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15 (d&. C-C2 BB &R Cl-C2 & R4 axK;
@it i BE. &4 f A A% A&, &.-COOH. -CONH2. -SO2NH2,
-SH. C1-C2 &I Afe C1-C2 AR AL C1-Co B A C2-C6 % A&
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Rb it B C3-C8 btk C2-C7 #3;Leyf3rin k. C5-C10 3R KRR

A, pHA WEREE TEA, FASEL

©FOF -0 2 5 Mt G FTHORRERK: 5%, £
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Fa K 2o
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A, Kb BA R FFFA. RA kg A
15 4k, ENTOHFIRALRT]AXNTD FHiAEHX () HLi
1% % PLA4R
ZEEM X (1) 30 2 5 MM b)Fe(c) b Ik 364 IR R :
@A BE.ZA AA &AL & -COOH.-CONH2.-SO2NH2,
-SH. C1-C2 fg it A= C1-C2 i R I 8 A& ;
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(©R2-GRa, ¥
G it B -(CH2n-. C2-C4 $# 4. C2-C4 # A . -(CH2)nO(CH2)m- #=
-(CH2tN(CH2)s-, ¥ r Fos RIIAH 0. 1. 2. 3 X 4; #=
Ra it B C3-C8 Rkt koA, vkd k. Dok, waFeHhE. %
s oA WwAREA XA A XAE A Xkl
b)Fe (c) PoIHF—ANKO0 ) 5 AN Rk B T H e BK A B BE.
#E. RA. Cl-C4 A Cl-C4 AR, 2H= (C1-C4 L) &
A C2CA B A, Cl-C4 A A, C1-C2 HRKEAF C1-C2 AL
FAPEL;
10 JA&S. O HNR3; #o
R3 &:
) &;
(€) C1-C6 X ;
(-LRb, #+
15 L% B-(CH2)r-\ -(CH2)rO(CH2)s-Fo-(CH)nN(CH2)m, R % n Fom 3
WA 0. 1. 2. 3 K 4;
Rb it § C3-C8 Zrt A vko . vk k. Bok k. Hd . maARA
A, abme R
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81, oMf L HRETHLHE, Attt a:
1-(k i -2- 3% 30)-3-(4- K 5 [d]"& ik -2- - R I0)-Bk;
1-(E vk vl-2- -3 R)-3-[5-(E A [d] B rk-2- £)-2- 7 K] R KAk

5 1-(3-(GRIF[AIE%-2-5) K H)-3-2- K AR TR HM;
1-(4-CR I [d] &7 -2- 1) F A4)-3- 5 BLAUK;
1-(H5E-3- 3% )-3-(4- R[] R e -2- - K AR)-k;
1-B-Q- £ E-5-F B &4 R)-# £)-3-4-F 7 A X)) 5%
4-3-2-REATBHDAMRE) R TR T8,

10 4-(3-TELRBRA) X T BR T8,
4-(3-2-G-REEL) THR) M) X T 8 T 8
4-(3-G-F A A BRI X T 8T A5
4-3-2-(R3-F) TR R R TR T 8;

4-(3-(K vk vlg-2- K- B RO BRI X T 88 T B8,

15 2-(4-G-Q-XAATBL)HFIRA XL LR LE;
4-G-Q-XRATHABBE) X TR L8
4-B--F REATBRPABRBD X TR THE;
4-3-2-4-—REEL) LB R I X T 8 T s,
4-(3-(2-(4-#- T A X 8D TEL BN X F 8L T 855

20 4G-QUAFEMEEDTRDRAKRE X TR T8
4-(3-(2-2-F FA X AL LB A BRI KT R T B
4-(3-Q2-(o- F R AR TR A BN ) X T 8L T 85
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4-(3-(2-24,6-ZREEA) TR AR X T B T 85
4-(3-GA-—REBD BRI KT B T8
1-GA- = R EL-ZB)-3-G-Z AT ERXL) MM
1-34- = REL-HKH)-3-G- K T 8L AL XD A

5 1-GA4- =R FE-HZA)-3-B- KA X #HIK;
1-(3,4- = A3 A)-3-(3-(5- F Ark vh-2- 2)- KB AMk;
4-(B-(B-2- RV B IOBM ) X T BT B8,
4C-4-REAXRE )RR E) KT B T8,
4-3-(TER P B BB A) X7 8L T B8;

10 1-((EHrkmh-2- K-8 H)-3-B-CRARE)- X X) Bk,
4-3-2-C A —REEL) LB A B K T 8L T B,
1-(4- T AR I)-3-2- KB AE TR BUK;
(RA-G-(FRBED THARKL) T TE;
1-(3-(F £ AAR) B BEA)-3-3-(F &4 K L) Bk,

15 1-Q-QR-—RKEEL) TEA)-3-G-(F AL XX #k;
4-(3-(F1-R) BB X T B T 85,
O--(AAN-p-(LB T B) T AR ZK L) LR LE;
4-G-Q-2-FTRACLER) LB BRA) KT B T B,
(RAN-@G-FRTERXD FHAREKL (XL TR T 8

20 3-(RAEN-G-FRTEAXL TEHAKSELD S B THE;

1- T Bb-3-(4-3F T 2 R I 3K
(©)--(RAN-(4-38 LA KD T EHANBL) T T 8,

46



200380108710. 6 A 3 ok 5 FE46/591

1-G-(F RA) K A)-3-(2-F2 A T BRI,
4-(3-(2-(2,6- — R A EA) TR MR R) X 7 88 T 8
4-3-Q-G-F R A XA L) LB B L) X T 8L TAS
1-[(1- 7 Aokm-2- 2)- 3% AK)-3-(3-F A X R AUk
5 2-(BAN-G-(FRA) KA T HAKZ L) RABIRI-1- T 8- T 5

4-(3-(HeBBE-1- ) B A AR R) X T B TS,
4-(3-(1-F 2~ 5t vk wi-2-35)- 3 ) Bk ) K F 88 T 85,
1-(4- T A RXHR)-3-2- XK LB X)) Bk
1-@4-OX &2 X R)-3-2- X AL L8 )UK,

10 1-((GRFekrm-2- - 3 K)-3-(4- X R A)- X A) Bk ;
1-(4- K EXR)-3-2- X & T8 X)Lk,
1-((R I ek h-2- 2 3 2)-3-(4- 5% 2)- KA ik
1-((R I ekv-2- - B R)-3-(4- R B - KR AUk
1-@G-TEAEXR)-3-Q- XA A LB A Bk,

15 1-(CRHekol-2- - B A)-3-G- K R)- K ) #ik; -
1-@- X AR TEA)3-G- K A)- X AHUR;
4-(3-(K vk -2 20 AR A) K T B % B
1-2- K A LB )-3-94- F- K ) K A B
1-G-K T EA)-3-2- X £ T8 2) 5k,

20 1-((RHrkoh-2- A8 A)-3-G- K 7 £)-E )5k,
1-(GRIF ek w-2- - 5)-3-(4- K 7 30)- K ) 5k,
1-(@-(p-F X AL X R)-3-2- XA A T 2) AUk,
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4-(3-(R Stk 2- B R BRI KT R 7 T8
4-(3-2- R EA)HURA) X F 8 53 T B
1-Q-(RAT A8 X L)3- Q- XA LB )M,
1-G-(REHE ) X E)-3-2- KA TH ) Bk
50 1-(3-2-F AF 48 X A)3-Q- X EA LB AR
1-4-@G-BEE D XE)-3-C- XA LA TR MK,
1-((R ok il -2- 2 )-3-(4- B R R A)- KR BUbk;
1-(4-(3,4-= £ -2(1H)- &) K 2)-3-Q- K A T ) Uk
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1-(3- f-4-(O\ Erbok-102H) - £) XK R)-3-2- X &4 T £2) 5k,

10 1-(G3- R-4-(\N A E9R-12H) - &) EH)-3-2- X A4 LB g,
1-(3- f-4-( 72 -1- ) X H)-3-2- XA A T a2 ik,
1-(FHrkwh-2- -8 B)-3-3- R-4-CRe-1- ) X A) - R R A
1-3-(- F & A F R FH)-3-Q- KAL) 0ok A 500%;
1-((GRIF ek 2- B A)-3-(3-(3- T 84 F £A) K- KA Bk ;

15 1-G-2-F EAFEHRXL)-3-2-XEA TR K,

(R rkwh-2- - A)-3-3-2- F &4 F &) £ L) -5k;
1-3-(4-F & A F & ) KX )-3-2- X E A B D)k,
(R ek vh-2- -8 2)-3-G-CGRE A 7 &) X R)-Hulk;
1-G-GR T AT )X A)-3-2- R AL TR MK

20 H((FIHFkeh-2- K- H)-3-(4-(5,6- — £iir-12H) - X)) XA - Hulk;
1-((5- 7 A vkwh-2- BB )-3-(-F B4 XI5k
4-(3-(5- R Kok v-2- ) # ) B L) K P 8L T s
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1-(G-F-F I bIES-2- 2- & £)-3-G- TAAF A XD -F )5k
1-(4-Z R F 8- X E-H)-3-G- TRAE T RO R D)- X%

10 1-5-FAF T3 K-8 K)-3-G-TRAF L) L) XR) 5k,
1-2-F A-5-F K-vkh-3- - B R)-3-(3- TRAF 8 X )- K )5k
L@ ZRT A XA HD)-3-G-TRAFEB X B)- XL HK;
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1-(3-(2,3- = £-1H-%-2- ) X K)-3- Kb rkmd-2- -3 ) A%
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#
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1-G-(KTE B FHE)-3-(1- T A-3-F £ 1H-wb e -5- -8 2)-F00%;
1-3-(2,3- = &-1H-%-2- R XA )-3-24- = F Aok ok 528 25K,
10 1-(3-(2,3- = &-1H- 27 -2- & A) X K)-3-(2,7- = F H bk [1,5-2] "% %2 -6- &)-
)RR
1-(3-(23- = &-1H- % -2- B ) X H)-3-(1- T A -3-F A-1H-wb w5 -3 &)
FR;
1-(4-F 21,238 =k 5 %8 B)-3-B-REA) X4 - 25505,
15 1-CRIF[d]E4-2- K-8 5)-3-G-XLHER) - LR HK;
1-(4-F A&-1,2,3-8 — w5 K-8 K)-3-(3-(F &) E ) 5k,
1-(RIF-2- B3 2)-3-B-(F &8 X R) 5k,
1-(K I vk wh-2- K- 3 2)-3-(3- -5 K B A ) U8k
1-(2-F A-wbvg-3- -3 2)-3-G-(FF £4) X)) 5ok,
20 1-(1-FA-TH-sbed-5- K-35 5)-3-G-(F &4 X #Uk;
1-(1- A 1H-wb e -5- )3 (G- X A £ 8- X D) sk,
1-2- F A RS [][1,3] = f-6- 2)-3-(1- K A -1H-wbmd-5- R - 5 R Bk,
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1-(1- R Aok od-5- )-3-(4- R R K )- KA Uk

1-(1- X A -1H-wbrk-5- )3 (- R A A- X R)- X R) Uk,

1-(F R K DlEwr-2- -8 £)-3-(4- KA XL - E R BUK;
1-(Fe Bk-5- - 2% )-3-(G- F &) XA AU,

5 1-(FToko5 k- g K)-3-(3-(E AL X L) BUK;

1-(F B -5 -3 2)-3-(4-(OX 2) X 2) BBk,

1-(F & o543 4)-3-(4-(OR 88 XA 5k,
1-(F Zrk-5- 33 2)-3-G-(X AR X X)) 70k,
1-(F & o5 -2 2)-3-G-(RER) X)) AMK;

10 1-(G-(Z AT A XE) R h-2- 8- A)-3-G-(F A X L) R
1-(B-(EATF ) EX ) mkng-2- -8 1)-3-G-(K A1) X D) #Uk;
1-(5- - 3 vk vl -2- - B R)-3-(3-(F &) ) A
1-(5- - K H vk v -2- - K)-3-(3- (R B X ) Bk,

1-(5-7 25~ K5t vk v -2- 2 3 A0)-3-(B-(F 88 R R Ak

15 1-(5-Af - K vk vh-2- 3-8 35)-3-B-(R &) X)) AUk
1-(5- 8- R FF vk vh-2- 2R- B 3K)-3-(4- X AR X ) Bk,

1-(5- 3 - F 3 vk - 2- - BOR)-3-(4- X A A0 Bk
1-(RH ok -2~ - 38 3-(4-(T-1- 5 4 R A B
1-(K Ik vh-2- -3 2)-3-(3-(2-(rr-3- ) T &) X ) #k;

20 1-(EFFekvdh-2- -5 5)-3-3-2-(bre-3- 1) T ) X ) Ak,
1-CR 5ok -2 B3 )-3-(3- (e 7-2- ) F ) Bk
1-3K 5 vk v-2- - R 20)-3-(3- (b - 2- 2 ) KA Bk ;
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1-3,5- = F A F Tk -4- -5 H)-3-(4-(T-1-H ) X X)) Uk
1-3,5- = F A F B 4- -5 1)-3-(3-(2-(l vz -3- ) Tk ) X )0k
(R lh-2- - A)-3-(B-(Z AT ) F /- KB HUK;
1-(R ek vl-2- -3 2)-3-(4-((1- P Fokrz-4- ) 7 & 20)-3- f 5 L) #Uik;

5 1-CGRIFekmg-2- K- H)3-G-E AT H)4 (kor-1-2) EXA)HK;
1-(1,3- = F - TH-"E gy [2,3-c] k-5 -3 4)-3-B-(R A L) X ) #U%;
1-(5-(2- F Aot 4- ) F Bk 3 4 -5 1)-3-B-(F & 8) XA AUK;
1-(5-2-F AE -4 ) F Tk 3-8 A)-3-B- XA A X)) AUk,
1-(5-Q2-F ArE o430 F Tvd-3- - 38 )-3-(4- X A XA Bk

10 1-(5-Q2-F AE -4 2) F & o3 K- K)-3-(4- K A - A BIR1-(1,5
= P A-TH-vibm-3- 3-8 15)-3-(3-(3F ) XK A) 20k
1-(1,5-= 7 B-1H-sbmd-3- -3 K)-3-(3-(F 84 R D) Bk
1-(1,5-= F A-1H-wbw-3- K- 3% 3)-3-(4- K- R ) 700k
1-(1,5- = 7 A-1H-vb ok -3- - % H)-3-(4- /% B4 X L) sk

15 1-(1-F -3-3- T A TH-wbme-3- K- 3 5)-3-B-(F &2 X2 5k,
1-(1-F £-3-32- T A-1H-vib e -3- - 3 5)-3-G-(F 824 X 45Uk,
1-(1- F 2K-3-4- T A-1TH-wb k-3 - 8 H)-3-(4- % 2 X 2R) ik
1-2-Z fF A-5-F H-vkwh-2- -3 8)-3-G-(FF B A)- XA B,
1-2-Z R F A-5-F A-vkvg-2- K-8 K)-3-G-CGR 8- X 24) 5%

20 1-Q-Z R F H-5-F H-vkvdh-2- -5 35)-3-(4- X A X AUK,
1-(FH[c][1,2,5] % =k 3-5- K-8 3)-3-GB-(F £ A4)- X ) 5ok
1-(KF[][1,2,5] % =k -5 - K)-3-B-CR AR A)- X R) 5k,
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(1-(RH[c][1,2,5] & = A-5- BB A)-3-(4- (R A) KA B
1-CRFF[C][1,2,5] B = 5-5- -8 30)-3-(4-OR &AL X 2) Bk,
1-(2,7- = F Jotbmk [1,5-a] "8 7= -6- K- 3 H)-3-(3-(F & A)- X)) bk,
1-(2,7-= 9 Fwtr [1,5-a] " 72 -6- - 2 2)-3-(3-CR A A)- X R Hlk;

5 =T At [1,5-a] 8 v -6- - B A -3-(4- ORAD- K ) AU
1-(3-F 5% B ot -4- - A)-3-G-(F 88)- KRBk
1-(3-F AR Tok-4- -5 0)-3-3-CREA)- X B)#sk;
1-3-F A F Brk-4- -3 0)-3-(4-OR ) - XA Bk,
1-(3-F A5 & o423 ) 3-(4- (R - KR AR

10 1-G-F &-2- KA 2H-123- Zvk-4-F- 3 2)-3-B-(F & )- X BBk,
1-(5-F A-2- X K-2H-1,2,3- = wk4- -3 H)-3-(3-CGREAR)- X)) Ak
1-(5-8-3- F R X b)Ew-2- - 35)-3-G-(FF &) K ) #ubk;
(5-R-3-F AR5 b E-2- K- K)-3-G-(RE L) - X ) Uk,
1-(1,3- = F - 1H-wb o -5- -3 ) -3-(3-(FF &) - X ) Uk ;

15 1-(1,3- =9 F-1H-sb=k-5- - 3% 3)-3-B-CRAR)- X R) AUk ;
1-(1,3- = F - 1H-vb o -5- 3538 K)-3-(4-O%AD)- K )bk ;
1-(1,3- = ¥ A-1H-wb - 5- 25 3% AR)-3-(4- UK 8K - X ) Bk
1-(2-(FHw-3- 2 ek -4- 2K 3% A0)-3-(3-(FF R A)- KAL) 3k ;
1-(2- (o -3- 2) B v -4- 28 4% 2)-3-3-CR A A)- R ) Bk ;

20 1-(2-(vHv-3- )k -4- -3 K)-3-(4-ORA)- X BBk
1-Q2-(dme-3- ) vk -4- -3 B)-3-(4-(ORER)- KRBk
1-(4-F A-F5F ok i-2- - B 2)-3-(4-(F & B)- R ) Bk ;
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1-(4-F B ekvl-2- K- 10)-3-(3- f-4- K B - XA Bk

1-(R ek v-2- -3 2)-3-(3,5- = 38 -4-OX-4- 16 A B ) X ) AUk ;

1-(F ek - 2- -3 20)-3-3- (e -3- ) 7 ) X Rk ;

1-(5-8- K5 vk w-2- - B AR)-3-(3- F £ AY)- K D) HUMk 5
5 1-(5-FA-Frkd-2- -8 2)-3-G-(F R A)- X R) 7k ;

1-(5-@2-we " ) Rt ek v -2- - B D) -3-B-(F ) X ) AR ;

1-(3-7 AAR-mbme-2- - 4 25)-3-(4-OX ) X ) AUk ;

1-2,5- = o wmr-3- -3 H)-3-(4- R B R)- K R) 5k ;

1-(3-F A-5-(F AR A)-4- THEwr-2- K- )-3-(4-OR B ) - K L) Bk ;
10 1-(3-F 2-5-(F AR -4- THEw-2- K-8 H)-3-4-(F & H)- X L) AUk ;

1-(5-(F A A)-Ewy-2- &2 A)-3-(4-(F R 5)- £ ) Bk

1-(5,7- 9 Ak [1,5-a] % o-2- - B ) -3-(4-(F £ 20)- K AR) Bk ;

1-(2,5- = fEm-3- K- 3)-3-4-(RE ) - X X)) 5k ;

1-(3- ¥ 25-5-(F ALK -4- THEw-2- - )-3-4-(REA)- X)) 5k ;
15 1-(5-FARR)-Eur-2- -3 £)-3-(4- K EA)- XX #ik ;

1-(7- f- 5 vk v -2- - B K)-3-(4- R B A)- X ) Bk ;

1-(7- - K vk vl -2- - B A)-3-(3-(F 848 - XX Buik ;

1-2-1,3- = & F = & "3 h-2- ) TELD)-3-G- KB A X D)5k

1-2-(1,3- = & F = & 751 %-2-5) T )-3-G-F KA X)) #k;
20 1-(RFfFek-2- - A)-3-B-CFAE) 7 A XL HUK;

1-CRofekmi-2- -3 0)-3-B-(R B ) 7 - R ) Bk

1-(RIfrkvg-2- -5 )-3-(4-(N- K F A-N-F & 4)-3- K L) AUk

55



200380108710. 6 A 3 ok 5 FE55/59mW

3-(3-((RI ek - 2- 2)- B A BN A K T B8 KB
1-(4- A K- 8)-3-(B-(F R A)- KD ;
1-(4- AR B )-3-4-OXERD)- X R 5k ;
1-(4- SRR A A)-3-3- R - R BB ;
5 1-(F = RAR-2- A )-3-(B- REA- R BUK ;
(3 = RA-2- - B K)-3- (- KA R BB
1-(0F = §A-2- K- K)-3-(4- R A R ) AUk ;
1-4-Z R F EAFR-BI)-3-@- R A XDk,
1-4-Z R F EAFE-BI)-3-G- R 8- XL BUK;
10 1-G-ZRFEREFEE B 3G KEA XK,
-4 Z P A RE B R)-3-(4- R A KRB ;
1-(5- AR ek vg-2- - D) -3-(3- KA X ) Uk
1-(5- - RSt ekrl-2- -3 ) 3-(4- R A X ) Bk ;
1-(4-F 21238 — ok 5 3-8 2)-3-(4- % B A - F ) Bk
15 1-(4-F A-123-9 —wk 53 3)-3-(4- K A A ) AU%;
4-(3-(4-F 31,2378 — ek 5- FO) B )BT B T 8% ;

o
~

-2 -2 4)-3-G- R A E 2K
1-(vho-2- -3 H)-3-(4- A K ) Bk ;
1-(ho-2- -8 H)-3-(4- K R A E R %

20 1-G3-RA-UX BB X H)-3-2-(1,3- = & = £l %ok-2- X) TEL A
1-CRH k-2 - )-3-G-Z A F A4 K AR FR)HIE;
1-(1- R F A-1H-vg ok-5- -3 8)-3-G-(F f0)- X )k ;
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#

200380108710. 6

1-(R I vkoh-2- - A)-3-(4-(N- 7 A-N-E R R A)-3- R A) 5K ;

1-(- X F A-1H-vy -5 5 3)-3-(3-(GF £ 20)- X ) Bk ;

k5

B

)

A

&£

AP E-wbrr-3- -5 £)-3-4- %

-
—

1-(6-

-
——

1-(6-

BT AR A)-3-(4- % - KRB ;

—
——

1-(3-

AT AR5 )-3-(4- R AR BUK;
T R R HA)-3-(- XA

—

1-(3-

—
i

1-(3-

-3 K)-3-(4- X,

e
#
]
e

1-2-f-5= /T

10

- ) B

o

-3 K)-3-3-F

)
#

)

—RTF

1-(3-

-
——

1-(5-

AT )2 KA T4 BB 8)-3-B-(F - KRB

T

1-(5-(2-8-5-

BRI 5

)

]
#

Y
e
S

)_

BT ARk 2- - B A)-3-(4- (R RB)- R BUR ;

Tovk 4 K- HK)-3-(3(

s
¥

W

)-2-

—

1-(5~(

-
———

15

BRI ;

FP A4 KA B )3 (4R AR

——
—

1-(3-

BT AR AR 3-(C R RA-R BRI

——
——

1-(3-

BT A4 F KR )-3-B-F B XD

—
——

1-(3-

- B A)-3-(4- %,

1-(5- LB AR ok -2- ) . 4)-3-(5-

4
i

")

R

—
sy
—

1-(3-
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1- LB A-3-(3- KA A KA Bk ;

1- Bk 2R-3-(4- 0K BR) XA A% ;

1- T8 A -3-(4- R A XA Uk

(=P ARE- THA)-3-G-EAA XL,

5 1-(=FARA-TEBA)3-G-FARE XL A%,
1-(3,5-=F &+ &k A4 - B I0)-3-(4- % R0 AUk ;
1-(R ek h-2- -3 K)-3-((2,3,4,5,6- B- B E B BA)- XA
1-(F 5tk wh-2- K- A)-3-0- F B-9H-37-7- R Bk ;
2-FB-4-(3-(F vk h-2- ) B 2 X T 88 X B,

10 1-(G-wbm-3- 23 £)-3-B-F &4 XA Uik ;
13- -3 - A)-3-(- K A KR K

1-(3-vhme-3- - 2 4)-3-(4- R B K ) AUk
1-(3-hmr-3- -2 H)-3-(4- X A X ) AK;
1-(- KA TEBA)-3-C- AL XX HK;

15 1-4-FXETEA)-3-G- K AL KL)%,
1-Q2-"Gok TEER)-3-3- X AL X D) AU ;
1-(2-"Hyopk T Bk 2)-3-(4- UK &2 E 2 5Usk ;
1-(2-"Bok T 2)-3-(4- (% 2) X R) Bk ;
1-(4-OX £ A E 2)-3-2-(z-1- ) TEEA) UMK ;

20 1-(N-FEN-EXEE-THRA)3-G-FARAX D HM
1-(R I ok o-2- - 3 2R)-3-(6- K AL 7R-3- ) AR ;
1-(3-2-3- - A)-3-(3-F R A- KRB 28 & ;
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1-(3-oh - 3- - R A)-3-3- R RS- R B B 3
1-(3-wb g -3- 2B 3)-3-(4- R - K R s 2h s 3
1-(R vk wl-2- -8 K)-3-(Z AT ARA- KR BUK;
1-(3- (W "2 -1- &) 7 BE)-3-(4- /X, A K ) Bk ;
5 1-(3-(R"R-1- ) A B)-3-(4-OX 82 XA Ak ;
1-(3-(% "R-1- ) 7R BL)-3-(3- K A A AR ;
1-(3-"G ok 7 Bk 25)-3-(4-OU% B2 KR A ;
1-(1- 7 Hoknz-3- K- 25)-3-(4-OX R ) HUK ;
1-(1- F Ahokmg-3- - 20)-3-(4- R B A) R Bk 5
10 1-Q2-2-F Aokrz-1- ) TELR)-3-G-OREA) X)) Bk,
1.2 f-d-F Aok pi-1- A3 ) 3-G-F RE- ER) M, &
1-(5- 2 & T AR wkoh-2- - B )-3-G-F AR B

82, BA4JeAAZRK1 35 81 PHAE—AKILESYREFHRF ETEL
15 MR, BEHN. RBHEANGHHAL,

83, JmB A &R 82 M HWEE, LT AAWASWBH AT EH R
R RS FLE. S AR REN. BRM. AFN. RABR,
RE BRI

20
84, AXBTLEWRAZBRZ UHDULNEAR, ZERITOSIE
REBHBLHRETEET CEARGBEGHLAS.
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85. JeAAlE K 1 prEAHRE, FA HCV AHTHEPH EC,
10 AR

5 86y AR A BK 1 RIS HARE, A HCV L5 F 58P 4 EC,,
INF1ER,

87. & F CRMEARENI X, BHAXOELETEZLAFHEHRAE
FAHKEORAZR1 LM RE
10

88, dmAnF| B K 87 prik ey F ik, A PHEHFRAA

89\ deAs Al K 8B RN FiE, APAHANETARETREEAUAEE
MK &4 o R F R 7 F HCV SRy 97 £

15
90. 4 HCV AR A6 F ik, A IS HCV B85 MA — K
B R H] HCV E 4 FAKA L4 6 A 2K 1 prE gL ey
Ty |
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B 89 5 KBk et X 6910 &4, 7 & 2% 6930 H) )

A FRAR B,

5 AERARBT FRABIRST LAt £ 9L, FietE AHA KW
Bom & H Mo ALY NI ka5 ARMAT L WP LGILEYRE
B/ KB RFELFEN, BAEA LI CRF LR EH
Al AEXPRERBTHEYASY, LA —AREANF EAHRIT L
B KGE YT — RS HEE ETHEZOHEK. BHH M

10 Fhl. IHNBAYBREDTHRESA —FHIEAR—GELRS T AR
WRAT M A8 £ 0910 &40 LT R AA —F 5 ARIRITAY (4
XM bl) Fo—FHEEHACHHEFHELRDY AXPERBET
RIS C R RRFF &,

15 HEHK
Ao tHewt+ERK, EnFRERSEFRTFRYRBRS AT ERE
WA R AAEBIFR (A BIFX, HAV) Rl RaFAHFX (B &
AR, HBV). foik /> o biim&k CiEA A28 % SR K 69¥ k2,
HBV BMBOAA LM G KO BR R T, BAXIMNERGRATRS
20 Felbs R FHAIER S HAV 694545,
ARSI RR T EMNE B B KABIIAR (HbsAg) MR AR
RFEHBV RAMLTEZERA, AMIKEARAK 3 Hin it 2907 X2
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HBsAg M8y, XA, M /G & KRR A dH A R B B XRE7]
#, Bm#MAAEAEBAEFX.
Minfe B FktEAFBAFKES N LFLALXERE, REA
KA2F2 49 RNA #= DNA #14k cDNA RiE X &, REREZARE,
s BRXMHZXA1989 L XA TIEAEBRFL(CHMLRBE, HCV)
NEREF. ATRANGEBRERAHEARNARS, HARRTE A
B ANKEANRAZHEE, ARARELIENA T CNHRA
MRmERIRSHBEAEBUFLGEAE T
AEE CRAFXAERRBFLERYRATOHRE TP 6—
10 Fo K% 15%6 EMAF X, 60-70%69 B K, Fo %k 50%AF A1k,
BT RFATERAD CRAMFRRETIRLY, XN 4 BT LAARER
BEATE 1.8%RAAA C B KR F AR @nd-HCV), AWIE XK
AR FI IR E, AEE C B XK X% 8000-10000 A 5T
To C BMARENREALERAESA, ARMNE U, X5 &M
15 3| RGIFRAAZGEERY, R LikhH &+ HCV ik a6
Pl A 0.02% E 1.23%, HCV R 2 F ik de R = Zt) THEAR B X
H—HTRLRE. B TALETE, £BE%4 150,000 #7365 HCV
Bemflo HCV BN S BB T M AEBMOER. 22, AL
AL BFARPAUE 15%-20%4% & B & WukiA sk HCV., AR H & %
20 AP, K 10-20 %2 B B L GATRL, F5, H 1-5%
SEBAANTE (LBRATFBIERE). REHRZ, TR L AR
RFAEFRLEZP, BAXAARTR D #HZLLBHARLEER,
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HCV R 5k &6 — A0 80, @R/ K6 $4809 E44 RNA &,
AFEKAA 10,000 BH B, HA—FKAEL N 3000 HARKG LS
REQ. USREBEQBBIMEAREALZ TN ERAHETREIA
ERNEMEQORITNFRELIFNEZYELMES. RRAFIA

5 BEEANGIUFRERARARY HCV 243275, EMNstaThES

HCV A X B EMmEmER T A+, 5ARRNAEWX R, B
BENGERE 6 E 45 RNA R Bk, B ARSI H/T8F, A
A RBEAR A S RB AKX RNA AHANF. HIRELBRER

10 FREGBBANDLE (K IRES) #43ERE Y Tl 700 NMEH 8,
CaET SKneEMEFR (UTR) Fe a0 ik4E (ORF) #5387 123 A
RAHHCV ARG FHAR BT EEGHET— A K6g( K45 3000
AABR) ZRAETOKRAEY, IAIBRAGTHEAZGHFH—
MR BENRETRE; RENARTWOLEEOHK, NS2;

15 AEHLAREBREGH, NS3/4A, I=ZANBHBESMEASLTEMES
(C-El #n E2)fuy% & A K 42 RNA £ 4 fo L £ 57 % 269 JE B4 F G (NS2
NS3. NS4A. NS4B. NS5A 7= NS5B), NS5B 2 5% % 45 RNA 4% #i 89 RNA
K4 8RDRP), € A AR 6K H 4 RNA AR SRS 4465
N (ZA4 RNA, & cRNA), NS5B A cRNA A#iidtFih # 569 E4

20 A E 4 RNA/4E4% RNA,

WERARKNEZG, Aol TRATRE, FREIFGEGER
PR RKRTHR: DI ARG MEIERA LY, )53
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AR RO EIERZERE; i) BENRERET R
—E ML BE EZXRANFF LR HCV ¥ 5. L3787
HCV E—H 8 77k RaT#hE, CRY T — 9 EHAF T fofe ik P
HRERE (REAT). o THRERTSENE—MRMAARSEFH
5 HCV&HY, aoF R EFR—FRE AN R EREBBRREGES,
ARAOTRFEHR, ERIEHRAEB AN TFREALAIRECH =
B AL F 3% (peginterferons) BRX, o R LM — 8L FH ER —FaFHhE,
CRBIUFEAFG T ERAN—ARC_FHERS FTHR. BITR
BT ERRSERARCUHE —BULTFHEFREFA C FHK, 24 K48
10 AA—FE. HEFKLZ—HORGRABEHY, SHREREHA
Ao AEHAAEFFHCV LFEARR, ERAEE WA FHRET
AL BRI EW B F 2-3 45, 1223 TFTHE/ A HARES 750
SRR FAB TR, £ 50-60%Z F E 3, REs4HFLLRR 4 HCV
(HANRARA2/3) RRREFBEHEALTELH AMEEEHFY
15 SBEFEXERNATAGEBHORAT, SHYIERE, MEAORA
B Ko
Hoh, BEAREFNEZ LR FTHE-—ANEARXRANGT RN
BE, BXFRELTORAZLTHIALARME Z 6. RUKH 8L
FRECHAAFRTROFFHBABEA X, T2, o FTHREH SH4
20 ZOHEHYM. KMEFTTIRIBEFNSHE. A&, MEA, A&,
HERAXRERANR. TREFTZLEARERBEHERN LG E
R 2 W& P
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A € H ST B AREOAER (EAFRE) P
BA0 40 4 0 FL AR AT 80 R s Ao B 8 B4

B2, BEEANFEANENERA K, TL%AABRY
SETSHEL LR LEEES LIRS E

A AMLE
AERRBXT (LTX) #9ikedh, G X LBEHRAEFETRY
FEBEREAT E AR X W RE ARG XTI IL S RA
g Fe (R) LB CHEFXAZELFNOFMN. RAATRBT
10 HYmoy, REA MR EHXT 0y, X LhbHmis . &
FALH RA R XA W LA R G Y — AR S A G RE LT
B OB BRI RAHHN .
AERALOETENERARERERARAYOELN T, BH*k
BRELXERZAEA—ZEORA ZLRBEXIEZRRFILEGERY
15 XI®LEY. KERFBOHERELLNFNRHCV . REWFR
BRETERMEIGEINARRNELZN T X, TCRETETRLEHY
(BHEEHFBEROREFIIFRHY) BTk
R A ECHEBRAXNLGLEY (FREEAR—GERRS) 4
RIEXT XN EYFo L€ — TR BFFE T HWBELRREA .
20 B, ARANE—FTREHET NI HLEDRENHEF LT
Cd ok B
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S
AT/X\Y.-«'Z\'?‘/[L[?‘/V\ AZ
Ry R
EW

Al o A2 T Ik 3 3 A4 ERAR G C1-C12 W & E R 6 £ =
- (Cl-C8 &) &4, HERK C2-C12 4, £ EWK 4 C3-C8 3R
W, W R RFERGEALE, £EBRKEf0. ey
5 FehMRFEANEFRER. X, MR FPESHA-AREE
BT HERAAR IEEPRRGFFALHAR,
LR AR EERKHY CL-CORAREFHFRL (CO-C4RE) B,
X fo W AkZ3Z O. S. NR &k %,
V 2 CI-C6 fn . C2-C6 4. C3-CT A R%%k; Y £ C1-C6
10 I, C3-C7T i, C2-Co W AP &9 C1-C6 X k. C3-C7 3Rk A
Bk, H¥, HVEXM, Whik; Z A, AAEEA. BEA.
C1-C6 A T £ 4,
Rl e R2 T AMR 3R &, RIETIR Cl- C6 ik, C2-Co WA,
C2-C6 e i ; M P — NI 03 AT HBREERNK: 5 &, &£
15 v BXE. Cl-C4 AR, C1-C2 gARmAR C1-C2 gARER; =X
Rl o R2 #3A2 R W Ak BB L Uie e 69 R R RI8Fo 6930, L FAEE T
REH—ANFSHRRT, ZHRRTFRAR A & T2 LAR
Fa b B E FA0A 6 IRT LA 0-3 AT IR EARAK: B %, A& &%,

Cl-C4 f 2. Cl-CA A A, #-K= C-C4 i) &A. C1-C2 FRK
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A XK C1-C2 RK AL
AEPPRTATFH X ) E i oHEHCV L4 FEE (ki
Bl 5 FTR) PRTE RAFER, KX LA AEHCY 54 F5
B &y ¥ a R E (EC50) k#4210 AR (10uM) REIK; £4
5 wIFIHKA (BEC50) Ak 1 MAER (1uM) REAK; Bk
)k E (EC50) X% 500 AR (500nM) X £ 1%,

G ETRRE S
B 1B AR 4 HCV A4 Femie 8 E 5448 (NPT) £
10 MELSHHRHCV ERH LB TER;
B 204 HCV A4 Fomie P a3 E L8804 8558 1,
B3AnNAARELENSHCY A4 FombrLreIa%y;
A 4 J] MTS 7 x40 K& % 254 HCV £4] T o9 m Aoy m o &0k

15 KXW EmBL
3 Rk Ao & A KB
EEmBARARZAIN, sTRAKAMB G EERERFTELRA
By, KEARANLESWERIFAGL EZRATHE, BRIEFHLA, K
AARB AR FRBEARARERRKLAREHITLY FLBERAR
20 EFEMAKEAMFNGE Lo
XTI @HELMANITEY Ko #lie X1 @45 X IA-VII F= X 1-29 #9
P& ALEH o
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AFREHRALT, XIHREDTAEH - A S ARHHG 8L,
o ZRP . TR F, Bl RAHRER T, HiXE AW R
Fl 89 Sk MW X AL, Hlhoil it ST AR INE KR K EER
B Xo s THREREHAXE SRR S LAY, TNTARAZ

5 Xk FHIKGREY . T TFRLERA RFHRFotisdh, B
BZHEMACAET CHHAHAFE TR XEFHRGRED. F
SN, A=A HTUAKX (Z) R X (BE) &MY X
B, KAEPNOETHAERNME Lo, EXHGHERLT, 24
AR TR, e kP ERH X T REBE AR AR. ARFE LG

10 ARPE R HIRINH RN F XARKF HRINHHART R@ L —
R FiERTR, mEERNAELENOEALTES. E#EEF (AFR
HPLC #F).

L —AMMCE Y ASFT AR FMEGH XEFALA, RAXWHFRR
FBXEELFHEFH—A, mREETIH G LZERHAK,

15 AEP QBN FAENHARFH AL E. Ak el
FIRFABERRANRERGARLRTF. FRO¥F GFRERT
) e R RML & QA RAR, KR E €35 'C. PC = 1Co

AKEXPRELSETE, #Hlde V. W, X, Y. Z. Al. A2, Rl # R2
MBXRBENEELEY. REFHNL, XLEAXTHE—AT

20 EBARACEEHRAMIEIY. ZIH, PERAL-—ALARILCTER,
%2 0-2 AR, MHERRIANARBDTRES L2 AREHBRK, A
HRHEAT, RIRLBRYE R GEXkFE. F5b, o RBREF/ K
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EERSGEATAEARRENLEY, RAXHEGBHELSERNRAKY,
AXFHAHRE “BR” HESREE TR FIAR LE—7
RRZENERTFTHRARERRNK, TREFRTAERITIE TR T
EFHLEN. SERARER (4o, =0) i, IABFLEHHEANEL
5 BBRK. EFEFERN RSB ANAERARRKE, L FAFRAA
BEIRG FIeF R B Blde, RRADKEBRER TR Tl
Blo 598, do RBREFe/ XL BRI T LR TS YIA
F&G &R AR, AR LMK ER RAFN, B THLSH I
ROGBEMETRBUNADRBREXNETRAERB RANGHEF
10 HRATkR, FEL>BENTAHBR—FHLALTHH,
55 EERRY HETSREIMGARTARKBRK, £7T
AETERGEZET (RREBFEATR, 1. 2. 3. 4 45) £—FXEA
AL & RE A F P b — AR S A E AR R
PROEELETAFLANSGELAR R, ERARRT: A%,
15 R A; A A BRA; REEE (C2Co Bt A, Bt %); 8
AstmA; RARR (QEXRAR, 28 1 2k 8 AREBEFH 1
BRAYOANERT); HEAFRE (EH-AREATBIE, 24
Bl 8 NRBRFR2AE CABRT); HAKR (&F - MRS ANE4,
2 NB| AR FR2AMEH 6 ABRT); FEREAEEL, RAR
20 RAH (BH—AREA BEE, 1 A2 8 ABKBRFHR1AE 6 A
HRT); A ARE (SA—ARSA BB, #1415 8 MR
FTRIANE AR T); BIEE (SHF—AKEARRTF, o145
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BB TR AE 6 AHRT); SA CARRSMRETEA A
KEAFHFER (L, KL BAF, EAFHBRRIK
WK FTER); SA 12| 3N B REEASIHA 6 2] 18 MR EHRF
HFEERE (XTR); 2R 1E 3N BRREHA6 2] 18 AN
s LEBERFHFEERELE (FRE); XA 123N BERBER,
HEHXA 3 HBARTFEATHE —AXRSZAN. O XS RFeaft X
Fhafe RF FEGRIFEAR, wHEREARHEB L. Sk K. Foodk X,
T C N F N 5 NS NP NS N U F N 3
Ak, kA, TR, FEeAek, sk Kbk A, Xf
10wk, wakHA wHRRHA kA (2 R 3) DA kE
AFobeB bt Ko XA AE T A#—F g AER A AA
B & Ao A
TN FF A5 0 8 L (") R R B A6
Ho Blde, - (CH2) C3-C8 SR AR AR AT T RANHERF L,
15 KA RSB TREAOET AR L RWE, Jo ==
‘MR RBRFERIFARARIHNR, LRI AR
AN ARA L RoRXARRBUEARBENFTERNH T %
W= ARG SI—AMEA IR TFHORBE R, L EHABL— M
RS RARF ESARALE R F L
20 ‘B LAY RIEEARANFGLESY, AL -HER—A
BRTERANFEBL K.
LAY ‘B “BReds 46, X ais AR RE A
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ey, AEARKANBERT, BFH13 2 AR F. ZILAHBR
#ECl-CoRARTIRARRAWMAMNL 2] 6 AR F. % CO-Cn 5HE
AABRSERAE, PldoFFL CO-C4 A, WwRIFRAAZEARL,
ZRATREL MM (CO) AHER, IFLREAAR 1
5 Bl 4 AMBRT, BRAAEARMABRTORBEERE, KAGH T
o, EXRT: F&, 2K, EREA, A4 ETHA 3-FATA,
FTE, EREFAXE ZIUHRGRZREART 1 A XH 12 8RB F,
ik 6yt R A H R LB oK, BEWA 12 XY 8 A EF,
B R4 6 MR TF, K15 4AHRTF, #lde C1-C8. C1-C6 #= C1-C4
10 HAKH,

AZILERAE HR RTHREA AR S AR =54
P HAE R XA, =T AEROLITR T E AL LK
BOHRBTR 2 XY 2ARBT, REGHARRD R LK) HA
2 Bl R 8ABRE T A, 4o C2-C8. C2-C6 #= C2-C4 W A AR, %

15 AREAAMHFaECHE BHEA THA,

BIEIAE A BRA” RTHREA—ANREANRBF =5 =
BUABRIBIRER, BB @ TULAEOETR TS EE. X
R AR BT A 2 ARG 12 AR F, Kk e AR 2 bk
BIA 2 B K4 8 MEUR T A, dm C2-C8. C2-C6 Fn C2-C4 S A A H,

20 AZIUEAE AR AFHREABLEN (-O-) HHEHA
B BBRR T LA ARR . R ELLRHH T ais,
XM T: FREA. CRA EREXA. FRALA. ETHA.

71



200380108710. 6 oW P E12/166 7

2TEREA R-TEREA EARA FRAL. FARE HRAL
ETHA. 2-TRA. -THRAF-TFEREL.

AJUER G BEERLR ATHRAAEBIES (O-) &#H

AARBAHR T LI ELAHRER . ZHAEEALRGH TFE
5 FERZART: &-1-HEA&E. T-1-HA8X,

ARE WERE (KA b, REAFEEAf Ld 2 L6 —4#,
HBAESAREA L, #lde, CI-CORERXC-C4 P ATHRA1E X
86 MERFHRAABLECHEARTEBRE-NA 1B XY 448
HBRFHEAL, MAXAT Cl-C4 RARSH—ANBR FiEiEaH

10 S45F Lk,
B AT 6 BTG (C=0)-) 469 £ Lpr & Lk k.
B A LA BRH A R T, QERALGERT. flio, C2IE
ARTEBAHR, ©HEMH XA CH3(C=0)-,
AEXIERG “RBARRLR AFHRALENCO)EEH L
15 FFAXMREBE (AAEAREKAMERT). ZRBEAELNH T K
EHTHX (HEME) 69K H: CH3(CH2) (C=0)-0O-,

AZIE A RE L Fo/ R - AEAFRER"BORTEAKXY
AH: (A1) -NH-(C=0)-Fa(r £ DR A 2)-N-(C=0)-, & L%
1A A2 I3t i EXATEXHAE AR ABR FARALA.

20 FEZIUE R 6 KB E-Fo/ IR R BB A" A G TREAXY
AH: (B4 1) -NH-( SO2-F(x & )P 2)-N-( SO2)-, X Br i1
Fakr k2 RIk I 693k B LA LA RSB R TR EAAR
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[0049] A£iX)U4g Al 8 RiB" A BB A" & B wA&- (SO) -
PHRAR EXHELGHEAREKABRE THREALR, Al iAE
A,
XU A RE R A ERFRBRA"EERRA- (S802) -, XEH
5 AR EXHTRENMHA ARBEBERRTFOREARR ., AR
&) Fde T AR RAEL L
AR RE RERK EERRAS, XZMHREAZL
SR RS A BARS B AR T AR AR E o AR HIH) e FALA
ARG ARE REAHL ERREIFAK ((C=0)) #
10 BHLIXAEXGARZRKAGRES, ZREABZANKALFS
HEAREBNBERT, IAFNBRERTHFTEHEAZINKAZIA. #
do C3 MARXBRAERTHEM R4 T CHy(CH2),O-(C=0)-
(CH3),(CH)-O-(C=0)-,
AXIUERAGRE" BRARA"ETE LI E LY AR LKA
15 HERFHRA, AL ESHR-AREBRRE (NHy) FAFBRK. H45790
R, SARRAT MR Z R 6w Al — A — ¥ B
AR RE “ffo/ R ERL AP RBEERL
AR, mEAFR LA EXY—#, BALAHENERT. Z8A
AN EBESARETE, RATHIRE, £-Fo/ K- RAR
20 A#BFaECEARE —FEEE FTAAEALAL “B-A/H=
BARARL REBTAFAAKABRFOREBEREGE Fo/
K=-HEARE, #ld, —DFEAELCELA. REFLEFLH
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N-R-N-R'# R AAFRR AR R A2 RAEHLE A RE T L.
AXIERAERE"FERRTHREFEARLASAHRTFH

FEEAR, IHGFAEEAATRE—FRBER FRIFEHERFRARAR
Ko REGFEFEADE—AXANS BN, BEVWTIAMBNIR, %

5 RERGEH R2ARBRTFTHEARRT, AIFANRT, FEHET AR
B, ZHEABKOKE: %435 5 38 7 A RIRE GZAFIRTIA
SR1IAR2ABIREAN, OFe SHERT), BR—/IMK3, 4
EPEE-REAGER. FHEADEHEREA RA (B8 1-R442-
AL RBREE

10 K& “FHEEX (RRA)”, FAEAFREAP LAY —H#, &
BAEARARAA L, “FHERX (CO-C4 A) AFFHFLET -
i A (FHFEL (CORRA)), RARBLEEH 154 PERTF
tikidE. FALA RA) INMRKBEEERIRT: XFTE XL
A3, 4T ZHAXT A

15 K& “BHRER, AFTZIANAANEF RR 5B XFHH,
ARESHHEILRT; R 6-11 Abtafaty. HHMI 6 XF F O RNFHK
FAG. REFALRA, REULFARTHEN, BILHET R UET
—ARTFHEEIAMELR L, SARANIE, XILME IR LT
—RHERTAT AR, REBRREH WL, FXRCERTR

20 X FTREIHMNIEL, RATHEIRNTIHEL, ASRHTK
A g XA FT AR,

KILA G ARE “TRA ATHRLERN SN G0f R ETRE
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B, €A AKEKE 98 ET, 1&1’%7‘7310 NIRRT o BB AIR
LBFAIHSABRFRIHNTARR T SHARREATIUSA 2
R 3 NMNBENTIRARSARH O REH ORI LR R A RAK
ATOREBRTEIBRGERFLE, 3FETUREE B ARKLGR
5 ROBRFTAARKL, EARKARRFER. FRANH F6
#FHRAEA RTE FREA FRTA, TARHOREH 9mF030
KEH, xR REA 28K
RiE “Grwik) wA”, Afeli R e EXHT R X6 —H, &
BLESAREL, IAREOEERNRT: FALATA KA
10 Afraiei,
LA K RE IR ATEBAER”, 356928 1E-NH-(C=0)- %449
XA RXGRE, B Pimarm At Nt LR Fo
BILAKRE “GRER, ATHLAKABZRTFOESF L4
wA, AR—AREA, @FTEEARXAFKDOHERFRK.
15 HARABHHTFEEZRTE —RAFTA 2-RCA. 52-fC4, 21
AR T 2o
FILAHRE “GRERL”, ATHBTRRTEEY EIE

SUH B AR
ZIILAMARE “BE, BORA. &, 2. 5,
20 ZILAMARE “FHELK, BOREI L AHEREFHFIR, K

LETRA1E 34, kA 120K & AOLETF, FER
CHRFVABRRT; RAREHAFRRZIRAL, LAHE )V —
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B EANFEER, EFERTRAE 134, REbAg 1-2 4 kg &

R ROERT, FEEACHRFNABR T, FELRF LEFRY

BRFEHLL 1 0, IBELERFRREMA. FERRLAFRGR

FEHEAEARRL2, RHARS T 1. FEEFNH FEBEETRRMR

5 F: Tedk, mvdAk. kR, bedemvr k. Rk, kbR AL
vk, BRIk, e N, vBuR AR, wovk k. Bed K, Redwbwk K

A B A, Eitekrh k. KPR . XXk

A KBk /KR kA A %A R

10 ARE “FERIRRKR P, FEEAFR AN LA E X —
#, A EARARAL, IAMARBOEREATEA. XGATE
Fashe R (1-T4), 2 RRAABRT

RiF “BHEFBEL ATEH13ANALEER. R ROZR TR
FefrAH, REHRFMARRT; REAES 1 AERRT (A

15 R R) A%, RLACHRFNABRT. LRGERK
Pk EA 48 NSRBRTF, —RA 5T ARBRTF ZHGIIRBEA A
512 AR Fo BRI AN KD HIMRA MR LEHHORRTH
ik, #lde, C2-CT 2IRFRBEAIR LS 2T NBEFRE $ =ik
ABE. & ARAOELECRF. 2R RAEHE C2CT 2R LXK ARP

20 C5-C10 MR AT, RAFRANH F L (2-R3) Dok X,
vk A, wbeB R A

RiE ‘I AR, KT 58 L taFe K5 Riafath XFFHIR,
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;}—é\%‘ 1-4 AR T, XERETEA A ﬁ\'ﬁﬁ, EERFMAHRR

T K71 ARG T RIFK L RAF RFTFG R ALK, K 1015

AMEFREGR, EERRZATESHA-AMARRT (RBR. R AR),

BESHFAATHE-NTLES SR 4 ARRT (Badkika &

5 Re AR)o BRIEAFAGLH, LI IR AR LT — AR F AR

FHEAEeAAMAER, ARREFSERITHEN, SAANKEE, BNK

TRAAEXILH RN A LR TR F LS, REFLAOLE

MR, HALOIRFTARS A 4 MRRERR. KFLH L

HERBRTEEIES T 4 AEEFEAALHEFRERTHERIE S

10 F 24, BRFREE T4 £FAANGH T asEdboek. %Ri

e . bdE A, bR A, A, Bk, kA, XK. Ew

A, ==k, wedk, FEe, cBvkR, ke R KHX

A, Rk, Bvalk. oBdpek k. By k. FBulRA. —&F

mwkA. 5, 6, 7, 8- AFEHA. wbibkA. Foek, kg &

15w, g A, e A, b A. (22K 3) Bk, skdE A kR
A oi b R

AAAAGLEHFEEERRT: 1, -Z8-Ky-m SRR R

k. 1, R AREF—Auwh. 1, 4 —ES55K, 5-¥%E, W&

gl k. KA. KAFEERA. FH AR XHAZLFRET

20 . EHwkvAR. Fifekwh A, RKobvwh A, Kok A Xitw

Arkrh k. FitwEEpy k. FoPEwA. For =k, B 8Kk,

R Bok . KA Bekebkh. ook vbrk k. chk k. XA &

(i
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4B A, R —Awh, A RARA BELAARA. ALK
RATHREA Z&XFRERE —&XHFFE%A —8XH= (0o
+&) X, Z&XHkhA. —AFHFL R —ARXERLA. —AXH

G
3
o
K

SEXEAABE. AR A. —EFEXAREL,. =
5 BFEME —RFEHA —AFESA. —AEA. A
ok, —StEmA. A%
whA. —Rwe . —SHA %A, AR A, —H&Ep A,
—EAE NAKEE. KR A, Rebehva A, skedaber AL ok
KPR A KRR =k sReR AR, SR AR K. WA, vk
0 A FERIwEk A FERAWAESR. FEFRHpA. BRIt
=Sk, FRARME. FURFA. FEREAA. kA, FE
A A PYA-_SRXTE L, S RARA, Bk R,
wod hobre K. K. oxctanyl; BALRRA. B A, i
A R A 2, S RAEA, B4 wa A bedokaba A,
15 wbeokedom K. vbedokaber K. wbedokemvr A abekoksi AR K.
WY A W EbgkkmE k. W Aabekokaber K. v Kk rkvkoknz
A mAFEEFAL WAL HE. @Ak eokekb A, v Aotk
R A WS skoR i A WA SR ERL. WAEHY A WEA=
wekre k. WREZ AL, wHRZ R ER wHRZdabihE L,
20 wgnbStubeR Ak, wek A AR ERE. Evu-w ARk H. Bk,
BRARRIF =Skl =K, Zcdabi k. =rdekvh R, Zedahuz,
ZrekeRrg, ZEHAR, EN-AY (RTH).
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LAY “BER HEAE CN LML, AEERTFLS
SMERRANELH, RARRRL" i bR E LRA, L@t
ﬁ&ﬁﬂﬁ%%ﬁﬁ%io5%%%%&,%%&%%L%%£%%
THEERK

5 BZILAE “BRREK RREHA C=S &M AR, LV ERTF
L7 SRR BA R4

“HEFEPTRZOLE QEALANTFHLSHGIT LY, &
PR 6B S T ABAEAF N R 6 B XA 2, t—F
R, BRBNEDFZENBERETELHENLY, HEE ETH

10 XEOHFEBERRT: FHBRE A MK A
R WABRARKR (REMY) EHGBREZEAGBERTNGE, B
BFEITEXNLCES RGO R EM G Lo d LM 60 LA XA
BEWREFAMOTial, it LEneEais bR L.
SRER. ALER. RABR. BB, AR AFEMOBRITEAR RN ZY;

15 R THOAMBHNEMRGE: L. 8. T=8K. HER. +
ANBER. LB FRER. BLHK. HHREBR. R, REEXR. R
THZB. RRRTH 8. XLK. 588. XT78. K¥Ek. 7
ARELABR. LARBR, RaEg. sTRARSR. 2-BBRAXR. R TH=
B, PEXBB. YHEBR. L —#8K. ¥8B. 2LH®.

20 HOOC-(CH2)n-COOH (n #B{& 4 0-4) §, AKXBAP eIy LT
0 3 BB AR R T iR AT A B B B M IR 54 Rk
#o —RRW, TRELEX LS ahBRB X230 FEHE

79



200380108710. 6 o P ZE20/166 70

8 &E 8 m (Jv Na, Ca, Mg, R K#RAMY. HRE. ZKBRAHP
EY) REMRMNEXAEGE, —BKFELT, IHHRER ALK,
AMER . R=F @R PHT. — BRI, pRTHNE, 2K
S BEKRGHNR, LB TRLUE. L. FRE. Li. £E

5 ASEMEH—KATIAARL: Remington's Pharmaceutical Sciences,17th
ed. , Mack Publishing Company, Easton, Pa. , p. 1418 (1985).

K& W H e HKECRFEBRFHME, il HHANKHE,
REAXIHEMLEH. THOEERRT: XINLEHTHTER
#. TEHE ATHREFPAEAAGEMITEY (LB AALH),

10 A& “BRARKE OHALRHRESHOED L SEHRANR
A ELRA, RLELHREERNGKEZLNET LOTL,
o B R AR F AR AR N F, KRR HCV B IE R 6
T AXERAT, RERENEFFRRALHBBARGER, EH,
AMAERAKERERABERALZY. oFFRARFTHT

15 HMKFNREIREREGIERRIABERMRALZTY . 27F
b RARF THERUKF%FRREREGKENE, REIRFR
R THRAUAKFHBEARKIB I RBAELALTFEFL (P
Student’ s T-test, p < 0.05) MAFALHKR X T EARZFZFHLAITFEEX
AT TR KT,

20 LILAMRE “AHF, aEMEETE, P, RE. FH
Bk, mEARARE. HEK IRpE, ARXERLENAEBT
egdedl THATEAH . AHFTUAEZRNA , £TLZ DNA; TARE
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#, LTARRGE, |
ZILAHMARE B X “HmHT 44T DNA X RNA %
T, TAREH, LETULIRNEY, wRZELEGIE, CHELNAF
D FTRAREMY. LTURKRH, ETRERLY> TH, s
S FHAFREMEREATRELF IMARRY, BPRAE 53 35
€189 A 5o

I 237 )
o LATiE, RXARB T LA E LG X 65 omR .
10 AL, REARaHEX e 338k, enNeF L L
XX T4LAF. 24+, TF AL, A2, Rl R2, X, Y. Z. VA

W& L4 TF:

£

Al #= A2 TIAR CI-CI2 Ja %, C2-Cl2 # 4, C3-C8 SR A, K

q)

15 AR RFHARGERAR, Ifaft. 2 Tefht). IFF
REGETAR . Al Fo A2 P E—AERE 0 5] 5 MRAEFITRK,
XA AT M T 6 M@ b)Fe) F #47i#,

AP, @itk 24 fA A% AL & -COOH.

-CONH2. -SO2NH2. -SH. Cl-C2 F %% &A= Cl-C2 5K 4% 84 ;
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ORI H CLC6 k. C2-C6 K. C2-C6 Hek. C-C6 B
A C-Coma A, C-C4maRk (CCamAi). &4 (C-Co) =
¥ o= (CLCoA) &A. - fo— (C-C4Hi) £A C-C45 4.
C2-C6 B Ak C2- C8 krBb A A K. CLC8 AKX HE A, £-Fo—- (C-C6
5 A) |ABLA. CLCo mERNK. FFL (Co-Cari) B/, C-C6
AR aEE L. Cl-Co X atm il
#o (c) &-GRa, £F, Gi£H-(CH2) n-. C2-C4 &, C2-C4 %
A -(CH2)nO(CH2)m-#o-(CH2)nN(CH2)m-, J P n o m Bk 2434 0. 1.
2. 3R 4; ARait § C3-C8 3. C2-C7 B3R LH L. C5-Cl0 =
10 FREFEA. HFHA WEEARL OEFLEFR. DERRTRA. F5H
k. FiFxFEE
O)F(0) & B IR LA 0 5] 5 ARAREARK, ZRARMLEEH K%,
£, BRE. CC4RE. Cl-C4 A, - fo— (CL-C4 3 A) FA&.
C1-C4 B R, C-C2 BRI ARFEL;
15 EF, Al fo A2 FESH—ARBIFREFEAR, ZARAMO 2|
5 A3k A () (b)Fe(c) & B B o
XA Wik33b2 O. S. NR Hskk, P RRZEA. C-C6 AN
F&E (Co-CAlA); EMPHE—NMO0 2] 5 MM IWEA TIHH
BREBA: BE. 245 £ A &4, A & Cl-C2 HRKA.
20 Cl1-C2 IR EAE. C-C6 . C-C6 K. Pt -fo— (C-C6 %
A) &&.

V & Cl-C6 . C2-C6 ¥k, C3-C7 srtn i k; Y & Cl-C6
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WA, K C3-C7T FHRARRA C-Co ek, C2-Co WA, C3-CT7 i
KB k; BV EKE, WhiX,
Z REK. BAREE. BEA
Rl fe R2 & 33 & & Cl-C6 Jn &, C2-C6 #xk. C2-Co #e ik, #
s BHMOBIABIMNEA THHORKRENERK: 5F. £4. &4,
Cl-C4 A, Cl-C2 AL A. CI-C2 FAK AL, 3R = R2 Tik
BRRY AL LAHBFGRETRANGK, EREERESH A
FME A Ny SH O 4R T; % A2 LM F b RERiah 037
#OE 3AMRIEA TIHHRRENBK: §F. 25 &4, Clc4
10 A CLC4 AR, £-Fo= (CC4HE) £A. CI-C2 FRK
C1-C2 AR a4,
Al S MAR A X TA 9L,
AERARCEBRRTHEMHGXIFXIAGLEIYRE: 5 X £
KB Y dudk %

15 AKEPARETXIB Yoo tb@E L THESH
O S
a I I v
1\Y !r tid/\ 2
Ri R
X, IB

Al = (C1-C8 i) &A. N-(C1-C6 :x )-N-XA-RALAH.
N-(C1-C6 #&)-N-wbw A R A KK £ 3] LA B LTBTE (Tl
HREFRAAERANEM KX IB kG5 ), 23 LntiHs R
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Aot IR RAER (C@TRRTFAM SR LM X IB &34 &
1), 2R LAMRIRAR (CELEA R THHE TN EHE5
#MX IB diEE s L), AN+ - LR AR, LPisr
B KRR TG RES AN LR LM XIB LS,
5 A2 % C3-C8 3RIn A H, o fetd XFAARMHEALR, pof
8. e fesy. XFFRGEFAER.
Al fo A2 BB TAH 0 2] 5 A3k § 2). b). o) 89 BUR A IRAX,
H£F
DRIt ARE. BA RE KA. AL &1, -COOH.
10 -CONH2, -SO2NH2. -SH. C1-C2 &%k C1-C2 FRBL AL
by 3 3bik ) CI-C6 2. C2-C6 H&k. C2-C6 i, Cl- C6 A
A, C2-Co A, ClC4 R ALCCLAL). EAC-CoOmA. £
Fo=-(CI-C6 )R A. #£-Fo—(Cl-C4 AR L C- C4 A, C2-C6
B, C2-CB B AR A, CLC8 AL E A, £ o= (C-C6 )
15 FELERA. C3CTHRAHFREA, £-Ffo—(Cl- Co L) RABHBLA.
C1-C6 AR F 5K (CO-C4 3 L)Ah CI-C6 3 A BB A #= C1-C6
wABL AL, fo
(c)Z&-GRa, L F G it A C2-C4 # &, C2-C4 J %, -(CH2)nO(CH2)m-
Fo-(CH2aN(CH2)m-, A ¥ nFom B 2iA 0. 1. 2. 3 K 4; fRait
20 B C3-C5 3Ry, C2-C7 #3éy4eimim A, C5-C10 —3Reg IR A,
ik, ERRFEEFETTEL AO)FCQOPHE—ANTH 05
ARaiit B THOBRREBRK: g%, 24 &4, C-C4 X, Cl-C4
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WEA. #-Fo—-(Cl- C4 A A A Cl-C4 B A, C1-C4 A& A A,
CL-C2 gARBE. Cl-C2 gARBEAAF XK,

WRZO. S\ NR Hs%k, AP RRAARCRAXFFL (Co-C4
W), APHHE—ATRK 05 ARk g THHBRKEARK: &
CEADORA. &K, A, &4k, CC2 BREE. CC2 AR

e

FH. Cl-CoE. ClCo B AL Fo—-(Cl- C6 AR A,
V & C1-C6 sk, C2-Co-t% &, C3-CT SR A X k; % V 4%,
W bk %
Y RAKO0 K1 ANTHIBKABRK A C1-Co ik : C3-CT A, &
10 B LANPERGRITE. SN T -G K RxmE, iz
BT ARGBENRRE, AP OHF—ANTRA 03 Mhisbit § T35
HEBEARERAK: &, £25. fRA. &4, A Cl-c4 ®mA. Cl1-C4
REA, 2 (CC4 DAL C1-C2 FAKEF C1-C2 HRIE
A, RY Bk
15 Rl #2R2 & Aak b2 &, C-C6 ki, C2-C6 WA XK C2-C6 e &,
FPOEANMO 2| 3 MRt g THRAIBRKREARK: A&, £E,
fHE. Cl-C4 m&AA. Cl-C2 gAImA. C1-C2 GRKEEL; Rl F
R2 £8A R R EE L AW RE RGN, ZIMELREH
—ANE A N S A O HHSMR T & A2 LT RERafe
20 #9ZRAR 0 2 3 MRIA A THHRAKARK: A&, 245, &4,
Cl-C4 k. Cl-C4mAR. 2 fo— (Cl- C4 B E)RKE. CI-C2 HAE
A, Cl-C2 RIEXE.
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AXRARBET XIB b Ydd s, XFeVAWHL
AXARBT XNIB &b oMfedh, AP0 Y sk, R Y Z-CH2-.
HAK C3-C6 HF A, abelin K. ko KR 89-CH2-,
AZRRBT X IB 69 bdhpfedt, HF Rl fo R2 T332 &K
s ClCakik., AXIBHATHAKREESEPY, RI AR ZERT A,
AXARBETXIB oYL oHhfett, L+
A2 # C5-C7 3pke k. Rk, whne sk, A i, sd ik X
HEe A, R Bk bk k. SFesdkA, R P HE— A0S
AR B () (b)Fe(c) 49 B A
10 b
@ BRE. £&. RE KA. A &. -COOH. -CONH2.
-SO2NH2, -SH. C1-C2 )% & A C1-C2 g R bt 4
b)it B Cl-C6 %% C2-C6 H &, C2-C6 Jr k. Cl- C6 B & A& C2-C6
WrREA. CCSmABL; &
15 ©OR-GRa, £F G & f-(CH2n-. C2-C4 2. C2-C4 H%i.
-(CH2)nO(CH2)m-#Fo-(CH2)aN(CH2)m-, 3% n foem I3 3% 0. 1. 2.
3% 4; AmRait B C3-C8 FLL A&, "kog A, vk, (2-3 3-) "ok k.
wAFSEEL BHA WREKR, R, sk KiEm k. X
Fekvdk, O)A(0)& A 0-5 Mk T it B T H 6 BRARARK: HE.
20 A AA CACARA CACAREE. 2 f—(C- 4 BDALE.
Cl-C4 tndt ik, Cl-C4 A X #Z A, A-C2 FARKELA. C-C2 FAKAR
Fa Rk,

86



200380108710. 6 oW P E27/166 70

ARPE KX G RABRETHLN B,
S

J Z. V.
A
Ri Rp
X 11

AXTF, TFA2 Rl. R ). VRZ EHeTEL:
A2 & C3-C8 IR A, AH5tafd) RF FA G LT AR, 4K 0-5
5 ARt B T 5 A B R
(@ BE&E. &4 KA. X, A, &4b. -COOH. -CONH2,
-SO2NH2. -SH. C1-C2 i fe C1-C2 B K4 &4,
(b) CL-C6 % 2. C2-C6 & . C2-C6 # &, Cl- C6 AL, C2-C6
WAL Cl C4ARCI-C4 L), AAC-CO A, B fo
10 -(C-C6 A RA. £-f— (C1-C4 E)AL C1-C4 k. C2-C6
BB, C2-CBmmA AL, Cl-C8lRARABRA, £-F—(CI-C6 K8
B)FBLEA. (C3-C7T R A) FERA. 25— (C-C6 i) A8k
B, CLC6 AR FHACO-C4 HA)B. C1-Co HA TR L
Fo C1-C6 XA B X ; #o
15 (©)-Gra, £+ G & §-(CH2n-. C2-C4 H&. C2-C4 4.
-(CH2)nO(CH2)m-#F-(CH2)nN(CH2)m-, Jt# n Fom 3k 3335 0. 1.
2.3 %4 FeRait B C3-C8 zRi i, C2-C7 #3RMy L3Rk . C5-C10
AT HFHA WARRE FEE EXFEHE. b
©BAMMIR L H THHBRKERK: g%, £4. &4, Cl-¢4

87



200380108710. 6 o P ZE28/166T

A Cl-C4 AR, £-Ffo—-(C1-C4 A AL, C2-C4 Bt A.
Cl-CA4 mE A A. C1-C2 FRKEA. Fo Cl-C2 IR\ EE KL,
V & C1-C6 # k. C2-C6 # & H b .
Z K BRAREEA. BREA,
5 R1 f#R2 Z &. K C1-Co k. C2-C6 k. C2-C6 i, A8y
BABO3 Akt B THHBRARALABRK: 8%, #4. &%, Cl1-C4
wEA. Cl-C2 AKEA. # Cl-C2 gAIKEAL; AR fo R2 itk
TG R 5-7 e Fety RERAA I, LR ISR — A FIM LA
N. SH= O 84 R F; ¥4 5-7 Thefo by KB R4afo b 204K 0-3 M2k
10 FZREf THORRERNK: 5%, £&. K&, Cl-C4 ki, Cl-C4
BEA. -Ff= (Cl-C4A) 4. Cl1-C2 FAKLAFR C1-C2 K
BRA
AH:

N

R—AEM KX (1), €AW, XF 9wt XFFROKFEAR,
15 HPJRO.S K 0-5 Akt A Lk ). b)Fe(c)y B ARK
# NR3,
R3 &
(d) & C1-C2 gAIER C-C2 R EL

()C1-C6 X & C2-C6 ¥ &, C2-C6 s Xk, Cl-C4 AL (CI-C L)

88



200380108710. 6 o P ZE29/166 7

KREAQC-CoOBL;
(-LRb, HE ¥ L #& A-(CHQ)r-. C2-C4 # & . C2-C4 p £
-(CH2)tO(CH2)s-#=-(CH2)tN(CH2)s-, J 4 r Fo s k234 0. 1. 2. 3
A 4; = Rb it § C3-C8 ;R A. C2-C7T BIRMG LR A, C5-C10 IR
5 MENIEA. A WREALA. FEA £FEL; ©FOHO-5 A
it B THHBRRERK: &, £A. &4, Cl-C4 A, Cl-C4
KR, £-=-Cl-C4 k) KA. C1-C2 BRELAF C1-C2 FAE
A XA
ALXRHEEARLRFESRIXI 912 Mfett, RFZ 2
10 #EA,
A~ AR EAFTEI R XN Lo thfd, P Vi
A Cl-Ca ik,
ARXPEEXT GLeHft, L+ Rl e R2 BT M2 ART .
AZAZRBT X bohhfedh, P A2 ® C5-C7 3% 4.
15 FA. ke A, gmer k. kR RA. RiE R XF-R A
ok ek, AP eHE— AR 05 ML B @) b)F() MR
REBK, EFe5@. O)Fe@©Mo X LEX T P e® $64 2 L
ZEAE.
BAXBEAARZEFTEP, RANR/ T 4iLoPhiedh, &
20 A2 R C5-C7 ¥k, R, e, XA, i, o, Ei%
A FoF R A kA, Bk, AP E A0S AR
“H@ OFOUBRARERK; F@QEAXFE. 2X. fA. &4

89



200380108710. 6 o P ZE30/1667

# 2 £, -COOH. -CONH2. -SO2NH2. -SH. C1-C2 iR % & f= C1-C2
N ER; bk A C-Co k. C2-CoHHk. C2-Co 4. Cl- Cox
A& C2Co Bt A, Cl- C8mERABEE; F#ORA-GRa, £+ Gith
-CH2)n- . C2-C4 ¥ % . C2C4 # % . -(CH2nOCH2)m- #=
5 -(CH2nN(CH2)m-, n fom &2 #.34 0. 1. 2. 3 K 4; #=Ra it A C3-C8
A, ke, sked A, (2-3) Bokk. waFauk A, bk,
mEREE KA ek XtE k. FFFnwmi, (b) ROF
G 0-5 MR B THMHBRRERK: §&. £45. &4,
Cl-C4 Je . CLC4EHR. £-Fo-(CLC4 AP RE. C2-C4 KB A,
10 ClC4kE AL, CC2 gREEA. C-C2 R EELAFEL,
AXRATR XN Gibhi=dh, L+

N

R—ABEM XD, AFPEHMXORRFTEFL, CARRE Fw i,
- AT L N AY S N LY WP S 3

15 B R, FEARA. RKiekemk. FoPESA. XFEpA. XiAE
—eg k. RAEEA. ZHRFRE. RE. kg k.
Ropbrt X, AXI 7, Ze AW RERIA: 2RT] F4 G
AR REFHELENGRT) SR X0 AR GERE S, &4
RO Z A A 0-5 Mk Lk B () O)F(Q) M IRAR AR IIRA, L&

20 (s O)FEOHEX I XA P EHTLTLME,

J2S. O & NR3,

90



200380108710. 6 o P ZE31/166T

M R3 2
d&. Cl1-C2 AR E. C1-C2 BRILEAL;
e)C1-C6 b ik, C2-C6 #&. C2-Co k. Cl-C4 &% (C1-C4 1
). AL (Cl-ComA); &
5 f) -LRb, H ¥ L # A-(CH2r-. C2-C4 H A. C2-C4 3 X,
-(CH2tO(CH2)s-, ;¥ rfos Ik 304 0.1.2.3 K 4; o Rb it § C3-C8
A C2-C7T B Rarrmik. C5-Cl0 Z3Rearmm k. s &,
WERE FEA EAXFEE OFOFTHE-ARO5 ARG T
MR ERK: 2 EA . CL-U4 A CL-CA A A 2-F0 = (C1-C4
10 i) EE Cl-Q2 gAKL. Cl-Q2 R EAELAFEL,

ARXRHFXEARLAFTET RN 9L oMhAdh, L
N

R—BEM XD, LR&EFA, Aok, gk ok, g i,
ek A, ke R, K, Eer K Zep R R w A Zep A RE
P N UL PN T LN S8 OF N C O 1S W&
15 Bk, ZEFFRA. BRA dtedalmer A, Eeypw i A
M ¥, RE O AL RZHE: KRTF ] RAR (B—AE.
RAF HFrANERT) S XO)FARGEBES, 2B XOEL
A 0-5 Nk B FTANBRREARRK: @K%, £45. & &4 AL,

£. -COOH. -CONH2, -SO2NH2. -SH. C1-C2 fgf. 4 & f= C1-C2 5

91



200380108710. 6 o P ZE32/166 T

REEL; (b) C-C6 sk, C2-Co W&k, C2-C6 . Cl- C6 K A
C2-Co sk, Cl- CBIRAAZ KL, #()-Gra, L+ G it §-(CH2)n-.
C2-C4 & C2-C4 . -(CH2)nO(CH2)m-#=-(CH2)nN(CH2)m-, 3
nfem kA 0. 1. 2. 3K4; AoRait § C3-C8 A, vkoi k.
s vk, (22%3-) TokAk. wRAFERE FHA wmAEE XX,
whee k. Ry k. feXitkrmi, (b) Fo() P 8 H— AN 0-5 ANk
B TR BAEARK: B&. 24, 4. CCAA. CC4EL.
¥ Fa( CLC4 BAA. C2-C4 HaA. C-C4 HALABA. CC2
BRSE. C-C2 ARZELEFEL. £F@). b)F(QHA LT X
10 IIPFHIETFHEXTLME.

J &S, O K NR3,

R3 Z(d)&; (e) Cl-C6%E; X (f) -LRb, ¥ L it §-(CH2)r-.
~(CH2)tO(CH2)s-, £ r fos 2 5304 0.1.2.3 X 4; f=Rb it § C3-C8
Trp k. ke (2203 Dok A, HAA wREL XA s

15 X HP (e) OFHE—AKOSANATHEAARK: HE. 24,
AA. QCABA. CQCABRER 2R (CC4RBEL. CC2H
Ryt C-C2 R R Ao KK,

AXRaEXT edPhfdl, XF VWL

92



200380108710. 6 o P ZE33/166 T

X 11
ZMAMFHEFTAL X, Y. Z. RIFR2#HESNFXT R
IA TR AT L —8. £ X & XTI oMt d, Rl o R2 # 2 K.
AZRaHEXIV b, APV 2 Wik
S

x\ /Z\ )J\ /AZ

"y
Ri R

5 X IV
XIVFEHEE AL X. Y. Z. R1 fo R2 844 A= X 1 XX IA
FPRLGELE—K. AXEXIV s HfEd, Rl f=R2HRZE
AEARZEOEXNYV e fd, AP VAW EHX, @ Z ZH

i

X< /lk Jk A2

MY
Ri R
10 AV
AVFHEFAL X, Y. REFRHEXFXT FRXIA 8
A ATE—H. AXEXVHLEHFE T, R f2aR2HZ K.

AR OFEAVIHLsYhfadh, L P VRCI-C2HRE, Wik,

S

X YA
R W

Ri Ry
z=1& 2

93



200380108710. 6 o P ZE34/166 T

. A VI
AVIFHEZAL X, Y. RIFRAGEAFXIFRXIA
X Ae—, AXEX VIdiksdhfd, Rl R2HER LA,
AEXPAZLOHEX VI i otfedt, AP XY 8k, Z ZHE
5 Ao AARZ A VIeLe s, A X ZEA, Y R A-C2 k4,
W Z A
AKX et LRET— M Xegib oA, L+ Rl o Ra Z &
Cl-C4 tE 2. C2-C4 A, C2-C4 ek, H 89— A4 0-3 AT FIEAK
Abir—mmaBi: &, £2&. &4, CC4 AL CC2 K&
10 A CC2 ARREL. AX & PR EMXGoPidd, Rl Fo
R2 Z&. FA. T, AARZTEFEHBLT I &40 Lt 44 X o1k
a¥Fed: Rl = R2 2R Z £
AEROIEHRLT &4 LREM— AKX HF % R =
R2 B kW M AE L AN RETI0FNIR, R L&A HT
15 EW&RERF: N SRO; ZAHLAKHIEHERERIMA IR0 5] 3
Mk g TRRARERK: 5%, &4 &4, C-C4 5k, C-C4
mEA. £-Fo—- (CO-C4%E) A&, C-C2 HRIA. C-C2 HRIE
-
AEPBOIEH LTI M ERET AKX 9L oHF4: R F
20 R2 EHA R W AE LA PRI, 3K EREHH s
R T HAB LAY aF ) RERIeF IR 0 2] 3 MRk
A THHRAREBRK: BE. £4. &4, AC2KrEA. CC2BREAR,

94



200380108710. 6 W B 5 ZE35/166T

Blde, AKX QI X VIL 6916 &4 Fo b :

S

X\ xZ\ JL /V\ ,Ag

Ale?ll;JW
Ri R,

A VI
HEP, RARK 02 2NN TIRARRP L ABHRNKE: BE.
#E AE CC4RA CCAmENE, £ (CO-C4A) HE.
s ClC2 gARRA. C-C2 R ARE, TFAL A2, V. W, X, YHZ
HEXFXTIFPRXNIA FELH T L —K, ALEX VI GiLsHhie
#¥, Z2EA,
AERZE a3 X VI 9o dhe i

X, VIII
10 P, VRY ZCCREA;, TF AL A2, VHAX HELELWXI
FERAXIA F AL T E—B. £XEXVIIHLE&HT, Rl f2R2 4

Tl

AZREEX L IA, I, IV, VI f= VII 4L oPfed, L4 Z
AR
15 AEROIEBRATHE4HX I TIA, T, IV. VI f= VII #4L4

95



200380108710. 6 o P ZE36/166T

Ytk Z REREAIRAZRE. ERECAKREEAFTET, ALN
QREHLTH AKX IA, IOI. IV, VI fo VII 94003t Z 2
T &ASRAEEK,
AEPOREBRATIEM4HX L IA, 1. IV, VI F= VII 69464
5 M ZEEA,
AEXRAOEBRTIFHG LEET— A XL H % X £
£ Y £-CH2-.
A Z A @,«‘r&%E’F_i'léﬁé@_trﬁﬁﬁ—-/u\iiéﬁ%é\%%vﬁ: X Fa
Y $ %o
10 ARE A @LIEHRT 5 Fthoy L@ — A Xejiotfadh: Al 2
C1-Co 2, C3-C8 IRk, o T Aaf XFHFAMEIEAR, b
Fab]. MY RIFby RF HAGRIAAR; Fo A2 XK. EZXK, sk
A obm A, gk
Al Fo A2 F 898 — A0 2] 5 ANk B T 569 B R BAX
15 @B % £4 KA &% A &.-COOH. -CONH2. -SO2NH2.
-SH. C1-C2 ARt 2fe C1-C2 FRIER; Fo
(b)Cl-C6 % B, C2-C6 M B C2-C6 Je k. Cl- C6 A A C2-C6
AEA. CC4 HEACI-C4 A, RACICOREA. #-Fuo=(C-C6
R EE £ (Cl-C4 AR A Cl1-C4 B A C2-C6 B2 C2-C8
20 MRBEARA.CI-C8ImAAZA. £-Ffo—-(C1-C6 S &) P B A, (C3-C7
FHEB)FRAEA. £-fo— C-ComE)EHBA. Cl-C6 AR F&H
A (CO-C4 g H)Ah. C1-C6 $r A T skBt A C1-Co S AmmL A ; #o

96



200380108710. 6 o P FE37/166 7

(©-GRa, £+ G & A-(CH2n-. C2-C4 M A C2-C4 Bk,
-(CH2)nO(CH2)m-#-(CH2)nN(CH2)m-, % n o m IR .4 0. 1. 2.
3R 4 feRait § C3-C8 3RI A&, C2-C7T £IRM AR K. C5-C10 —3F
BRI A HRA WREA FERA EARFEE. b FOEAN

5 MR THMBRAEABRNK: fF. £4. &4, Cl-C4 A,
Cl-C4 A, £-fo—-(Cl-C4 LX) R L. C2-C4 HBLA. CLC4 K&,
AR, Cl-CQ2 {GRRE. RCL-CQ2 R ALAF XL,
AE A QIEHRT 546 LRET AKX oPiedh: A1 R
Cl-Co ik, C3-C8 At kk, o RMUAW AT ERWBIAAR, b
10 Aoty HYFRfafet) RFFERGETAR; A2 BELA. B4 &
A a R, k. wERA RS AR LML L
ALEHES T R2ATHRERTFHEE: NOF S,
A2 480 2] 5 MR 23k B T 769 BRI
0 8% £4&. A &4 #A C1-CQ2 BREL. & C1-C2
15 HRIEL; o

i) CI-C6 B, C2-C6 W&, C2-C6 gk, Cl- C6 AL, C2-C6
WAEE. Cl-Co A A, Cl- C4 AR (C1-C4 1 A) . £A(CI-CO)
WA, E-Fo=-(CLCo AR L. £ = (CI-C4 KL RE CI-C4 %
X, C2-Co B X,

20 (i)-Gra, G i# A -(CH2n-, C2-C4 % %, C2-C4 # £, -
(CH2)nO(CH2)m-#o-(CH2)aN(CH2)m-, ¥ n fom #53# 0. 1. 2

3% 4; faRait B C3-C8 FREt . ke . vk K. (2-K 3-) gk k.

97



200380108710. 6 o P ZE38/166T

BADA, waskrh A, etk R FbRA. HEA Wi
B KA sk, g ik Eo R @) @) TesE—m0 5 3
MEB THOBRKEARNK: 8%, £4. &4, CC4 %A, CC4 5
A& B-fo (CO-C4%A) 4. CC2 HRELE. CLC2 FALE
s AfeXA,
AXPOHEHRTIE4G LBEM—AXGLSHFd: A1 2
FEE RHOTRPGERAR. ALFE54H
Al 3 0 2] 5 Ak it B F 5 69 B R BRUX
@K% 24X KA EA. AL &, -COOH, -CONH2. -SO2NH2.
10 -SH. C1-C2 AR E M C1-C2 FAILEAL; o
(b)CI-C6 kA C2-C6 M. C2-C6 & . Cl- Co6 A&, C2-C6 #
ARA. C-C4 RAK(CI-C4 ). RACLCORE. 2 Fo—-(C1-C6
A B, £-Fo = (C1-C4 LA A CL1-C4 3 & C2-C6 HBr . C2-C8
FBL AR CI-C8 I ARH K, £-Fo—-(C1-C6 SR A) T BLE K. (C3-C7
15 A FBLEA, £ C-ComB)EBBELA. Cl-Co AR, Z5&
A(CO-C4 s A AL, C1-C6 A T AkdE A A C1-Co AR, Ho
(©-GRa, L+ G # A -(CH2n-. C2-C4 # & . C2-C4 X%
-(CH2)nO(CH2)m-#-(CH2)nN(CH2)m-, % n Fem 334 0. 1. 2.
3% 4; fmRait f C3-C8 Rl &, C2-C7T £33 A, C5-C10 =3¢
20 WMEFEA HFHRA wEEL FEA LXFEL. O FOEA
Bk 3 it B THMBRRERK: 54, 24, &4, C1-C4 B4,

Cl-C4 SR k. #-Ffo—(C1-C4 LE)AL. C2-C4 BELA. C1-C4 B &

98



200380108710. 6 o P ZE39/166 7

EHA Cl-C2 HREA. f Cl-C2 IRFEAEAFEL,
AEPOIEHRTHEMHG LRET AKX AL 2
FA.ORE. wnz A, e k. Kot bk ckeh A ke A
L Em R, = Eo A Bk R BB KifFekvh A,
G T3 LS N8 OF N T F 3=U'F N & P T NS § £
LS PN PENEL T DN OV E NS E UL E WS $ 1)
g A1 A0 2] 5 AN 8 T 516 B AR
Q)& 2R fA. &AL A, & -COOH. -CONH2. -SO2NH2.
-SH. C1-C2 AR AF C1-C2 R EL; &
10 b)Cl-C6 H . C2-C6 H#. C2-C6 ek, Cl- C6 A L. C2-C6
AERA. C-C4 BEACI-C4 A, REACI-COR A, #-Fo—-(Cl-C6
WE)E K. £-Fo —-(C1-C4 12 2) R C1-C4 Jn K. C2-C6 BBt &, C2-C8
B AR A CL-CO AL A, o —(C1-Co ) FBEA A, (C3-C7
FEA) TR A, - (C-CoRB)ESEBL. CLCOREAR. F5F
15 F(CO-C4 SR A)A. C1-C6 %2k T akmt & Ae C1-Co S R afBL & #o
(-GRa, ¥ G i#& -(CH2n-. C2-C4 # & . C2-C4 %
-(CH2)nO(CH2)m-#=-(CH2)naN(CH2)m-, % n Fom 3R L34 0. 1. 2.
3% 4 fmRait § C3-C8 3Ri . C2-C7 3 ey 3Rk K. C5-C10 =3f
k. FHRA WAL FHEE 2HXFFE O FOEAN
20 MIRIMiE A FHHBRARERK: &, £&. &4, Cl-C4 A,
Cl-C4 e k. 2= (Cl1-C4 HB)RE. C2-C4 R A, Cl-C4 K&

AgA. Cl-C2 gRBEA. A CL-C2 BRI AEAF KA,

99



200380108710. 6 o P ZE40/166 0

AKX R OIEH AT I &m0 L@ — A X9t A1 R
FE. AE wbre2- K, abuE3- . 4R 2K, B4,
wEeE-5- R, Eey2- K. Eey- 3K, Kb 4 wbeR 1K, wbeR2- K
dbeg-3- K. wkwdl-2- AL vke-3-k abmdo1-RL wbeb2-K dbek 4K
5 ke 53k, whoth, e 2 3K ek A w5 3L wRed D L Rk 4
. ovEek 5 A1, 2, 3-=mk 4R , 3R ek 4K 1) 2, 3K
—ep 5. Brk2- k. FEB4K FEBS5SA FEA3A FE
-4k, FBek-5-k. Fofekwh-2-A. Fofeked-3-A. Fofbed-2- K.
Foberh-3-. Rbbed-4- K. FOF[ -2, FoPEe-2-k. X
10 FFeEwy-2-& . 4H-FEwwg-2- A EHH[M, 2, SIB= A, 2, 3-=
X, 4=F3k2-2. b1, 5-aEre-6-A. —HEH[, =2
F-3-4. wlk2-k. wbeR[1, S-a]EvR-5-A. TH-Ew[2,3-c) k-4 K.
1H-"Ewr[2,3-c] s -5- &,
AXANBAREAGEY, A1HO0 2] 5% 8 T I HBRARLARK:
15 @ E. £4. KA &L AL &.-COOH. -CONH2. -SO2NH2.
SH., C1-C2 A AH C1-C2 FRBEEL;
(b)Cl-C6 3. C2-C6 WA, C2-Co gk, Cl- Co A A, C2-C6 #
ERE. C-C4 BLAKCLI-C4 BA). RECLCOBE $#-Fa=-(C-CO
R EA. E-Fo = (C1-C4 A E A C1-C4 A C2-C6 S B2, C2-C8
20 HEBRAALA CI-C3RALAEA. £ 0= (C1-C6 S 2) F B L. (C3-C7

X

WR)FEEA. £ C-CoRPEFERL. CLCoRER. FF
A (CO-C4 ) A C1-C6 A s me A Ao C1-COo S A AEBLEL,; Ao

100



200380108710. 6 oW P ZE41/166 70

©-GRa, ¥+ G i#t B-(CH2)n-. C2-C4 4. C2-C4 s 4.
-(CH2)nO(CH2)m-#Fo-(CH2)nN(CH2)m-, £ % nFem Ik 3 3% 0. 1. 2,
3% 4 AmRait § C3-C8 HFM A, C2-C7T LI M R m A, C5-C10 =3¢
WETEA HHE WERRA FER AXFHLA. O) FOSA
5 BRBINEA THAMRKEARK: &, £4. &4, Cl1-C4 4,
Cl-C4 S A, #-Fo—(C1-C4 AR A, C2-C4 BB A, ClLC4 L&
AEE. ClLQ IRHEE. FCL-CQ2 FRRARFEL,
TR, Al ETREBRARETIARO0 2] 5 Nk THI A A
@RE. 24, A &4, A &b, C1-C2 FRAEA
10 Cl-C2 R A,
(b)CI-C6 3t & Cl- C6 bt A& Cl- C4 B R A (C1-C4 1 ) A (C1-C4)
AL #E-Fo = (Cl-C4 ) R A - Fo —-(C1-C4 A R & C1-C4 B &
Fa
(©-GRa it B -(CH2)n-+ -(CH2)nO(CH2)m- Fo-(CH2)nN(CH2)m, #=
15 Raith C3-C83MAk. &A1 H2ALRT (&£H O. SHRN) 56
AR E. B 1 2H3AERTF (&8O, SHFN) #45K6 7
FAFERAE. HHREREE; O) FOFTHE—IHO0 5 548
THOBRRERRK: 5%, A& &4, CC4 KA. ClC4 REA.
¥ Fo—- (C1-C4tn) RA. C-C2 gRIEEAF C-C2 HRE AL,
20 AEXACHEBRETINFMAY LREM AKX SR A1 R
C1-C6 fx k. C3-C7 3Rk i, C2-C7T £33 eh 30 K.,

AL FARTAT R, A1 0 5 5 AT 5 BRA AR

101



200380108710. 6 o P ZE42/166 70

@8 &, £4&. KA &4 A, & -COOH. -CONH2. -SO2NH2.
SH. C1-C2 B R A F C1-C2 AR AL; F
(b)CL-C6 St A& C2-Co M. C2-Co # k. Cl-Co i A, C2-C6 4
AEA. CC4 REAXCI-C4 KA. RACLCORA. #-Fo=-(Cl-C6
5 RA)RA. B (C1-C4 R A) R A& C1-C4 B 4. C2-C6 Ko BE X C2-C8
B AR CI-C8 L AAZE A, $£-Fo = (C1-C6 R A) FBLE A (C3-C7
FmA)FEEL. 2 fo— CCoRB)EEBL. CLCOBER. 5
A (CO-C4 Bk C1-C6 s A P akme &0 C1-Co L ami A Ao
(©-GRa, £ G & §-(CH2n-. C2-C4 H & . C2-C4 B X,
10 -(CH2)nO(CH2)m-Fo-(CH2)nN(CH2)m-, % n Fom I3 4% 0. 1. 2.
34 A2 Rait f C3-C8 3Rk, C2-C7 38 Fe3rin . C5-C10 =3¢
HERFREE HHE AR FEE E2XFEFL; O ROEAS
B S HEE THHBRREARK: §%. 24, &4, C1-C4 A,
Cl-C4 mEH. B F—-(Cl-C4 AR A, C2-C4 R L. C-C4 K&
15 RgX ClQ2pArit. #CACQaREEEAFREL,
AERLEOLIEH LTI &40 LR AKX oAt Al
& C1-C6 sk, C3-C7 ink. ik, kg k. e A 3Dk,
Al TH 0 2] 5 /4T 5 B R BRA:
@R E. 24 fA. &4 AL, &.-COOH. -CONH2. -SO2NH?2.
20 -SH. C1-C2 B £ f0 C1-C2 BRI
(b)CI-C6 %t A, C2-C6 M & C2-C6 k. Cl-C6 A& C2-C6 M

ZEA. C-C4 BEACI-C4 KA RECI-CORA. #E-Fo—(CL-C6

102



200380108710. 6 o ZE43/166 70

RA)RE, $-0=-(C1-C4 SR 2) B A C1-C4 S K. C2-C6 S BL A C2-C8
B ARA CI-CB R AAZ A, £-Ffo—(C1-Co L A) FBLAR L. (C3-C7
FREBFTEEL £ i CCoRPEHBE. ClLCoxmARm, F
A& CO-Caxik) A, Cl-ComABARBA. CI-C6 i hmbmi,;

5 (©-Gra, G #% A - (CH2 n-. C2-C4 # £ . C2-C4 # %
~(CH2)nO(CH2)m-Fo-(CH2)nN(CH2)m, R ¥ n Ao m #2340, 1. 2.
3%4, FwRait ) C3-CR R Af ik,

AERAOEXN Lo Yfe B BETHELN S

S

X< /Z\N/U\N/V\WzAz

AT Y | |
Ri R,
X1
10 K1 PHEFAL V. W, X. Y. Z. RIAFR2HENI T
Al RAFEPRY - ERE, FEBRRGFEFL, L ERRG A
ARANAFFHTER, LEANFHFLARREL 2 KR LHEERA
MR FERTAR, BARANASAKRGEERRGES PR FF
HBEFAR, BREV—ANRFROR1ARE LR FHLERRK
15 587 ARFREE, SAEV—ANRTFRORIANALELRTFH
EEBRRH RI6Faty 5 8] 7 ARFRE, AEFA AN RFH0 K3
ALECHRBRTFHBEIFERINE T — AR LT R,

103



200380108710. 6

P B P H44/166T0

A2 £
)
0
/ i O/Rw
N
Ry
(iii)
~ ]
N 0N U X
I WA Ry
R 13 Ry
Ezl) \ 11 )
)
2
g \R" o N
(vii)
F Rys
S
Ri1
(ix)

104

(i)

3&, \\Rn ,\;

i)
Q
A
= I \R12
X
'?% \Rﬂ
(vi)
Z l Ria R
12
:LQ \\Rn © \/\
p
(viii)
Z Rig
XX\ I
g N'Ryy
x)
KN Rig
L
‘zz? N R4



200380108710. 6 W B 5 ZE45/166T0

(xi)

(xiii) (xiv)
= I Riz Ry Z l ra l \-—-—-\/
s ) o S SN S 7 Rez
Ry4 Rz Rig Ruz ‘2% n © \R"
(xv) (xvi)
?r] N %
P /‘Hz P .
t or

X Fo W 3332 O S NR Kk, R ZEA. F&EBK 4 C1-C6
B A BAL &R 09 F & R (CO-C4 A
5 V & C1-C6 2. C2-Co WAk, C3-C7 SRt h bk,
Y & C1-C6 #uA&. C3-C7 SR AIAR 89 Cl-C6 s . C2-C6 M 4.
C3-C7T SR A Rk k; L P 5 Vakn, Whsk,
Z ZERE BRARAHELA BERARCI-ComABAL,
TEtROKI

10 Rl # R2 & &, X R1 ## R2 & CI-C6 X £.C2-C6 #H R K C2-C6 #

105



200380108710. 6 W B B ZE46/166T70

A, AP HE—/4032 3 /x\M‘Ff'JEM’U;‘.»“PZiiiia‘#':éﬂxﬁiuéxﬁ:
BE. £4. &4 Cl-GARAL. C1-C2 FAI LA C1-C2 AR
;5 ARl fe R2 BARAN R AL LAY t) XL R f R, &
RPTARAEAR —ANFSHLA N SF O 9RBTF, ZEH LAHKNE
5 A RERefNRM0B 3 LA TANRKEARK: &, 24,
A, Cl-C4 4. Cl-C4ERA. £ (CLC45H L) &4, Cl-C2
B AR A C1-C2 B A&
R10 & CI-C6 %%,
R11 Fw R12 & AR K 0 2] 3 AT FIBAK A P ik 5 % 09 B K
10 BE. £A. RA CCoRmA. C- ComAR. £-F=(C-C6 L)
£, C2-Commik. Cl-C2 AR AFCI-C2 g AL f XL,
R13 e R14 £ & —FH L FAIR 23032 A &4 C1-C4 X,
R15 & C4-C6 %5 f 2 &, C4-C6 3 ko
R16 & C2-C6 #2 f. A K C2-C6 k.,
15 RI7TRE 02 2 MR THBRAREA P i BB K &, 74,
T EE
ARPL L LN 1 t9iedhfett (LX), SNEAEAX 1A
e, £ F A2 fo R10-R17 658 XA LXK 1 6914 i P 693X
EEEHALTLMAE, 122 Al. V. W, X, Y. Z. Rl &= R2 #
20 AN TF:
Al = (C1-C6 mR)RE. FHA. B NALFEHERL, ZAH
FERFBASINRA LR AN RO LFHE, AHAXLIRGH

106



200380108710. 6 o P ZE47/166 70

ARA N G F RN EAER, EAES—ANRTFFOSRIARE
RBFHESLALTEL, SHEV—ANRETFHFO0H1ALE
RINHRSFefot) BB LAETKERE, ILAEZV—AN RFH0
KIAMLCERTH. BENIFRRGNI T AR RTRA, 3
5 PeIEE—AN A1 30 2] 5 AT F B AP Ik 1 i 369 B R ERAX
(@ &, 4. fk. &4 AL &. -COOH. -CONH2. -SO2NH2.
-SH. C1-C2 AR A A C1-C2 FRIEEL; Fo
b)CI-C6 & C2-C6 4. C2-C6 k. Cl- C6 AL, C2-C6 %
ERAE. C-C4 LELACI-C4 ). EACI-CoORL. #-Fo=-(CI-C6
10 RBBE E-F—-(Cl-C4 IR E) KK C1-C4 32 K. C2-C6 Jndt . C2-C8
B AR A . CL-CB AR EA. #£-Fo—(C1-Co ) P A, (C3-C7

3

RAFEELA, £ (C-Co A ERBE. Cl-Co6 X, F&H
A (CO-C4 ). C1-Co A skt X fe C1-Co AL, o
(©-GRa, 1+ G & A-(CH2)n-. C2-C4 ¥ &. C2C4 B A&
15 -(CH2)nO(CH2)m-#o-(CH2)nN(CH2)m-, P n Fom Ik Z 434 0. 1. 2.
3 &4 A Raik § C3-C8 3Rtk C2-C7 3R89 23k . C5-C10 3R
HEFEA. HHEEA WARER FEL £2XFEHL; O FOEA
WA G B THOBRRERRK: 5%, £, &4, C1-C4 =4,
Cl-C4 A, #-fo—-(CI-C4 ER)AL. C2-C4 BEA. CLC4 A
20 RERA CIQERKEE. RC-CQ2REEXF XL,
XA WIidA O. S. NR s %k, L4 RZEAR CL-Co AN
FEA (COCARE), FFOH—ANHO0 2 5 MRkt § T 5695

107



200380108710. 6 W B 5 ZE48/1661T1

REBRK: B&. B4 RA &4 A & Cl-C2 gRKA
Cl-C2 FRKEAL. C-C6 A, C- C6 AL £-Fo=-(Cl-C6 HEL)
E-
V & Cl-C6 k. C2-C6 #k. C3-CTHRB AR %,
5 Y & Cl-C6 %k, C3-C7 FRI AR Cl-Co HA. C2-C6 .
C3-C7 s At k; HP 5V aka, Wk,
Z EA RAREERE R X
R1 e R2 & &, &K R1 #= R2 & C-C6 &, C2-C6 #H A K C2-C6 %
X, A6 H5 A0 3] 3 Akt § FTHORKERK: §E.
10 A, KA. Cl-G4m&aRt. Cl-C2 KA. f Cl1-C2 GRBEAEL;
X R1 Fo R2 BhaR kM R AL LLNGEI G XERI0F IR, SRF T
AEH - A Ny SH O 89 RRF, £EF LatirafetyH
BXAGITBO 2 3 MRk A THHBRRERK: A&, £4,
A ClCa kA, Cl-CA AR, = Cl-C4 X)) &L, Cl-C2
15 RABE. o Cl-C2 HRK A
AXEAERZAEFTEY, AXARS T XX 1A 9104 f 3,
AP ZRBRE;, REFZREBEL. C- CORATHRE; i P2
REHE. TRAERE; 34T Z 254,
AXARBT X1 XN 1AL ESYPE, TP X R0,Y Z-CH2-,
20 AEXPERBET X1 FXN1ALS S, L+ X R 0,Y 2-CH2CH2-,
AERERB/T X1 XN 1IALES TR, AP XY S 4,
ARPARBT X1 XN 1A G MFdh, R P VAW EHK, X

108



200380108710. 6 o P ZE49/166 70

BAELECEEREZAEFEY, VACC2RARLW %,
AEARBT X1 X 1A LY fed, AP RI R EIHE

£, KC-C4rk, C2-C4 ¥k, KC2-C4 A, HPehH— /K0 3

3R IS THHBRAARK: §F&. £ &4 CI-C4 AL,
5 Cl-C2 gRmAk. f= C1-C2 IRREKL; AXEEKILHFIETF, Rl

FeR2IBIMRE. FTRARLE, AXEAAEEHES LT, Rl f2 R2H

& Fo

AEARRBT N1 X 1A M F %, A PRI R B L

T BB L AT ) RE R0 FtGIR, Kb TREH —ANFshe9ik A
10 N.SHOMKRT, ZALELAIF XL 2 3 ik

BTHMBRREARAK: §&. 24, &4, Cl-C4 k. Cl-C4 8 A.

#-fo= (CLC4sA) A, Cl-C2 BRKA. #2 C1-C2 HARIE AL,

AXELKRTZEFTEY, Rl fo R2 BARAH R LI LU RE

REafat3R, FRF REHILG KRR T, ZAE LUt XE Rt F
15 B0 3] 3 ANk B FHIBARARK: 9%, £45. &4 Cl-¢4 %
A Cl-C4ma k. o= (ClLC4xkE) AL Cl-C2 HRIA. Ho
C1-C2 BRI A

ARARBT X1 X 1A et d, AP Al ZFHFA, &
XA R AR, AFERR, ETHO 2 5 MRIbit g THE
@~ (b)Fe(c) 8 B A I

H

@EE. 24 fA AL A, &.-COOH. -CONH2. -SO2NH2,

2

(=4

109



200380108710. 6 W B B ZE50/166 70

-SH. C1-C2 &R Af C1-C2 §RK AL, A
(b)CI-C6 F k. C2-C6 &, C2-C6 B &. Cl- Co A L. C2-Co

RAEE. C-C4 BERACI-C4 BR). HACI-CORmA. #-Fo—-(C-C6
b

s REBRARA.CI-C8RAL#HA. 2 o= (C1-C6 32 FEER L. (C3-C7

X

AP BB A, £ (CLCO A RABLA. ClLCO AR, F &

A(CO-C4 3 BB C1-C6 3 A B ahst X e C1-Co I A B A, Ao
(©-GRa, £ % G it §-(CH2n-. C2-C4 # X . C2-C4 # %.

-(CH2)nO(CH2)m-#Fa-(CH2)nN(CH2)m-, % n fom Ik 234 0. 1. 2.

10 3 %4 FRait B C3-C8 I A, C2-C7T 3 ey LA, C5-C10 =3¢
wammk. HFHA wEREA FELA AXFEFL; O FOEA
WL TRHBKEARK: 8%, £&, &F, C1-C4 =X,
Cl-C4 B A, 2 Fo=(C1-C4 IA)E A, C2-C4 A, Cl-C4 &
Ak C1-C2 gRKEEA. #Cl-C2 BRI AR FEA,

15 A—-dkAAEESTEP, X1FX1A P& AT XA 2L b

A N U NS NP N ALY TNLE N LN

=k, Eomk, Bk, FESA. Kfokdk. KR A

KAEy k. FFT ok, F5F84A. —&FF =K %k,

erkegee k. Repabd K. W AR A, LAPeE—K 0 2 5

A (a)s (b)F=(0) P 2k 5 i #69 BK A K :

Ffe

(R E. £2&. f& & A, &.-COOH, -CONH2, -SO2NH2.

2

=]

110



200380108710. 6 W B 5 ZEs51/166T

-SH. C1-C2 Btk C1-C2 ARIEEL; H
(b)CI-C6 $r . C2-C6 # . C2-C6 . Cl- C6 K. C2-C6 %
ERA, C-C4 RAKCI-C4 g H). EACLCoORmE. $-Fo—-(C-C6
A RR #-Fo = (C1-C4 JER) R A& C1-C4 $ A, C2-C6 KB A C2-C8

&

B A A A CI-CE A A A, 2o —(C1-Co 2 20) F B A (C3-C7
A PR A, B fo— (C-Co A ABMBLA. Cl-Co AR, F&H
A (CO-C4 I H)AR. Cl1-C6 A T agme XA C1-Co e A ik, Ao

(©-GRa, ]+ G & A -(CH2n-. C2-C4 M A . C2-C4 XK.
-(CH2)nO(CH2)m-Fo-(CH2)nN(CH2)m-, ¥ n o m IR 44 0. 1. 2.

10 33 4; #=Rait§ C3-C8 IR A. C2-C7 23R8y 3. C5-C10 3R
k. FaEk wARRR FEL EXFEFL; b OB
Wrkzihit § THOBRERNK: 5%, &%, &%, Cl-C4 i,
Cl-C4 g A, 2-Ffo— (C1-C4 L R)A K. C2-C4 B, C-C4 K&
Az i Cl-C2 gREA. CL-C2 FRIELF KL,

15 AZRaEX1 X 1A oA, P AL RER. B4,
Mheg-2- . wbeE-3- K. wbeRe4- k. w2 k. wEve4- k. Ene-5 K.
Ey-2- A, Eey 3ok, o ed4 A ebeg-1-dK. wbeg 2 3K dheg-3- K
LN UL EE S LR S R S L TR S -
e 1K, 2K, 4K, SR, 2K vEe3-k. vEw 5

20 R, 1,23=w 4%k 1, 23 K-k 4K 1, 23K 5K Beg )

v FE 4Rk, FERSA FES3E FESH4K FEES
A, Fifekwh-2- K. Kifekh-3-K. RofFabeg-2- K. KoFabeg-3- K.

111



200380108710. 6 W B 5 ZEb52/166T

otkrd-4- & KOF[d Buk-2- K. KHF[dE2- K. KHbIER-2-

X
g\ 4H ﬂ-vﬂ:‘%'z';tg‘ X;f‘[c] [1,2,5] ‘ﬂ&_:_ﬂékg\ 2a3_ ;%Xéf_[b][lsé"]

\\

B2, b1, 5a] ER-6-K. ZHKEHDI[, 4 =8 FE-3-4.
lwk-2- . dbed[1, 5-a) wEeR-5-A&.  TH-Ewyif 2,3 ¢ 4. X
5 1H-"E%r3 [2,3-¢] wbk-4-4,
Al F G F— A0 2] 5 AT 5 4% 3 i 4869 BUR A BRK
@&, £4 fA A4 AL &.-COOH.-CONH2. -SO2NH2,
-SH. C1-C2 B A fe C1-C2 AR AL; #o
(b)Cl-C6 $x . C2-C6 # % C2-C6 #£. Cl-C6 A E. C2-C6 &
10 EHL CC4 REXCLI-C4 E). EACI-CoORmA. #-F=-(Cl-C6
A RA, B-Fo = (C1-C4 s A) R C1-C4 B 4. C2-C6 KBL A . C2-C8
HEBARA CL-CBAAR A, £-Fo = (C1-C6 R ) AR A, (C3-C7
FRA)FEARA. o (C-Co A RABA. C-Co AR, X5
A (CO-C4 s A)BR. C1-C6 s A B agsk A C1-Co A B AL, Fo
15 (-GRa, £+ G & §-(CH2)n-. C2-C4 #H A . C2-C4 4.
-(CH2)nO(CH2)m-#fw-(CH2)nN(CH2)m-, £ nfem 3% 0. 1. 2.
3% 4 F~Rait B C3-C8 ;R k. C2-C7 £3R#y 2R, C5-C10 =3¢
MAFEA. HHA WAREE FAEL E2XFEFL O FOSA
Wik 2k f THORRERA: 8%, £4. &%, Cl-C4 KA.
20 Cl-C4REE. £-H_(Cl1-C4 A AL, C2-C4 LA, C-C4 R E
AgEA Cl-QARREA. fCI-C2 FRIEAEAF XL,
A—EERIEFTEF, @ OFOHEILLT:

112



200380108710. 6 W B 5 ZE53/166T

DR EE. A& A A& A . C-C2 AREL. o
C1-C2 g R AL;
b)& Cl-C6 . CLC6 AR, Cl-C4 AL (CI-C4 ). &E
(CL-COtR A #-Fo —-(C1-C6 Jo K) R A& #-F0=-C1-C4 o &) £ A C1-C4
5
c) -GRa, £ ¥ G # § -(CH)n-, -(CH2nO(CH2m- #=
((CH2nN(CH2)m; #=Ra#t § C3-C8 51k, 1 X 2A4EF (O.
SKN) HEHNALTKE, 1. 2H3ALRT (O, SKN) #
BEASARFTEL, GHEAFREE, (b) ROTHE-AHKO0 5 5 A
10 ik h THORKARK: g%, £4. &4 Cl-C4 K%, Cl-C4
REA. £ (C-C4 k) KA. C1-C2 HFRELAF C1-C2 FHA
Tig#Hk, N1 HIA F465 A1 A0 B 3 AMksbit § T 569 A
AR B&. 24 fRE &4 AL &k, Q2 aREL. &
15 Cl1-C2 HRMAR. C-C6 ik, C- Co AL, Cl- C4 AL CI-CA
). BRACI-CHOREA. £-Ffo—(C-C4 BEL. £-Hfo— (C1-C4
A A A CL1-C4 K,
AERRBHRTHEFMHBEEAREMN AKX 1 FoX 1A 8L oHF
#: Al R C1-C6 sk, C3-CT FI K. C2-C7T EHMLTEL, L
20 WEHE—ANEO0 B 5N (). b)Fe(c) P Ik 5 2k 3269 IR LB
-

@R & #&. fA &EX HA. &.-COOH. -CONH2. -SO2NH?2,

113



200380108710. 6 o P ZEbs4/166T0

-SH. C1-C2 AR A C1-C2 FRIK AL, #=
(b)CL-C6 % 2. C2-C6 M. C2-C6 g . Cl- Co A L. C2-C6 %
AFHE. C-C4 EKCI-C4 A, EXACICOBmA. #E-Fo=-(C-C6
R RE B Fo— (C1-C4 5 B) R A C1-C4 5 2. C2-C6 B . C2-C8
5 EBEAERA . CLCBmEAZEL. £ fo— (C1-C6 I A)FEBAE L. (C3-C7
TR ADFEEE. £-fo— C-ComPB)EFEBEL. CLCo AR, 5
A(CO-C4 I A) B, C1-Co A B AgEt K Ao C1-Co S R Agm ik, #o
(©-GRa, £ G # A-CH2n-. C2-C4 W £ . C2-C4 %
-(CH2)nO(CH2)m-Fo-(CH2)nN(CH2)m-, % n fom k24 H 0. 1. 2.
10 34 F=Rait B C3-C8 k. C2-C7 B3R89 L3 £ C5-C10 =3¢
AR EA. HFHA OEEL FEA £XFEFEL O FOEA
MIRIZ LA FTHOBRRERK: 5%, £4. &5, Cl-C4 A,
Cl-C4 B . #2-Fo—-(C1-C4 B HR L. C2-C4 BBLA. C-C4 K&
ABEE. Cl-C2HRER. FCL1-C2 HRBEAELAEL,
15 AFEAKZEFTEP, RXARBE T X1 X 1A 9L SHF 3,
EF Al & CLCo puik. C3-C7 3Rk, whegrn . ke &, vk &,
(2-K 3-) Bk, X ¥ 89— N0 2] 3 AN@) AP Ik it
a7 A R B o
g
20 DR HE.ZRE REARE A A.-COOH.-CONH2.-SO2NH2.
-SH. C1-C2 R &fe C1-C2 R AL

b)Z Cl-C6 k2. C2-C6 k. C2-Co k. Cl-Co AL, C2-C6

114



200380108710. 6 o B 5 ZE55/1661T

M AR C-CA4 IR AA(C1-C4 3 ) RACI-COR A F-f2 —-(Cl-C6
TA)EA, - fo—-(C1-C4 IR AR A C1-C4 k2. C2-C6 BB A . C2-C8
HEEAARA CLC8mAEBZE A, - fo—(C1-Co ) PERLER A (C3-C7

FRB)FEEA., $£fo— (C-CoxmA) AL, C-Co B AHK.

7/

5 FEA (CO-CArmA) MR, CI-Co A Ak, C1-C6 % hmkih it
Fa

c) -GRa, ¥+ G £ f- (CH2n-. C2-C4 ¥ A. C2-C4 B .

~-(CH2)nO(CH2)m-Fo-(CH2)nN(CH2)m, 2% nFem Ik 3335 0. 1. 2.

33 4; F#Rait § C3-C8 FRIm A A,

10 [0186) R A PAE L3 X 2 2| &M X 16 9L oAk,
o)
o s | o Fe
A,/X\Y)LN/U\N S
| ] 1
Ri Ry
X 2
¢ S = l © ! N
R T
12
Ri Ry
X3
Q
O.
O S 7 l \\R12
A,/X\Y’H\N’LN ) Rz Ru
] | R4
R4 Rs

15 X 4

115



200380108710. 6

|

1 456/166 17

10

"
~ ]
7 X
0} S I Rqz
A7 X\Y/lkN)kN S
| | Ri4
R, Ry
A5
ISSAUN
A(/X\Y I?l I? e 11 o \\Rm
Ri Rp
A6
=z
o s | Ris Rus
A1/X\YJ\'?‘/L|}‘ \\R11 o \/\12
Ry R, =
X7

116



200380108710. 6 W B B ZE57/166T0

Rig
LA L)
X .
A( Y 'lq f;l N\Rﬂ
Ry Rg

10

117



200380108710. 6 o B 5 ZE58/1661T

=
0] S l R13 R14 ]
Xo
O N
Ri R Ryz Ryg ”
A 15
= /
X )ok j\ \\l \\ Fre
P
AT Y ';l ';l Rey © Rz
R, R,
5 X 16

AX216F, EZFA XFYHELELFKXL XIA XX 1 FEH
X —Ko
R1 o R2 2% 5 3 2 &R F %
R10 & C1-C6 s & ;
10 R11 #2R12 2R & 0 2] 3 AT FBAR A P2k 2k 569 R A
HE.ZA AA CCARE CLCARAR £ f_-(CL-C4 L) £
%, C1-C2 AR A C1-C2 R AL,
Ri3feR14 AH—FHEATHAZ LML A AT E;
R15 4R & C4-C6 %t A 3 C4-Co B ;
15 R16 & C2-C6 % A A H, C2-C6 sk
RI7 K& 02 2 A MAKRTFBRAP IR T e RRE: §E. 74,
T RE.
AREC—EAKRIATEY, KXARBKT X2 7 16 9 bt

#, AFXRNREHELFX1 FTEAMTL—K), Y £-CH2-

118



200380108710. 6 W B 5 ZE59/166 7

#-CH2CH2-o 3% sh—se BT T ET, RXRRHKT X 2 2 16
Wi oA, P X 20O, #2Y £-CH2-X-CH2CH2- K, X #= Y #f £k

%0

5 TFAl
AZARBET X135 16 Lo, 1P A RR A, e,
quinaxolinyl, 3t ¥ 89 & — AN 0 2] 3 AN FIBAK o 2% 3 g 69 A&
Bk mE. 245, A A4 QA ClLCARAR. =
(C1-C4 s ) k. C1-C2 BARK A f= C1-C2 ARSI R
10 AZ AR T K17 2] 29 89L& fe 2

15

119



200380108710. 6

W

B 2£60/16611

10

X 20
T
e VN N
Ras 1
Rzo R21 R1 RZ
X 21
Rzé\o
(8] S
(@)
Ros | |
Ry Ry Ry Rz
X 22
\ S o S
0 N Jl\ /AZ
/\/ r N N
R2s ] |
R RaR1 Re
A 23
O
Fz\ N Nk
] ;
& Ry Ry
X 24
O S
Ro
\ ’i‘)L’llez
(0 Ri Ry
Rer” —0
X 25

120



200380108710. 6

o P ZEe1/166T

N _A
\

Rag

X 29

X172 PHEZF AL RIFRGEAFXTI XA PEAG T
10 22—, AXEAKLHETEP, TFAL RFR2 G ELRKX1
oY PRPEN T L —B, EXRAKTEFTEF, IBTF

N FeTEAX 1729 Lo PEAY T L —K,

Ba, £X1729 %, £&r. s. Qv X. Y. Rl1. R2. R18A. R18.

R20. R21. R22. R23. R24. R25. R27. R28. R29 #» R30 #§ & L 4= T :

15 q 213558683,

121



200380108710. 6 o P ZE62/166T

r & 1. 2 8 3;
s A2 1. 2 & 3;
XA Yok, o RIFR2ZIIMARRTHE, ALE - AKhE
_AEY, XAEK, Y ACH2-
5 R18A R&. HE. £4. £, &4, Cl-C4 . Cl-C4 &
v #-fo- (C1-C4 SR A) ﬁﬁ C1-C2 BRI A XK C1-C2 A%
A;
RI8AK K0 2 3 AN THRAER I AFGIRRE: 5F. £,
FAE. &A. A, C1-C4 A, ClI-C4 BRA. B2 o= (CI-C4 &
10 &) fA. Cl-C2 FREE. CI-C2 EREAAFEL;
R20 fe R21 1% 3 33k ) &Ae C1-C4 #% % ; R20 = R21 i 48 A%, C3-C7
S %
R22 fo R23 R a3t B C1-C6 s 2, R &5 — M40 2 SAMNT
FIRR AR I AFORRABRK: 5. &4 K& &%, C1-c4
15 A Cl-C4EA. 2 fo=— (Cl-C4L) A&, CI-C2 HRRE
Cl1-C2 g R A%
R24 X A& 0 8] 3 Mkt B FHIHERARA: 5. 24, A
£X. AMHE. -COOH. -CONH2. -SO2NH2. -SH. C1-C2 g% 2.
C1-C2 g RIB A A C-C6 S A C2-C6 &, C2-C6 # & ,Cl- C6 . Ak
20 C2-C6 B A KA. Cl- C4 AL (CI1-C4 ). £ACI1-Co) wmA. £-
o —-(C1-C6 t2) A A, #-Ffo—-(C1-C4 I HE)E KL C1-C4 &, C2-C6

-
B, C2-C8 piBt A H A, Cl-CBRLAKHEEA., £ —-(CI1-CO A

122



200380108710. 6 o P ZE63/166T

FELE A (C3-CT A TR A, £ (C-C6 S B) R A BLA.
Cl-C6 f A FH % (CO-C4 i) A C1-Co A BAEEE L. C1-C6
mAZBA, AXEEAZHEFTEP, RA4KAO 2 3 ARTHRKL
PRI BENRAE: HE. 24 RA. A4 Cl-C4 A, Cl-C4
s AR E-- (C1-C4 ) £E. C1-C2 gRKEA. CI-C2 B
BRA;
R25 2 R27 B ARK 0 2] 3 A, RAFLEKRLHEFTET 0 5 2
MATFIIBRE P LA FORKE: §&. £25 RE &4, C1-¢4
A Cl-CAERA. £-Fo= (Cl-C4 k) RE. Cl-C2 HREL.
10 Cl-C2 gRKAKL. AXEEKZRFTEP, KLXPEEX 24 FX 25
M edtddh, b R25 RA=-(C1-Co St A) R AA 0 2] 2 Mk 5 3b ik
ATFHEERREA: §F. 24, A &4, Cl-C4 %%, Cl1-C4
REA. B2 f= (C1-C4 £4) &%, C1-C2 gAKA. CI-C2 B4
B A
15 R28 R R R SRR, AP HHE - AREO0F IARTHRRLAF
M BEGBRAL: HE. A fA £X. Cl-CA A, Cl-C4%
FHE. 2-Fo= (C1-C4 1K) &4, C1-C2 IRIEA. C1-C2 R
ok
R29 & FTART %,
20 RIOREGHIANAEERFAORIARLECHERT (N, OXS) #
BEARFFTERARE, F4K 0 5 2 Mkt A T 564 5K LI
K&, Cl-C2 k. fe C1-C2 HRK%

123



200380108710. 6 o P ZEe4/166 T

R31 F=2 R32 T T F B A 18 5 B o) AR R B . Cl-C6 %%

HAEE, BPHHF A0 3] 3 AT RIBAKRE P Ik 5 ik 6 B,

ABRA: BE. 24, fA &84 Cl-¢4 &, Cl-C4 AR, 2
Faz- (Cl-C4 i) &, Cl-C2 HRIE. CI-C2 BRI AL,

5 G £ O. S. SO2 & NR26, 3% R26 & £ R26 £ C-C6 £t 4.
RE. ks, APaEHE— A0 3 3 Mg A THORRA
B BE A A RA G- A - EA. R

- (C1-Co k) &A. Cl-C2 gR®EA. Cl-C2 AAK
Q & O. S & NR26, ¢ R26 Z&. Cl-Co i, XA, oz

10 REREE, APHE—NHKO0 3 3 Ak A THHRRARK: HF%.
. fA. EX4. C1-C4 A, Cl-C4 AR, 2-fo—- (CI-C6 %%
X)) &&. Cl-C2 HARKA. Cl-C2 FRIE AL,

[0213] AL X 17 3| 29 i, X P A2 44 L
BEE—ANAXGLEY L PHARGEL T LK, HliofidHh X

5 PLIA, I A2HELRLE—KBLAXTY 216 EA. TF A2 AKX
2-16 R, BALZIREMTRAHIHEADRET A2, #lX
3%, A2#{2 8 ER 4 KA XL, I, RAPaETX17-29 4
oAk, HP A2 X216 F A2/ F L HAE—R/ AR,

AXACEKXL IA fo 1-16 Sibbdfad, L+ Al KT & RA

20 RAP@RBOLAHEAFTEE: kvh-2-K. %dh-3-K FEL3-5,
F T4k, Eop 2k, Eey 3 wheg2-A. whe8 2R feubeb A
EFesHE— A0 23 M THOBRKERK: 5%, #2545, £,

124



200380108710. 6 W B 5 ZE65/166T

A A Cl-CAm A, C2-C4 WA, CL-C4 AL, £-Fo=- (C1-C4
wA) AR, C1-CQ2 GRELE. Cl-CQ2 ERBEEAFEL, A ki
P X TRAREE, Y TURR-CH2-, X FY Hsk %,
AEAaEXL IAF 116 i b Fedh, L Al Zekwh-2-4
5 vke-3-A. R 3R FEeAAA. E-2-A. Eeyr3-K. dhego0-
Hoeg2- Aok R, L P HE—AHK 0 ) 2 Mk A T M RAL
BAR: BE. CC4mAi. CC4maR. C-C2 gREAEAF CLC2 FK
HEEPREE, PREAIARBRTFFORIALERRT (NL O &
S) MEAEFRFHEEIPN, BAAHRFKFHZEKO0E 24 %8 TH
10 BARERK: &, C-C2ikde C1-C2 ARILEAKL. AX oM T,
XTIRARAO, Y TRARA-CH2-; X FY ZEr %,
KEROIX L A B 116 90 oHMAak, 1P Al Zkm 2 A3
-3, ATHRO B 3ARA THOBRKEARK: 8%, 24 &
A AE. A Cl-CAmA. Cl-CAmEA. £ Hf— (Cl-C4 1)
15 KA. Cl-C2 gRRA. Cl-C2 FREELA KA. AXkiLibPd,
XTRAREO, Y TIRR-CH2-; XX A=Y EEk %,
Aehigtg XL IA UfeX 1 RLFEMGLEDS: V. W,
XAY sknr, ZZHELA, #RI o R2ARA:
%Al R 48K, A2 FRREXALERE;

20 HALR3, 4, S5 2FRAXER, A2 XREEL;

I

% AR 3-FEAKE, A2 FRRZEEAFREL;
5 AR A4 FRRN, A2FRZREARK;

125



200380108710. 6 W B P ZE66/166T

L AR2, 4-—fER, A2 RZRAEAXK;

LAl R 2AARM, A2 X2 4XEAXE;

%Al ZRAmAe, A2 R 4XELERE,

H AR 4R-TE KA, A2 FRR4FXAEEXE;

5 L Al F A HAK0 2] 3 Ak L 3bik T 5 o9 AR AR IRAR 69 Kk rt

KE. LA CLCA AP CCARAR, 2724 EXELH) X
A

L Al Z KHokrd-2- A SR T AR 69 Xofbekrg-2- A nt, A2 R
R4 (4-REEE) XE;

10 Al REESEpAwy, A2 KR4 (3, 5-2RAFTAXRL) X

Ciad
o

4 ALRZ 1, 5-=F A-2-F-hwg-3- KB, A2 TR 4- (4 A KK
- (3, -=&XEH) -
LAIR2-HE-FA, K2, 6=FF- KA, R2FAREN, A2
15 RAMKOE 5 AL TIHRARARKY 4-REA- XL 8%,
CCemik. FEA ZRTA. ZRFREA Zf 7L
REEATRABHY R, AAXIHGLEHHIHCV TR TE
Mip® T HCV A4 FHAH. £ HCV ZHxt, XIREeLs
W E KA (EC50) A 10 B RRE), K& EC50 A 14
20 BRRKEN; HEC50 % 500 HERKEND.
ke X I oA X R AHEZ M., IHGHFEOEERR
F: eRENEDTHMAE. KEHR., KoXEOE46%5,. ZANK

126



200380108710. 6 WO P ZEe7/166 T

A Fathsh ¥ R o
AEZROFECENBHFEHR AN, BHEOERNEDERN R
2EPHEA—FREMHXT 5B E G HHhA Sl T A

BRAMARET CRXES (HCV & E) #HLHAH.

B &

RIS Y R R TUE A G T T RLH 2 R H
B AR A REH, AR, RAARBTHHHN, e X144
L BAHEFE TR SRR SHBR. BEMN. £H. H%

10 Fl. RELERLSE Ko

TN XIS TRELATHF XL H: 2R, B3, EMmE.
BAXRH FF KT o AR, ARG KIERA, @
TR XY, ENERLEHAMNTEAERY. EHEWG. HEF
THLHER, BEN. L5, FEMD.

15 M7 Lk AR eMot, RAANBEYN T TURESHAEFE LT
BZOHEAR —FREFESGERGIRIEGIAALN. BB, &
HWF, ENESLHWEN . BARLHBA R B0 B A 2B 1%
M EMECMNESLETTHHIMIER . BELARFERGRAA G
BEREE, oY RESIENGERG T LARBA L HMH LS

20 RLAMEBOHLESHE TIEA.

HEFETRESHEARILAS GO TAEEL, il HHE.
B AR, WERED. DREERH; HRERCOMLY, WR

127



200380108710. 6 W B P ZE68/166T

TRG g EMH. CEAGRE. TAGEE, HARYGEERK;, £5F;
R, Bak; BARARMN, @B, REBRE, A, A,
dede Aih. BT, ARG, MMS. 2R, A, A8,
Hih, LA, HEBE. RO 8. BE; VLA, e&febia;
s AWTHAREEEN, + B R 4B, €3 GELUCIRE. ZiEH.
T oRBRABR B RERA; BHRXMN; FEAN; HEMN; KA
A AR, RRBGK, FHEATLK, BB EER,
Bk, ATARLHNERF ETHEZHERQIEE L, &,
sHEfCHITEY, £, VR, Boh, A, Hdd, 4K
10 W, A8, BER, BRIEER, LA, FrAEBEK, LRR
%mowiﬁ%%%%%%%ﬁwa%ﬁ:ﬁ‘c%ﬁﬁﬁ\%%ﬁ
B, 8. EARid.
PR ER RN TAOIEEEREAINT, FAKERLGRAL
B 64 A R B
15 A BOREGRE R —AREAMAY, GRCMAHERET
HEHHE, BRACITEYEGEMNHRE LTHLHHKR. BRYMN.
L. BAHiRs, BLSYNEBRETBYHELT, TAERNER
oMby Fike IMNFTEARABY S EREARAAR TN, sz
AR FAEA = F 2 (DMSO) XA 69 hiEM . & ek BiXAH AR
20 M, RNEMARREAYKRERT. XELSYHITEY, s
M IS ATEH, LTUAARNEA KXY BZESE RS

HRA WAL 9L oYut, AR GREDTURER. &%

128



200380108710. 6 o P 2E69/166 T

B JLRBF. RAGREMOY XM TREEE, CERLY

HUHEX. NENEL T BRIBN YT I EME, RABERR.
ARG ERIETRENABRARBYEZIREHN,

SH XIS BN TREIRES T REANT AL A

s ML &AL Bl KRB EFR, THROH R, JLKE,

AREBAIRE, BREAM, BA 0 R 6 H R T B R A AT

P #do 94T F ik Hlik. ATREMNTFA. Ro, HAFTTUAEH—

FREBHAEM, dodekAl. kM. FEHN. HEMN. oRHRS

SHAREAHLESHAEA 0L - 9%, BEHRALT, KEAAKLLEY

10 HEFTESH % (REELHWL). REHANF, KRAAGLEYGE

A K4 5%%2] 50% 2% 5%32] 75%:.

RAKBL T
REAGIAE DT LB RBARGH, KB EFR, TR,
15 FLIRR, #EMN, BeHl. mE, @A XY ELH T A R T
R, ALK ERKRALECESHEINDRFY . IHRK
HF AL FAR, & FH o, LAFERIN. FPEAGEE.
MEHE/ . BEAN, K. BLRGEE. AT ASSE. RER
aEi. SR RARE), JULA (e, JPEERS. MK AER. M
20 188K), FEKRGENY, CaBELMEH (=i 2BEHmFH. T
A AE. A8, L8, RHAMN (e, PARALpAZEAXTR
HALRER) .

129



200380108710. 6 WO P ZET70/166 70

RGN L aIERARER. LKRRER. R, 0. BRL. B
BTAl. RN, fekMey, Eo-XLHHEFGHEFETEIHEK
AX—FL7 AN, QRGN TRXSHBGEAN . Akl #ekH (B
RAEFAENR). BkH. FEEMN,

5 BEA. BA . LRR. BFROBROEA RS OETH. H
. BB, RO, RAEEE. LASRK, E4HETERS
HHRFTRIHBBARX T AAI. TRHNTREHRP A,
Wek A, WekH, eHib. KT8, LEH. B, ZEHHTAR
BT AR EHH,

10

& FR

BRAGEFEANOCETRGE L. ATAHEETH. RAHd4E:
591, MEF K. EBM A, BV GHEN QPR R ALE 80;
BAGRPHOETER. XFTRA

15 KGBFROUIERGYTHERMH, ZREDPEAELSKE
FRMNEGOBEN, IHGBEHNAZEE AN, PR TELEE
ey TRYSE. SRNARTRLEE. ERHA. R LEIE,
BB FEARK; 5RANRBENTRR A RKAELG
B&, JmSPA%RE KRG 8908 B B BT M SAL = . o REAC T 69 3RS

20 B KB OIFEERLYRKESW. T BREALTHE T
Y B, S G By B A T 4B BY BT 4T A& m ok 0945 B8 69 M RAL 89 R % = .
Jo REATH L R ORAR Y, KGR TEFETLERH KRR

130



200380108710. 6 oW P FET1/166 T

BE B0 BAL B R % -, RAEMTHBAL AR BRAR Y. KOEF
BRETALE—FHREMHGREN, LA ERAELLEXTH L,
BB FRTABIATHAXAAR: ERRSBFEM DG P,
Jofe kb BALE. ERE. BTl SRELHXMGT Wi, Wb
s HMEBFRTASHEGAN, o, Rom. TXREAR. ATHE
Teega Ry, TARKET & B A HRA, FfRA. XEHH
TRAE LR AR EALH], S IR B R RATRI

LK R
10 RKERH WA ST AL - KILKRR G X AL HETIL

RABY G BBL b R L), RF Wb (CeRAEGH), REXEHR

Mo SEMIMWAMNTARRRNBERE, mXKE. B, FHE

BB A LR, BETARROE RGBE, oKL RE—hERE,

Fe Ut fAH) LR MR B RE W, o REWTH LKL R 8 —id
15 BRE

2l
AR SBHNKBEN, REFEANP—FXEHERP NGRS
By, ELBIMAKINEREFROTHRGHANPENRET TR
20 AR WE T LRI GIREKR SE S BH B HEMN & AN
B F.

131



200380108710. 6 oW P ET2/166 T

RIS E 3
BRG] LAEAERGE AR EREN LR W hd 564k
3%, JerE R4S, BEBM. HEER. ILBERSLEE; KON, wigh.
P AR, BN, i HEEB A croscarmelose; HER], dosk
5 MEERER. BIBER. Woh. R-RAEIHGLFNTARA LR S
WRRSYAD . HEMN, w FD&C L4, THALKEHY
ST Bo Ek Aok XA, R AHE, B, 58, $4RK
REMBMATHRAAMNGARGEA . KREHN (BEEZHEAFHLER
AHET) BFLA AR LEEAGERBEEN. BhRSY
10 ZFAFTHRBTREOER, ki, A& O RETH,
X BB S AT A R A S8 & ik AT AR, =R 69 2 A pH S g
WM AR, AR ARSI R 6L ML 69 B M A,
RBREBRAERT R IHONBHAVGEALTLHEEZRRT:
—MEASIEBRAR_TRESSEE, SRERAX-_TRE, A8
15 RTPRG%E, LAHSEE, ARBRAB AR, Bk,
O RAE R B T AR AR AR ER, AREN P,
AR EHERGBEBEN Geids. SRS e%L) Re; &7
AR R IR e H), X EER RS 5 KA RBENY, doibdt i,
BRAR T 3 ZAAL R Ao
20
RN LSRR R RS
LAY ARE R E 0. TIEH G RER BB K & FR,

132



200380108710. 6 o P FE73/166 T

BHEGRFRTUAKER LM FER LBRI 6 GEHN5EIERK
M A B F XN REH. LA, TEHOFN LT LR R EFHMNE
YT HHRBEN REHNRA ARG ERREFR, 1, 30T =5
Bk BANTRZABADFENZK. SBERR. =FLOR
5 ALBhER. A, HA LMY EAN. WA BEAHEN RE T
o EXFEIALT, TR T BT, GEALASR
E-Fo = FRERHIREE. B b, MEAER, doihEE, ATEHGHA PR
HRAH,
XL EDNTARETREGANAR T REmEN H XL 5. kW
10 HMFXLHAERLTEHR. #Fik. WA, HRNEZHIBARE. &
BT ARG FRERARNDF (BB THEAOBEPRE). HHAN
1£%, B3R RBH. BGERMNAREFNTARERARN YT £
BHAHNT, BRES SHMNEEH 0% (REF S IL)
il
15 K I 6940 - 47T AMH] RAR T A B 4525 64 7 KA R o i A 49 4
MTRiGe 5 SE R BB BE AN RS T AL, THK
HHNEFBRTRAEK, RAAMBAETRRK, BRBRYNELY T
AL BRAGY. IHOHRRTT L dPRL -8,

20 BSR4 R &g Be 7y

AR B 694G AWy T AR H) A SRR B BL 7, o BBk Ao b B (o
REFF A5 IR) B A MBS o T UM F AREA. HLE. %M,

133



200380108710. 6 WO P ZET4/166 70

AR BN KA WAL . KK B R B B T ARH] AR
AT X, &3, P, R LF. KFE. B M B FE
F. BEAM. FEN. KB, BEMY,
IXAE G R T AR AR 0.01%-10% %% 35% , pH # 5-7, o i#EH
50 Ho RARMHLEHETAMH AT EXR G ALK THM
SR ERLAYGHFTERAGENTREEH (AX—ITHT A
Admty) BAEMHRA: k. BH. FER. AEE. . g4
5 A% E il 7ok, H=8. PPG2 t Wi A ®mEL . LM,
FEEAEABRBARGHI LS, Slde, AN, B BH
10 M. A FepH, XERAGMAFTHE-METALRER, &
TR~ XS HRAER . X T
BRAHK], de+ NS AREE, R RRGRH A AR R H A
k-1, 2-=BF. TIR-1, 2-=8F. 8. +5%8. FRERFAEE.
RS, FT AR E. AIRRL. ARRFARE. TAKEE.
15 ﬂﬁﬁaﬁ\%&ﬁ~+A%&ﬁ‘&%ﬁ\ﬁﬁ&+ﬁﬁ‘LW£
RS, R_B-_ETER. NEZRFREE . FHERFTAEE. &
B FAE. RERTE. RC_E. ZH8E. FLK. LRb. K
Fib. AN ERTH. CEBRALEFLES. o Fhd, AR
BRTHE. FAEIEE. KK, DhiREFAE. LR A A ABE.
20 SLBAKNEEE. HRE. PToOSAEIELE;, XKH, AKX, Tk,
FTh. —FAB., R —&=K; EH, T8, AT
Y. FA. ERTH. LML, —L-BETHR., —L-_8BE%

134



200380108710. 6 W B ZET5/166 T

Lt =T AR —FATEE. Wik, REHN, Hid. Wb
REE. 2-LeR SO BRA-5- BB, THEHMKRE. —TALRX-_FERRE.
AR, FelyMl, wEE. Bk RO BLE. EH. AR K
BB, RAKKRN. ORALERE. ZRAFFAEEHRE.
s feFgades s, AMNGHENHREL, KOS, AR
SR S A, BREATUHEAREY. BT RS EFH. T8+
BB o
A AR EH LT AR BRI R R BE R GER/NRLH: o B
BER AR, REERBM. $ERBAAR. 8RR AR B8 15 H A&,
10 HofeEEE. +ABLE. PHEM.

re iy
MHEBAGMNBE T RS A AL CRTAOEALEETT.
UhERFORNE, IHFGRAIADVEALTEA RIS TEEGH
15 A, kB LAFRHEER, SN, WHEMAK. MY
$&, ATEG4 %R ARTEA4L R, LTACHELHHLATFHL
ER, BEMN, #eRH, HFEN, RAANFRERAM,
BAMGERFARFATTARATHEN: B % ALK
B, EMTARAAFHELH, ENTRAARLERKOY XL H, &~
20 MAHGHEAN (KR TR, XZEKATIR) K.

A B 5

135



200380108710. 6 WO P ZET6/166 T

ARG HYLTASH ERIE RN FHEBANTAANEH &
ey TP, CSMUARRNFARERAEERZRLAGLSHY
PRENORE R FAFEGEREZN QLKL EEBHNPRK
BB,

5 AERGHY LT ASH LT EWARN, R EH XM TR E
FEHGTPiLsE, CENARRAYF XRENXHEBRZLAGHILE
WO RBAEDFETIRR. TREGEEEAN, £GW T RAY
1%, SEAKRYH001% 2| 15%, XE2XMHGLEAHRBMNEREH 0.5%
2] 5%,

10

&3 8 H) A

AEROECRGHDFN. XELORNHHNEOERATEAY
SR RXSFH XIS i L BB, Fo e R XL B WL M
AYREGEE (BA) RREGHH T OMEDERGHA S

15 AWMRAGRST, RARGLSYTRERE S, T IARS
Weg R X, oYt m et L ez oEN HY ABH
i

R Tk
20 AEXROIEETRERLE, BWHARAHCV B Fik: LRERRE
HEEEAAREG—FAEF XTI G AREHXT e
AP RABEERERFERGE. A5, ARETHXT LM AR

136



200380108710. 6 oW P ETT/166 T

B2 B ARSR A tn i SARBCT TR 4R & Rm O RRN B E N E,
EBRFTHERAUEEA TN G, 1B AR R B2
EHCVARXHRE. % & BR. EER KIS,
AEALOIEE T RERRG F &, R HCV 29, T ateRshi
5 BRE BENREE, SRS RERRY T X, Mt RRER
# @3 HIV-AIDS. Efmfem &84, RO RATHIRRR. HFE R
RBREAFB BF Foo @i,
BEAANT b oHhieBadivs C BFRXAELH RELE
HCV ¢k mitfE, RAARGEGLEDTARIFEL, BAECNR
10 TARRIAHFBELHS, THELXRT ERF. REGLESHLT
A I BR A SU IR A Fo I ) JR B 2R B9 LRI RAE A o
AERHOLT X0 RAZLENXN]I R EDEAR—NTHR
B ERROEERLTRERERNETHRARA, X I
i fe— R EFALCHERRY (F —FRABEXN, H5
15 RAZKIHCV B L5 FRXN) KM RANZT O —F
REMFXI L SME AT AH KR HCY $9iL b4 (36, 2 RRTF i:
RL=_BATHE. RTL_BTHE «2b. BEE. RATFHE. o
FHETED. FTHE Bla. AAE-10. FHE yb. 2AK K.
ZADAXIM) EK&4%& M,
20 BRERARFRAGH T ELOERAZLEGEIRERAEH X
I 9o fe—RHIAEHARKETOLCRAFXANKELRL R FH L
0 EE I TR ERERET 7m AL X AR & XM ZHBHF

137



200380108710. 6 o P ZE78/166 T

kMM, GRERRT: RESME. LEFAE. REALE. 1A
HHRREES. HHEH. ZFE S RUHBEKF. Broavir,
FISC. MR %7 Bl &AM 8 £/ 4% FIAU. (S)-HPMPA. (S)-HPMPC.
AT, i Hr, follF AN e) R FTHIPHA, o F % LR,
5 ddI (Didansosine)s B EAZF Sk 2. BER X E,
ERRABFERRAGY T ELOERELXETNX 1 Lo HF—
HASHARBORERAFANBEOL AL A ER LN ELRLT
AR T 6 R AR o X RgR HRN R A MY 4R
HeY, OEERRT: 2RKEKR. 2R . FHE. LAL.
10 ERTARA; FBOQBPHN, i SRE. #LB. LEH. &3
AR
BT H R QIS IR AR B R X T 694064 GZ R E L
W T # HCV L4 F A L 4]), Mm#p# HCV £ HCV &%
WA 8 B H o Hodm AR 6 B R 6910 A M RIS 5B AR T 34 5] 4
15 AW RBERBHAF. THRE G XBH B o2 Lo
MR RE, RBLERTHEYTHAE,
HFRXEFABENNEIREHN 01 TALIN KXY 140 T &, XHH
MEAEALEOFAYGRELRARNG . (BAHXLH 05 ELH X
27 Ao TRBEECEAMHBKEAERN RPN E—SINEHERAS
20 HERMTETHNEIARINLEFXA M TN, 2EHNTHEYHE
TEA 1 ETARE KLY 500 £AGEERS .
R 2 6930 B L RARIBAL ) 0910 St il ST 9 R B AT £ Fro 122,
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STERBKSBARERS, RAZTREXRMA 4 RAZLIFHHNE, &
FRAERBA1RE2 KON =,
2%, Bigdkil, 42— AMERANHENERRTRS R
%, QERANREESHGER, KE, BARERKRIL, WA, %
s A, BEHE, 26K Fk, Rk, BHBRAEARRL, PEA
BAT % T RA G E

A B 6 A&,
AERHNAYGH & T EBILT @ LHES 1 FoLHEH 2, K40
10 RELEFHRAARBARARLEHBTARE, A TRALECTHRER
A RKERA SN E.

LA

TER

15 FEI
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Q i
X )k - x\v/h\mm
& Ny o M <
1 5
i M-NCS
1% 1. base
X )J\ _ 2. P
a” Ty NCS SoN V\W' -
2 | Ve LA 6
1 RN W 5
3

, 0o s o s
Y'/E\ﬁ/)L‘R:V\W’AQ Aa/X\Y)L\gjll\ﬁ/v\w."Az

4 7

O s
Ive X‘YJ\N)LN’V‘W’A“
Ry Ry

/x\..

BRI, AFZA#E

HERKAGILEYGFER T ERLAZEL ©d T @AEREHH 3

5 —H A, REFHMHE, HB (XNKELR) 5EENEMN FHRR

BA&IRABRNSBLERE LRMEBRAFARRK 2. 2 55EH—

BR2=H) X =—L M 3 R ERBLRHI 4, B F2604%, £4 Lit—

TR, ARBX]TIHLEY. EXNFTEF, NI16Z EAREEK

A A, BT A HT AL T35 XF2: AmLE—AR2=H)

10 R=LBBLES, FEA, REFAMNHETE54ENRRTNFARR

H6REAERBERMKT, wRERNE, £7 LH—F 6T ALER
WA EH NI e,
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AREB MR LBTEEN T HAT. EEFEALTEENGERN R
HRGHENERN, CEARENFHTAERE. ZLEMNKLL I,
o CATE. wakH. RTATER,; SKREB, »=—KFK. &4,
mWHMAE. 1, 2-—H LK. ZRLHKE. DRLE. 1, 2-2RHLKERK=
5 RUME;, MEaALSY, R, ¥R, TR, K. BR. FTK.
BHT Wil 5B a AT RCH. A TR X5 6
RAM.
EREARRERAABRTORE —BE AT RERN P4, &
B P R BT AN M, EXREHAT, TlmKREm
10 TTiEb, mAKKGESTIARL 2 90%, L&A 50% (KR/4K
#2) o
CTRALECHRARBEE L. Hlio, AEARBATERXGT
BT EMES, BRTAAKEKARY K, 4. . & AR
TUEARFEREGFRE T, o KRG L ERARAR T %o
15
FHp 1 43 (R2-#E) BRA-RXFTRTE (kéh1) #
# &

COO0Bu
0O O S
c: i) NHSCN/ . % 8 2 N/LNO/
> H H
poad OO
L

AERFBREVRRAERY 00 F%, 3EAER) G EH) A 2-

20 EBER (190F4, 1 EAR), TEREH 1IN ARERED TN
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RARXTHRTH (180 %L, 093 EFR). TETHERFIR &
B EREE, £RKE x5 EHA), BAAR/THK B: 1) 2x10
£ %, ®RE TR

F4 (140 £ %) AEAEER (NMR) Fo MS 847 RAE,

5 NMR (1H, CDC13): 0.99 (t, ] = 7.5 Hz, 3H, CH3CH2CH2CH20), 1.49
(m, ] = 7.5 Hz, 2H, CH3CH2CH2CH20), 177 (mJ = 7.5 Hz,
2H,CH3CH2CH2CH?20), 4.34 (t, ] = 7.5 Hz, 2H, CH3CH2CH2CH20), 7.65
(m, 2H, Naphthyl), 7.92 (m, 4H, Naphthyl), 7.99 (d, 2H, ] = 8.4 Hz]H,
Naphthyl), 8.10 (d, 2H,] = 8.4 Hz), 8.43 (d,1H, J = 1.2 Hz), 9.27 (s, 1H, NH),

10 129 (s, 1H, NH); MS: calculated: 406.14, found by LC-MS: 407(M+1). NMR
(1H, CDC13): 0.99 (t, ] = 7.5 Hz, 3H, CH3CH2CH2CH20), 1.49 (m, ] = 7.5
Hz, 2H, CH3CH2CH2CH?20), 1.77 (m,] = 7.5 Hz, 2H,CH3CH2CH2CH20),
4.34 (t,] = 7.5 Hz, 2H, CH3CH2CH2CH20), 7.65 (m, 2H, & %), 7.92 (m, 4H,
£ #),7.99 (d,2H, ] = 8.4 HzJH, & &), 8.10 (d, 2H] = 8.4 Hz), 8.43 (d,1H,
15 J=12Hz),9.27 (s, 1H, NH), 12.9 (5, 1H, NH); MS:  J: 406.14, LC-MS X

5 F2: 407T(M+1).
T 2 A[B-FRAIQEEA TEBE)-FEKRXTH TE (L

&4 2) HH &

20
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O

o s @H\'o/\/\
O\/lL ’u\N

©/ R/Ile H

BEXREX-E-FRLBE (834, 05 TER) HwAEHIER

(5FH) P, AwARTES (055 mL & 1.0 N 6ER) 4w ek
B 5SDEE, BN AFARRBERXTR TE (118 £1,05 TER),
5 FAEGRASHEHITR ARG REYE RN ETF, RERA 25%
LB LB TIRE RN, REGBEAAKRZ T EmKY (20 L),
NMR(1H,CDC13) : 1.05 (t, ] = 7 hz, 3H), 1.5 (m, 2H), 1.75 (m, 2H),
3.78 (s, 3H, NMe), 4.35 (t, ] = 7 Hz, 2H), 4.96 (s, 2H), 7.0-8. 05 m, 9H), 13.2
(bs, 1H),
10
FHH| 3 FARRMAN ZHSRK, 1- (2 (4-FFREXEL) CBE)
3- ((Rmp-2-2%) FA) Bk (lbd#3) #6m%
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ci
CICH,COCI
A

A
1,

X1 FFBELTRERL TIN5 XF & HE8RBLA (haloacid

chloride) Fr B ARBEOI R XM EF EMN B TRELERE ZH &4 F
FHMko XL, TR EAHGRGITEY, o RTBER. 3-RRBER.
5 3RABA. 2-LRBEAEF. RTELH, ReARATRED
H£EAR. RPGEEARLSRAFE . ZELAANH TEETEARR. =
BT EARR. THREHEENT- KT AR, -2 X T AR AR
R,
BERFGRE TRASRITYH ARLNE, RLAAIERN T,
10 FEBTUAFTEFREAILR, AFEFBORRL, REFEANFS
BREZERY, wE-#HK, |-CF3, -5,
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KM 4 T8 F HIM

FROSHTRBLEHS 1, 2, 3 PRESFEHE, AN
B S BRARA R QNI B AT T BB R R Ao BB Sk
AR

5 &1
%
sH AR
%
0
4 4-[3-F 3K-3- (2A4R-FEXEALA-TH
o gj\o/\/\ [ (2-4R-F X &,
EZO\)LTJLu B) MR KT ETE
o]
5 4-[3-F A3 (2-F-FEEL- L&
o | HE (2-7-F X &
o A A ﬁ) ) ALK T 8T B

oy

' o}
6 4-3- (2-*-FPEREX-THBHR) -
P O)‘\OM 3- ( TARA )
Q"\/u\ﬁkg MR- T 8 T B

O

7 | A3 2-(4-F-F X - -

jiyky\ﬂ\4QQGﬁW$ﬁ®z&E

Q/ BRI Y- KT BT BY
8 a 432 (4-FRA-THERL) -
/@( \j\ﬁj\ LB AR ) - K 7 8 T Bg
9 0 F - (4-f-ER) 3 (2 FERE
o N j\ /@
@ G LER) A
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10 1- (3-FRE-FEA) 3- FEEA
o] 8
Oo\)\ﬁlu/gj E-TE ) -HUK
11 RN 1- (4 FREXR) 3 2-FTEA
S 1LY
O/ HoH A BA) Rk
12 o s ° 1- -XEATEBE) -3 (4%
S 10
©/ N R AXA) BB

13 |- (- RAER) > CEAL
o LEL) B
oI X ,@

\/[O'\ i /Q/ FREK-TBE) -

o
14 Kf@ =X A4 23 QFPERL-Z
5

GO\J\”JLN A B

15 Q/O - (43RS E-ER) 3- (2FEER
CT \/?Lﬁj\ A TmRA) M

16 ? O 1 (4o f-1-4) -% 243 (2-
Ejo\/’\ﬁiﬁg TERL-TEBL)

17 1- (4- (=T &%) -XA) 3- (2-
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18 1- (2-FEAA-TERL) -3- (3-
FERAELFL) -Hh
19 1- G-FRE-XHE) 3- - FXE&A
A-TELR) Bk
20 1- (2-ZBiE-EA) 3- (- FXREA
A-ZEBA) Bk
21 1- (6-f-E-2-8) -3- (2-FXEE&
A-TBR) BBk
22 0o 8 N 1-XHEr 63 (2-F% -
. \/Lm )Lﬁ /@3 ¥ (-7 R EA
@ LB -k
23 o s & 1- (2-PHRAL-TEBL) 3580k
LA LD
G HoH -3- - Bk
24 o™ (2- ( £ £)
s 1- (2= (3, 4=—f-FTEE& z
ol o\iﬁ)’\ﬁ)@
C;Ej ) 3 (REXR) AM
25 H s ‘ 1- (2K X278 3 37X
&NJLNQOQ
AN FA-ER) -HUK
26 o s - (EHw D3 3. (3.
o X, NQOQ I (EAEHA2ER) 3 (3
H
PEREL- KL K
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O S - 2 e D3 3. "
27, o PHQ L (RHkh A 2R 3 (5
i H
O FEA-XA) B
28 WM‘B— “ 1- (R4 A2 K) -3 (3
. #N iuQO (EHEPLE2ZE) 3 (
H
@f O tRA-RR) AIK
29 8 1- (3B-FHRE-ERL) 3 (5-f-1
N’ Nkﬁg\o/@ (3-F R A-ER) (5- £
' SR E2-ZK) MK
F
— S
30 0 ; 1- (5-f-EHhm2 g L) 3 (4
P ﬁip’ &
TRER-ER) FIK
F’
O
31 5 i Q \O 1- (5-f-EHhwh 2Rz L)
o])k
Q HH B (A TEALAER) FI
F
- O
32 3 1-[3- (4-|-FK) -RBLA)-3- (4-
HJ‘\NU\Q B (4-f-EAL) BB (
" PEAE LR M
F
) ; Q
33 1- (22 FXAA-THBRA) 3- (4-
o\iN iﬁ Q \O (2 F %4 ) 3 (
Q ; TERAAFROL) M
34 1-RKTA3- (2-FXEA-TEE)
AL
@ NN BRI
35 J/Q PR RTEA3 (-TEAE
8
§Oj§l7 LEE) HM
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— S
36 4-[3- (2- BK) - LB AR
01 Ly |4 QREBE) J- 5K
S\Au N AR PR T8
37 . Of S 1550, 3= f-5-A3- (%8
@"Jn)kg ERAY SPT3
38 o s Of’\© 1-[3- B-FRAEXE) 28Kk
@O\/‘L@ mpok-1- K ]-2- % B K- 28
39 ? G- FER-ER2) 33— 8- %
3 1.0
O S . .
||| oy okt 25 )-SR
40 o | O’\Q 1-G-F A L) 323 &%
1.0
Qorﬂ\ﬁ F[1, 4=FFE2-5 1)k
(4]
41 °’\© 1- B-FRA XL 3- (FH#=
0
@Aﬁig ‘3 o A-2- K) Bk
[#]
“ 1 i© L GFRAEE) 5 (ki
NN 2HE)

AZPG RO MAERI PAE, £I1 IR BILEHH 5
I ARG uHiE ((R) B9 Z R A 30-100%45 F 69 B 7 3 24P R #4749,

ERAZVIYHEZRLEBEKER, MBERBRZVIY%NEZA LB TLRAE

5 &. 4% ] Phenomenex Luna C8 #9474, ik A 25 £/ 44k T A
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# HPLC/MS #9947 B34 R A & R A& 151 UV/VIS 2 8B (K %k A 220

nm), #e ThermoFinnigan ##| ¥ %I4T,

% |44 (-3 7N PR &
&)
43 1-( =k " X -2- &
Oy L0
S)\Q\u)%s 2)3 (4% H[AE
23K F L) AUk
44 s AL 1-(KH ek -2- % -
5240
@zo Z # X)-3(5- (X3t
V4
N
ok 2 R) 2. F &)
AR
45 <}w i3 1-(3-(% 9 [d] & =
Oy
\Q 2-R)- K H)3- (2-
FEATBAL) B
W
46 j\ - (4 (KA 2
Q NH
w2 K) 3-FmEBA
s NH
@\()& BRI
47 N1 (g )
S HN
/QN/ R . ° |3 (RAEE
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2-K) -EA) BRI

48

13- (2- K A5
A B4 R) -
#A3- (FARE

FAR) Ak

HPLC (tR) = 2. 47 min

MS(APCI) m/z 414.4

(M+H]+

49 o§’®(§rﬂ

4- (3- (2-FAR T
k) BukA) K

o T A

HPLC (tR) = 2. 37 min

MS (APCI) m/z 387. 1

[M+H]+

50

4- (3-8 BBk

A) XVRTE

HPLC (tR) = 1. 90 min
MS (APCI) m/z295.2
M+H]+ "H NMR (3 00
MHz, CDCI3) (ppm) :
0.8 (t, 3H, ] =), 1. 47 (m,
2H), 1. 75 (m, 2H), 2. 22
(s, 3H), 4. 32 (¢, 2H), 7.
82 (d, 2H), 8. 08 (d, 2H),
8.74 (s, 1H), 12. 55 (s,

1H).

51 o

4G--0- £ X F
£) Z®E) B

) XPRRTHE

HPLC (tR) = 2. 52 min
MS (APCI) m/z 421. 1

M+H] +
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W

52

QI

H

4-G-G-FREA B
A) AR ) R T B

TE

HPLC (tR) = 2. 39 min
MS (APCI) m/z 401. 2

[M+H] +

53

o

Q
5 /dLD/\/\
A,
H

4-(3-2-%-3- R 4)
B &) Bk &) X

TR T B

HPLC (tR) = 2. 65 min

MS (APCI) m/z 437. 2

[M+H] +

54

s A

4-(3- (FIFekmh-2-
A K) BRE)

AT T B

HPLC (tR) = 2. 72 min
MS (APCI) m/z 397. 1
[M+H] + 'H NMR (300
MHz, CDCI3) (ppm):
0.99 (¢, 3H), 1. 49 \ (m,
2H), 1. 77 (m, 2H), 4. 34
(t,2H), 7. 39 (t, 1H), 7. 58
(m, 2H), 7. 75 (d, 1H), 7.
76 (s, 1H), 7. 90 (d, 2H),
8.11 (d, 2H), 9. 47 (s,

1H), 12. 6 (s, 1H). MS

55

o] s

@"’\)La’ku

O\/
]

2-(4-(3-2- X8 A T
BAk) HUE) X

x) LBLE
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56 OJ 4-(3-2- F A T B
(j/o\j\uiﬁ/@*“ £) ABE) AT
BT
57 o s QioM 4-(3-2-F LA LB | HPLC (R) = 2. 08 min
ey £) #MA) KT | MS(APCI) m/z 325.1
BTHE [M+H] +
58 . L | #3-2- (2, 42K | HPLC(R) = 2. 83 min
aﬂ:ﬁﬁkuﬁ FEK) o A)| MSAPCI) m/z 455.1
BBRR)EXTRT [M+H] +
g
59 - Qim 430 (4RTA
Wu% N
EER) TBEK)
BEA) RPRT
&
60 L Dla,\,\ 4-3-2- (4 (¥4 | HPLC (R) = 2. 73 min
o £) REA) LA | MS(APCI) m/z 4932
BB ) KT 8 M+H] +
TE
61 il gigm 4-(3-2- (2-F & | HPLC (R) = 2. 48 min
Q?\ o EXEA) LB E)| MSAPCDm/z417.2
N SES S Y [M+H] +
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B

e

62 4-3-2- (4-F % £ | HPLC (R) = 2. 63 min

o s /d\u”\/\
o\)Lﬁ)l\N
O: ; ) THA)BMA) | MS (APCI) m/z 401.2
RKFERTEE [M+H] +
63 PO ij\/\ 4-(3-2- (2, 4, 6-| HPLC (fR) = 2. 98 min
foass
o ZRERL) LA | MS(APCI) m/z 491.0

A) BMRE) XTF [M+H] +
BT g
64 L1 /@jko»v\ 4-(3- (3, 4-=§ K| HPLC (R) = 2. 86 min
c/q v ) gA) KAL) | MS APCD) m/z 427.1
KB T 8 M+H] +
65 o MiNQZ 143, 4= ¥%-| HPLC (tR) = 2.5 min
a [ o o #A)-3- (3Z#F | MS (APCI) m/z 395.0
AERX) Bk [M+H] +

66 @ 1-3, 4-=—fEHA-| HPLC (R) = 2. 77min
#BAE) 3- (3-%2F | MS (APCI) m/z 433.1

o s Q A A L) Bk [M+H] +
A,
N
Ci
Cl
67 Q 1-3, 4 =—f ¥ %-| HPLC (tR) = 2.78 min
o s © | ##)-3 (3-FEL| MS(APCD) m/z 419.0
NJKN
. AN SRR Bk M+H] +

154



200380108710. 6 W B B ZE95/166 7

68 —-—o 1-3, 4-=—f K FX-| HPLC(R) = 2. 30 min
0 s #3)-3- (3- (5-F | MS (APCI) m/z 413. 1
@*ﬁku N [ gawmas) -2 M+H] +
¢ ! &) AUk

69 | L Q)"LOM 4-(3- (% -2-#4) -| HPLC (R) = 2. 80 min
@)L u’!Lu HA) BRA)ET | MS (APCI) m/z 407. 2

BT B [M+H] + 1HNMR

(300 MHz, CDCI3) H H

8 (ppm) : 0. 99 (¢, 3H), 1.

49 (m, 21-1), 1. 77 (m,

2H), 4. 34 (t, 2H), 7. 65
(m, 2H), 7. 91 (m, 4H), 7.

99 (d, 2H), 8. 11 (d, 2H),

8.43 (d, 1H), 9. 27 (1H),

12.9 (s, 1H).

70 i1 QV\Q,\/\ 4-3-4- A X £)# | HPLC (tR) = 2. 26 min
ﬁ/L o B)RME)ETH | MS (APCD m/z 382. 2

T B [M+H] + 1H NMR (3

00 MHz, CDCI3) 6
(ppm) : 0. 99 (¢, 3H), 1. 49
(m, 2H), 1. 77 (m, 2H), 4.

34N (t, 2H), 7. 87 (d,
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4H), 8. 02 (d, 2H), 8. 11
d, 2H), 9. 06 (s, 1H), 12.

6 (s, 1H).

71 o s

ﬁf*h

4-3- (P ATE L)
SBR) BURE) X

BT B

HPLC (R) = 1.91 min

MS (APCI) m/z 353.1

M+H] +

72 3 iN QOO

1- ((XHFrkvh-2-
E-HEA) 3- (4%

£R) -ER) Bk

HPLC (R) = 2. 58 min
MS (APCI) m/z 388.9

M+H] +

73 0 3 /@y\c/\/\.
o A A

43 (2- (3, 4=
FERE) TR A)
RAKE)ETERT

B

HPLC (tR) = 2. 67 min
MS (APCI) m/z 457.1

M+H] +

74 °s/©/\/\
H H

- (4-THEX) -3

HPLC (tR) = 2. 54 min

75 )ko,l‘,nl,m\(jo\/@

(2-KELHBA) MS (APCI) m/z 343.1
BRIk M+H] +
(&% (3 (¥4 | HPLC (tR) = 1.85 min

) KR TRAR
REETH) T8

T B

MS (APCI) m/z 359. 1

M+H] +

76

1-G-(FA) ®EF

3- (3- (FRE)

HPLC (tR) = 2. 09 min

MS (APCI) m/z 361. 1 H
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ERL) Bk NMR (300 MHz, CDCI3)
OS/0s5 (ppm):2.17
(s, 3H), 2. 69 (t, 2H), 2.
85 (t, 2H), 5. 07 (s, 2H),
6. 88 (dd, 1H), 7. 14 (d,
1H), 7. 22-7. 48 (m, 6H),
7.53 (t, 1H), 8. 91 (s,

1H), 12. 6 (s, 1H). MS

77 @"\im j\ﬁ D\o ,\@ 1-Q-2- L EHA) | HPLC (R) = 2. 41 min
¢ ZB) -3- (3 (| MS (APCI) m/z427.1
f4) XA) sk | M+H] +1H NMR (300
MHz, CDCI3) 6
Wpm) : 4. 66 (s, 2H), 5.
09 (s, 2H), 6. 89 (dd, 1H),
6. 95 (dd, 1H), 7. 06 (dt,
1H), 7. 26 - 7. 48 (m, 8H),
7.58 (t, 1H), 9. 71 s,
1H), 12. 6 (s, 1H).

78 o s o 4- (3—%-1-;&) 4 HPLC (tR) = 2. 65 min
J\Nm

NN EBME PR TE | MS APCI) m/z 407. 2

M+H] +
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79 / 07NN | (5)-1- (A A -N-2 | HPLC (R) =2.05 min
o s o '
\K‘L“/l‘\tﬁ/@rk (LB THE) TA| MS(APCI)m/z367.1
3 H
1( RREATE) T M+H] +
B LB
0N ‘
80 . . ] 4- (3- (2- (2-¥& | HPLC (R) = 2. 13 min
1 D/K
J/ﬁ WoH ATEX) LH) MS (APCID) m/z 369. 2
o BK) KT T B M+H] +
81 O/Q (£ 4N- (4-3r2 | HPLC (tR) = 2. 66 min
o] 8
°\1/° u)kﬁ AE L) FHEHEAK] MS(APCI) m/z411.1
AEATER) (XX) M+H] +
LBR T Eg
82 g[] 3- (£ AN- (43 | HPLC (R) = 2. 45 min
[¢] S
N/H TEER) PHAR| MS(APCI) m/z 363.2
H
O,
! RELTH) AM [M+H] +
( LB
83 . 1-TB:-3- (4-3r2 | HPLC (R) = 2. 67 min
O s
/Hkﬁ)kﬂ O AR Ak MS (APCI) m/z 305.2
[M+H] +
84 ©)-1- (£ E-N- (4-| HPLC (R) = 2. 36 min
i j\ R EAFEL) T4 | MS(APCI) m/z 349.2
\A/L’:i N
O\B/ RREAATHBR LR [M+H] +
o]
g
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W

6 s )
85 F\)Lﬁ )J\ﬁ O\O - (3 ($#&) ¥ | HPLC (R) = 168 min
: X)) -3- (2-TB | MS(APCI) m/z317.1
£) Rk [M+H] +
86 | .. . Iy 4-(3-2- (2, 6-=$.| HPLC (R) = 2. 86min
o ‘ RE4) ZEA) | MS (APCI) m/z 457.1
k) XFRT [M+H] +
[
87 o % | 4B (3 F K| HPLC () =237 min
o
Q N X8 L) TE )| MS(APCD) m/z417.2
)
RRE)KTERT [M+H] +
[
88 {\ 1 NiN /QO 1-[ (1-¥ &=k=-2- | HPLC (tR) = 2. 16 min
H H ! l
" X)-gK) -3- (3-| MS (APCI) m/z 367.1
APEA-XE) R M+H] +
)3
89 /}j\ iN Qo 2- (%A N- (3 (¥ | HPLC (R) = 2.27 min
SO RO
¢ fA) EL) TR MS(APCD m/z 4562
0%/
BARRATE) L [M+H] +
o b7, R -1- 3% BR - -
T
90 @:Ojj\ﬁiu ,QO HPLC (tR) = 2. 32min
¢ MS (APCI) m/z 421.1

159
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(M+H] +

921 o e /©H‘\°/\/\
v

4-(3-(Hhgpi-1-R)
BE) BRA) X

T T8

HPLC (tR) = 1.05 min
MS (APCI) m/z 350.2

M+H] +

92

HPLC (tR) = 2. 33 min

MS (APCI) m/z 421.1

M+H] +

93 Qj&z :
o v

4-B-(1- F K- EH
ko2 &) #A)
BRBREB)ETRT

B

HPLC (tR) = 3.23 min

MS (APCI) m/z 411.0

(M+H] +

94 Oo\iui

1- (4-FRTEER)
3-(2-FKEATE)

AR

HPLC (tR) = 3.02 min

MS (APCI) m/z 371.2

M+H] +

95 O/o\)kﬁ)kx/@ OK

1- (4- OREA) X
£) -3- (2-X&AE

TBL) ARk

HPLC (R) = 2. 56min
MS (APCI) m/z 373.2

M+H] +

Q.
96 o 8
< ;; H

1- ((EHFkh-2-
A-gE) -3- (4%

fR) -XK) Ak

HPLC (tR) = 2.91 min
MS (APCI) m/z 383.2

M+H] +

160
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A-FEK) -3 (4%

1) -ER) HUk

97, @/O \/U\a J\“.‘ - (4R A FHE) | HPLC (R) = 2.79min
" B XRATE) MS (APCI) m/z
b5 W3 357.2[M+H] +

98 9 1- ((X4fvc%h-2-| HPLC (tR) = 3.17min

MS (APCI) m/2367.1

[M+H] +

99 o

1 ((EHFkh-2-
A-HAE) -3 (4%

&) -RE) Hk

HPLC (tR) = 2.71 min
MS (APCI) m/z 369.2

M+H] +

Qo\i J\OH

1- (4-TEAXE)
B-(2-EXE A THR)

BRIk

HPLC (tR) = 2. 37min
MS (APCI) m/z 359.2

[M+H] +

101 Q
0.
@f

1- (e h-2-
A-EEK) -3- X

A) -FRRX) Rk

HPLC (tR) = 2.63 min

MS (APCI) m/z 373.1

[M+H] +

102

1- (2-Xf| A TH
X)) 3 (3-%KK)

R IR

HPLC (tR) = 2.31min
MS (APCI) m/z

363.1[M+H] +

103

4- (3- (EH=kh-2-
) BE) ki

AT B FHA B

HPLC (tR) =2.55min
MS (APCI) m/z 383.1

M+H] +

161
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1 2 EREELH)
394 oK E) X
ETY

HPLC (tR) = 2.35 min
MS (APCI) m/z 381.1

[M+H] +

1-(3-X7£EK) -3-
(2-EXE AT

ARk

HPLC (tR) = 2. 32min

MS (APCI) m/z 377.2

[M+H] +

1- (( X HFrkvh-2-
A-ZHE) 3 3%

TR&) -RE) Bk

HPLC (tR) = 2.62 min
MS (APCI) m/z 387.0

M+H] +

1- ((E kv -2-
A-HZE) -3- (4%

FR) -EEK) Bk

HPLC (tR) = 2.67min
MS (APCI) m/z

387.0[M+H] +

1- (4 (57 £4
) ££) 3 (2

XEATR) Ak

HPLC (tR) = 2. 46min

MS (APCI) m/z 393.1

[M+H] +

4- (3- (RItrh-2-
) BR) BRA)

KPR FTHE

HPLC (tR) = 2.79 min

MS (APCI) m/z 397.2

[M+H] +

104 /@/OVF
O/O\/‘linj\n
105
o
106
L
01 Ny
[a]
107
o]
0.
[
108 ©
O
(o] 8
H
109
T
o! N 2
110 oj/
C S
(j"\)\u*w’
H

4- (3- (2-X4 4T
B) AREARXTR

7T B

HPLC (tR) = 2.39min
MS (APCI) m/z

387.1[M+H] +

162
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111 @’o\iui? 1-(2-(# £ 7 £8) | HPLC (®) = 2. 09min
b o
X&) 3- (2-%& | MS(APCI) m/z 391.1
K TB) Ak M+H] +
112 O"\iﬁiuﬂfn@ 1- (3- (XA 84 F | HPLC (R) = 1.91 min
BLA) &) -3-(2-| MS (APCI) m/z 406.1
FEATB) ARk [M+H] +
113 ©/°\j\uig N‘ \N 1- (3- (2-F &7 | HPLC (tR) = 1.53min
\f -4-K) ZK) -3 (2- MS (APCI) m/z
KEATE) AW 379.1[M+H] +
114 T |1- (4 (“RREH| HPLC (R) = 2.51min
@ A) XH) 3 (2 MS (APCI)
O’O\J\ﬁiﬁ‘/g FERKACLBE) B m/z413.1[M+H] +
" Wk
115 é 1- ((¥Er-2-| HPLC (tR) = 2.86 min
! E-#E) -3- (48| MS APCI) m/z 423.1
;Oj/k’ I ﬁiZO FEX) -EX) B [M+H] +
Wi
116 @ 1- (4- (3, =% | HPLC (R) = 2.07 min
(jo\jkﬁiﬁ Q " Fkvk %2 (1H) - MS (APCI) m/z
A) XA 3 (2-% 418.1[M+H] +
FATBL) A

163
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117 ) (\? I- (3-#-4 (N\4&| HPLC(R) = 249min
~ O\jLﬁj\t;%/@/ Sk k-1 (2H) - MS (APCI) m/z
7 " £) EE3 (2-% 436.2[M+H] +
RATEBRL) Bk
118 % 1- (3-$-4 (A& | HPLC (R) = 2.72 min
. o s @’N ok -1 (2H) -| MS (APCI) m/z 442.2
Ny
Cf " £) %3 (2% [M+H] +
A TEBRE) BRI
119 1 O 1- (3-#.-4 (92| HPLC (tR) = 1.79 min
P
©’ O\JLﬂ ! E1-K) %%3-(2-] MS (APCI) m/z 389.0
EEATH) M M+H] +
t 1- # vk vk -2- | HPLC (tR) = 2.05 mi
120 o O (CEH ok (R) = 2.05 min
o ﬁ’”\'.*li A-#E) 3 (3-£ | MS(APCD m/z 398.1
M
4- (ko E-1-4) [M+H] +
AE) -EE) Ak
121 A3 L o 15 B FEAEF | HPLC (R) =227 min
k) XHE) -3 (2- MS (APCI) m/z
EEATH) Mk 423.2[M+H] +
22| <AL o | 1- ((EHekh-2-| HPLC (R) = 2.54 min
£ g E) -3 (3-(3-| MS (APCI) m/z 4332
FEREFAL)) X [M+H] +
®B) -EKE) Rk

164
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123

OJ\J\/@Y,«@

CHER T ¥ T
g4 RE3 (2

ERAETEL) Bk

HPLC (tR) = 2.30min
W
MS (APCI) m/z 423.1

[M+H] +

124

PG

1- ((XHkwh-2-
A-FA)-3-(3-(2-
TRAFEAL) X

B

HPLC (tR) = 2.60 min

MS (APCI) m/z 433.1.1

M+H] +

125

- (3 (4-F fL%F
FE) BA3 (2
REAL®RE) A

23

HPLC (tR) = 2.25min
MS (APCI) m/z

4231[M+H] +

126

1= ((XH#kh-2-
A-#EE) -3- (35,
TATRE) XE)

BRIk

127

1- (3- GRELAF &R
A) EXE) -3 (2-

KA TB) M

HPLC (tR) = 2. 92 min
MS (APCI) m/z 399. 2
[M+H] +H 1HNMR
(300 MHz, CDCl3)
(ppm) : 12. 15 (s, 1H), 9.

40 (s, 1H), 7. 41 (m, 4H),

7.17 (m, 2H,), 7. 10 (d,

165
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B

2H), 6. 83 (d, 1H), 4. 63
(s, 2H), 3. 77 (¢, 2H), 1.
76 (m, 5H), 1. 27 (m, 4H)

1.09 (d 2H). MS (APCI)

) XE) -XR)

AR

m/z
128 . O 1- ((%4#vk"%-2 | HPLC (R) = 1. 53 min
j"j/f \sz #) -3 (4- (5, 6-| MS (APCI) m/z 378.2
—&re-1 (2H) - M+H] +
) XE-BR
129 ! NiN . 1- ((5-F & &-%5 | HPLC (R) = 2. 6 min
» o ,\0 vkod-2- - &) -3- | MS (APCI) m/z 433. 1
(G-FEEA-EX) - M+H] +
FRk
130 P 1 o | 4 (3- (5-f-%5 | HPLC (R) = 3. 06 min
QQO])% H wkoh-2-%) HA) | MS(APCI) m/z 431.1
B A) AFPRT [M+H] +
B
131 | = o & uj\pfO\o/\Q 1- (7-F f&-%5# | HPLC (R) = 2. 56 min
koh-2-K) #A) | MS(APCI) m/z 433. 1
3- (3-FREAFR [M+H] +

166
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132 @O)kNJLN,O\,\O 1- (2, 3, 4@ HK | HPLC () =2. 60 min

2-4) #A)-3-(3-| MS (APCI) m/z417.2

(3-9 & & ¥ & | M+H] + 'HNMR (300
#)) ®X) -¥x2) | MHz,CDC13)  (ppm):
Bk 1. 05 (m, 1H), 2. 02 (m,
1H), 2. 42 (m, 1H), 2. 76-

2.93 (m, 4H), 4. 86 (s,

2H), 6. 78 (m, 1H), 6.
87-6. 99 (m, SH), 7. 04-7.
24 (m, 6H), 7. 33 (s, 1H),

8.34 (s, 1H), 12. 23 (s,

1H).

133 QVjULQ 11- (2= (4- (Z4F | HPLC (R) = 2. 45 min
FA) XRA) | MS(APCI) m/z477.1
sAk) -3- (3 (F [M+H] + 1THNMR
) ER) Bk (300MHz, CDCI3) 8
(ppm) : 4. 43 (s, 2H), 4.
88 (s, 2H), 6. 72 (m, 1H),
6. 81 (m, 2H), 6. 87-7. 27

(m, 9H), 7. 34 (s, 1H), 9.

14 (s, 1H), 11. 91 (s, 1H).
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oo

134 Ej\ 0 o\)@ - (3 (FHAL) ¥ | HPLC(R) =1.23min
£) -3- (2- (| MS (APCI) m/z 378.2
S3-KR) TEBRA) [M+H] +
Mk

135 1- (4-F-4H-% % | HPLC (R) = 1. 94 min

-2-E-H &) -3
(-FREFTH

) XL XD

MS (APCI) m/z 430. 5

M+H] +

Rk
136 @’o\ﬁﬁiﬁ@°/\© 1- (3- ($§4) % | HPLC(R) =1.58 min
d A3 (2-wkrE-2-& | MS (APCI) m/z 378.2
X)) Twk) Ak [M+H] +
137 1 i 1- (7227l &) | HPLC (R) = 2. 28 min

3- (3-FREFE
) -RE) B

MS (APCI) m/z 363. 1

[M+H]+

138

1- (3-f- KA DIE
wr2- R A) -3
(3-8 EF &
A) XE) -XR)

B

HPLC (tR) = 3.21 min

MS (APCI) m/z 453.0

[M+H] +

168
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139

CRCES LT =
ES EY I ANES
LEAFTEAE) -
FE) -FKE) AR

Bk

HPLC (R) = 2.60 min

MS (APCI) m/z 447.1

M+H] +

140

1- (5-FEF &L
S3- A A) -3 (B
LHRAFAL) -
ER) -KE) A

L3

HPLC (tR) = 2.25 min
MS (APCI) m/z 368.1

M+H] +

141

1- (2-F &-5-% %
3-A-EA) -3- (3
LEAFTHRE) -

RE) -EE) AR

HPLC (tR) = 3.12 min
MS (APCI) m/z 443.1

[M+H]+

3
142 ﬂﬁ in /O\o 1- (4-Z £ FA-%X| HPLC (R) = 246 min
" : E-#A) -3- (3-7.| MS(APCID m/z 431.1
FAFRE) -X M-+H]+
A) -ER) Bk

143

1+ (3-f-FHDIE
2 B A) 3

(3-FHE) £X)

HPLC (tR) = 3. 11 min
MS (APCI) m/z 439. 1

[M+H] +

169
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Boka kg k) 3

-EAR) Bk

144 o s 1-(4-= £ % | HPLC (R) = 2. 60 mi
m*aﬁf@ (4-Z R FEAX (tR) min

E-# ) 3- (3-F | MS(APCI)m/z433.1

F+F

) 2K -FE) | [M+H] + 'HNMR (300

Mk MHz, CDC13) FF 8
(ppm) : 12. 51 (s, 1H), 9.
10 (s, 1H), 7. 97 (d, 2H),
7.60 (s, F 1H,), 7. 36 (m,
6H), 7. 15 (m, 3H), 6. 81

d, 1H)

145 1- (3, 5-=F £ F | HPLC (tR) =2. 11 min

MS (APCI) m/z 368. 1

T 3 -3 K -3-

(3-FRE) X2) M+H] +
-RKA) AR
146 1- (3, 5>=F &% | HPLC (R) =2.23min

MS (APCI) m/z 354. 1

AR -3- B-F
FA) XR)-XE)

FRLk

(B-FEL) x1) [M+H] +
=& S ¥
147 T 1 1 1-(4-=Z R FEAX | HPLC (R) = 2. 54 min
F H\uQOQ

MS (APCI) m/z 417. 1

M+H] +

170
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148 \‘)Lﬁip, /@\0/\© ($)-1- (& E-N-(3- | HPLC (R) = 1.97 min
O\(n)/ (FEA) XE) | MS(APCD m/z 373.2
TEARKELAT [M+H] +
B) LB T
149 0 )SL /Q /@ (S)-1- (£A-N-(3-| HPLC (R) = 1.97 min
oﬁfﬁ M ’ (RREE) TA| MS(APCI) m/z 359.1
° ARREATER)T [M+H] +
BB
150 \‘i ,ISL /@\Q (S)-1- (£E-N-(3- | HPLC (R) = 1.97 min
o\ﬂ/ﬁ H EPA-EX) FE| MSAPCI) m/z 357.2
° ARERTER) T M+H) +
PR LB
151 d@“‘” 1- (2-§-4- (3- (X| HPLC (R) = 2.88 min
(‘ﬁ’i” iu Q:" ’ Frekel-2- K- &) | MS (APCI) m/z 546.2
Bk k) XK 4 M+H] +
FEARRZAZRT
]
152 F o Hj\ﬁ/CEQ“@ 1- (Z®EFA-| HPLC (R) = 2.40 min
e #E) 3 (2-%% | MS(APCI) m/z445.1
A, =K [M+H] +
-6-3) FIK) Bk
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153 ”)j 1 gj\;;)(:[

1- (3-$/§L-‘F}£3ﬁi
7 [b] & % -2-yl- &
#) -3 (FKEXR
F, 31=%#-6-

) RE) BUK

HPLC (tR) = 2.95 min
MS (APCI) m/z 468.9

M+H] +

154 /O/?’Lu A ,@:}@

- (4-Zf-FHRE
FAE-HEE) 3 (2-
FEAF AN, 3

—f-6-R) Bk

HPLC (tR) = 2.45 min
MS (APCI) m/z 461.1

M+H] +

155 X
%ka.j\u ©
N

- (5-FPARER
Syl A) -3- (2
FEZHFMAN, 3
—f-6-%) XK)

RR

HPLC (tR) = 2.16 min

MS (APCI) m/z 382.1

[M+H] +

156 F E)kﬂ
F

1- (3- ((R) -1-%
ATERE) XE)
3- (4-ZRRF A

EE) Bk

HPLC (tR) = 2.50 min
MS (APCI) m/z 445.1

M+H] +

157 °'§ A
N

1-G-(R)-1- X £ 2
FR)F K3 (3-
f-FEAEDE2

2-R-BR) Bk

HPLC (tR) = 3.18 min

MS (APCI) m/z 466.9

M+H] +

172
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158 /@,?Lﬁiﬁ@\() 1-3-($) -1-%%2 | HPLC (®) =262 min
Ff{!: )\<) fA) £L) -3-(4-| MS (APCI) m/z 461.1
ZRETEEL) M+H] +
b5l
159 \(\A\I}iu P 1-3-(®R) -1-%#%£2 | HPLC (tR) = 2.31 min
o *O fA) 2A)-3-(4-| MS (APCD m/z 382.2
ZRATRA-FA- M+H] +
BR) Rk
160 0 . j\u Qg 1-3-(R)-1- ¥ % Z | HPLC (tR) = 2.55 min
: . o /\Q FA)ERL)-3- (5-| MS (APCI) m/z 445.2
FTEAFEHEIR [M+H] +
- K) B
161 ,@HHJ%Q\Q 1-3-(S) -1-%%4 T | HPLC (R) = 2.64 min
F-—(i)-—F /\O fA) XE) -3 (4-| MS (APCI) m/z 461.1
¢
ZARTREE X M+H] +
X)) Bk
162 ﬂj\uiﬂ ’Q\g 1-(3((S)-1- % £ | HPLC (R) = 2.31 min
o /O )3 (5-FER | MS(APCI) m/z 3822
LY KB W7 9 M+H] +
BRI
163 | i Hiﬁ/Q\OA/Q 1-(3-(RTf &) £ | HPLC (R) = 2.63 min
T £) 3 (4-Z 7| MS(APCI) m/z 445.1

173
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FE)3 (3, 5-=
TERE L E4K

- A BB

FAEEZL) 5 M-H] +
b3
164 C&)’lg j\ﬁ ,Q\O,VQ 1-G-(%( 4 Z 8 4)| HPLC (R) = 3.30 min
" £ £)3 (3Zf-| MS(APCI) m/z 467.1
T ARFDIEY [M+H] +
2-3-3 k) Rk
65| 12(%1 j\ﬁ D\o 162 RL) | HPLC (R) = 270 min
o %4) 3 (4= | MS(APCDm/z461.1
FRAFRE- A [M+H] +
R
166 1-G-(XAX T HHX)| HPLC (tR) = 2.22 min

MS (APCI) m/z 396.2

[M+H] +

1-G-(EE TR R
¥ B3 5-FEH
Zop R 3 R R

B

HPLC (tR) = 2.36 min
MS (APCI) m/z 382.1

M+H] +

168

1-3-(2, 3= &-1H-
-2-RE) AK)
3 (A ZRETA)

B Uk

HPLC (tR) = 2.67 min

MS (APCI) m/z 457.1

M+H] +

174
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#-2- A ) X K)-3-
(3, 5-—FREZ
o R4 B

Wi

169 Oi“ 1, @\O /@ 1-(3-@2, 3-= §-1H- | HPLC () =276 min
,j’._F o %2 AE) £#4) | MS(APCI) m/z 473.1
3- (-ZRTFEE M+H] +
FA-HK) A%
170 1-3-@2, 3-=&-1H-| HPLC (tR) = 2.24min

MS (APCI) m/z 408.2

M+H] +

171

1-(3-2,3- = &-%-2-

Af) F&) -3- (5

HPLC (tR) = 2.40 min

MS (APCI) m/z 394.1

R ER)3- (X
Fokrdb-2-F-HH)

B

AR ESL K3y M+H] +
#K) Bk

172 | oA ﬁiﬁ/@:%@ 1-2- # & % # | HPLC(R) =243 min
b, 3] = § -6-| MS(APCD m/z 417.1
£)-3- (Fterng-2- [M+H] +
A K) Bk

173 1-(3-( (S) -1-%2 | HPLC (®) = 2.59 min

MS (APCI) m/z 417.1

[M+H] +

175
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174

d’]ib*iﬁ@\ °/\Q

1-G- (XETHRRE)
F2)-3- (Rl

2- KB -k

HPLC (tR) = 2.63 min
MS (APCI) m/z 417.1

M+H] +

175

mcjiﬁiﬂ@()@

1-(3-2, 3-= &-1H-
2 -2- K ) F -3
(KA ekmh-2- 2 -

EA) Bk

HPLC (tR) = 2.68 min

MS (APCI) m/z 429.2

M+H] +

176

¢ O

1-G-(®)-1- £ T §

HPLC (tR) = 2.58 min

X)) -3- (3-F

B’
X)) X)) Bk

F)E£)3- (EH# | MS(APCI) m/z 417.1
koh-2- AR R M+H] +
Wi

177 Nugi%/@\()g 1-2, 4-=F %% | HPLC (R) = 2.11 min

>,s 5 A) 3- (3-| MS (APCI) m/z 368.1

FERE) KAL) - [M+H] +
FAR) Bk

178 1-1- F & -wh o4 -2- | HPLC (tR) = 2.25 min

MS (APCI) m/z 366.1

M+H] +

179

1-3- (RT &)
#3)-3- ((2, 7-=
7 Akl 5-a)vk

"6-2) -EA) -

HPLC (tR) = 2.16 min

MS (APCI) m/z 446.2

[M+H] +

176
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A 5}?\.}%&
180 N'”(, i . iN Qo /\Q 1-3- (X R 4) | HPLC (R) = 2.35 min
$4)3 (1-243- | MS (APCI) m/z 409.2
P A 1H-wh -5 [M+H] +
B K) -k
181 N )\7)?\,&)‘\” /@\0 @ 1-(3-(2,3-= §-1H- | HPLC (R) = 2. 28 min
ys #-2-FA) ££)3-| MS (APCI) m/z 424. 1
(2, 4-=F gy [M+H] +
S-R-EK) Uk
182 {L’ffjj\ﬂ iu Qo Jﬁ 1-(3-(2,3-=&-1H- | HPLC (tR) = 2. 20 min
N #-2-F ) KH)-3- | MS (APCI) miz 458. 1
(2, 7-=F Kt [M+H] +
[1, 5-a]"&"z-6-4)
-HAR) Bk
183 N( B O\ /@ 1-(3-(2,3-=&-1H- | HPLC (R) = 2. 39 min
WIOE R #2-F k) £E)3-| MS (APCI) m/z 421.2
(1-Z X397 % M+H] +
-1H- vk o -5- K- 3%
A) Bk
184 N)"ﬁiﬁiﬁ@“@ 1-4-F %-1, 2, 3-| HPLC (R) = 2. 06 min
hes £ E R-5 %-%| MS(APC) m/z371. 1
23 GEATR [M+HI +

177
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A) XE-RR) &

=

185

N

r

AAL0

1- (RSf[d]E-2-
A-gR) 3 3%
FR) RK)-RR)

BRIk

HPLC (tR) = 2. 92 min
MS (APCI) m/z 406. 1
[M+H] NMR (300 MHz,
CDCI3) tD 6 (ppm) : 6.
92-7.17 (m, 4H), 7. 34-7.
67 (m, 7H), 8. 01-8. 21
(m, ZH); 10.29 (s, 1H),

12. 06 (s, 1ED.

186

1‘ (4"?)&‘1, 29
CR: LN 3 Y)
3- (3-FRA) X

) #mk

HPLC (tR) = 2. 07 min
MS (APCI) m/z 385.1

[M+H] +

Q ]
187 Nﬁ)La)LN/Q

1- (R [d)E-2-
A-BE)-3-(3-(F

1) X)) Bk

HPLC (tR) = 2. 90 min

MS (APCI) mlz 420. 1

[M+H] +

188

1- (Ffkh-2-&-
HEE) -3- (3-£-5-
REE-KE) Bk

HPLC (tR) = 2. 81 min
MS (APCI) m/z 401. 2

[M+H] +

189

1- (2-9 K-vbng-3-

A E)-3-(3-(F

178
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190 Mui’g@\{\@ 1- (1-F &-1H- | HPLC (R) = 2. 17 min
”'ND 5 k-#A) 3 (3-| MS(APCI) m/z 429.1
(FRA) £X) [M+HI1 +
Bk
191 1\1)0}\%‘» ] g’O\GO 1- (1-% A-1H-#t" | HPLC (R) = 2. 17 min
v B -5-%) -3- ((3-K£ | MS (APCI) m/z 415. 1
) XK) -FH) [M+H] +
BRIk
192 Z\iﬁ s a /@:}_@ 1- (%A %5#[1, | HPLC (tR) = 2. 09 min
N’N\© 3= f-6- %) -3 | MS(APCI) miz 443, 1
((1- & A& -1H- [M+H] +
w-5-R) -EK) AR
y3
193 [\(‘Okﬂiw Q S 1- (1-3 %-1H-st™ | HPLC (tR) = 2. 43 min
\“'N\é M 5. %) 3- (4KE | MS (APCI) m/z 409. 2
A-EEK) -XK) [M+H] +
FRA
194 @jia j\ﬁ /@\o /@ 1- (1-3¥ & 1H-wt% | HPLC (R) = 2. 75 min
5 %) -3 ((3%£ | MS (APCI) m/z 405. 1
AB-EE) -XE) [M+HI +
Bk

179
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195 . °giﬁ,©ﬂm 1- (FA¥DbE | HPLC (®) = 312 min
wyr-2- & -8 K)-3-| MS (APCD) m/z 399. 1
((4-%f A K XK) [M+H] +
-RAR) BB
196 (\Ij\ﬁj\ﬂ ,O\o ,\@ 1- (FE"5-% % | HPLC (R) = 1.96 min
N-© &) -3 (3 (FH | MS (APCI) m/z 354.1
A) BRL) Bk [M+H] +
107 1 Nj\N /@\o/@ 1- (F&=-5-%-% | HPLC (R) = 1.96 min
V-0 T £) 3- (3 (& | MS (APCI) mlz 340.1
) FE) Bk M+H] +
198 1 Nj’\N /©/\N 1- (FZ"-5-%-#% | HPLC (R) = 2. 38 min
e T T %) 3- (4- (X&) | MS(APCI) m/z 318.1
EAR) Mk [M+H] +
o s O . :
199 @/)),\H ’Lg 1- (H#&-5-%-% | HPLC (R) = 2. 20 min
%) 3- (4 (K& | MS(APCD m/z319.2
A) XEK) Bk [M+HI +
200 “Q‘{jfluia @\O @ 1- (F&=-5-£-# | HPLC (R) = 1.56 min
£) 3 (3- (R£ | MS (APCI) m/z 433.1
A) X)) Bk M+H] +
201 NQ\( ouiu/g\/\/ 1- (&5 K%
) -3- (3 (FEK
A) XL Ak

180
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202 1 /@\O

(G- (ZATA)
AE) vkow-2- k-
#wA) -3 (3 (F

) XX Ak

HPLC (tR) = 2.93 min

MS (APCI) m/z 497.1

[M+H] +

»| AL
L
O
F
F

1-((3- (ZR/FHE)
FE) skwh2- K-
BR) 3 (3- (%

£A) XR) Ak

HPLC (tR) = 2.96 min

MS (APCI) mlz 483.1

M+H] +

204 L, iﬁ ,Q\o
Br o

1- (5-i-F Ik
2-&-F&K) -3- (3
(FRE) XX)

ARk

HPLC (tR) = 2. 91 min

MS (APCI) m/z 381.0

[M+H] +

205 i u iﬁ L
Br 0

1- (5-3&-F vk
2-F-FA) -3- (3
(REA) XX)

AR

HPLC (tR) = 2. 94 min

MS (APCI) m/z 466.9

[M+HI +

206 £§)°kg i u/©\°
0
O,

1- (5-#8 R-F ek
wh-2- - K -3
(3- (FRA) X

) Bk

HPLC (tR) = 2.44 min

MS (APCI) m/z 448.1

[M+H] +

181
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207 £§iﬁj\u’©‘>’©
O
O,

1- (5-7% &Kk
-2- - &) -3
(3- (RRA) X

&) B

HPLC (tR) = 2.44 min

MS (APCI) mlz 434.0

[M+H] +

208 A
TN
0§~ <

1- (5-i-FHf okl

HPLC (tR) = 3.02 min

v 2- %K) -3- (4-| MS (APCI) m/z 412.1
¢}
RAFK) B [M+H] +
0o s O™
209 £§%,«H i 1- (5-i-%5Fvkvh | HPLC (tR) = 2. 81min
Oy 2- &g k) -3- (4-| MS (APCI) m/z 428.1

REARER) AN

[M+HI +

210

1- (FHfrkvh-2- -
&R 3 (4 (&

1-5) EA) Ak

HPLC (tR) = 3.17 min

MS (APCI) m/z

377.1[M+H] +

211 7
il

1- (FFekrdh-2- K-
#A) -3 (3- (2-
(ez-3-£) The

) RX) #ak

HPLC (tR) = 1.74 min

MS (APCI) mlz 398.1

M+H] +

212 o i

1- (Ffvkrh-2- K-
BR) -3- (3 (2-
(wbre-3-K) TR

&) XE) Bk

HPLC (tR) = 1.11 min

MS (APCI) m/z 402.1

[M+H] +

182
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213 o s
o A A
& A

1- (KHfrekrd-2- K-
BA) -3 (3- (%
w-2-K) FK) B

i

HPLC (fR) = 1.37 min

MS (APCI) m/z 3.74

[M+HI +

214 o:, JLO ﬁiﬁ{O\"/@

1- (FHfekrf-2-2-

#EE) -3- (3 (i

HPLC (tR) = 2.11 min

MS (APCI) m/z 390.0

215 o s /@j/\/\
CeR

w2- A LRE) -X [M+HI +
’) Bk
1- (3, 5-=¥ %% | HPLC (R) = 251 min

Bk 4 % g R) 3

MS (APCI) m/z 356.1

LA
216

(4 (B-1-3 %) [M+H] +
L) Bk
1- (3, 5-=F¥ %% | HPLC (tR) = 1.34 min

Erd 4 X B R)-3-
(3- (2- (whrz-3-
) ThE) L)

ARk

MS (APCI) m/z

377.1[M+H1 +

217 F
F

1- (A rkh2-A-
BA) 3 (- (=2
AT L) FRE) -

AR R

183
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218

=
SENes

1- (R okoh-2- R
#A) 3 (4 ((1-
T AokR-4-K) F
X)) 3-AXK) R

i

HPLC (tR) = 1. 14 min
MS (APCI) m/z 442. 1

M+H] +

219

%“fidp O

1 (RS ok 2R
BE) 3 (BZA
TE) 4 (K%

) RR) Bk

HPLC (tR) = 3. 24 min
MS (APCI) m/z 448.1 +
[M+H] + 1H NMR
(300 MHz, CDC13) : 5
(ppm) : 12. 36 (s, 1H), 9.
48 (s, 1H,), 7. 96 (dd, 1H),
7.92(d, 1H,), 7. 77-7. 74
(m, 2H), 7. 63-7. 53 (m,
2H), 7. 42-7. 36 (m, 2H),
2. 89 (¢, 2H), 1. 76- 1. 69

(m, 4H), 1. 62-1. 58 (m,

2H).

220

1-(1, 3-= ¥ &-1H-
oy [2, 3-c]ubk-5-
A2gE)-3-(3- (%X

1) X)) #Uk

HPLC (tR) = 2. 28 min ]
MS (APCI) m/z 423. 1

M+H] +

184
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221 ~ aiﬁ ,©\0 ,\O 1- (5- (2-F A%=¢ | HPLC (R) = 2. 41 min o]
= 4-%) FE 34| MS(APCD m/z 451.0
s -#HA) 3 (3 (¥ [M+H] +
£8) L) Bk
222 1- (5- (2-97 &% | HPLC (tR) = 2. 42 min ]
4-%) FE 34| MS(APCI) m/z 437.0
-HE) 3- B-EKR [M+H] +
A-ER) Bk
223 1- (5- (2-F Aok
§ 4-%) FE-3-K
~ HA) 3- (4-%KE
-FK) Bk
224 . *H\ﬁiﬁ D/O T 1-(5-(2- 7 Hh ok -4- NMR (300 MHz,
;Zj A) T”&Z-3%-| CDC13)S (ppm) : 0. 94
~ #A) 3 (4RE| (3H),1.381.48 (m,
A-XE) Bk 4H), 1. 55 (s, 3H), 1. 77-1.
82 (m, 2H), 3. 97 (d, 2H),
6.93 (d, 2H), 7. 15 (s,
1H), 7. 54 (d, 2H), 7. 79
(s, 1H), 9. 66 (s, 1H), 11.
88 (s,1H). MS (APCI)
m/z 431 [M+H] +

185
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225

1-1, 5-=F &-1H-

k-3 - ) -3-

HPLC (tR) = 2. 33 min

MS (APCI) m/z 381. 1

226 ‘mj\ﬁ j\N QO O

(3- (FFEK) X [M+H]+
X)) Ak
1-1, 5-=% &-1H- | HPLC (tR) = 2. 35 min

ok 3. KB K)-3-
(4-KA-%E) A

KL

b b3 K g k) -3- | MS (APCD m/z 367. 1
(3- (FEA) X [M+H] +
&) M
o s - = -1H-
227 Wkuj\u’@/w 1-(1, 5-=F £ 1H NMR (300 MHz,
N

CDC13) s(ppm) : 0. 89
3H), 1. 30-1. 35 (m, 4H),
1. 57-1. 65 (m, H H 2H),
2.32 (s, 3H), 2. 61 (¢,
N"2H), 3. 84 (s, 3H), 6.
64 (s, 1H), 7. 21 (d, 2H),
7.59 (d, 2H), 9. 81 (s,
1H), 12. 32 (s, 1H). MS
(APCI) m/z 345 [M+H]

+

228

1-(1, 5- =% %-1H-
Mhed-3- - ) -3

(- XEE-EEK)

HPLC (tR) = 2. 64 min

MS (APCI) m/z 361. 1

[M+H] +

186
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o3
229 ‘Hﬂiﬁ ’u\a O\{/\@ 1-1- ¥ £ -3-4- T | HPLC (tR) = 2. 65 min
b A 1H-wtwk 3- % - | MS (APCI) m/z 423.2
EAE) -3- (3- (F [M+H] +
£A) RE) Bk
230 -]L(”Yl?\uiﬁﬂo/@ 1-(1- F & 3-4%- T | HPLC (R) = 2. 67 min
NN A -IH-#h w3 & | MS (APCI) m/z 409. 1
BAE) -3- (3 (X M+H] +
X)) RE) Bk
231 - i A, /@/\/\/ 1-(1- ¥ A -3-4- T | HPLC (tR) = 3.33min
e T R IH-wh w3 & | MS (APCI) m/z 487.2
BE) -3 (4xE& [M+H] +
ER) M
0 - _ :
232 {;\jitﬂ J\m Q\’lﬁ 1-2-Z 4 F£5F | HPLC (R) = 2. 41 min
DS Ho-vkvh-2- K-8 | MS (APCI) m/z 435.0
£)-3- (3- (FRA) [M+H] +
-FRA) B
233 , 9 g ’Lg /@\0 Q 1-2-Z 7 £-5-F | HPLC (tR) = 2. 43 min
° ) :: B -vkvdh2- 4 -% | MS(APCI) m/z 421. 1
£) -3- (3 (R& [M+H] +
&) -FR) Bk

187
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234

1-@-Z P &5
Aok 2 BB
)3 (4K A%

) #ak

HPLC (tR) = 2. 96 min

MS (APCI) m/z 399.1

M+H] +

235

1-(3{:%_[C][l > 2; 5]
R B B
£)-3- (3- (FARL)

AE) ARk

HPLC (tR) = 2. 27 min

MS (APCI) m/z 405.1

[M+H] +

236

1-(XH#[[1, 2, 5]
T o5 R
A)-3- (3- (REK)

EE) B

HPLC (tR) = 2.28 min

MS (APCI) m/z 391.1

M+H] +

237

1'(%‘#’[(:][1 H 2) 5]
T =5 K-8
#£)-3- (4- (&RB)

RA) Bk

HPLC (tR) = 2. 78 min

MS (APCI) m/z 369.1

M+H] +

238

1-(FHA[N, 2, 5
RN S O
£)-3- (4- (REA)

ER) Bk

HPLC (tR) = 2. 55 min

MS (APCI) m/z 385.2

M-+H] +

188
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239 N "ﬂﬁ j\ﬁ /@\o/@ 1-2,7-= 7 & | HPLC (R) = 2. 04 min
</;§ [1, 5a]%%-6-%- | MS (APCI) m/z 432. 2
#A) -3 (3- (F [M+H]
| £X) -XK) Bk
240 N ﬁg\ﬁiﬁ D\O Q 1-27- = F &k | HPLC (R) = 2. 05 min
/ 3 [1, 5-a]%"2-6-4-| MS (APCI) m/z 418.2
#A) 3- (3- (K| [M+H]+ NMR (300
F4) -ER) A | MHz, CDC13) s(ppm) : 2.
59 (s, 3H), 3. 09 (s, 3H),
6. 62 (s, 1H), 6. 97-7. 50
(m, 9H), 8. 60 (s, 1H), 9.
07 (s, 1H), 12. 36 (s, 1H).
241 N ﬁ{ku ig /(j/ SN 127-= F Ak | HPLC (R) = 2. 52 min
Z;z [1, S-a]%"&-6-%-| MS (APCI) m/z 396. 2
#EA) -3 (4 (K M+H] +
R) -EKA) Bk
242 N%jiﬁ ig ,@\{\@ 1-3-F A F & 4- | HPLC (R) =2. 11 min
o
A H)-3- (3- (3F | MS (APCI) m/z 368. 2
A) KAL) Ak [M+H] +
o s
243 N%j/kﬁ in\o /@ 1-3-F A F &4 | HPLC (tR) =2. 10 min
° A #A)3-3-(E£| MS(APCI m/z 354.1
X)) -FKR) Bk [M+H] +

189
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244

A
Qy*au
O

IO e

1-3-F A F Tk 4-
H-3% H)-3- (4- (%

) -RA) Bk

HPLC (tR) =2. 56 min
MS (APCI) m/z 332.1

(M+H] +

2H1, 2, 3- =4

A A3 (3- (F

£R) -ER) Bk

245 i3 I 1-3-F £ K= 4- | HPLC (tR) =2. 37 min
@*h@
A-# X)-3- (4- (K| MS (APCI) m/z 348.1
) -FE) Bk [M+H] +
246 1-5- ¢ £ -2- £ & | HPLC (tR) =3.14 min

MS (APCI) m/z 444. 2

[M+H] +

247

1-G- 7 &2 X &

2H-1, 2, 3- = 4.

A 2)-3- (3- (X

£A) -ER) HUk

HPLC (tR) =3.17 min
MS (APCI) m/z 430.1

[M+H] +

F [b]Em-2- K- 5
£) 3 (3 (X4

&) -FR) Bk

248 /&\xﬁ X, ~ 1- (5-§-3-F 4% | HPLC (tR) =3.08 min
o 3 [b)Ewr-2- K- | MS (APCI) m/z 467.0
£) 3- 3-FEA) [M+H] +
-ER) Bk
249 1 /O\o O 1- (5-f-3F XX | HPLC (R) =3.07 min

MS (APCI) m/z 453.0

M+H] +

190
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250 ‘(Yﬁ\ﬁj\ O\

1-(1,3-=— ¥ %-1H-

7

stk -5 -3 A 3-

HPLC (tR) =2. 08 min

MS (APCI) m/z 382.2

s | L OO

(3- (F&H) -¥ [M+H] +
&) Bk
1-(1,3-=F £-1H- | HPLC (tR) =2.08 min

ko5 -8 K -3-

MS (APCI) m/z 367.1

252 Mﬁi

k-5 K- E K ) -3-
(4- OXK) -F %)

ARk

(3- (XfEA) -X [M+H] +
A) Bk
DN\/ 1-(1,3-=F £-1H- | HPLC (R) =2.53 min

MS (APCI) m/z 345.1

[M+H] +

S S¥caas

1-(1,3-= 9 £-1H-
ek -5- - K ) -3-
(4- OXER) -X

&) Bk

HPLC (tR) = 2. 33 min

MS (APCI) m/z 361. 2

M+H] +

O A

- (2- (FR-3-2)
w4 A 3
(3 (FEL) -%

&) Bk

HPLC (tR) = 1. 94 min
MS (APCI) m/z 447. 1
[M+H] + 1H NMR (300
MHz, CDC13) : 6 (ppm) :
12. 41 (s, 1H), 10. 24 (s,

1H), 9. 22 (dd, 1H), 8. 78

191




200380108710. 6

oW B E132/1661

(dd, 1H), 8. 41-8. 38 (m,
v
2H), 7. 67 (t, 1H), 7. 54-7.
32 (m, 7H), 7. 26-7. 23

(m, 1H), 6. 92 (ddd, 1H),

5.12 (s, 2H).

255

1- (2- (F"-3-%)
w4 K- K -3-
(3- (=X& L) -

F ) Bk

HPLC (tR) = 1. 94 min

MS (APCI) m/z 433. 1

M+H]+

256 7

1- (2- ("Fvz2-3-%)
ok 4K K -3-
(4- (RE) -% %)

BRI

HPLC (tR) = 2. 33 min

MS (APCI) m/z 452. 1

[M-+H]+

257 i

1- (2- (#Fee-3-3)

HPLC (tR) = 2. 16 min

vEed 4 2 g K)-3-| MS (APCI) m/z 468. 1
(4- OXER) -% M+H]+
&) Mk
258 | o\/@ 1-4- 7 £ A - % 4 | HPLC (R) = 2. 66 min

ko2 -H ) 3
(4 (FRE) -%

&) FHRAk

MS (APCI) m/z 433. 1
[M+H] +1H NMR (300

MHz, d6- DMSO) s

192
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(ppm) :12.55 (5, 90 HH
1H), 11. 57 (s, 1H), 8. 31
(s, 1H), 7. 42 (m, 9H), 7.
45 (1H), 7. 16 (m, 2H), 5.
12 (s, 2H), 3. 97 (s, 3H)

ppm. MS (APCI) m/z

433 (MH+)
250 | ¥ i,l@(o\/\/\ 1-4-FRA-XH4
vk v -2- - B X)-3-
(3- -4 X A
FAK) Bk

260 @j’)—-{;j &o/_/J 1-(K o H-2-&- | HPLC (R) = 3. 50 min

# £)-3- (3, 5-= | MS (APCI) m/z 538.9 'H
#-4- (K44 X & | NMR (300 MHz, DMSOr
R) FK) Bk d6) : 5 (ppm) : 12. 16 (s,
1H), Br 11. 68 (s, 1H), 8.
24 (s, 1H), 8. 00 (s, 2H),

7.87 (d, 1H), 7. 76 d,
1H), 7. 57 (t, 1H), 7. 40 (¢,
1H), 5. 97-5. 84 (m, 1H),

5.14-5.07 (m, 1H), 5.

04-5. 00 (m, 1H), 3. 99

193



200380108710. 6

B

2H), 2. 31-2. 23 (m, 2H),

1.95-1. 86 (m, 2H).

1-(X 5=k vh-2- -
#A) 3 3 (&8
w-3-4) PR X

A) B

HPLC (tR) = 1. 05 min
MS (APCI) m/z 388. 1

M+H] +

1-(5- 3t - K 5t w vk
2- - £)-3- (3-
((FEE) XE)

BRIk

HPLC (tR) = 3. 03 min
MS (APCI) walz 529. 0
[M+H] + 1H NMR (300
MHz, CDC13) -P 8
(ppm) : 12. 28 (s, 1H), 9.
380 (s, AH), 8. 09 (d,
1H), 7. 79 (dd, IH,), 7. 64
(s, 1H), 7. 61 (¢, 1H), 7.
47-7.19 (m, 8H), 6. 91

(dd, 1H), 5. 09 (s, 2H).

HN‘*{
262 /@_«o .
l v
's) O
263 CK&)-( 5
HN- C\J‘
m

1-G- K %X A%
-2 A3 )3 (3
(FRA) K1)

FRI

HPLC (tR) = 3. 20 min
MS (APCI) m/z 479. 2

M+H]+

194
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264

Q
S
W%
i HN»~Q
R}

1-5--weme &) X
Hokog-2- - K)
3- (3- (FAR)
EE) MR

HPLC (R) = 1. 73 min
MS (APCI) m/z 480. 2
[M+H] + 1TH NMR (300
MHz, CDC13) s (ppm) :
12. 35 (s, 1H), 9. 44 (s,
1H), 8. 72 (d, 1H), 8. 37
(d,1H), 8.19 (dd, 1H,), 7.
79 (s, 2H), 7. 68 (d, 1H),
7.63 (t, 1H), 7. 48-7. 21
(m, 9H), 6. 91 (d, 1H), 5.

10 (s, 2H).

265

1-3- " & A- g
2- K-E AK)-3- (4-
(k&) XX) &

%3

HPLC (tR) = 2. 96 min
MS (APCI) m/z 386. 1

[M+H] +

266

1-2, 5- = R E%-3-
E-#2)-3- (4- (X

L) -FK) AR

HPLC (tR) = 3. 06 min
MS (APCI) m/z 417. 0

[M+H] +

267

1 (3-F &5 (F
BE) 4 THAE
92 k- E) 5

(4- (RER) -X

HPLC (tR) = 3.30 min
MS (APCI) m/z 435.0

M+H] +

195
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A) Mk

268

1- (3-F &-5- (7
BA) 4-THAE
w-2- - ) -3
(4- (FRA) -X

) Bk

269

1- (5- (FALK) -
-2 -8 ) -3-

(4- (FRE) -X

fA) -RE) Rk

\
X)) BBk
270 . O\Q 1- (5, 7-=F &% | HPLC (R) = 2.37 min
oS, Ot
ﬁ HoA (1, 5a%%%-2-| MS(APCI) m/z432.1
EHE) 3 (+-(F M+H] +

271 J\ /@’ \© 1- (2, 5-=£ &% | HPLC (tR) = 2.75 min
cﬁk 3-%-#A) -3- (4-| MS(APCI) m/z 424.0
(REA) -RH) [M+H] +
Bk
o s _ .
272 f.&l*g iy Q’ D\O 1- (3-F £&-5- (¥ | HPLC (tR) = 2.98 min
M) -4-Tw ek

MS (APCI) m/z 441.0

196
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w-2-A-EE) -3

(4- (XRX) -%

[M+H] +

2- K- k) -3- (4

) Bk
273 o s 0"@ 1- (5- (F# &) -| HPLC (R) = 2.5 min
Ny ﬁiﬁ
}s w2 K- K)-3- | MS (APCI) m/z 401.0
S
\
(4 (RE2) % M+H] +
X)) Bk
274 | 1, 1-(7- §.- % 5 = %% | HPLC (R) = 2. 94 min

1MS (APCI) m/z 401. 2

(XEXE) -%4) | M+H+ 1HNMR
73 (300 MHz, CDC13)
s(ppm) : 12. 09 (s, 1H), 9.
46 (s, 1H), 7. 76 (d, 1H),
7.58-7. 50 (m, 3H), 7.
32-7. 26 (m, 3H), 6. 94 (,
2H), 3. 98 (t, 2H), 1. 81
(m, 2H), 1. 47-1. 38 (m,
4H), 0. 94 (t, 3H).
275 F{ o o 1-(7- - K ¥ vk v | HPLC (tR) = 2. 56 min
/ “”“g: _Q 2- - A)-3- (3- 421.1 [M+H] +
o (FRA) -XK)
N am

197
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276

1- (2 (1, 3-=&
F = &I%R-2-14)
EA) -3- (3-%

FEL) Bk

HPLC (R) = 2. 05 min
MS (APCI) mlz 432. 0
[M+H] + 1H NMR (300
MHz, d6-DMSO) s
(ppm) : 12. 01 (s, 1H), 11.
92 (s, 1H), 7. 91 (m, 4H),
7. 40 (m, 4H), 7. 28 (m,
1H), 7. 15 (m, 1H), 7. 04
(m, 2H), 6. 87 (m, 1H), 4.

57 (s,2H)ppm

277

1- (2- (1, 3= &
F =8 %R-2-2)
k) -3- (3-F
FAXR) Bk

278

1- (RHFrkrh-2- K-
#wA) 3 (3 (F
FE) 7E)-ER)

ARk

'HNMR (300 MHz, d6-
DMSO) s (ppm) : 12. 20
(s, 1H), 11. 49 (s, lu), 8.
23 (s, 1H), 7. 86 (d, J=7.
7Hz, 1H), 7. 75 (d, ] =8.
4Hz, 1H), 7. 69 (s, 1H), 7.
62 (d, J=8. 1Hz, 1H), 7.

58 (d, J=8. 4Hz, 1H), 7.

198
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37 (m, 8H), 4. 57 (s, 4H)
ppm. MS (APCI) m/z

417 (MH +)

279

1- (I ekh-2-5-
EE) 3 (3- (X
24) TA)-XX)

B

280

1- (F ek vl-2- -
#A) -3- (4 (N-
EPEN-FHR)

SB-REK) Bk

HPLC (tR) = 2. 62 min
1MS (APCI) m/z 434.1

[M+H] +

281

3- (3- ((FIexh
2-8) -HA) Ak

#) EXFHRE

HPLC (tR) = 2. 36 min
1MS (APCI) m/z 417.1

[M+H] +

282

N

1- (4-REXE- B
A) 3- (3 (¥4
£) -XKR) Bk

HPLC (tR) = 2. 14 min
1MS (APCI) m/z 388.0

M+H] +

283

N

1- (4-REFE-%
£) 3 (4 (K&

&) -EKEK) Bk

HPLC (tR) = 2. 39 min

1MS (APCI) m/z 368.2

[M+H] +

284

1- (4-REFXE B

A) -3- G-RRA-

HPLC (tR) = 2. 15 min

MS (APCI) m/z 374. 1H
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A-RE) Ak

FA) Bk NMR (300 MHz,
CDC13) s(ppm) : 12. 38
(s, 1H), 9. 13 N (s, 1H), 8.
00 (d, 2H), 7. 84 (d, 2H),
7. 46 (s, 1H), 7. 40-7. 34
(m, 4H), 7. 17-6. 93 (m,
4H).
285 @N o u j\g Qo /@ 1- (4-vkvg%k-2-%- | HPLC (R) = 2. 54 min
N #A) 3 (3-FHK | MS(APCI) m/z 401. 1
A-XL) B M+H] +
286 e I 9e] SIS (4 Bok2- £ | HPLC () = 2. 87 min
CENJ H #BA) 3 (4%E | MS(APCI) m/z 395. 1
A-KE) Ak M+H] +
287 . D)\EJ’LN U7 |1 (4t mokk2 & | HPLC () = 3. 14 min
©:" H #A) 3 (4 %% | MS(APCD) m/z 379. 2
RE) Bk [M+H]+
288 ;i_@_{ﬂ_{ 1-(4-Zf FELE | HPLC (R) = 3. 03 min
el Y | R R 3o (4% | MS (APCD) m/z 411. 1

[M+H] +

X o
289 | ol )L,

L4-ZRATRAX

AgA) 3 (4K

HPLC (tR) = 2. 82 min

MS (APCI) m/z 427. 1
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A-ER) Bk

[M-.}-/H] + 1H NMR (300
Mz, CDC13) s (ppm) : 12.
25 (s, 1H), 9. 01 (s, 1H),
7.96 (m, 2H), 7. 55 (m,
2H), 7. 38 (m, 2H), 6. 95
(m, 2H), 3. 98 (t, 2H), 1.

80 (m, 2H), 1. 43 (m, 4H),

wh-2- - -3
(3-FAA-XL)

Rk

0. 94 (t, 3H)

290 )(Qis j‘u S 1-(-Z R FAEL | HPLC (R) = 2. 75 min

X &) -3 (4%E | MS(APCD m/z 411. 1
A-FEK) Bk M+H] +

291 F 9 uj\u’Q/W 1-(4-ZHFEEL | HPLC (R) = 2. 97 min

N -#HK) -3- (4% | MS (APCI) m/z 395.1
-RK) BRIk M+H] +

292 Wﬁi /@ Q 1- (5-f&-Xjf7 | HPLC (R) = 2. 29 min

MS (APCI) m/z 414. 1
[M+H] + 1THNMR (300
MHz, d6-DMSO)
s(ppm) : 12. 18 (s, 1H),
11.71 (s, 1H), 8. 49 (s,
1H), 8. 29 (s, 1H), 8. 00

(s, 2H), 7. 44 (m, 5H), 7.
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18 (m, 1H), 7. 08 (m, 2H),
6. 92 (m, 1H) ppm.

N o} S
203 Wﬁkﬁ/@/\/\/ 1- (5-fLk-%H7 | 1HNMR (300 MHz, .
C

-2- K- K) -3-| d6-DMSO) s (ppm) : 12.

(4-5%B-KK) B | 15, 1H), 11. 67 (s, 1H),
Wi 8.49 (s, 1H), 8. 31 (s,
1H), 7. 98 (s, 2H), 7. 56
(d,] = 8. 4Hz, 2H), 7. 24
(d,] =8. 4Hz, 2H), 2. 58
(t,] =7. 2Hz, 2H), 1. 58
(m, 2H), 1. 28 (m, 4H), 0.
87 (t,] =6. 6Hz, 3H)
ppm. MS (APCI) m/z

392 (MH+)

294 ;“ﬁ_{o 1- (4-F %-1, 2, | HPLC (tR) = 2. 28 min
s

S _SN,QO\/V\ 30 — w5 % % | MS (APCI) nilz 365. 1

£) -3- (4-REA- | [M+H] + 1H NMR (300

) Ak Hz, CDC13) s(ppm) : 11.

85 (s, 1H), 8. 90 (s, 1H),
7. 53 (m, 2H), 6. 94

HN--a (m, 2H), 3. 97 (t,

2H), 3. 02 (s, 3H), 1. 80

202



200380108710. 6

B

(m, 2H), 1. 42 (m, 4H), 0.
./

) 3-@4-KE-X

) Bk

94 (t, 3H)
295 b{?-ﬁ‘(o 1- (4 %1, 2, | HPLC (R) = 2. 45 min
Ng S
HN_SN_Q/\/\/ 3-vk o 5-4K-% | MS (APCI) m/z 349. 1
&) -3- (4 XEA- M+H] +
EAR) BBk
296 N,;“ﬁ_‘{o 4- (3- (4-¥ %1, | HPLC (R) = 2. 12 min
Ng \Y S o .
_gN——Q)Lo’\/\ 2, 3E =5 %) | MS(APCI) m/z379.1
BA) mRE) X M+H] +
8. T &g
297 o s 1- (sk-2-%-#% | HPLC (R) = 2. 11 min
[Nj)\ﬁ)kﬁ/@\o/@
N X) 3G-EXEA-| MSAPC)m/z351.1
F ) Bk [M+H] +
298 i 1- (%-2-%-% | HPLC (tR) = 2. 59 min

MS (APCI) m/z 329. 1
[M+H] + 1H NMR (300
MHz, CDC13) s (ppm) :

0.92 (¢, 3H), 1. 35 (m,

4H), 1. 6134 (m, 2H), 2.

203
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64.(t, 2H), 7. 26 (d, 2H),
7. 64 (d, 2H), 8. 68 (dd,
1H), 8.91 (d, 1H), 9. 49

(d, 1H), 10. 59 (s, 1H), 12.

20 (s, 1H)

299

1- (wbk-2-K-%

A) 3(4- KA A

HPLC (tR) = 2. 38 min

MS (APCI) m/z 345. 1

301 o f§ 8
PO AW

1- (RHtekh-2-%-
HE) 3 B=ZAT
B4 REAER)

BRI

RE) Bk [M+H] +
300 @ig _iﬁj\ﬁ :\N\ 1- (3-f4 (KE | HPLC (R) = 2. 22 min
£) E4) 3 (2| MS (APCI) m/z 444. 1
(1, 3-=fF =& [M+H] +
lwk-2- ) LR K)
Bk
O

HPLC (R) = 2. 97 min

MS (APCI) m/z 451. 1

M+H] +

,Nﬁi&iquAQ

1- (1-%XF A-1H-
w5 - K -3-
(3- (F&KH) -X

X)) Ak

HPLC (tR) = 2. 29 min
MS (APCI) m/z 445. 1

[M+H] +
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303

P s /Q'i*\/\/\
O:}/kg/lkg F

1" (FHekrh-2- -

HPLC (tR) = 2. 30 min

#E) 3- (4 (N-| MS (APCD) m/z 414.1
¥ A-N- R B K) -3- M+H] +
AR) Bk

304 NJNiN /O’ S 1-1-% 7 A-1H-w | 1H NMR (300 MHz,

w-3-AR-ER) -3
(4- R EE-EE)

BRIk

75 5 K- E) 3| CDCI13)s(ppm): 11. 87
(3- (F&X) -X | (5,1H),9.79, 1H), 7. 53
X)) Bk (d, 2H), 7. 46-7. 38 (m,
5H), 6. 93 (d, 2H), 5. 87
(s, 2H), 3. 97 (¢, 2H), 1.
79 (m, 2H), 1. 47-1. 34
(m, 4H), 0. 93 (t, 3H). MS
(APCI) m/z 425 [M+H]
+

305 y °aiuQV\/ 1- (6-Zf F Aot | HPLC (R) =2. 64 min
O sE-3-E-A) -3-| MS (APCD) m/z 396. 1

(4-8&-FK) B M+H] +

LS

306 .: ogiu/@”\/\/\ 1- (6-Z R/ T A-wt | HPLC (tR) = 2. 46 min

MS (APCI) m/z 412. 1

M+H] +

205
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307

- GZATEAX
A-EA) 3- 3-R

FR-XE) Bk

HPLC (tR) = 2. 47 min
MS (APCI) m/z 417. 1

[M+H] +

308

- G=ZRATFE-X

HPLC (tR) = 2. 99 min

FOA-RR) Bk

E-E) 3o (44| MS (APCI) m/z 395.0

] AER) A [M+H] +
309 9 s D/"\/\/\ 1- G-Zf FA-%| HPLC (R) = 2. 76 min
S?:Lg ﬁ E-ZA) 3 (4K | MS(APCI) m/z411. 1

[M+H] +

310

- (-ZR7AX
AHEA) 3 (4K

A-FEK) Bk

HPLC (tR) =3.07 min MS
(APCI) m/z 411. 1

M+H] +

311

- G-Z /TP HRE-
FABE) 3 4+

REA-RE) Hk

HPLC (tR) = 2. 84 min

MS (APCI) m/z 427.0

[M+H] +

312

- (2-8-5-= /7

FA-EEA-BL)

HPLC (R) = 2. 95 min

MS (APCI) m/z 429. 1

A-HEX) 3- -X

3 (4 KAER) [M-+H] +
BRIk
313 1- (3= FA % | HPLC (R) = 2. 32 min

MS (APCI) m/z 415.1
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FA-RL) Ak

[M+H] +

O 8
34| QJ‘\QJ\ND/\N
(o}

- -=—fTFAX

HPLC (tR) = 2. 76 min

315 @Nﬁsiuﬁc
o r

A-#ZA) -3- (3-%| MS (APCI) m/z 393.3
FA-EL) #Uk [M+H] +
1- (5- (Z#&F &) | HPLC (R) = 2. 97 min

2-F AR E k-4 K-
BA) 3 (3 (¥

£R) -KA) HUk

MS (APCI) m/z 498.1

M+H] +

316 Q{iﬁﬂiﬁﬁ/g

1- (5- (ZRTH)
2-F A4 K-
#wA) 3 (3 (%

FA) -ER) A

HPLC (tR) = 2. 98 min
MS (APCI) m/z 484.0

[M+H] +

317 o j\ Q/O\/\/\

1- (5- (2-8-5-Z &
P RELR) k2
AR -3-(4- (K

££) -EX) Bk

HPLC (tR) = 3.39 min

MS (APCI) m/z 511. 1

[M+H] +

PSSV oY
SRe
o
E £

1- (3-Z /7 A4
FRA-FXEA-HK
#) -3 EEHA-

FE) Bk

HPLC (tR) =2.48 min MS
(APCI) m/z 447. 1

M+H] +
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319

- (BZRTF &4
f-RE-HA) 3
(4 RA-EE)

S

HPLC (tR) = 3.20 min

MS (APCI) m/z 429.1

M+H] +

320 j
Cl
F £

1- (3-Z 7 A4
F-FE-HRX) -3
(4-REA-XE)

AR

HPLC (tR) = 2. 95 min

MS (APCI) m/z 445.1

[M+H] +

321
F—t—F

- (3-Z/7F %4
TR-REBE)
3- (FREA-X
&) Ak

HPLC (tR) = 2.63 min

MS (APCI) m/z 445.1

M+H] +

322
o

1- (=R 7 A4
TA-RA-BERA)
3 (XA E-X

) Ak

HPLC (tR) =2.65 min MS
(APCI) m/z 431.0 [M+H]

+

323
o

1- (3-Z /7 A4
FA-RA-EE)
3- (4R A-RR)

AR

324 /ﬁ\

1-(>-T8 & A X

Fekem-2- ) RA)

HPLC (tR) = 2. 03 min

MS (APCI) m/z 446. 1
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£) 3 BREA

FK) M

3-(3REAXR) M+H] +
Bk
325 l:j 1-T8:-3- (3-E &
o s lfj EFRK) B
LA,
2| o~ 1283 (4 (X
ijmlir £4) X4) B
27| U\/‘/ 1-Z.8-3- (44| 1HNMR (300 MHz,
)Lﬂ)km A Bk CDC13) : s(ppm) : 12. 28
(s, 1H), 9. 24 (s, 1H), 7.
53 (d, 2H), 7. 24 (d, 2H),
2.63 (t, 2H), 1. 68-1. 58
(m, 2H), 1. 39-1. 30 (m,
4H), 0. 91 (t, 3H). MS
(APCI) m/z 265 [M+H]
+
328 - (=7 RA-T#
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329 - (=P RA-L&
X)) -3 (3-F&A&A
o
g s /@ £E) M

330 o s 1- (3, 5-— VP& &%
N vEed o4 KoK
3- (4-&xE-%EXK)

Bk
331 1- (RFHFekrh-2- K-

A -3 ((2, 3,
4, 5> 6“—£ﬁ(~:¥>$‘4

A) -EE) Bk

332

1- (Rt rkoh-2-%-
EE) -3 (9-FR

-OH-%-7-%) Bk

333

2-F K4 (3- (X
FHekwh-2-2K) Bk

) XFBKE

1H NMR (300 MHz,
CDC13) s(ppm) : 12. 57
(s, 1H), 9. 47 (s, 1H), 7.
92 (s, 2H), 7.75-7.73 (m,
3H), 7. 59-7. 54 (m, 2H),

7. 43-7. 33 (m, 6H), 4. 04
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(t, 2HD), 1. 36 (m, 2H), 1.
20 (m, 2H), 1. 07 (m, 2H),
0. 84 (¢, 3H). MS (APCI)

m/z 487 [M+H] .

334

1- (3-whre-3- K-
#) 3- -FREA-

FA) A

335

1- (3-wbr-3- -8
£) -3- -FEAA

RE) Bk

336

1- (3-wboe-3- 23
&) -3- (4R

FE) B

337

1- (3-vkme-3- -3
#) -3 (4RE-X

Ax) Bk

338

1- (4-FETEBE)
3- (B-FHAEXL) A

3

339

1- (XA THE)
3- (B-FHRAFRL)

BRI
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340

1- (2B T8 A)

- (3-XAXR) R

NMR/(300 MHz, CDC) :

s(ppm) : 12. 16 (s,1H), 10.

N N M 07 (s,1H), 7. 47-7. 45
(m,1H), 7. 34-7. 31
(m,4H), 7. 13 (t,1H), 7.
08-7. 05 (m,2H), 6. 91 (dt,
TH), 3. 78 (t, 4H), 3. 12
(s,2H), 2. 59 (t, 4H). MS
(APCI) m/z 372 [M+H]
+.
341 ?\/N\iﬁiﬁﬁ SO emmzag)
3- (4- (R A) X
&) Mk
342 ENJN j\n g\/\/ 1- (2B TE L)
s 3 (4 (RA) £8)
BRI
343 Q \)OL{;« j\u Qf"\/\/\ - (4-OREA) X NMR (300 MHz,

) 3- (2- (kR-1-

£) TELA) Bk

CDC13) : s(ppm) : 12. 00
(s,1H), 10. 26 (s,1H), 7.
51 (d,2H), 6. 92 (d,2H), 3.
97 (t,2H), 3. 10 (s,2H), 2.

56-2. 53 (m,4H), 1. 84-1.
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75 (m,2H), 1. 73-1. 65
(m,4H), 1. 52-1. 33

(m,6H), 0. 95 (¢, 3H). MS

(APCI) m/z 364 [M+H]
+.
344 @i\iﬂiﬁ/@AN 1- (N-F AN-K £
A-TEBE) -3- (3-
FRAXL) Huk
345 ? j\N QN’ SSSS L (Rdbkd-2-&- | 1HNMR (300 MHz,

#AE) -3- (6-RF | d6-DMSO s(ppm): 12.
A-wber-3-2) Bk | 00 (s,1H), 11. 58 (s,1H),
8.21 (m,2H), 7. 86
(m,2H), 7. 73 (d, ] =8.
5Hz, 1H), 7. 54 (t,] = 6.
0Hz, 1H), 7. 38 (t, ]= 6.
0Hz, 1H), 6. 82 (d,] =8.
8Hz, 1H), 4. 22 (t, ]= 6.
6Hz, 2H), 1. 69 (m. 2H),
1. 33 (m, 4H), 0. 87 (t, ]=
6. 9Hz, 3H) ppm. MS

(APCI) m/z 384 (MH+)
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346

1- (3-vbor-3- -
%) 3 -FRA-

AR kg i

347

A0
>

- (Gwor3E &
£) 3 (ERE-

FA) Bukhagd

HCi
348 . 1- (3-#bre-3- -
[o] 8
EN £) 3 REAX
A) Bk dE
349 g = 1- (FHfrkrh-2- K-
o A AL
T ) 5 (ZRP

RA-FEK) Ak

350

1- (3- (skmr-1-4)
ABE) -3- (4-%

ARR) Bk

351

1- (3- (skmz-1-%&)
AR -3- (4- (UK,

&) XKE) Rk

352

1- (3- (kR-1-%)
AEA) -3- (3-X

FARK) Ak

214



200380108710. 6 v B ZE155/166 1T
353 —~ /\/L j\u L7 e an )
~ 3 (4 GRER)
ERA) Bk
354 | )~ ¢ a1 (1-% &ok»2-3- |  1HNMR (300 Hz,
HNU A-g ) -3- (4% | CDC13) s(ppm) : 12. 24
FA) EXA) Bk | (s,1H), 8. 85 (s,1H), 7. 45
d,2H), 7. 13 (d,2H), 2. 87
(m,2H), 2. 53 (t,2H), 2. 23
(s,3H), 2. 18 (m, 2H), 1.
85 (m,6H), 1. 52 (m,2H),
1. 25 (m,4H), 0. 94 (t,3H).
MS (APCI) m/z 348
[M+H]+
0 .
355 —NC}‘*{““S:@/W 1- (17 Kok g-3-
A ) -3- (4%
£45) RE) Ak
356 Qﬂ/\—;{) 1- (2- (2-F &%z | 1HNMR (300 Hz,
e YN LK) s k) -3- | CDCI3) s(ppm) : 12.03
(4-RERL) XR4) | (,1H),10.38 (5,1H), 6.92
Bk (m, 2H), 3.98 (t,2H), 3.39
(d,1H), 2.98 (d,1H), 2.85
(m,1H), 2.47 (m,2H ),1.75
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(m,6H), 1.40 (m,6H), 1.12
(d,3H), 0.94 (t, 3H). MS

(APCI) m/z 378 [M+HI+

357 . 1-2- f.-4- % & - | NMR (300 Hz, CDC13)
NHQ i dm-1- K-8 %)-3- | s(ppm) : 12.50(s,1H),

b (3-FfA-EL) | 745m,12H), 7.14(d,1H),

Bk 6.86 (dd,1H), 5.07(s,2H),

4.78(dd,1H), 4.17

(dd,1H), 3.59(m,1H), 3.12
(dd, 1H), 2.97(dd, 1 H).
MS(APCI) m/z 402 [M]+
358 Rﬁo\@:‘}—gi ¢ 358 1- (5-= £ T & 1H NMR (300

WC} A-FHekeh-2-%-| Hz,CDC13) s(ppm) :

#A) 32 (B-FH| 12300Hs), 9.45(1H,s),
A-ER) BK 7.73(1H,d), 7.61(3H,m),
7.40 (TH,m), 7.22(1H,m),

6.92(1H,m), 5.10(2H,s)

MS (APCI) m/z 486[M]+

LA 5 fHikdpd HCV A4 4L oMeg L8 7k
REAF AT AR 213 7R, AR XA 4 HCV 54 F
ExFm b mE LSS, ZHCV A% FEMATRIT KR &L
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Bl e F cHCV %] F & 42 € 4% Bartenschlager % A#4i& i$ (Science, 285,
pp. 110-113 (1999) ). A H FALRATHAARA IR HCV #9750, 4
BEH T XA ERGIEERREARATHREDEART LAY
EH
5 AZAZET, FREREFARIC S YLK HCV L4 F4
WM, ANma#h ALY E HCV L4 FE4 M6 h . ARRRE
FHE a (—FH E4etd HCV L4 #3p 41 H) LB4EA HCV L4 F44
mietE A raistR, ZAFZRAGOENELIHARLBE (NPT),
CREHNTFASH A, ACREMNGEI@EALHNTFAR Y
10 893 F. HCV B H] T ELEIRE 4 09 m fA & K69 NPT, NPT #
K5 HCV & Z & el HCV B4 F R AL 5 4] 49 tm oA 1k KT 89
NPT, ZH#SAMNEELEME, MK AFE. A#HE ELISA
(BEER R R M S 3) RAQR AR 69 NPT 69 KF. Z LRI HME
SZRAE 1,
15 MR EHWHITFRAH C HEHFERKmEY (AHFHR
HREERESAMET) EFHHNZRFT R T,
SAHCV 84| FA 84 F6 k&,
HCV ¢y KX H Al — AL 1k89 F ARG ik (ORF) #&, ©%H8—
ANEKF 3000 A S REGIK, ORF ) 5% % — R IE8IFK, ©
20 RAFRBHEKREAEEIRES), IR —KSZERFHAF (3-NTR),
CRIAFE LR ITL TR ERRHE R EMEG1LT ORF 4 5'3%,
# A& F NS2 3| NS5B #9 4F 24 & & # &% ORF #9 445
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HCV 4% (5-3') HCV 8 IRES, #E X5 8B EBH (nco) AH,
Bz L K % &49 IRES (€3 % 7 HCV A& %] NS3 # NS5B #9#1iF), F=
3'NTR. HCV £ % 74 5 5| €. 24 GenBank J & (3815 AJ242652)

RARAEF %, oo F I, HAH TH 43 Huh7 @i

5 5B. 41 L4 3% 3%

FEAMAOE (BRRF): & HCV & Huh-7 @ie, Fifmie
#) 32 fx % (DMEM(Dulbecco's & &) Eagle 324 K), KA T F M5 :
10%p6 4 % (FBS) L-5£8c, L2 EREAR, #F5% (100 £41/
EN), BEFE (100 ML/ EH), #2500 M/ EFHEEEXEHNE

10 ErEH (GHU18) fpg it A &y3EiRik (&A T 5lH s 4 ¢ DMEM:
L- 588, FLERAR, #5F (100 245/£4), #F % (100
WA/ ET)), 96 LARBEHRK (FKR), 96 LK (BEBHFEAH U
W), fratisd BB e) % alpha, BERAAN, (e T8E: AF), —

(%F NPTII), —#i: Eu-Nll, F¥BA,

15 LEEAER, S HCV AH THmie L HEaKF4%ERNA £
#HFHEAH. mAEKGIHFLIIRAERNA ZHO TR, AR, @
Bl 4 4 T 2t $E KA, B 500 it ./ E 60 G418, 3B F ki,
BERERBK, HRAL : 4-6 . MmIL6IEHRRETF &4 347
9y

20 A DR T VLA HCV 548 Fomie, N imsh 2o £ Ko RIF,
A PBS ¥miizie—Kk, BWmA2ZANREOBER. Ko/ k%
G BIERRAMAEL 37°C 65 ZRABIEHRA T 35 24, REZE,
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MAN10 EFATALBFRRELLEBREOHBHICRE . B2 FmERAL
F, BN EFHHESETF, L1200 3/ 54 0HRE S 4 58 A
EXBBEGRH/ZEFAEER, MASEANIRFRR, FmiEmicR
&3 5 I3
5 ARG ¥oom LA 2] 96 LSRR, A 60007500 /M4mAE/100
/3 (6-7.5 x 105 Amp/10 /). KB KK EAL 37°C, %
ZEALAK G IEFRA T o
BB KLY 24 PHZE, MAHHIN, ESHATAESR.
do Rt R Aot A 6T 6015, MK 60-70%%, JL-FATA & m e
10 HR R A LA L P 46 RAFIR T
5C. R &R A ML EA HCV A% T8 @i,
A PBS 34 HCV £ 4 FrymieRik— R, B2 E/NRES
Bk, HmMa B 37°C 69 — MBI HRA T 3-5 94 A0 E
ARALEFBRELERE, BRAKFBIERER, BN EANEC
15 B, L1200 3/ 540 MR RO 454 REEBBREGE/ZRR,
AN 5 ESHeG3ESRE (500 £ DMEM (%% ¥#%)), €# A BRL,
KF 8 %5 A 12430-054; Ae N 50 EF R LK (FKREH 10%),
5% EABREFEEI LAY G48G0 £ %£/EF, BRL 10131-035), 5
F# MEM 24 £ 8 (100X BRL %45 11140-050) #5 EAFE
20 E-4E% (BRL %% 15140-148) . HFwmfaf & FmiRt.
B 5% ik Bk S m it A 348 £ (500 £ DMEM, € ¥ 8 BRL,

XA 645 A 12430-054; A 50 £ FLFE (BRL 45,
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10082-147), 5 £ MEM 34 % KA (BRL %5 11140- 050) ), 4&4+

% B A 6000-7500 A-4m /100 A/ 3L (6-7.5 x 105 A#mAe/10 £/

K)o KIEWKMA T 3TC, 5% = EACH 6 IEFHH P it RITH,
5D.4& 3|

5 =X b4, R3EkE X DMSO/EKEWHY (FRLsH 3T
K& alpha) AL 96 LU BARYFRT. HHFRGEFRMTiFL
Bt MR E. AFTHALT, HFMFRALESYLE 6 MRAE,
RBTLE A 10 SR 2) 0.03 BB R I 100 A AR &M eI B R
M ANAA HCV B4 Famfety 96 LK PP, AXELFmATS

10 HWEEEAEAMKRSE, S5 DMSO THamitiA Kk, Bmie R
1 M DMSO b 69354, ARAEZANGHNGFLRY, HAHILE
TR (RAFER) foRist® (FHE apha) FPHRLALA
Bl ¥ % B 69 DMSO. # B A& 37°C, #Z6y, 5% =R eI B M +
BHRZX,

15 AFwE, #47TNTPI £ 4R, HZHFRMR PR S, RER
200 f 7+ &9 PBS 48 %6 — K . 24248 skt PBS, A ALK T LEZ T,
#5559 ¢ PBS. A 100 #k 7/ 3Leg A (-20°C) T&E: AE (1: 1)
HRmRALE E, FHRA-20°C FHE 30 54,

BB ERAM T REEE, BEAREEATAPMARTR (X4 1

20 B RERTFROEELZGEN, ARRSAFHOLTO@mIE
o FE BT B, MR EETA T EHEN MTS LE#47F
#ro
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A 200 f 93 sk (10%FBS,3%NGS &) PBS &%) HIL#AT
H W, iR 30 54 423 W E R, FANIF An A 100 47 89 R4 NPTII
BR (AFMERL: 1000 #8) . FHRAEAZTETERT 4560 54
BH X, FPBS-0.05% +i%-20 HFRENE. AEFNILF A 100 £
5 9 1: 15, 000 #%H4AEURBENY FREGIRIK, £RIEFH 3045 &5
. B, FAEEILF A 100 #IH3E® & (Perkin Elmer X3 % :
4001- 0010) . A EABRKG B FIHRS 3 24 (K930 4#/54).
MBI 445 95 A RIEE)| T G4k, M Perkin-Elmer VICTOR #&
#E# & (EU-Lance) M Z EU 155,
10 PO UE= 3
A L&D PR X TAY 1-42, ZREAN4EIpH HCV £4) T4
A4, BEC50 T 30 B R, 25X T L &M EHERLER L
A ZBR KT AL P eadh, LN EA14 EC50 K 5| 6 ME R,

#& II
G E a7l 7% & RNA £ #]-F 4 Huh9-13 @ e+ L 4] 69 EC50 (&
B R)
4 43
7 3.4
24 12.1
36 2.3

15

EHH| 6. FHMHEXE
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ATIEREH T AN ERRG THAYRHCY L4 T8tk m |
ARG TFEFFEEN, HFRBRT SN TS HHGEN,
E3EH] CA. ILA O G ¢ ER X
Miea &GN TR® T ERG— AR, NERGEG TR
5 KENEQRKFPLETANRRBLAYRAE EERG—MrAELR,
(B AFHNE) AGEOHERXEY, 4 HCV 44 F69mi
AR KRB KB % (helioxanthin) (B4 #9485 KA TAH &6 —Fb1k
M) REZX. EAMmie, FEAMBIANELH £HE %G HHRA
R P ER (25°C 2] 28°C) K E =i, %G A 1XPBS 4k 5 .
10 RBFALELNEOZE, ARRALFAEOHERELEOR LN
E8. RERABRBBFLHRALARE G OREED —FR M 5
Mo
A¥ZREG A% (helioxanthin) A4 HCV 4] F 49 mty
HRER3 PRE. A 1%8EF 0k (FBS) MM BRAZKAGEY
15 #3ARL FBS (B R4 HCV L4 FHmibd kb ei—AR%) &
AEENRIR . 17 pNPP #Uk%, 4 OD 405nm i&#.
5%764) 6B. M T &t 69 MTS S8
40 M09 B T AR 3 A ML Y4 SR B4 I X F) € (CELLTITER
96 AQUEOUS ONE Solution Cell Proliferation Assay (Promega, Madison
20 WD), —HHEEMEKAYILETE) RBTHE, AIATHP,
AEZMIEZAT, BRHEH G ELEFEANILF oA 10-201MTS XA,

HWAE37°C TRE, RBEALOD490nm ik, ABFHiTRP, £
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FEHF MTS XA #AL—FF F # = 4, €AAL 490 nm BRIk, KH
490nm 4 BMAE b 3F Fk P 6 i m B3 B AR E Lk

B4 257 AAB%E (helioxanthin) 44 HCV £ 4 FamiL= £
MR, ©RA MTS 65 5 k470 26,

5 e e &G o Fe MTS 75 kR 0 R Fb 69 B 42 b4k T LB i T 7Y
FRRFF: ARRRENGFAI S Y XA % (helioxanthin) 4& 7 49
ZR, AR LABRAN T ERAEMEERN G RGZI, BEHRFTHE
RAEHAILE ha N MTS XA, K44 37°C TBE, %54 OD 490 nm
B, RE@mRGEG N T EN T8 L@k e 5 ikitir

10

LA T 2G5 )

AP TA £ TP TG A AS X 91644 65 5 W a M 65 F,
HBE"V.L"REAAZAH X1 695% Fdp M 6o,

LB TA. 2 R 2K

15 H5LVILEMAEKLY G CE KXY CHIYSEFH2-LATIKF
15 EARC_BARGBREY T 5435 30°C 2] 40 °C B, Au A 350
EFRC_EE, BEHRESM. REIN25 FFH4 175 4544469 46K
BB AR P, AN AHFq s (REEH) YR M EHK
A 500 £F, R, FES10EL/EFA VLA TRGER.

20 Lp| B E
20 8 VL, 6 &+ =5 haeksl, 56 £IEH, 56 L5, 0.8
IR E A Fo 1.2 FARPEBRAERE —R B AR, AN ROWKE
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J& B FE] 1000 A48 4G AR 84 ABRBREY , H—MLES 20 TN E
A% 2

aep) TC.HB &R R A

&R MZS: 510 £ VLA 20 LiEnRe4F, REM 20 £4

5 @058+ R ARBRA A1 LR TH B 5% 8 (KOLLIDON-K 90) # 7K
HREEERRESY. BRYHRAROHBEE. TR AdELE,
KRG B MmN 100 %48 4 4% % AVICEL) #= 15 % 89 SAL 448 d

(STEROTEX) . HENRAMREAIFEESE AN F, 535 1000 %4
R, H—AL10 ELGERRS.

10 aR: ¥15 244K E (05 %, ETHOCEL 22 CPS) #—
KT BB RImNE 7.5 £H4 1.0 £ F ABLM FE Methocel 60 HG. RTM. )
MEMLEERY. REMANTS EAG_RKFIF 025 £5+ 1, 2,
3R, H10 ARL_BENK, REERAETS EA_KTRT,
BHAMANSHERGERT MATABRE (25 £), 05 ARLH

15 WLLUER, 0 3.0 £ FH69IKR% A9 (OPASPRAYK-1-2109), %A%
FMEHH 9. £ OHBER LA XA RAW TR A 34T S

F A TDIE SR
@) H¥18 A ARARXTRTER02 ANELAXTRAKERAE
K05 Ft#KRe, HAhp2 X4 50°C 65, BBl 4 5L,

20 005 %/ =8, A4 5 A Mo FERAHINETER, FALEHEHA
K, ERF VIMKEAN4 EL/EH. ALRGF XM ERBFR
B, ARAZAEALEGER T,

224



200380108710. 6 o P ZE165/16610

(i)100.0 % AK A V. Lest kWA AK T, %445 5) K29 50°C
Jo, BEFHAMNITS LK (REB LA 00%), FiEkibaE
B, AKERERA 1 St ALENF X ERBTRE, FHAE
i B

5 (i) )5.00 L AK A V. LGB 5 M A K P, % b33 X4 50°C
Ja, BBEHAIMN 220 n 8 (REGHIILA 90%), KiEki iz
=, iJini%/l#vfﬂ;‘@ 100 £,

SAA| TE BRE
AA PGS, T LU F RE R A B IRIE .

10 BRERFHFERNE: EEBETHAMO2g509FFEXTEH,
25 AERAEGEERBAK (q s 100 g) 4Rl A2 &5k P,
Ao A BEH

k4 TF.SLF
AT SR BRI LKL B (20 £). REMATHE (20 ).

15 REESE AKLAEE (15 %), 8% 30 4). txmiA+AR
A8 (100 £). M35 £). H4a169R M5 75°C, H,
o

AMIAHV.LU0. HA I mARAI P, B, &iF,
A L&A KT EE(1.0 @FedkiLK (q. s 100 g), 48 I 69R 44

20 Aw#E 75°C, REHKLmAZAI . HLFMWRRS, BI18433
TR, F#—FHHF. EAHATES, LFHLH T,

FA#H| 7GR M
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BRI 6D F & EHRNMEMYERIEFRELTURLRE
AR o Ak, Plde, & 60 5] 90%ERALSMAIERS 20 £ 40%H
FROETHN, 40 Ny Ny CO,v AR TR BRBEE S MR
Ay AT iAo
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R HCV A4 T o E X REB & 1

0.9+

@ 0D450

o
7

ST 0.05 ng
ST 0.075 ng
ST 0.038 ng
ST 0.019 ng
2 ig
2 U/ml Int
20 U/ml Int
200 U/ml Int .
uh

A 2
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B R AEELEASHCYV L4 Trimietsia ke

00493

AL
1 uM Hel
10 uM Hel
100 uM Hel
1% FBS
£é

A 3
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B MTS &3 7 xR A AR £ L4 HCV 44 F
849 o B 09 m L A

EO0D490

0 uM Heli
1 uM Heli
10 uM Heli
100 uM Heli

& 4
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