEH 8% LR LBEAH s, 493 (3-{[3,5- —
( ZHF ) - %3 ) - (2- L 20— PUMe —5- 5t ) - &k ]- H 3L -} - ek —2- 3% ) - F1 K%
- B - R (0.030 38 ), 7P E 122%
[1395] Mp 977C ;
[1396] 4 J&F 96.97 % (HPLC :Inertsil ODS 3V,20:80[0.01M KH,PO,:CH,CN], 216nM, R,
10. 668min) ;
[1397]  IR(4f, cm ') 3385, 2954, 1581 ;
[1398] 'H NMR(CDCl,,400MHz) :d 7.85(d, J=8. 3Hz,1H),7.78 (s, 1H),7. 71 (s, 1H),
7.66 (s,2H),7.56(d, J=7.8Hz,2H),7. 32(t, J=6. 8Hz, LH), 4. 82 (s, 2H),4. 67 (s, 2H) ,
4. 21 (s, 3H), 3. 24-3. 15 (m, 4H) , 2. 16-2. 12 (m, 1H) , 1. 56-1. 50 (m, 4H) , 1. 40-1. 04 (m, 3H) .
[1399]  m/z (ES-MS) :592 (M'+1,100% ) »
[1400]  sEjEfH) 53
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[1401]  (3—{[(B,5- = (= HF & )-FH)-(0- F I -1H- Py me 5-F)-F &L ]- §
FE |- MR —2- 3 ) - PR RAE I - 23 - R A K
[1402]

[1403]  HgS2jifd] 52 1 X IR FAE 1A, (3-{[3,5- = ( =FAAE ) - Jk ) - (1- 3L —11- Y
M —5— L) — Sk - AR ) - bk —2- k) - BRGE R - SRR, il T A R (100-200 H
TR ) 2K, 1 18% L IR OB / A ik Be i, MAH R SR AP 8, (0.2 38 ),
FER . T%,

[1404] Mp 110°C ;

[1405] 4 J&F 99.21 % (HPLC :Symmetry Shield RP8, [0.01M KH,PO,:CH,CN],216nM, R,
7.809min) ;

[1406] 'H NMR (DMSO-dg, 400MHz) :d 8. 21 (s, 1H),8.03(s,3H),7.80-7. 78 (d, J=8Hz, 1H),
7.73-7.71(d, J=8.0Hz,7H),7.61-7. 57 (m, 1H) , 7. 39-7. 35 (m, 1) , 4. 8 (s, 4H) , 3. 88 (s, 3H) ,
3. 15-3. 09 (m, 4H) , 2. 02-2. 00 (m, 1H) , 1. 49-1. 32 (m, 6H) , 1. 3-0. 9 (m, 5H) ;

[1407]  m/z (CI-MS) :591 (M, 100% ) .

[1408]  sEjitifs 54

[1400]  (3-{[3,5- — (=H L) - FHL) - (2— F L —2H- PUmde —5- 3k ) — 0k |- AL ) - 1%
Wk —2- &) - T3 - 2R A K

[1410]

k/\ CFs
[1411] RS 52 (SEIR vk, /P () R G-{[(3,5- = (ZHFHE)-F
SRS ) - B -k 2- 3 ) - T - 23 - EARE (3-03,5- L (SRS ) - AR
) - L - ek —2- 2 ) - BRIRE RO - 2R - el AR AL S, (0,04 5T ), TR
11 % , KA ()t A
[1412] 4§ 97.51% (HPLC :20:80 [KH,PO, (0. 01M, pH 3. 2) :CH,CN], R,35. 82min) .
[1413] 'H NMR(CDCl,, 300MHz) :d 7.86-7.82(m,2H),7.72 (s, 1H)7.66(s,1H),
7.60-7. 54 (m, 3H) , 7. 37-7. 27 (m, 1H) , 4. 80 (s, 2H) , 4. 64 (s, 2H) , 4. 22 (s, 3H) , 3. 26-3. 16 (m,
4H),1.53-1. 41 (m, 2H) , 1. 31-1. 17 (m, 2H) , 1. 10 (t, J=6. 81Hz, 3H) , 0. 86 (t, J=7. 27Hz, 3H)
[1414]  m/z (ES-MS) :566 (M'+1) .
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[1415]  SZJEH] 55

[1416]  (3—{[3,5- —~ (=FHHE) - L) - (2- 3 20— Pyme —5-JL ) - Bk |- Ik ) -
Wk —2— 3 ) - IR FE L - Z 3G 1A Rk

[1417]

AL ) - AL - ek -2- I ) - BRI R - 0 - B (3-[B.5- S (ZHEFAE)-F
FEEHE ) - AL - Rk -2- B - PR AL - R - G, A e R R IR AR R AL
) (0.045 50 ), 773 :29. 6%

[1419]  4fifF 98. 35% (HPLC :30:70[KH,P0O, (0. 01M, pH 3. 2) :CH,CN], R,43. 92min) -

[1420] 'H NMR(CDCl,,300MHz) :d 7.87(s,1H),7.84(s,1H),7.71 (s, 1H)7.67 (s, 1H),
7.60-7.55(m, 3H) , 7. 36-7. 27 (m, LH) , 4. 84 (s, 21) , 4. 65 (s, 2H) , 4. 22 (s, 3H) , 3. 89 (q,
J=7.27Hz,2H),3.10(d, J=6.58Hz,2H), 1. 10 (t, J=7.27Hz, 3H),0.97-0. 93 (m, 1H),
0. 42-0. 36 (m, 2H) , 0. 13-0. 07 (m, 2H) ;

[1421]  m/z (ES-MS) :564 (M'+1) .

[1422]  sEjEfs] 56

[1423]  (3-{[3,5~ . (=H FHL) - FHL) - (2 FJE —2H- PUmde —5- 3k ) — 0k |- AL ) - 1%
Wbk —2— & ) — IR TR - 2R RE A R

[1424]

[1425]
Rk ) - L T nEmk 2- B - IR RS - 23 - U (3-13,5- S (ZEEE)-F
SRS ) - L ] ek —2- L - BRI R IE - 2 - R A T RN AR bR AL A
¥ (0.064 52 ), 7 Z :27. 3%

[1426] 4% 99.53% (HPLC :30:70 [KH,PO, (0. 01M, pH 3. 2) :CH,CN], R, 78. 12min) .
[1427] 'H NMR(CDCl,, 300MHz) :d 7.87-7.79(m,2H),7.71(s,1H),7.66(s, 1H),
7.60-7.55 (m, 3H) , 7. 36-7. 27 (m, 1H) , 4. 83 (s, 2H) , 4. 66 (s, 2H) , 4. 22 (s, 3H) , 3. 28 (d,
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J=6. 58Hz, 2H) , 3. 15 (q, J=7. 27Hz, 2H) , 2. 59-2. 49 (m, 1H) , 1. 92-1. 69 (m, 4H) , 1. 62-1. 51 (m,
2H), 1. 08 (t, J = 7. 27Hz, 3H) ;

[1428] m/z (ES-MS)578 (M'+1) »

[1429]  sLjEfs] 57

[1430]  (3-{[3,6- = ( =g H A& )- K A& )-(- H AL -2H- Py me —5-J& ) - & ]- H
HE}-8— H R - mnpk —2- gk ) - X - PR - A Rk

[1431]

/
—N
/ !
N 2N
AP

[1432]  $ W85 SLhfs] 52 WA A G 7%, AP ), () A {3-0(3,5- =
(TR - AR ) - AL ] -8 L -k —2- 3 | - X - PR L - A (3-[ (3,
5— . (=g L) - RAREE ) - AL ] - bk —2- B ) - PR R R - £k - O A b
&) (0.07 33 ), 725 :52%,

[1433] 4fi ¥ .95.53 % (HPLC :Symmetry Shield RP8, [0.0IM KH,PO,:CH.CN],217nM,
R,9. 538min) o

[1434]  IR(4l, cm ') 3079, 2925, 1582 ;

[1435] 'H NMR(CDCl,,400MHz) :d 7.82(s,1H),7.69-7.67 (m, 2H),7. 44-7. 41 (m, 1H),
7.23-7.2(m, 3H) ,4. 91 (s, 2H) , 4. 65 (s, 2H) , 4. 21 (s, 3H) , 3. 29-3. 19 (m, 4H) , 2. 71 (s, 3H) ,
1. 01-1. 00 (m, 2H) , 0. 99-0. 83 (m, 2H) , 0. 39-0. 34 (m, 3H) , 0. 08-0. 07 (m, 3H) .

[1436] m/z (ES-MS) :604 (M'+1,100% ) .

[1437]  sZjafsl] 58

[1438]  (3—{[(3,5- = (=g HAL) —FH) - (5- AL -[1,3,4] Mgk —2-J ) - (L |- HH
B} - mEmk —2- B ) - I REE AL - 20 - I AR

[1439]

Z

[1440]  MEAESZHEH) 52 PR (1) AR G-{[ 6,5~ = (ZmF ) -4 ) - (1H- 1Y

W —5—Jk ) - F Ik - 3L ) - ek 2 3 ) - BRRAE R - 2t - fiZ (0. 30 3, 0. 519mmo1) i

AR TEKIEnE 5 27 ) W, FERZERAHIE] 0°C, i fE AN ZEEE (0. 143 7, 1. 8mmol) o
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g ISLVRA B 3 /NI i J A0 ek B = 3, KR RS, 11 A S AL isit . DAL
IR EMLBE , HR R ARG T QB QB A aif, 1528] 3-{[3,5- = (=#HTF
) - R ) - (5 FAE (1,3, 4] BEm —2- ) - Ak 1 R - ndmk -2- R ) - IR
- O - T (00110 38 ), 772 36 %, 4l 96.91% .

[1441] Mp 126-127°C ;

[1442]  IR(KBr, cm ') 3445, 2962, 1638 ;

[1443] 1H NMR(CDCl,,400MHz) :d 7.99(s,1H),7.92(s,3H),7.75-7. 70 (m, 2H) ,
7.60-7.56 (m, 1H) , 7. 38-7. 33 (m, 1H) , 4. 81 (s, 2H) , 4. 74 (s, 2H) , 3. 24-3. 08 (m, 4H) , 2. 33 (s,
3H),2.08-2.02(m, 1H), 1. 45 (br s,4H),1.42(br s, 1H),1.01-0.97 (m, 3H) ;

[1444]  m/z (CI-MS) :592(M'+1,100% ),

[1445]  SZjafs] 59

[1446] 1-(3,5- = (=GR ) - TR ) -1- (R R - 23 - &5 ) - ek -3- &
A ]- BRIA

[1447]

\O cFy

[1448]  7EZA AU T, K s2 el 52 B0 8 () H3RABE B,6- = (=P HE)-F
H)-[2- (I RAE R - 208 — 008 ) — nemk —4- 2% 1- &5 (0. 10 52, 0. 19mmol) AN F[F
JERBEIRH, I E LA (325 T ), MR I SAAER (0. 147 52, 0. 18mmol) o K R MLV
EDAE A0 CRHEFE 2 /NF, T a8 A B 2 KN BN R BR EWH, S8 A HH 212
CBEAHL . KA FF BIA VLUZE FH KIS, - IR T8 . 28 RIEH, 13 205 L &4
0.1 35), 772 :37%, 4l )% 91. 00%.,

[1449]  Mp :92-94°C ;

[1450]  IR( 4k, cm ') 3356, 2927, 16581602 ;

[14511 'H NMR(CDCl,,400MHz) :d 7.88(d, J=7.5Hz,2H),7.67-7.62(m, 2H) , 7. 73 (s, 2H) ,
7. 78 (s, 1H) , 7. 40 (t, J=6.9Hz, 1H) ,5. 12(s,2H) , 4. 69 (s, 2H) , 4. 51 (s, 2H) , 3. 21-3. 14 (m,
4H) , 2. 16-2. 00 (m, 1H) , 1. 59-1. 22 (m, 8H) , 1. 07 (t, J=6. 9Hz, 3H) ;

[1452]  m/z (CI-MS) :553 (M'+1,100% ).

[1453]  sZjEfs) 60

[1454]  (3-{[(3,56- = ( =@ H &) - FH)-(4- =FHF A& -ngme —2- J ) -7 - F
HE - WM —2- B ) - PR L - 28 - A R

[1455]

188



CN 103102303 B 179/202 7T

[1456] A4 SCJa 1 59 (1) 1-(3,56- = ( =P &) - FH)-1- (AR PR - 25 - &
FL) -k —3— FEH L - A% (0.1 3E,0. 181mmol) A 3— R -1, 1, 1- =& Ak —2- F (0. 032
5, 0. 181mmol) HAAZE] 50 Z&F+ P 8 B, 1 Ja A SUT B (10 Z2F) » fER A
T Bz R BTR AR 12 /N, SR 5 B SRR o AR KN RN IR G+, 18 B
(3x10 ZF ) AEBUKER, 744G I A TUE KGR A E R R T8, 57
wan, 2R AP (0,03 3 ), 773 :27%, AF 93. 7%,

[1457]  IR( 4k, cm ') :3420, 2928, 2857 ;

[1458] 'H NMR(CDCl,,400MHz) :d 7.86(d, J=8.4Hz,1H),7.79(s,1H),7. 74 (s, 2H),
7.67(s,2H),7.36(t, J=8Hz,3H),4.8(s, 2H),4. 63 (s, 2H) , 3. 16-3. 14 (m, 4H) , 2. 15-2. 09 (m,
1H), 1. 55-1. 45 (m, 4H) , 1. 39-1. 25 (m, 4H) , 1. 07 (t, J=7. 3Hz, 3H) ;

[1459]  m/z (CI-MS) :645M'+1,100% )

[1460]  SEEH) 61

[1461]  1-(3,5- — ( =@ ) -3 -1- - RIEF I - 20 - &0 ) - ek -3- 3
L) -2- ZRERIRE A R

[1462]

[1463]  FEG AT, L Ht 5] 59 1) 1-(

B 0 HE - I ) - ek -3 L ] R (0.1 3¢, 0. 181mmol) AT = 2, A5 5 VU SR R £k
(triethoxy tetrafluoroborate) (0.034 %&,0. 181mmol) JINZ] 25 Z&F PN R i BE R,
a4 ZF+ DCE IMABNZIR A . £ F K ZBRSHH: 12 /N, 151 g &
FERL RS BI I H DCE (20 271 ) Biks, B85, B 2REL 5 (0.1 38 ), ™% .
95. 2%, 4lJ% 96. 42% .

[1464] Mp 158-160C ;

[1465] IR(4f, cm ') 3382,1279, 1003 ;

[1466] 'H NMR(CDCl,,400MHz) : 8 9. 23 (s, 1H),8. 14 (s, 1H),8.03-7. 98 (m, 3H) ,
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7.95-7. 87 (m, LH) , 7. 69-7. 65 (m, 1H) , 7. 49-7. 45 (m, 1H) , 4. 87 (br s,2H),4. 71-4. 68 (br s,
2H) , 4. 6-4. 46 (br s, 2H),4. 35-4.32(br s,2H),3.12-3. 16 (br s,4H),2.01-1.90 (s, 1H),
1. 43 (br s,4H), 1. 33-1.29 (m, 3H), 1. 01 (s, 3H) ;

[1467]  m/z (ES-MS) :581 (M, 100% ) .

[1468]  sLjfEfs] 62

[1469]  1-(3,5- = ( = AL ) -5 ) —1-[2- (PR RAE AL - 20k — L ) - vk —3- 2
FRE 1- AR A Rk

[1470]

b

[1471]  AFSLEH] 49 HHIRAFH 3- L8 RHEE -1- (3,6 = (=P L) - 7)) -1-[2- (K
FEREL - 20 - L) - ek -3- R 1- ik (0.3 58, 0. 468mmol) AN 2N HAALEN (20
ZF) AR 50 ZFFEJEFEIR S . W BIRA YR 12 /N, A 6N 3R TR A, 3 28R
B (3x 20 ZF+) FEHUKER . A FFRAVLE KB, FIREREA T8, 8, HaSK
4, AR R A (0.2 38 ), 7738 275, 2%, 4H)% 97. 5%,

[1472] Mp :98C ;

[1473]  IR(4f, cm ') 3287,2926, 1179 ;

[1474] 'H NMR(CDCl,, 400MHz) :d 7. 90 (m,4H),7.67-7.63 (m, 2H) , 7. 45-7. 41 (m, 1H) ,
6.35(br s,2H),5.4(br s,2H),4.71(br s,2H),3.21-3.16 (m,4H) , 2. 13-2. 09 (m, 1H),
1. 61-1. 42 (m, 8H) , 1. 07 (t, J=6. 9Hz, 3H) »

[1475]  m/z (ES-MS) :569 M'+1,100% ) »

[1476]  SZjiatsl 63

[1477]  (3-{[3,56~ = ( = AL ) - FHE ) - (4 F L — mepe —2- Jt ) - L |- ik ) -2
Wk —2- 2 ) - FRREE RO - 20, - Ak

[1478]

[1479]  WEsZiEH] 62 HERER 1-(3,5- = (=ZH L) - R ) -1-[2-(FFRFEFHE - 2

H— ) - bk —3- JEH L T BRAR (0.1 %2, 0. 176mmol) FIELAER (0. 048 2, 0. 528mmol)

TANE] 50 ZFFBEELE T, SR MAET B . fERSAE N, BN [ER 12 /N, 1 fG B
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ERAE RBLIRA WD IINIK o KIS 2 .8 (3x10 Z2FF) ZHL RS RaEH
ERAKEER FIBR BN T8, BSR4, A 2R AL A (0.04 52 ), 772 :40%, 21/ 93.3% .
[1480] IR( 4, cm ') :2952,1278,1135 ;

[1481] 'H NMR(CDCl,,400MHz) :d 7.86 (m,2H),7.73(m,3H),7.61-7.58(m, 2H),
7.35-7. 26 (m, 1H) , 6. 14-6. 13 (m, 1H) , 4. 46-4. 74 (m, 4H) , 3. 22 (d, J=6. 2Hz, 2H) , 3. 16 (q,
J=7. 2Hz, 2H) , 2. 31 (s, 3H) , 2. 17-2. 13 (m, 1H) , 1. 54-1. 41 (m, 8H) , 1. 07 (t, J=7. 1Hz, 3H) ;
[1482] m/z (ES-MS) :607 M'+1,100% ) .

[1483]  sLjiats] 64

[1484]  FF ¢ B AP JE -(3-{[3,6- = (=g P &) F R )-6- F H 4,5- “ 5 - IE
e 20— ) — GIE |- HAE ) - bk -2 L) - 25 - RIS

[1485]

[1486] FEsCiEf] 52 P ER (1) HIRAEM (3,5- = (ZHF I ) - F3) -[2- (K HEF
B - 23 - H ) - ek —4- 5 - & (0. 10 58, 0. 184mmol) | 1- 2L —2- HEE (0. 018 7,
0. 257mmol) 1 ZF&%H (0. 02 3 ) MAZR| 50 ZFFEKEES o« W1 SR AW 100°CN
0.5 /NI, VA BN I, NN A SALEN AT KK &R bE (3x10 ZF ) A HL,
FEH A IR NLZ SRR B, FHEREREN T4, B 2SW4s, 13 208 &4 (0.9 38 ), =2
83%, 4% 97. 7%

[1487] IR( 4, cm') :2926,1654,1278 ;

[1488] 'H NMR(CDCl,,400MHz) ;d 7.87 (m,2H),7.71(s,1H),7.66-7.59 (m, 3H),
7.58-7.37 (m, 1H), 7. 36-7. 32 (m, 1H) , 4. 93-4. 87 (m, LH) , 4. 68—4. 34 (m, 4H) , 4. 08—4. 02 (m,
1H), 3. 53-3. 46 (m, 1H) , 3. 24-3. 1 (m,4H) , 2. 16-2. 1 (m, 1H) , 1. 57-1. 4 (m, TH) , 1. 39—1. 26 (m,
4H) , 1. 04 (t, J=7. 2Hz, 3H) «

[1489] m/z(CI-MS)592(M",100% ) »

[1490]  SZjEfsl 65

[1491]  (3-{[3,56- = ( = L) - Fh: - (5- L - Rlgme —3- ) -k |-t -
Wbk —2- 2 ) - IR TR - 20 - FRiIA Rk

[1492]
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[1493] BB (i) ML T HEHF IR - 23 - (3
l]ﬂ\ _2_ 2B }_ Hﬁ(ﬁ/]/m\ﬁk
[1494]

[1495]  {EZ0SR M R, B 5- B3 — i —3- L% (0. 098 3, Immol) JUAE] 2- (¥R T 3
R — B — R ) — bk —3— R (0. 268 i, lmmol) HTE/KFEE (5 ZF) FIEEER (0. 15 %
F) R AR IR 15 et 2 5, g I SRR ALY (0. 19 32, 3mmol) ,
HIFZ RSB G . ARG, B2 RGN, /K (30 2 ) MR OB (30 ZFF)
IMAZIERRYI . S EANUZE, FHE KRGS, FTREREN T8, 98I B ik4q . 1 pi)iE
kR g ik, FH 1-5% FEE / SR st 13 2R 54 (0. 150 3 ), 72 :43% .
[1496] 'H NMR(CDCl,, 300MHz) :d 8.01 (s, 1H),7. 86 (d, J=8. 63Hz, 1H) , 7. 71-7. 54 (m, 2H) ,
7.39-7.33(m, 1H) , 5. 44 (s, 1H) , 4. 51 (s, 2H) , 3. 39 (d, J=7. 27Hz, 2H) , 3. 27 (g, J=7. 04Hz,
2H) , 2. 67-2. 58 (m, 1H) , 2. 27 (s, 3H) , 2. 09-1. 61 (m, 6H) , 1. 16 (t, J=7. 04Hz, 3H) .

[1497] BB (ii) : (3—{[3,5- ~ (=HF FHL) - FH - 6- Pk - FuEme -3- L) - Z L |- H
FE - WM —2- ) - FRT RS - 25 - A

[1498]

[1499]  fEREEHE, A= T, B FEEH (0. 108?@ 2. 0mmol) AN BT FE 3 - 7,

e —{(3-[(5- FEFL — Snsme —3— JLA L ) - BIIL J- bk —2- 3£ ) - % (0. 14 7,0, 4mmol) ¥

ToK VAR (6 =) Wl . WFEZIREY 16 a8 2 )G, 128 3,5- — ( =HHF
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) RAER (0. 08 ZF1,0. 4mmol) , FR4k et td . A LIRS HE (30 =71 ) FK (30 2=
), I EEE HOBROE 2x30 27 ) RAEDUKZ, 1&6 I 0G P52 B H kK Bk,
IR BN, JF B85 ikds . Rl R ik st alfifb, A 10-70% Ol 41 L BT
Wb, 12 2IbR L AP (0.045 38 ) , 72K :20% o

[1500] 4l 96. 79% (HPLC :30:70[KH,PO, (0. 01M, pH 3. 2) :CH,CN], R,23. 37min) .

[15011 'H NMR(CDCl,, 300MHz) :d 7.88-7.83(m,2H),7.52-7. 68 (m, 3H) , 7. 64-7. 55 (m,
2H) ,7.38-7.33(m, 1H),5.51 (s, 1H) , 4. 60 (s, 2H) ,4. 53 (s, 2H) , 3. 27(d, J=7. 04Hz, 2H) ,
3. 15(q, J=7.04Hz, 2H), 2. 59-2. 51 (m, 1H) , 2. 31 (s,3H) , 1. 81-1.62 (m,6H) , 1. 08 (t,
J=7. 04Hz, 3H) .

[1502]  m/z (ES-MS) :577 (M'+1) o

[1503]  SEZjitifs 66

[1504]  (3-{[(3,5- = (= AAL) - FJk) - mimg —2— i — (0 |- AR 2 ) - bk —2- 2 ) - 3R
IR - 2 - AR

[1505]

N 2N

N

I
b cFy

[1506]  HEsZHEf] 35 A% (iv) HERAN (3-[(3,5- = (= H ) - TR )-F
B ] bk -2- k- PR RO - 200 - JiZ (0,96 B, 1. 88mmol) (2— YR BE g (0. 1 e,
0. 26mmo1) FIBKEREH (0. 26 7, 1. 88mmol) AR EA DMSO (1 ZF ) E , IF7E 150°C
TR 2 /NBT . B AR A B RERE (60-120 B ) 4fifk, H 5% 2.1 Z.BE 1 O e v s iR,
BEFREL A 0.035 50), 7% :30%, 4% 97.53% .

[1507]  TR( 4, cm '), 2929, 2857, 1586 ;

[1508] 'H NMR(CDCl,,400MHz) :d 8. 43-8. 38 (m,2H),7. 85 (d, J=8. 9Hz, 1H) , 7. 67-7. 62 (m,
1H),7.70(s,2H),7.68(s,2H) ,7.57-7. 51 (m, 2H) , 7. 31-7. 27 (m, 1H) , 6. 69-6. 67 (m,
1H),5. 29 (s,2H),5. 02 (s, 2H) , 3. 27-3. 17 (m, 4H) , 2. 95-2. 88 (m, LH) , 1. 43-1. 4 (m, 3H) ,
1. 29-1. 25 (m, 4H) , 1. 1-1. 06 (m, 4H) ;

[1509]  m/z (CI-MS) :587 (M', 100% ) »

[1510]  SZjfsl 67

(15111 (3-{[(3,5~ = ( =&AL ) - %5 ) - (4- FH - —o- 58 ) - 5L |- A ) -
Wk —2— 2 ) - FRREE RO - 20, - Ak

[1512]
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[1513]  fE= M, L) 52 HPER (1) H3RAER (3,5- = (ZH ) - R4 ) -[2-(3F
IRAE L - O - ) - ek —4- B ]-&UIE (0.1 52, 0. 184mmol) AT 2N A A AL (0. 08
58, 0. 22mmol) JONEIEAH ZRELE (10 ZFF) B 50 ZFRR LI, FHIE 5 I 2 5 T4 B
(0. 013 52, 0. 18mmol) o K SVRA W EIVE 2 B 4 /NEE, 1 J5 4 S REVR A A H1 B =08, N
NI W KIEHH CIR B (3x10 2 F+ ) ZH8L, HE-& AN Z H EhK S5, FHEREREN T
P, B IRYE, SR A Y (0.03 58), 772 :27%, 4 97. 4%,

[1514]  TR(4f, cm ') 2928, 1627, 1596 ;

[1515] 'H NMR(CDCl,, 400MHz) :d 7.86-7.82(m,2H),7.71 (s, 1H),7.64-7.61 (m, 2H),
7.59-7.55(m, 2H) , 7. 35-7. 31 (m, 1H) , 7. 02(d, J=1.3Hz, 1H),4. 75(s,2H) , 4. 59 (s, 2H) ,
3.21-3. 19 (m, 2H), 3. 17-3. 12 (m, 2H) , 2. 14 (s, 3H) , 1. 41-1. 38 (m, 3H) , 1. 07—1. 03 (m, 5H) ,
0. 89-0. 83 (m, 3H) ;

[1516]  m/z (CI-MS) :590 (M, 100% ) .

[1517]  sEjEfH) 68

[1518]  (3-{[ (3,5~ = (=H &) - FHL) - (4,5- & - WEme —2-JL ) - F L |- AL} &
Wbk —2— & ) — IR L - 2.2, - BRI A L

[1519]

[1520]  Ksgjafsl 52 B8 (1) IR (3,5- = ( =FFH ) - FE) -[2- GFRRIEH
- O -5 ) - v -4k ]- & (0.5 3%, 0. 936mmol) \2- H - 4B (1.2 =,
1. 3mmol) M Z %% (0. 02 30) MR 50 Z£F+ FE B H o K 1% S SR S HI7E 100°CIn#4 0. 5
ZINEF 5 T S A S5 2 V4 H1 8 = 3, I R S AL A UM BV AP0 « K K I VA DCM (310
T ) FEHL A IR A ILZE H ShoK Bk, RN TRV 7, B 2548, 19 Bhr 4L &
¥ (0.1 %), 772 :18%, 4l 97.5% .

[15211 'H NMR(CDCl,,400MHz) :d 7.87-7.83(m,2H),7.71 (s, 1H),7.65-7. 60 (m, 2H) ,
7.59-7. 55 (m, 1H) , 7. 36-7. 32 (m, 1H) , 4. 62 (s, 2H) , 4. 50~4. 45 (m, 4H) , 3. 98-3. 93 (m, 2H) ,
3.19-3. 09 (m, 4H) , 2. 09-2. 04 (m, 1H) , 1. 60-1. 40 (m, 8H) , 1. 11-0. 92 (m, 3H) .
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[1522]  m/z (CI-MS) :578 (M', 100% ),

[1523]  sEjafs] 69

[1524]  (3—{[(3,56- = (=g HAE) - “FHE) - Mpme —2— k- 200k - AP0 ) — bk —2- 0 ) - 3R
IR - 2 - FE A

[1525]

[1526] & R ST 9] 65 (W AH R 9230 vk, RAEfE P8 () P EH 2-( R IREFE - 2
HE - FAE ) - MR -3 FREEACE 2- (PR T AR AL - 20 - w1 ) - eIk -3- LA 2- |
FEMEBEAC R 5 AL - M —3- FEfY, A el F 97. 45 % HIbr L 549 (0.10 33 ), 723K
31%.

[1527]1 'H NMR(CDCl,,400MHz) :d 8.24(d, 1H),8.23(d, 1H),7.87-7. 73 (m, 4H) ,
7.58-7. 54 (m, 2H) , 7. 45-7. 41 (m, 1H) , 7. 33-7. 31 (m, 1H) , 6. 69—6. 66 (m, 1H) , 6. 43-6. 4 (d,
J=2Hz, 1H) ,4.9 (s, 2H),4. 7 (s, 2H) , 3. 27-3. 25(d, J=8. 0Hz, 2H), 3. 2-3. 1 (m, 2H) ,
2.18-2. 14 (m, 1H) , 1. 6-1. 4 (m, 8H) , 1. 71 (m, 3H) ,

[1528]  m/z (CI-MS) :586 (M, 100% ) .

[1529]  sLjiafs] 70

[1530]  (3-{[(3,5- == ( =HH&L )~ L) - (2- I —2H- PUme —5- JEH L ) - 20t ]- /
HE ) - mEMR -2- B ) - IR AL - 20 - I A R

[1531]  PIR (i) : (3-{[3,5~ = ( =& ) - F3) -[2- (R AL - 25 -2 &) -8
Wk —3- JERRIE 1- 2 ) - ZEA

[1532]

[1533] 7 N7 i R (0. 4 52, 2. 94mmol) AN BISL W] 35 KD ER (iv) H13R1E

(1 {3-[ (3,5~ = ( =&AL ) - R ) - L ] - vk —2- 58 ) - BRI AE 2 - 2 - JiZ

(0.5 ¢, 0. 98mmol) [ MeOH (10 ZF ) W, MG AR LN (0. 64 3,0. 98mmol) o 1%

IR G AL ZIRFE 4 /N SRIE, S BR-EVE R AR B AR, ¥ Vs T K, H 4

CBEAEHL, FHRREREN T 2R RVET, JF B2 W40, 19 2R UL B9 (0. 25 3 ), 723K :47% .,

[1534] 'H NMR(CDCl,,400MHz) :d 8.16 (s, 1H),7.86-7.82(m,4H),7.70-7.67 (m,
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1H) , 7. 62-7. 6 (m, 1H) , 7. 38-7. 34 (m, 1H) , 3. 92 (s, 2H) , 3. 45 (s, 2H) , 3. 34-3. 28 (m, 4H) ,
2.22-2.17 (m, 1H) , 1. 66-1. 45 (br s,8H), 1. 26 (t, J = 7. 1Hz, 3H) .
[1535]  m/z (ES-MS) :549 (M'+1,100% ),510 (M~40,40% ) .
[1536] DI (i1) :(3-{[ (3,5~ = (ZFHHE) -3 ) - (1H- PYme —5- FL I ) -t ]-
B} - IR -2 Bk ) - PRI L - 23 - I
[1537]

HN"”N

CF;
/\:‘

[1538] g sLjmafsl 19 H3RMBH (3-{[3,5- = (Jﬁ\EF'J% T -[2- (R REFE - &
ok - L) - Rk -3 L ]- SR - 4JiF (0.26 52, 0. 474mmol) B & ALEH (0. 154 b,
2. 37Tmmol) A AL (0. 126 i, 2. 37Tmmol) A ZE|FEH /K DMF (10 ZF) 1 50 ZFF R K
B . RN BB /NG ARG Z R BLR A A E B =5, KSR 2
Mg LR (3x10 271 ) ZHL IFR-A IR RAVUE KR . 285 FHBRIR AN 1A 7, IR E
Wds, FEIFR AL A (0,25 38 ) , 775 :92%,

[1539]  m/z (ES-MS) :592 (M'+1,100% ) »

[1540]1 PR (1i1) : (3-{[(3,6- = ( = P & )- F ) - (2- F 5 —20- PUmk —5- JL H
B -GS - AL ) - ek —2- 3 ) - IR SGGE R AL - 20 - Ak

[1541]

N:“N\

[1542]  [a] (3-{[(3,5- = ( = F &)~ TJ@ (2H- Py —5- JE R L ) — 50k ] - AL ) - &
Wk —2— gk ) — BRIRAE R L - 20 - ik (0. 25 58, 0. 423mmol) (7K (4 ) BIFMHIIAE
AN (0.033 35, 0. 846mmol) , FAG GBIV A WE ZIEBCRE 15 480, M5 N DM (4 Z2&
) o RIEKEEREE —F B (0. 058 3, 0. 465mmol) AIABIZIEA Y, M fa MAIRA Y T 2
¥z (0. 006 5T, 0. 021mmo1) , FEAF1F B PR AUk EEHEFE 15 2080 SR G MK EH B HHLEZ,
F DM (3x10 271 ) ZHUK)Z, FERE I FIEHLZ H K Ee sk, FIREREN T8, 24, 12
PR . Bz AR EIELE 100-200 BRERS E4ife, B 4% 2R 48 / fihEk, 15
BIFREL S (0.08 35, F7Z :31. 3%,

[1543] 4 Ji¥ 98.38 % (HPLC :Symmetry Shield RP8, [0.01M KH,PO,:CH,CN],216nM, R,
11. 207min) .
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[1544]  IR( 4, cm'),3382,1278,1134 ;

[1545] 'H NMR(CDCl,,400MHz) :d 8.36(s,1H),7.89(s,2H),7.83-7.81 (m, 1H),
7.71-7.68(m, 1H),7.57-7. 53 (m, LH),7.36-7. 32 (m, LH) , 4. 33 (s, 3H), 3. 99 (s, 2H) ,
3.86 (s, 2H),3.78(s,2H),3.27-3. 18 (m, 4H) , 2. 18-2. 13 (m, 1H), 1. 63-1. 51 (br s,4H),
1.51-1. 42 (br s,2H),1.29-1. 27 (br s,2H),1. 1(t, J=7. OHz, 3H) ;

[1546] m/z (ES-MS) :605 (M, 100% ) »

[1547]  sZjafsl 71

[1548]  (3—{[(3,5~ . (=& A3 ) -3 ) - (1- FJL —1H- PUme —5- FLRRJE ) - &L J-
B} - MMk —2- B ) - IR AL - 2 - I A R

[1549]

(X
g@

[1550] A& sLhtifs] 70 B X I R idfh, (3—-{[3,5- = ( =@ &) - £ ) -(1- 2 -10- 1Y
Mg —5— JLER L ) — G0k ] - R ) - bk —2- 0 ) - BRI R - 2 R i, AT 15/&@&&% /
e AR I AR 100-200 BEERR R alith 2 )5, AR R SIEA Y H 555, (0.03 52 ), 7~
F:17%.

[1551]  4f J&F 96.69 % (HPLC :Symmetry Shield RPS, [0.01M KH,PO,:CH.CN],216nM, R,
8. 715min) ;

[1552] 'H NMR (CDC1;,400MHz) :d 8.13(s,1H),7.85-7.79 (m,4H),7.67-7.62 (m, 1H),
7.61-7.58 (m, 1H) , 7. 39-7. 35 (m, 1H) , 3. 86—3. 84 (m, 6H) , 3. 73 (s, 3H) , 3. 25-3. 22 (m, 4H) ,
2.18-2.14 (m, 1H) , 1. 62-1. 42 (br s,8H),1. 1 (t, J=6. 9Hz, 3H) ;

[1553]  m/z (ES-MS) :605(M', 100% ) .

[1554]  sLjfs] 72

[1555]  (3—{[(3,5— = ( =g A& ) F 2 )-(2- A& —2H- Pyme —5- k) - & it ]- H
H ) -8— £ - MK -2- B ) - X - RS RR AL - Ak

[1556]

[1557] % HESKHER 52 PFr o Irik M R G T ok & b AL 54, R A 3R (1) o

RS {3-0(3,56- = (=g AHL ) - NI ) - FJE ]-8- &40k — Mk —2- 3 - X - S Jk

L - A (3-03,6- = (=g 4k ) - WAL ) - AL |- MeEmk —2- Jt - PR A
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- O - BRI & (0.60 38 ), 773 $54%

[1558] 4l J&F 94.23 % (HPLC :Symmetry Shield RP8, [0.01M KH,PO,:CH,CN],220nM, R,
10. 391min) »

[1559]  IR(4f, cm') :2928,1582,1279,1138 ;

[1560] 'H NMR(CDCl,,400MHz) :d 7.84(s,1H),7.71-7.69 (m, 3H),7. 43-7. 42 (m, 21) ,
7.28-7.24 (m, 1H) ,4. 92 (s, 2H) , 4. 68 (s, 2H) , 4. 21 (s, 3H) , 3. 20-3. 18 (m, 6H) , 1. 36 (t,
J=7. 5Hz, 3H) , 1. 02-0. 95 (m, 2H) , 0. 38-0. 04 (m, 4H) ;

[1561]  m/z (CI-MS) :616 (M—1,100% )«

[1562]  sLjfsl 73

[1563]  (3—{[3,5— = (= F &) —F3) — (2 HAL —2H- PUme —5— it ) — (0L ] - FR 2L | it
Mg —2- k) - T - LA

[1564]

[1565] & HRSLEM] 52 [ SL30 77 V2 & b AL A W) o R AR i AA, RO e D3R (1) HAfE
M (3-0(3,5- = (=) - FREEE ) - FAE J- kg —2- 0% ) - T8 - 208 - e
{3-[(3,6— = ( = H ) - FHLaEEL ) - AL ]- vk —2— B - BRI RO, - 8 - ik
[1566] 4% 95.67% (HPLC :30:70 [KH,PO, (0. 01M, pH 3. 2) :CH,CN], R,38. 37min) .

[1567] 'H NMR(300MHz, CDC1,) ;d 8.25(d, J=3. 17Hz, 1H),7. 75 (s, 1H),7. 65 (s,
2H) , 7. 46 (d, J=6. 8Hz, 1H), 6. 89-6. 82 (m, 1H) , 4. 69 (s, 2H) :4. 59 (s, 2H) , 4. 20 (s, 3H) ,
3.15-3. 03 (m,4H) , 1. 39-1. 32 (m, 2H) , 1. 25—1. 14 (m, 2H) , 1. 01 (t, J=7. 04Hz, 3H) , 0. 84 (t,
J=7. 27Hz, 3H) ;

[1568] MS m/z (ESI)516 (M'+1,100% ) .

[1569]  SZjiififs] 74

[1570]1 (3,5 = (=F ) — R4 —[2- (R AL - 23 -2t ) 5,6, 7, 8- IUEA - &
Wbk —3— JE R IE |- R IR FEER &

[1571]

<3

[1572] DR (i) :2- HBALPR CRRAN SR 5 Ak
[1573]
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O O

[1574]  7E 1L R B, 480 (2.8 3 ) N E] 300 = A oK £ Bk, FFa ik {3 FH TR
B — TUK3, BB E B 0°C o mZA BT BRP I FER 285 (0. 21 BE/R ) FIFR
Tl (0. 204 FE/R ) AETE (100m1) FRRAYD . IR BRI IS B 20, 4k ki
FEIE A o KR BTG U, FRRDTTE B TR 2 AN, 15 3] (2- A - IR T ) HEEAN
(sodium methanolate) (16.0 % ), =& :82%.,

[1575]  m/z (ES-MS) :126 (M'+1,100% ), 125 (M"-1,30% ),97 (M'—CHO,50% ) »

[1576] B3 (i1) :2- %48 -1,2,5,6,7,8- NG — MMk —3- 4 A&

[1577]

o
[1578]  [A] 2— FEEER CUERAMER (16. 0 58, 10. 8mmol) HYHIZR (300 ZFF) R IIA B AL
LB (22,00 3, 0. 237 BE/R ), FRAE = M IFIZIRBE 1 /N o BB fE, RN 2M WRIE 2, B2 B
(acetate) M H LT (25 ZF) R, FHAG B EIR 24 /B SRJE R RNTR G PEHI 2
0°C, FFHIBEIRIRAL o AR BN BT U8, FE R OR BRI UTIE o IRAAVER, 15 BRSP4
W, # HH BT 5 IR R AL, 4531 2- 4K -1,2,5,6,7,8- 7NE — MEMK —3— JiEHS 4 [
4 (6.00 35 ), "% :31.8%.
[1579]1  m/z (CI-MS) :175(M'+1,100% ) .
[1580]1  IR(cm') :2227(CN), 1664 (CO) o
[1581] 8§ (iii) :2- & -5,6,7,8- VY&, — WMk —3- Ji5

[1582]
X ~CN
[
N

[1583]  [A] 2- %1% -1,2,5,6,7,8- NS MW —3- JIE (6.0 3,34, 4mmol) Hn N\ =& 4 Ak
W (20 ZFF ), FELKEIFHZIR A 1 /N 0 FIE 12 /8 2800 H ik & = &5, IF
WA PRI N KA J 7K b o K K T8 VBT A R B S B T VRO, i BT R R LB E D
Ak ALt , A 2% 288 CER A TR e B, 19 31 2- &0 -5, 6,7, 8- VU — Mk -3- JiF
(5.00 5C ), " F :75%.

[1584] 'H NMR(CDCl,, 400MHz) :d 7. 67 (s, 1H), 3. 00-2. 97 (m, 2H) , 2. 94-2. 83 (m, 2H) ,
1. 99-1. 94 (m, 4H) ;

[1585]  m/z (EI-MS) :193 (M'+1,100% ).

[1586]1  DIE (iv) :2- (FRRFEF A - 2.8 - %) -5,6,7,8- VA - ek —3- IE 1A Bk
[1587]
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N
|
[1588]  FEG A H T, oK ke (16 2F) AR 2- & -5,6,7, 8- PUE — 1k -3- JiF
(3.0 7%, 15. 62mmo 1) JEEESH (8.6 7,62, 5mmol) « Cul (5mol % ,0. 064 7 ) Flfal -1, 2- ¥R
O & (5mol%,0. 089 3w ) WHREWI . MJEH N- IR K - 2% (2.3 38, 18. Tbmmol) )
TR UM BN R BR A, SRR LRI 24 /e GJE, B A RIE R,
WA FIRERE (100-200 B ) FEitaifh, ] 2% 2.0 2B A ke i, 53 2—- (3R L
B 0 - HH)5,6,7,8- TUA - ek -3- iF (0.3 50 ), 7% :10%.
[1589]1 'H-NMR: (CDCl,, 200MHz)d 7. 39 (s, 1H),3.69 (q,2H), 3. 58 (d, 2H), 2. 75 (t, 2H) ,
2.58(t,2H) , 2. 38-2. 22 (m, 1H) , 1. 9—1. 4 (m, 8H) , 1. 32—1. 15 (m, TH) »
[1590] m/z (ES-MS) :284 (M'+1,100% ) .
[1591] DI (v) :(3- A F & -5,6,7,8- VUE - Mk —2- 5% ) - IR RAE R 2L — A Rk
[1592]
‘; ] N
; kN/ N/\

[1593]  [n] LAH(0. 600 3¢, 16mmol) [ THF (15 Z£F ) &I H A 2- (BRI 2 - 2
B H)-5,6,7,8- YA — MMk —3- JiF (0. 300 77, 1. 06mmol) [KJF7K THE MW . HHi% X
REVRA WSt IR 14 /N o SR Fe P VAN R A VAR KR S BE ) LAH, 38 AR, H
CTEGE . WCBR BRI, PR BR AN T8, 28 RIEH, 1538 - F X -5,6,7,8- JUA - 1&
Wk —2— 2 ) - BRI - 2% (0.2 50 ), PR 65 % .

[1594] 'H NMR(CDCl,, 200MHz) :d 7. 22 (s, 1H),3.83(s,2H),3.09-3. 03 (m, 4H) , 2. 78 (t,
J=6. 4Hz, 2H) , 2. 68 (t, J=6. 0Hz,2H) , 2. 05-1. 92 (m, 1H) , 1. 86-1. 76 (m, 4H) , 1. 60-1. 44 (m,
6H) , 1. 18-1. 14 (m, 2H) , 1. 05 (t, J=6. 9Hz, 3H) .

[1595] m/z (ES-MS) :288 (M'+1,100% ), 271 (M'-17) .

[1596]  DUE (vi) :{3-[(3,6~ = ( =& A ) - FREHE)- FH 1-5,6,7,8- JUA - 1%
Wbk —2— ik } - IR RAR A - LRI A R

[1597]
CF;
HN

[1598]  [a] 3,5— — ( =& L) ZEFEE (0. 185 3Z,0. 76mmol) [ MeOH (3 ZF+ ) A i
AN (B-ZAHH -5,6,7,8- PUS — MMk —2— F& ) - R RFEH I - 2 8% (0. 2 3, 0. 69mmol) , 1fij
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JEIMABEER (0. 08 ZFF, 1. 39mmol) o Kk RV AWI7E iR FEHE | /NG, 11 FE I AN SR
1RAH (0. 172 52, 2. 78mmol) , FRAREENFE 8 /INIF o ARG B 25 2 R VE A, INAIK, i Ja F 2.8 2.
BRZEEU ) . FANE IR BR S BNVE TR A HLZ, B AHLE , RN T8, 28 KB, 13
B {3-[(3,6- = (=g ) - RHEEIE ) - FHE ]-5,6,7,8- PUE — bk —2— J& | - IR0
B — 2% (0.250 58 ), 77 % :70% .
[1599] 'H NMR(CDCl,, 200MHz) :d 7.76 (br s,1H),7.64-7.56 (m,2H),6.99 (s, 1H),
4.54 (br s,4H),2.97-2.93 (m,4H),2.76 (t, J=6. 0Hz, 2H) , 2. 64 (t, J=6. 2Hz, 2H) ,
2.00-1.96 (m, 1H), 1. 86-1. 68 (m, 4H) , 1. 55-1. 38 (m, 6H) , 1. 24-1. 22 (m, 2H) , 0. 97 (¢,
J=6. 9Hz, 3H) ;
[1600] m/z (ES MS) :514 (M+1) »
[16011  JDER (vii) :(3,5- = ( =g AEL ) - R ) -[2- (MR 2L - 20, - &0t ) -5,
6,7,8~ VUA - MEMbk —3- JE R L |- EU2E IR FER A &
[1602]

\

(8] 0O
NP

NN

~ w-

[1603] [ BxEREH (0. 269 52, 1. 949mmol) HIJE/K THE (5 ZH) &F W HINA {3-[(3,5- =
(= F ) - RS ) - L 1-5,6,7, 8- DU — MMk —2- L ) - 3R R 3 - Z01% (0. 25
5L, 0. 3mmol) fY) THF &R (10 271 ), SR G HAH: 1 /i NS HF R EE (0. 137 3,
1. 46mmol) , FFAE Z IR AR AEHEFE 8 /NI o ARG ZE RGN, INAIK, H4 Y 18 B A HL
IR TEREHLZ, R RIER), 225 4. FlREEE (100-200 B ) 4ifkiZfsk a9, 2%
LR BRI TR, 433 (3,56- = ( =) - R ) -[2- (R H L - 28 - &
5)-5,6,7,8- VA - Mk —3- S FF 2 ] - U8 IR R R vk IR AL &4 (0. 05 58 ), 7=
. 15%.

[1604] 'H NMR(CDCl,,200MHz) :d 7.76(s,1H),7.64-7.56 (m, 2H) , 7. 08—6. 97 (m, LH) ,
4. 54-4. 45 (m, 4H) , 3. 93-3. 83 (s, 3H) , 2. 97-2. 93 (m, 4H) , 2. 77 (t, J=5. 9Hz, 2H) , 2. 64 (t,
J=6. 3Hz, 2H) , 2. 00-1. 96 (m, 1H) , 1. 86—1. 68 (m, 4H) , 1. 55-1. 38 (m, 6H) , 1. 24-1. 22 (m, 2H) ,
0.95 (t, J=6. 9Hz, 3H) ;

[1605]  m/z (ES-MS) :572 (M'+1,100% ).

[1606]  SLjiEfs] 75

[1607]1  (3,5— — (=g H ) - F3) -[2- (I AR AL - 20 - 20 ) -6, 7- —& -BH-3
I I [b] mkme -3- FEFR AL |- ZU2E R FER A L

[1608]
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%} ¢k,

[1609]  FRESLjts] 74 Frde (L SLae 77 VA A R SE 56 772, R fe DR (1) Hfd AR
B CH, %4205 96 % bR 54 (0. 03 32 ), /"2 :13%.

[16101 'H NMR(CDCl,, 200MHz) :d 7.75(s,1H),7.64-7.56 (m,2H),7. 17 (br s,1H),
4.59-4. 45 (m, 4H) , 3. 84 (s, 3H) , 2. 98-2. 81 (m, 8H) , 2. 16—-1. 92 (m, 3H) , 1. 57-1. 25 (m, 8H) ,
0.95(t, J=6. 9Hz, 3H) .

[1611]  m/z (ES-MS) :558 (M'+1,100% ),

[1612]  SZjitifs 76

[1613]  (3—-{[(3,5- = (=g ML) — KK ) - (2 A —20- PYyme —5- B ) - 5 & - AL | -6,
T- & -5H- BRI IR [b] meng -2 L) - IRRGEFR I - 2 - FRIIE R

[1614]

N, =N

[1615] DI (i) : (3,5~ = (=) - &) -[2- (PRI R - 2.3 -5 ) -6,7- 1Y
S -5H- PRI E T [b] mimg -3- B 1- @B A
[1616]

Z

i

CF3

|

-z

[1617]  JZERSZHER] 2 DR (vi) 0 {3-[(3,5- = (=& ) - FREH) - FH 15,
6,7,8 VU& — MMk —2- & | - R R - ZFmil &0 {3-[(3,5- = ( =&/ F &) - FHE
H) - B ]-6,7- & -5H- R A I [h]- ke —2- JE ) - BRRE R - 2% (1. 20 B,
2. 4mmo1) V&V, 7E DMF (10 Z£F ) =il 4%, [ A i ABEREH (0. 995 52, 7. 21mmol) , 1 Ji /N
NEALE (0. 303 35, 2. 88mmol) o 1% [ B VR A /E = I N BRI, M Ja I AN FEUK, 0
RBNKIEH G CBEAEEL, FShoKBesc . 1A 0Lz IR RN T, B 25 2 RIE I, 13 2145
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LAY (1,20 50 ) , 7% :95% .

[1618] 'H NMR(CDCl,,400MHz) :d 8.01 (s, 1H),7.84-7.77 (m, 3H),4.98 (s, 2H),
4.85 (s, 2H) , 3. 88-3. 83 (m, 2H) , 3. 10-3. 03 (m, 2H) , 2. 95-2. 85 (m, 4H) , 2. 16-2. 11 (m, 3H) ,
1.59-1. 43 (m, 6H) , 1. 27-1. 24 (m, 2H) , 0. 99 (t, J=6. 9Hz, 3H) ;

[1619]  m/z (ES-MS) :525(M'+1,100% ),

[1620] JDER (ii) : (3-{[(3,5- = ( =g F M) - £ ) - (H- PUme —5- ) - & ]- H
-6, 7- & -5H- K A IF [b] mbie —2- 3 ) - IR R - 20 - FRiIA Rk

[1621]

Ne=N
/ \

N NH
X N/ N/\

L . i CF,

[1622] A IR (1) HIRAAH (3,5- = (=g ) - FHt ) -[2- (R E - o - A
) -6, 7- WU -5H- B @I [b] mbwg -3- F AL 1- 2iE (0.8 e, 1. 526mmol) . B &AL
B (0. 496 73, 7. 633mmol) IS LR (0. 408 75, 7. 633mmol) 5JE/K DMF (10 Z£F+) —&InA
B 50 ZFFRNEHFIR T o R zIB AW R A B BIR L /NS, 1 HA 2 2= =0, A
KA EIRIK (15 ZF )« HARAHEE (3x10 ZF ) FEHGZKER .. KA IHRANZEH K
Beisk, FERIRANT-1RE 1), BSR4, A3 BIhs A& (0.800 e ), 728 :92. 4%,

[1623] 'H NMR(CDCl,,400MHz) :d 8.01 (s, 1H),7.84-7.80 (m,2H),7. 73 (s, 1H) ,4. 98 (s,
2H) , 4. 85 (s, 2H) , 4. 45(s, 2H) , 4. 15-4. 1 (m,4H) , 3. 35 (q, J=7. 0Hz,2H), 3. 06 (d, J=7. OHz,
2H) , 2. 16-2. 07 (m, 1H) , 1. 58-1. 46 (m, 6H) , 1. 29-1. 27 (m, 2H) , 1. 08 (t, J=6. 9Hz, 3H) ;

[1624]1  m/z (CI-MS)567 (M', 100% ) »

[1625] B3R (iii) : (3-{[(3,5~ == ( =HH AL ) - ¥ ) - (2- AL —2H- PUmk —5-Jt ) - &
] FEL -6, 7- & BH- IR IR [b] mEmE —2- ) - BRIGGE R L - 20 - A R
[1626]

[1627] |08 (i) P3SN G- {[(3,5- = (=&ML ) - 5L ) - (2H- PYme —5- 3£ ) - 57,
B - A} -6, 7 & -5H- R A I [b] mbmE —2- 5 ) - BRRAEE R AL - 20 - JiZ (0. 800
i, 1. 446mmol) ) 8 ZFFAKEIE I AE E ALY (0. 115 3, 2. 890mmol) , FERZIR A WIE
FEBEFE 15 280, M5 AN DM (8 Z=FF ) o SRE IMABRER — FES (0. 200 3¢, 1. 591mmol) , Ifij
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JE IMNIRAR DY T 345 (0. 023 52, 0. 072mmol) « BLiZIB-AYHFE 0. 5 /N, T e KESA
BUZ4r 5, H DM (3x10 271 ) ZEBUK)ZE, -5 IF A VUE FH 3 KEeE FBR RN T4,
Ja B4, A3 BIbR LA (0,500 33 ), 773 :61% .

[1628] 4l Ji¥ :96. 34 % (HPLC :Symmetry Shield RPS8, [0.0IM KH,PO,:CH,CN],210nM, R,
8. 728min) »

[1629] 'H NMR(CDCl,,400MHz) :d 7.84(s,1H),7.81(s,1H),7.74(s,1H),7.65(s, 1H),
4.76 (s, 2H) , 4. 64 (s,2H) ,4. 19 (s, 3H) , 3. 02-2. 96 (m, 4H) , 2. 91 (t, J=7. 1Hz, 2H),2. 75 (t,
J=7. OHz, 2H) , 2. 10-2. 05 (m, 2H) , 2. 04-1. 93 (m, 1H) , 1. 52-1. 41 (m, 6H) , 1. 26—1. 22 (m, 2H) ,
0.97(t, J=6. 9Hz, 3H) ;

[1630] m/z(CI-MS)581 (M, 100% ) .

[1631]  sZjEfsl 77

[1632]  (3—{[3,5— = ( =R HHE) - Fhk) - (2— H Ak —2H- PYme 53 ) — Z 0t ]- Ak ) -5,
6,7,8- VUS| — Wbk —2- J& ) - BRI IS — 20 - 26k

[1633]

N—*-N/
g\

{
N 2N
g

Y
. }N/ N//\
L\ i CFj

[1634] MRSy 76 Prye b 77k, Refe b9, (1) ffH (3-[(3,5- = ( =/ F
H) - R ) - 2L ]-5,6,7,8- DA - MMk -2 ) - IR - 2 ARE (3-0G3,
5— (SRR ) - I ) - TR ]-6,7- & -5H- MR AR [b] ke —2- 3t - B
IR - 20 - i, bR R A A (0,04 52 ), 7R EE :35% .

[1635] 'H NMR(CDCl,,400MHz) :d 7.74(s,1H),7.65(s,2H),7.03 (s, 1H),4.72(s,2H),
4.63 (s, 2H) , 4. 19 (s, 3H) , 3. 00-2. 95 (m, 4H) , 2. 76 (t, J=6. OHz,2H) , 2. 54 (t, J=5.9Hz, 2H),
2. 00-1. 96 (m, 1H) , 1. 86—1. 80 (m, 2H) , 1. 75-1. 68 (m, 2H) , 1. 55—1. 38 (m, 6H) , 1. 24-1. 22 (m,
2H) , 0. 97 (t, J=7. OHz, 3H) ;

[1636] m/z (ES-MS)596 (M'+1,100% ) ;

[1637] IR(cm')3385,2954, 1581,

[1638]  sZjEfsl 78

[1639]  (3-{[3,5- — (=AM -FH)-(6- FH-[1,3, 4] BE e —2- L) - F L - F
5 }-5,6,7,8- PUSMEmk —2— 5L ) - B REE AL - 20 - & ek

[1640]
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[1641] ¥ (3-{[3,5- = ( =) - L) - (CH- PUmk —5- 0 ) - &k ]- F AL 1 -5,6,7,
8- PUS — Wbk —2— B ) - IR — 28 - ik (0. 2 3, 0. 344mmol) A BB KHEEE (5
2T ) L BAZEBRAHE 0°C, I ZEEA (0. 094 3, 1. 2mmol) IREHE RBLIEI 3 /N

SRJG AT RNV ) 28 == 0, R KRS, 1T P A A Ak o DAL i T 20 Sk ng , 55
BWARMIVET CIR CERH, A GIg 4, B 2R &) (0. 110 58 ), 772 :40% .

[1642] 4§ Jif 94.8 % (HPLC :Symmetry Shield RP8, [0.01M KI,P0,:CH.CN], 210nM, R,
8. 214min) »

[1643] 'H NMR(CDCl,,400MHz) :d 7.73(s,1H),7.65(s,2H),7.05(s, 1H),4. 64 (s, 2H) ,
4.59 (s, 2H) , 2. 99-2. 94 (m, 4H) , 2. 77 (t, J=6. 0Hz, 2H) , 2. 58 (t, J=6. 0Hz, 2H) , 2. 43 (s,
2H),2.01-1. 8 (m, LH), 1. 84-1. 77 (m, 2H) , 1. 77-1. 73 (m, 2H) , 1. 53-1. 43 (m, 8H) , 1. 03 (¢,
J=7. 0Hz, 3H) »

[1644] m/z (CI-MS)595 (M, 100% ) ;

[1645]  IR(4f, cm ') 2931,1279, 1139,

[1646]  SLjEfs] 79

[1647]  (3—{[(3,56- = (=g HHE) —"FHL) - (2- & —2H- Py —5- 2 ) - gL - L } -5

6— L - kg —2- J ) - X - IR - LA Rk

[1648]

[1649]  JDIE (i) :3- G —2- THEIENEL IS Ak

[1650]

U o
[1651]  7F 1L LI, B8 (5.80 v ) AR 300 ZZF 5K LWk, LA NA
B — UK, B BV A I3 0°Co A HI BRI B R 45 (0. 256 FE/R ) FI
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2- TR (0. 232 /R ) BIT/K M (100 ZF) FREY. [FiZIR AR E =i, JFakss
A o SRR A BTG D R UTE LS T 2 /N, AR BRI A (210 50) L 7
K :79.2%,

[1652] 'H NMR(CDCl,,200MHz) :d 9.11 (s, 1H),2.50-2.19 (m, 3H),1.39(s,3H),
0. 98-0. 91 (t, J=14. OHz, 3H) ;

[1653]  m/z (CI-MS) :114(M', 100% ) ;

[1654] IR( 4k, cm') :3384, 1584,

[1655] DR (ii) :2- AR -1,2- =& -5,6— ~HEEMLIE -3- JF A K

[1656]

[1657] &R LB (3. 78 wi, 0. 237 BE/R ) IOAE 3- AL —2— T HEAM4ER (5. 00 b,
40. 9mmo1) HIZKIAE (100 ZF) 1, FAEZR FHFHZRM 1 /Mo ZR)5, TN 2M FURIE
LIRBRKIE W (10 2ZFF) , FFEZR PR GWEIE 24 /NN o BZIREGWR A, 3 HIEE IR IR
o AG BTG UE, F R 2REEERUTUE o BB VR, W4, 13 BUR A KRR, K H A KT
JG LR CBEHESS, R BIRR LG (2. 00 35 ), 23K :33% , FRER T E 1A,

[1658] Mp :103°C

[1659]  'H NMR(DMSO-dg, 200MHz) :d 12. 44 (s, 1H),7.94 (s, 1H),2.23(s,3H), 1. 98(s, 3H) .
[1660] m/z(CI-MS) :148 (M, 100% ),

[1661]  DIR (iii) :2- § -5,6- ~FEMLIE -3- JFHIG AL

[1662]

[1663]  fEPHF 50 ZF [ e, o = &AL BE (16 ZF) AR 2- &AM -1, 2- =
A 5,6 HAEILIE -3- iF (2.00 3, 13. Smmol) ", JEAE S EBFEZIR AW | /NG, 17 f5 =]
W12 /NEF e SRS, 2R I & = S, IR R R RN KA E K R KA R
TRL R P S B VA R A . » 0t BT T BT D LE 0, 19 3R AL A (1,50 72 ), 7238 :66. 7%
[1664] mp:110C ;

[1665]  'H NMR (DMSO-d,, 200MHz) :d 7.94 (s, 1H) , 2. 55 (s, 3H) , 2. 31 (s, 3H) ;

[1666] m/z (CI-MS) 167 (M+1,100% ) ;

[1667]  IR( 4k, cm ') :3420, 2231,

[1668]1  DEE (iv) :2- (W - IR - &L ) -5, 6— ~HIEMENE -3- JE 1A Rk

[1669]
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[1670] K DMF (5 ZF) MMARLDER (iii) HIRIEM 2- & -5, 6— ZFEEMLEE -3-JIF (1. 50
5t,9. Ommol) FHBREREH (3. 70 i, 26. 8mmol) HIVEAMIH . FEX - AP - g (1. 2 g,
9. 6mmol) () DMF ¥& VR 1 12 N BZ A FE S STR S V0, 11 5 4 2 S B2 B 24 /N o 98
Ja A R RLV N B = I, FRUEIERK b AR AR OB B (3x 20 =) FEEL KAt
(A AL #h KB, PR BN T8, 3125 28 RV ), 15 BIAR AL A4 (0. 500 8 ), 7728
22.7%

[16711 'H NMR(CDCl,,400MHz) :d 7.40 (s, 1H),3.62(d, J=6. THz,4H), 2. 13 (s, 3H) ,
1. 19-1. 11 (m, 2H) , 0. 54-0. 49 (m, 4H) , 0. 29-0. 25 (m, 4H) .

[1672] m/z (CI-MS) :256 M'+1,100% ) .

[1673] DR (v) :2- (R - BT AL — 2L ) -5, 6— FENENE —-3- A L

[1674]

[1675] & DIR (iv) RN 2- (R - SRS AL - &L ) -5, 6— ~HEMLnE -3-JiF (0.5
i, 1. 96mmol) IR EH LK THE [ 50 2 PSR RS+ o K SR S A2 0°C,
FH 20% (w/v) {9 DIBAL (1. 8 3%, 12. 9mmol) 1 THF V&M MBIZIB S .. FxEAY
76 O CARFFIFHEHE 1 /Do BBJE, [ R NS B IR, N IN HCL (10 ZF ) , I B8 2.1
(3x10 ZF1) ZEAGW. BAHLZH ShKBEE, RN T8, B2 28 RIE A, 5 265 A&
Y (0.2 55), 772 :40%.

[1676] 'H NMR(CDCl,,400MHz) :d 10.1(s,1H),7.71(s,1H),3.37(d, J=6. 4Hz, 4H) ,
2.42(s,3H),2. 22 (s, 3H), 1. 07-1. 05 (m, 2H) , 0. 49-0. 44 (m, 4H) , 0. 16-0. 07 (m, 4H) ;

[16771 m/z (CI-MS) :259 (M'+1,100% ) ;

[1678] IR( 4k, cm ') :3078,2925, 1601,

[1679]1 D4R (vi) :{3-[(3,5- = ( =g A 2 ) - R A& 2t ) - 2k ]-5,6- — FF & — it
WE —2- 2 ) — X - IR R AL - Fe A

[1680]
L ) e s CF

l\ ; CF;

[1681]  [AIDER (v) "HERIFI 2- (A - RTS8 - AL ) -5, 6- - F ke -3- FEE (0. 2
52,0, 775mmol) A1 3,5- = ( =& FHE) 8% (0. 18 72, 0. 74mmol) fJ MeOH (3 ZF+ ) ¥
IINEEER (0. 093 ZFF, 1. 5Smmol) o 1% MR A WIFE SR BEFE 1 /N, 1 5 I\ SR A
LN (0. 096 i, 1. 5mmol) o« KFIXIRAW) 5 MR FE 2 /NI, T f5 B 25 28 RIS, IINK, I H
LR CBERER W) o ¥ A ALZ PRI B IR S BN VA Ve 05 » FHIRBR B T8, 28 RIE 7, 13 B4R
BALA YD (0.300 38 ), 73 :81%.,
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[1682] 'H NMR(CDCl,,400MHz) :d 7.99(s,2H),7.90(s,1H),7.01 (s, 1H),4. 27 (s,
2H) , 4. 21 (s, 2H) , 3. 30 (d, J=6.5Hz,4H),2. 41 (s,3H),2.22(s,3H),0. 73-0.67 (m, 1H),
0. 48-0. 43 (m, 4H) , 0. 07-0. 01 (m, 4H) ;

[1683] m/z (CI-MS),486 (M'+1,100% ) ;

[1684] IR( 4, cm ') :2926,2329.

[1685] DR (vii) :[2- (R - FRTASEFAL — &AL ) -5, 6- HJE —mbme -3- B AL 1-(5,
5— (=L ) - ) - &FE A K

[1686]
N
Ill
< o~ . F
NC 3
L/w CFs

(16871  7£ N H A, M0 B8 (vi) H3R1EH {3-0(3,5- = (=m P ) - FREEE ) - F
HE 1-5,6- HEE - bnE —2- Bk ) - X - BN AL - g (0. 300 32, 0. 600mmol) IR HMA
IR (0. 15 3, 1. Tmmol) , M5 IMAIRALE (0. 13 38, 1. 2mmol) « FEZIR THFHZIRS
M0 0. 5 /MO, SR JE AW A o SRFE MK, 8 R A BUK )2, F ShK e, FIBR AT
o HAARER, BERREL A (0.297 56 ) , 772 :95% .

[1688] 'H NMR(CDCl,,400MHz) :d 7.85(s,1H),7.71(s,2H),7.38(s,1H),4. 36 (s,
2H) , 4. 25(s,2H) ,2.91(d, J=6.5Hz,4H),2. 42 (s, 3H), 2. 23 (s, 3H),0. 91-0. 74 (m, 61) ,
0. 35-0. 31 (m, 4H) .

[1689] m/z (CI-MS) :511(M'+1,100% ).

[1690] DR (viii) : (3-{[ (3,5~ = ( = AL ) - FHL) - (2H- PYme —5- 2 ) - &AL - H
) -5,6— HEE - ke -2- 5L ) - X - RS 3L - A Rk

[1691]

[1692] 5P IR (vii) HFRAFRT [2- (W - FRTAHE AL - &L ) -5, 6— L —nmg —3- L H
F1-(3,5- = (ZF ) -3 -FHE 0,297 77,0, 58mmol) B &ALEN (0. 18 72, 2. Tmmol)
AEALE (0. 1538, 2. Tmmol) 557K DMF (10 Z£F+) — AR 50 Z£F B FEHEH o 4 e i
R3S R R LN SR E A AR =, SR E I UKA AN/K (10 =) IAZIFE DMF H
KR BLREYIH, R EE (3x 20 ZF ) ZBUKIER, 316 3 1A HLE FH KB, H
TR BN 105, 2k 4n, 19 2R UL &1 o ZAL S A AT AE T — A, (0.3
V), PEER 193, T% .
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[1693]  m/z (CI-MS)557 (M'+1,100% ) .

[1694]  DHR (ix) : B-{[(,5- = ( =FHFHE) - K& ) - (2- FH -2H- Py -5 % ) - &
B ]- B} -5, 6- THISE - EnE —2- ) - XU - MR RO - e A R

[1695]

i

_._._‘
NYN
NV" Ng/\\\§;7 &

[1696] |a] s 3% (viii) P 3R A 19 G-{[G3,5- = ( = & F & )-F & )-CH- 1Y
e —5- J ) — 2L 1- AL | -5, 6- H L - mkmE -2- 5k ) - X - IR F 2 - BZ (0. 3 i,
0. 54mmol) HI7K (4 ZF) BIFHHMAE A (0. 04 78, 1. Ommo 1) , B IZ B AW R IR
PFE 16 40P, 15 I DOM (4 ZF) o SRJEHGIRER —F B (0. 13 52, 1. 03mmol) AN AFIZIR
S, TS AN ERAL Y T %% (0. 008 3, 0. 024mmol) o SRS BB SWHREE 0. 5 /N, T &
WK DOV (3x10 Z£F+ ) ZEL B A VUE . A HANLZEH KB, BT
W, T i 2SR AR, 43 B R B iR AR L &4 (0. 200 52 ) , 7228 :66. 6% o

[1697] 4 JF 96.2 % (HPLC :Symmetry Shield RP8, [0.01M KH,PO,:CH,CN], 210nM, R,
8.823min) »

[1698] 'H NMR(CDCl,, 400MHz) :d 7.72(s,1H),7.66 (s,2H),7. 17 (s, 1H),4. 83 (s, 2H),
4. 64 (s, 2H),4. 18 (s, 3H),2.93(d, J=6. THz,4H), 2. 37 (s,3H), 2. 11 (s, 3H) , 0. 90-0. 80 (m,
2H) , 0. 33-0. 29 (m, 4H) , 0. 01-0. 00 (m, 4H) .

[1699]  m/z (CI-MS)567 M'~1,100% )«

[1700]  IR(4f, cm ') 2982,1581,

[1701]  sZjfsl] 80

[1702]1  (3-{[ (3,5 = (=L ) —FH) — (2 AL —2H- Pyme -5k ) - &0t - 2k ) 4,
6— AL - mbie —2- 2 ) - W - IR R - R A R

[1703]

X CF3

[1704]  $ZHESZhEH] 79 $2 0L R0 S256 77k, R () PR ke -2, 4- —ERE 2- T
M, il & An Ak &4 (0.2 58 ), 723 :39. 1%,
[1705] 4l J& 97 % (HPLC :Symmetry Shield RP8, [0.01M KH,PO,:CH,CN],210nM, R,
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8. 946min) .

[1706] 'H NMR(CDCl,, 400MHz) :d 7.63(s,1H),7.45 (s, 2H),6.59 (s, 1H),5. 00 (s, 2H),
4. 49 (s, 2H) , 4. 18 (s, 3H), 2. 97 (d, J=6. THz,4H), 2. 37 (s,3H), 2. 07 (s, 3H) , 0. 90-0. 83 (m,
2H) , 0. 36-0. 30 (m, 4H) , 0. 04-0. 01 (m, 4H) ;

[1707]  m/z (CI-MS)567 (M", 100% ) »

[1708] IR( 4, cm ') :3079,2856.

[1709]  sLjatsl 81

[1710] (3,56 = ( =) - R0 ) - [3- (PRI 2L - 208 — 2008 ) - bk —2- & H
S ] - FEE R R EE AL

(17111 JBER (1) :3— ¥ — WEklE —2- BREE FER A L

[1712]

N
[1713]  H5¥R4L4 (1. 36 52, 6. 1mmo 1) FINEAHER AN T Ee (0. 78 3%, 7. 6mmol) 5 Z.iE (2 2ZF+)
— RSB 50 ZF BB+, FEAE 60 CIIZIB AW 5 7% Ib)a, A, DLt
(K77 AN 3— G 38k — Mhigs —2- SESHES (0.8 ¢, 5. 09mmol) , FH7EAH FIE R 4k &2+ 10
AR AN SLVR G YA HV B IR, TR 100 2% HCL (2N) o, 1 5 A Z.Fk (3x50 Z2&
) FEE EIFRENUZE M HCL Bk, R85, 5 323 W40, 153 2hs 8k 54
0. 139 32 ), 77 F :12%.
[1714]  'H NMR(CDCl,,400MHz) :d 8.58(m,2H),4. 04 (s, 3H) ;
[1715]  m/z (CI-MS) 217 (M) ;
[1716]  IR(4f, cm ') :3385,2955, 1742,
(17171 DIR (11) 2- (BRI - 25 - &AL ) - bk —2- FRIER F B 10 & Bk

[1718]
N\fLQ/

[1719] B MABER (1) BIRUES R S B 3RAF 11 3- IR — bl —2- R 5 (0. 893 e,
4. 11mmo1) FIBRERHR (1.7 3¢, 12. 3mmol) AIAZE| 50 ZFA PR KL . A FE
A 10 Z£FH1 DMF, 1M 5 32N N—- BR300 FE R 2 F6 iz (0. 627 e, 4. 93mmol) 1) DMF ¥
YZIR AV R, w0 JE R HA B0 =1, IR K (10 ZF) &, JFH 28R 4B (3x50
T ) FE KANLUZE KGNS, BN T8, B 2R IER, 2 2Rk 54 (0. 468
T ), FEER 43%

[1720] 'H NMR(CDCl,,400MHz) :d 8. 11 (m, LH),7.87 (m, 1H), 3. 96 (s, 3H) , 3. 46-3. 39 (m,
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4H) , 2. 29-2. 25 (m, 1H) , 1. 71-1. 60 (m, 3H) , 1. 19-1. 15 (m, 3H) , 0. 88-0. 83 (m, 5H) »
[17211  m/z (CI-MS) :264 (M'+1,100% ) ;

[1722]  IR(cm') :3749,3421,2951,

[1723]  DIE (iii) 3-(FRRIEF R - 208 — &L ) - MWk —2- SR A AL

[1724]
(

N

@

N

/

L

\

[1725] BB (ii) FRIGH 2- (IR RIFEFF 3L - 2 - &L ) - s —2- BRI B (0. 468 7.,
1. 77mmo1) 5 IG7K DOM — & AN B 50 Z£F+ PSR FHEH o 1 S RETR A% 213 -70°C, fF
BE & $EE, 7 DIBAL (20 % [ FR 2RI, 0. 252 v, 1. 77mmol) FRMAZHZIR S, HAEAH
[ T 4Rt | /NI (IR SR B = 3, F R S A 7 A K, FE A DCM (3x30
ZF) FE. A IFFRIAVUE KSR BRI 0%, B 25 28 RIEN, 15 2R 54
(0. 082 33 ), 72 :20% o
[1726] 'H NMR(CDCl,,400MHz) :d 9.95(s, 1H),8.16(d, J=2. 1Hz, 1H),8.01(d, J=2. 1Hz,
1H) , 3. 59-3. 52 (m, 4H) , 2. 27-2. 16 (m, 1H) , 1. 68-1. 48 (m, 8H) , 1. 19-1. 10 (m, 3H) ;
[17271  m/z (CI-MS) :234 (M'+1,100% ) ;
[1728] IR( 4, cm ') :3384,2952, 1692,
[1729]  BBE (iv) :{3-[ (3,5~ = ( =L ) - FHE&IE ) - HHE 1- mhmes —2- 3t |- FR K
S - 2R - AR
[1730]
N , : CF4
Seqe
PN

[1731] 2P ER (1i1) RIS 3- (R RIEF AL - 2.5 - & 5L ) - ks —2- & (0. 082 7,
0.35Immo1) .3,5— — ( =& ) % (0. 085 5, 0. 351mmol) FIEEEE (0. 042 74,0. 70mmol)
AR 25 Z2HFRER S . IMAREE (4 25), I ZIREWAZREE 16 540, R)a
AR FIEFIEALEN (0. 066 75, 1. 05mmol) , JFAE IR 4kt HE 1 /N, B2 E F R,
BAMARRIR &Y, FH R B (3x 25 ZFt) FHG=Y) . B4 FF1E VLZE F AR
SUNE L SR G £k B, IR ER AN T8, 2 RV ), 15 BRI (0. 163 32 ) , 7728 :90% .
[1732]  mw/z (CI-MS) :461 (M'+1,100% ) ;

[1733] IR 4, cm ') :2955, 2868, 1278,

[1734]  BER (v) : (3,5 = ( =@ 5 ) - N4 ) -[3-( PR B O - £ 5 — 20 ) - it
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We —2— BEHTJL ] Uk AR R ) & R
[1735]

[1736] 78 NZRJH T, K20 58 (iv) H3R1EBH (3-0(3,5- = ( =Zm P ) - FREEE)- F

- MR -2- 2 - BRI - R - 42 - i (0. 155 32, 0. 33mmol) A K,CO, (0. 139 3T,
1. Ommo1) ANABIFFEE LR . K THR (3 £ 4 ZFF) IARZEE S, FASET
THZIR G 30 735 SRS SRR EE (0. 038 5, 0. 404mmo 1) FFIMAZNEA Y, FF
FEZ IR AL SR S A . B BRZE R, MK, T JE FH O1R CERAE B ). FHBRIR
T EEAVLE, 5S4, 2B AY (0,020 w0, 72 :12%.

[1737]1 'H NMR(CDCl,,400MHz) :d 8. 07-8. 06 (m, 2H),7.75 (s, 1H),7.70(s, 1H),7.62 (s,
1H) , 4. 64-4. 49 (m, 4H) , 3. 73 (s, 3H) , 3. 13-3. 09 (m, 4H) , 2. 06-1. 98 (m, 1H) , 1. 37—1. 30 (m,
6H) , 1. 30-1. 18 (m, 5H) ;

[1738]  m/z (CI-MS) :518 (M", 100% ) ;

[1739]  IR( 4, cm ') :3313,2950, 1548,

[1740]  SEJEfs) 82

[1741]  ARAME RN 2

[1742]  FE N [0 B 2 H O S8 9 o500 ke i3k 47 T %6 58 CETP 401 i 5751 1) 268 T4k 40 2% 56 1)
52 3% :Bisgaier 2 A, J Lipid Res.,34(9) :1625-34(1993) Fl Epps % A, Chem Phys
Lipids.,77(1) :51-63(1995) . %M Bisgaier & A, 1993, fill #% 5% & F1 At 44 A5 57 7ok 3L 7,

H& A 0.67wg/mL A HDL (Calbiochem) il 8 2% vh Wi HEAK o L 7 & A ¢ o't HH [ B Ji
(cholesteryl ester) U4 BODPY-CE (Molecular Probes) , HAFHELE T4E 503nm A1 518nm
A 53 ) BT B KR AN 5T o CETP— A1 1R 2 16 [ B2 s 2 . 3] 52 AR iR o 5 25 FH FAM
JeRRAEE (filter set) (& 492nm, K5 516nm)  7F MX3000P AR EE 2% (fluorescent
plate reader) (Stratagene) b &1t 2 /NGRS TR E EASR WS ET . fFH 0. 14ng/ v 1 &IRE
[P E 44 CETP B (Cardiovascular Targets), LASERIRAE RS . AL A1 CETP #HI1E
FH 5 DMSO X BEWIAH EL, Fdg 2t 2 /)N i) (] J&] 34 REA) CETP i P 1 1 40 B il B o FR G TR
PR Rl CETP 4 I TC, i %% . tnlH Bk, (HAE 3% A ILiF A& A4 5 V(Calbiochem)

FIAFAE T, [FAREITE ML A1 CETP $IIHIFER ,

[1743]  fd 1% 5 &2, #E S 1) 35.41.42.43.44.45.46.48.49.53.58.59.61.63.66.68.
69.70.71.73 F1 75 REAFHML SRR T CETP 3G B A /NFBEET 5 uM 1 1CsfH s7E5E
JiE 4] 1.2.3.4.5.6.7.8.1011.12.13.14.15.18.19.20.21.22.24.27.32.33.52.54.55.56.
576567747776 F1 78 & I AW on T CETP y& PE B A /N ST 1 uM 9 1C,,

fH.
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