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R39 ZHAEEAH 1. 2. 3. 4. 5. 6. TR S8AMERE
Fimik, EP—BRoHBRF TR AL;
RO R HEFEAF 1. 2. 3. 4. 5. 6. THASAIHR
FemR, A+ —2ReFERTFTAHRAL;
R41 #= R42
L%k H;, £F 1. 2. 3. 4. 5. 6. 7
SRR TFEIRE, L — B RERERTF T
ik, REEA 1. 2. 3. 4. 5.6, THRSAE
BFHBE, L F—SReMERTFTABAL;
£+ R7. REARIBRFEATFTES —AMNLHM-L-G XA FTRE,
RETHAEAZRTLRE,
Hik XA X 1o, L+
R1. R2. R3# R4
£ B%i¥Z H; F; Cl; Br; I; CN; NO;; OH; £4 1. 2. 3
RANMKRTFHRE, AP —BRXeHFERFTUARAL, £F 3.
4. SR 6 NMERTFHFIREE, EF—2XEHERTTUBML;
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BA 1. 2. 3B 4ABETH O-RE, AT —LRALHBRT T
M MAL; O-%E; SO,-R10; NR14R15; CONR16R17; COORIS;
A% OCORI1S;
R10 REAA 1. 2. 3R ANERTFHRE, AP —BReiHK
BFTAMMI; OH; K& NR11R12;
R11 #= R12
HZHBRIHEE; EH 1. 2. 3RAANBERFHRL,
EP—RRoHFKRFTURMML; XEFELE 1. 2. 3
RANKRTHBRE, EF—LR2HHRFTURK
%,
KA
R11 #= R12
EEMAs fATF—REBARLA 1B L. 1%
A 1REEA, IN-FEREEF 4Dk K 4d 5-3 6-7T
N
R14 #= R15
SHBmIE H EF 1. 2. 3R4ABRTFHREL £
b RARERTTARANL; REELA 1. 2. 3 & 4
MERTFHBE, X P —SReHRERTFTUARAL,
RA
R14 #= R15
HEEMAEASG KR T —REARLH 148k, 1-7RRE,
1-%2 A, I-N-FEREEA 4-Gok K 4 5-K 6-T3K;
R16 #= R17
E2HBIMRHIERLE 1. 2. 3RANMERTFHRE,
P — e RAHERTF T AR AL,
E¥ 3
R16 #= R17
HEMARASH IR T —RERLE 1-bed K, 1-9RZE,
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-2 A, I-N-FEREZEN 4G9k K 6 5-RK 6-TFK;
RIS ZHRFELA 1. 2. IRA4NMKRTFHIRE, LP—BK
AR T T A AL
RS5Z H; £A 1. 2. 3R 4NMEKRTHRE, X¥F—SReHEKRT
TAREBAN; RFEEF 3. 4. SR ONMEKBETFHIRE, LF—BH
AR T 7T AR AL
R62 H; OH; F; Cl; Br; £H 1. 2. 3R 4ABERFemE, £
—EHAFERFTURAI; LA 3.4.5K 6 MEETFHRRE,
AP —R4RNERTFTARANL;, A 1. 2. 3 X4 M MERTFH
O-% %k, AP —bAoHERTFTURAML; RAEA 1. 2. 354
MRBRFE O-BLER, XF—LREHFERTFTUBRAA;
R7. R8 #= R9
LZA%M3¥RZH; F; Cl; Br; I; OH; A 1. 2. 3R4AMHRETF
ik, AP —BRAHBERFTUHANL; BF 3. 4. 5K 6 MK
RFHIHEL, AP —BReHFHERTFTURERNL; A 1. 2. 3
Ho4NMERTH Ok, AP —BRoHHERTFTUARRML;
0,-S0,-R47; COR47; COOR60; NR51R52; H#-L-G £H;
A\ Z 0 1;
w £ 2 X 3;
R47 2 H; £ 1. 2. 3R4ANMHETFHREL, EF—2i4
HRHBRF T AA; A NR4SR49;
R48 #= R49
ZHBIREH, EA 1. 2. 3IR4NMHETHREL,
AP - R ARNERTFTUARAMN; EF 1. 2. 3K 4
AERBTFHBE, P —2ReHERTFTARMN;
XA
R48 = R49
EEMNARSGHG[RT—REARLH 1--BK. 1R
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A 1RRE. IN-FEARREEM 4Gk Ky 5-X 6-7T
®;

R60 ZH; £ 1. 2. 3RA4NMNKERTHRL, Ed—%X4
BB T T AR RAL;

R51 f= R52
EHBIRH EF 1. 2. 3R4ABRFORE, &
¥ —k RANBRTFTARAM; BF 1. 2. 3 K 4 MR
RFEBE, X F—LA2HERTFTUAHRAN,

HA

R51 #= R52
ML RATFT—RYALEA 15K, 1-REE,
1-% %K. 1-N-FEX%RBE KA 4Gk K 4 5-2 6-7L3F;

L &-CH;-+ -O-. -NR30-. -OCO-. -NR30CO-. -NR30CS-.
-NR30S0;-. -CONR30-. -COO-. -CSNR30-. -SO,NR30-.
-NR30CONR31- . -NR30COO- . -NR30CSNR31-
-NR30SO,NR31-;
£ % R30 #= R31

FHEIHEH;, EH1. 2. 3R4NMERTFHRL,
EP—RoRERTFTAEAINL;, RFELAH 3. 4. 5
RENBERFHTIE, AP —BRLRERFTUR
FAL;

G ARAHR C(OR32) M £F—AREA CH, AR TR
O 3 NR33 K4,

Cp(OR32),Hzp.1.ys H£F—AREA CHy KB TR O K
NR33 X%,

CHyepy EFAAKRS A CH, A B O X NR33 K%,
-(CH,),-COOR34. -(CH),-SO3R34. -(CH;),-N'R35R36R37,
£ ¥-(CHy), £ AH—ANEEANAERTTAMER OR32 &
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#. -CR38R39-COOR40 3 -CR38R39NR41R42,

a Z£2.3.4.5.6. 7TRX8S;

X Z2.3. 4.5 6. TXS;

R32 ZH; £A1. 2. 3X 4N BEFeHEE, £
—BEREHERTTAMANL; XEFELA1.2. 3
RANMNERTHBE, AF—2RoRKRFT
VAR AL

R33 RHARAEZELAE1. 2. 3RX4ANBRFHRL, £
B — ik R AR T Tl AL

b A3 4. 5. 6 7;

y 2.3 4.5, 6 T;

Z3. 4. 5. 6. 7K 8;

z £ 0. 1. 2. 3 & 4

R34. R35. R36 #= R37
LARIMEHIAELA 1. 2. 3RANERT
A, HP—EReWMER T T ARAAL;

R38 &£ -(CHy),-Y;

n £0. 1. 2. 3& 4

Y RAH £F1.2. 33 4ARTFRL, £F
— B REFRERFTUARMML, FEL—ARFA
CH, £ B TA# O. S X NR43 K #;

H#H & COOR44. CONR45R46. NHC(NH)NH;.

EERRFE, BEEAFRFERTE TR

2 % 3INBAREARNK, T AR %L § CH;. CF;.

OH. OCH;# NH;;

R43. R44. R45 #= R46
LORIBREHIERLA 1. 2. 3IRANKR
Fegbek, HF—BAoIERFTAHA
1%
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R39 RHREEA L. 2. 3R 4NMERTHBELE, £
B — ik R AR T T A AL
RO R HRAELA 1. 2. 32 4MNERFeymA, £
B — ik FHE R TF T A AL
R41 F= R42
LEHBIREH, EA 1. 2. 3RANERTY
Ak, LF—BReFERTFTABREANL; RF
BEH 1. 2. 3RAANMBRETERE, LF—BR
&R R T T A RAL;
A+ R7. REARIEFHAF ES —ANLFR-L-G AFAAIRE,
BRATHAEAZRATEE,
HRRB XA K T10EH, L F:
R1. R2. R3 # R4
X fi%5A H. F. Cl. Br. CN. NO,. OH. CH;. CH,CH;.
CF;. CH,CF;. OCH;. OCH,CH;. OCF;. OCH,CF;. SO;R10.
NR14R15. CONR16R17. COORI18 % OCORI1S;
R10 2 CH;. CH,CH;. CF;. CH,CF;. OH. NR11R12;
R11 F= R12
£ f % 132 H.CH;. CH,CHs. CF;. CH,CF3;. COCH;.
COCH,CH;. COCF; % COCH,CF;,
KA
R11 f= R12
HEEMNAEANRRT—R_REARLA 1-tgX. 1R
A 1REE. I-N-FRREESF 4G L8] 5-K 6-T
3
R14 #= R15
£ A ik H. CH;. CH,CHs. CFs. CH,CF;. COCH;.
COCH,CH;. COCF; % COCH,CF;,
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KA
R14 #= R15
EEMARAHKATFT—RERLH 105 L. 1-K2ZE,
1-%% K. I-N-FEREES 4-Dok K 4 5-2 6-TK;
R16 #= R17
£ H%3i¥E H. CH;. CH,CH;. CF; 3 CH,CF;,
CW% 3
R16 #= R17
5EEMAs /KA TF—RYRLE 1B K. 1%L,
1-%%E. I-N-FEREEF 4Bk K 8 5-K 6-LK;
R18 & H. CH;. CH,CH;. CF; 3. CH,CFs;

R5% H. CH;. CH,CH;. CF;3 CH,CFs;

R6 % H. OH. CH;. CH,CH;. CFs;. CH,CF;. OCHs;. OCH,CH;.
OCF; . OCH,CF; . OCOCH; . OCOCH,;CH; . OCOCF; 3
OCOCH,CFs;

R7. R8 # R9
ZH%% 53R H. F. Cl. Br. I. OH. CH;. CH,CH;. CF;. CH,CFs.
OCH;. OCH,CH;3. OCF;. OCH,CFs;. SO,R47. SOsR60. COR47.
COOR60. NR51R52 &K-L-G £ H;

R47 & H. CH;. CH,CH;. CF;. CH;CF; 3 NR48R49;

R48 #= R49
£ B % 332 H.CH;. CH,CH;. CF;3. CH,CF;. COCHs.
COCH,CH;. COCF; 3 COCH,CF;,

KA

R48 #= R49
HEEMAALHIRT—RBARLA 1-#%K. 1R
AL 1REA, IN-FERREEF 4Bk K4 5-K 6-7T
7,
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R60 #£ H. CH;. CH,CH;. CF;. CH,CF;;

R51 #= R52
£ 8232 H. CH;. CH,CH;. CF;. CH,CF;. COCH;.
COCH,CH;. COCF; % COCH,CFj3,

C 2

R51 #= R52
M8 KA TFT—R/E KL H 18K, 1-%R=TA.
1-% %K. 1-N-FRREEf 4-"Dak K 49 5-K 6-7T3K;

L  &#-CH:-. -O-. -NR30-. -OCO-. -NR30CO-. -NR30CS-.
-NR30SO;-. -CONR30-. -COO-. -CSNR30-. -SO,NR30-.
-NR30CONR31- . -NR30COO- . -NR30CSNR31- &
-NR30SO,NR31-;

R30 # R31
£ 8% 3iZ H. CH;. CH,CHs;. CF; 3 CH,CF;;

G REH C.(OR32)Hy EF—AREA CH, KE T Ak

O & NR33 K%,
Cb(OR32),Hzp.1ys HF—ANMKEA CH, XA TUAHE O &
NR33 K%,
CHyeipr A FHAAREA CH, X E 4 O X NR33 K4,
-(CH,),-COOR34. -(CH,),-SO;R34. -(CH,),-N"R35R36R37,
EF-(CHy), 08 1 & 2 /N8R F Tl A H OR32 K#.
-CR38R39-COOR40 #-CR38R39NR41R42,
a &£ 2. 3. 4.5, 6. TR S8;
X &£ 2. 3. 4. 5. 6. 7TXS;
R32 £ H. CH;. CH,CH;. CF;. CH;CF;. COCH;.
COCH,;CH;. COCF; 2 COCH,CFs;
R33 & H. CH;. CH,CH;. CF; 3 CH,CF;;
b A 3. 4. 5. 6 T7;
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R34.

R38

R40

2.3, 4. 5. 6K 7;
& 3. 4. 5. 6. 7X8;
& 132
R35. R36 #= R37
£ B ;2 36% H. CH;. CH,CHj;. CF;3 3 CH,CF;;
& -(CHz)y-Y;
0. 1. 2. 3K 4
AH BEA1.2. 3R4ABRTFHRE, £F
— R RARERFTARANL, FEL—-AREAN
CH, £ E TiA#k O. S K NR43 K #;
A H 2 COOR44. CONR45R46. NHC(NH)NH;.
EESEFE, BuaFREAPRFERTHTUR
£ % 3NBARERK, AT IR KL § CH;. CF;.
OH. OCH; 3 NH;;
R43. R44. R45 #= R46
£ B H. CH;. CH,CH;. CF; &
CH,CFs;

R39 % H. CH;. CH,CH;. CF; 3 CH,CFs;

)%Hs CH3~ CH2CH3\ CF3§k CHzCF;;;

R41 #= R42

A B33k H. CH;. CH,CH;. CFs;. CH,CF;.
COCH;. COCH,CH;. COCF; % COCH,CF;;

£+ R7. REARIBRFHEAFTES —ANLHB-L-G AAMRE,
BETHARPR=RCRE,
EFHNRGEXHGX 11EH, LF:

R1. R2. R3 # R4
£ f®iwZ H. F. Cl. Br. CN. NO;. OH. CH;. CH,CH;.
CF;. CH,CF;. OCH;. OCH,CH;. OCF;. OCH,CF;. SO,R10.
NR14R15. CONR16R17. COOR18 & OCORI1S;
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R10 %2 CH;. CH,CH;. CF;. CH,CF;. OH & NR11R12;
R11 #= R12
£ B3R H. CH;. CH,CH;. CF;. CH,CF;. COCH;.
COCH,;CH3. COCF; 3% COCH,CFs3;
R14 F= R15
4B % 33%kZ H. CHs. CH,CH;. CF3;. CH,CF;. COCH;.
COCH,CH;. COCF; 3 COCH,CFs3;
R16 = R17
£ H3%3i¥R H. CH;. CH,CH;. CF;3i CH,CFs;
R18 £ H. CH;. CH,CH;. CF;3 CH,CFs;
R5 & CH;;
R6 £ H;
R7. R8 # RY
& f#% 3R H.F. Cl. Br. I. OH. CH;. CH,CH;. CF;. CH,CFs;.
OCH;. OCH,CH;. OCF;. OCH,CF;. SO,R47. SO3R60. COR47.
COOR60. NR51R52 #,-L-G £ H;
R47 £ H. CH;. CH,CH;. CF;. CH,CF; 3 NR48R49;
R48 #= R49
2 f % 232 H.CH;. CH,CH;. CF;. CH,CF;. COCH;.\
COCH;CH;3. COCF; % COCH,CF3;,
K&
R48 #= R49
EBMAmaetfART—R_ERL L 1wk, 1-%%
A 1%k A IN-FEREEF 4-G9RKH 5-K 6-T
3
R60 £ H. CH;. CH,CH;. CFs;. CH,CFs;
R51 #= RS2
& f3 i H. CHs. CH,CH;. CF;. CH,CF;. COCH;.
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COCH,CH;. COCF; & COCH,CFs;,

XA

R51 #= R52
HEMAREAHRARTFT—RYRLH 1-05K. 1R,
1-%RE. I-N-FEAREEA 4Dk X4 5-% 6-TK;

L  &-CH;-. -O-. -NR30-. -OCO-. -NR30CO-. -NR30CS-.
-NR30SO,-. -CONR30-. -COO-. -CSNR30-. -SO,NR30-.
-NR30CONR31- . -NR30COO- . -NR30CSNR31-
-NR30SO,NR31-;

R30 # R31
£ 833~ H. CH;. CH,CH;. CF; 3 CH,CFs;
G  RXEH C.(OR32)Hypr s £F—AREA CH, A BTl

O & NR33 %%,
Co(OR32)yHzp1.yy HF—AREA CH, LA TAH O K
NR33 K%,

CHzer1r EFHAANRE A CH, X H4& O R NR33 K%,
-(CH,),-COOR34. -(CH,),-SO3R34. -(CH,),-N'R35R36R37,
FF-(CHy), #7086 1 R 2 MR FT oA A R OR32 K&,
-CR38R39-COOR40 #-CR38R39NR41R42,
a & 2. 3. 4. 5. 6. T S8;
X & 2. 3. 4. 5. 6. 7T&S8;
R32 £ H. CH;. CH,CH;. CF;. CH,CF;. COCH;.
COCH,;CH;. COCF; 3 COCH,CFs3;
R33 £ H. CH;. CH,CH;. CF; 3 CH,CF;;
b & 3. 4. 5. 6 7;
y A 2.3, 4.5, 6 T;
& 3. 4. 5. 6. TXS;
y/ & 1K 2;

38



200480007871. 0

oW B EI17/795

R34.

R38
n
Y

R39
R40

R35. R36 #= R37
A 13 3% 2 H.CH;. CH,CHs. CF; 3 CH,CF;;
& -(CHp)n-Y;
Z 0. 1. 2. 33 4;
AH BE1 2. 3R4NMHKETFHRE, £F
—ERLRNERFTURAMNL, FEL—AREA
CH, X B T A3 O. S 3 NR43 K #;
A& & COOR44. CONR45R46. NHC(NH)NH,.
RERRFE, BuXEALEFERTFATUR
£3% 3INBRERK, FriRBAK AL § CH;. CFs.
OH. OCH; 3 NH;;
R43. R44. R45 #= R46
28313 H. CH;. CH;CH;. CF; &
CH,CFs3;
&£ H;
& H. CH;. CH,CH;. CF; 3 CH,CFs;

R41 #= R42

£ 33132 H. CH;. CH,CH;. CF;. CH,CFs;.
COCH;3;. COCH,CH;. COCF; 3 COCH,CFs;

EFR7. RRARIARFHATEY —AMLIAM-L-GAHARE,
BEATHAER=ZRCEE.
B—ARAEFEF, RAXHHX 14464, £F R1AFR3ZH,
BFH—ANEERFTEY, RAZHGOX IEYH, £F R2F R4 £

Cl.

E—ARAFEP, RAXHGX T/HE%H, £+ RS £ H. CH;

& CF;.

EH—AREFEP, RREXHGX 1444, £+ R6 £ H. OH.
CH;. CF;. OCH; 3 OCOCH;, £t £+ R6 & H #4144,
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E—AREFEF, REZXHGX I HEH, L+ R7. R8 &= R9
£ 8333 H. OH. CHs. CF3. OCH;. SO,R47. SO3R60. COR47.
COOR60. NR5IR52 %-L-G £H, &%+

R47 % H. CH; 3 NR48R49;
R48 #= R49
B33k H. CH; X COCH;;
R60 £ H. CHj;
R51 #= R52
£ B3R H. CH;. CH,CH; 3 COCH;;
L #Z-NR30CO-. -CONR30-2-NR30CONR31-;
R30 #= R31
%82 H;
G ATFTHAHBXHER: C,(OR32),Hzx Cp(OR32),Hyp.1ys
AP —A CH, XA Tiik O K%, CHyvpr £FPHEARE
A~ CH, A4 O % NR33 K#%, -(CH),-COOH.
-(CH,);-SO3H. -(CH,),-N"(CH3)s, £ ¥ -(CH,), $£7L#5 1 &
2 ANERRBRFT A AR OH. -CR38R39-COOR40
-CR38R39NR41R42 X%,
a &£ 3. 4. 53X 6;
X 2. 3. 43 5;

R32 £ H;

b £ 53 6;

y &2, 3. 4K 5;
c & 6. 7HKS;

R33 & H = CHs;

R38 R H.EF 1.2.3 R4 MR FHRE. CHOH.
CH,SH. CH;NH,. CH(OH)CH;. CH,CH,SCH;.
CH,CH,CH;NH, . CH;CH;CH,CH,NH, .
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CH,CH,CH,NHC(NH)NH, . CH,COOH
CH,CONH,. CH,CH,COOR44. CH,CH,CONH,.
COOH. RA. 4-LEFTE . 4ok X & 354X,
R39 2 H;
R40 £ H. CH; 3 CH,CHs;
R41 #= R42
2H%IHAEZ H. CH; 3 COCH;;
R44 £ H. CH; 3 CH,CH;;
FF R7. REARIARFHEAFES —AHM-L-G AFFTRE.
BE—ANEHEFTRF, REXHGX 1444, £+ R7. R8 X R
BRTATH—AZ LG, £% R7. R8. R9 EFHA H. OH. CH;.
CF;. OCH;. SO,R47. SO;R60. COR47. COORG0 ¥ NR51R52, #%
AR EX COOH; #ARLXHGX T1/4E%, £+ R7. R8X RYE
FHAPH—MRLG, £E R7. R8. RO EFHEL 42 H.
B—ANEETREY, RLXHGX I 04%, £+ R7. R8 & R9
BRTHATHHNSHARZLG, R7. RSEXRIERTFHFTH—INRZE.
KEKikL bl FTHEAX 4.
N-[4-(6,8- = #-2-F %&-1,2,34-09 E R Eok-4-£)- K %]-2,3,4,5,6- L5 % -
B,
N-[3-(6,8- = #.-2- F %-1,2,34-0 S F£ok-4-5K)-KK]-2,34,56- 28 %-
B,
N-[2-(6,8-=#.-2-F %-1,2,34-0W & Fdak-4-K)-KK)-2,34,56- 25 %-
OB,
N-[3-((S)-6,8-= #-2-F %-1,2,3,4- 09 § Feok-4-%)- K %]-234,56-2%
A-TBuAR,
N-[3-((R)-6,8- — #&.-2- F £-1,2,3,4-W9 & f-bok-4-%)- K K ]-2,34,56-%
X -TBLAE,
1-[3-(6,8-=K.-2- F %-1,2,3,4-v9 KA Eohk-4-K)- KK ]-3-2- L A-1- 27
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A-TE)-Bk,

1-[3-(6,8-— #.-2- F %-1,2,3,4-9 KA Eohk-4-%)- K K]|-3-2-& %-1,1- %
BYR-TE)%,

1-[3-(6,8-— #.-2- ¥ X-1,2,3,4-W & F-Eohk-4-K)-KXK]-3-2,34,5,6- 2 &
A-T )Mk,

1-[3-(6,8- = #.-2-F %-1,2,3,4- 09 A Fok-4-%K)- K K]-3-(2,4,5- = & % -6-
7R Sokdk-3- )-8k,

{N-[3-(6,8- = &-2-F %-1,2,34-0 KA EM-4-5K)- KK ]-N-(1-F K-2- T
)k,

FALN-[3-(6,8- = #.-2- F %-1,2,3,4-F KA E%k-4-5)- K K]-N*-(T £-2-
= FR4)K,

{N-[3-(6,8- = £-2-F %-1,2,3,4- 09 & FEohk-4-K)- XX |-N-(1- B %-3-
£-2-A X)) R,

{N-[3-(6,8- = #.-2-F %-1,2,3,4-09 S A E-4-5K5)- XK |-N-(1- R E-4-R
ERE-2-T X))k,

3-(6,8-— #.-2- ¥ %-1,2,3,4-W £ F 4 k-4-55)-N-(2,3,4,5,6- 2 & K-TK)
X T BLAE,

3-(6,8- — #.-2- F %-1,2,3,4-09 H FEhk-4-%)-N-Q-Z2E-1-£2FX-2%)
KT Behke,

2-[3-(6,8-— R-2-F %-1,2,34- W KA Eok-4-K)- XFBEAX]-3-BAR
B,

2-[3-(6,8- = #-2-F %£-1,2,34-W R AEdk-4-K)-XF B RE| R4 8,
2-[3-(6,8- = #.-2-F %-1,2,3,4-09 KA Eok-4-5K)- K FBAX|-4- /348
B,

N-[3-(6,8- = f-2-F %-1,2,3,4-09 KA Eobk-4-K£)- KK [-N-[1- 8 K -5- 36
A-2- % KAk,

{N-[3-(6,8-=#&.-2-F £-1,2,34-0 K AT H-4-5)-FK]-N-(1- B K -4- K
EBE-2-TH)%,
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{N-[3-(6,8- = #-2-F %-1,2,34-W S FEMHA4-K)- XA |-N-(1-RE-3-2
A-2-FK) Mk,

1-[3-(6,8- = #.-2-F £-1,2,3,4- W E A Eh-4-K)-KXK]-3-2- £ %-1,1-K
7 ER-TE)K,

1-[3-(6,8- = #.-2- F £-1,2,3,4-W9 & F Eok-4-K)- K K]-3-2,34,5,6-L &
X -TX)-Bk,

5-(6,8-— F.-2- F %-1,2,3,4-09 §FEok-4-K)-N,N- R (2-2 %-1-2 F %-
T )18 & — B & (isophthalamide),

5-(6,8-—#-2-F £-1,2,3,4-09 KR EH-4-K)-NN-RQ2-FK-1,1- 2 T
A-TR)A R =_BlE,

5-(6,8-—#.-2-F £-1,2,3,4- W9 E R EH-4-5K5)-N-R(2- 2 K-1,1- £ F X
LA K _BRk,

5-(6,8-—&K.-2-F £-1,2,3,4-9 & FEok-4-%)-N,N°- 3% (2,3,4,5,6- 2 & % -
) K — Bk,

5-(6,8- = &.-2-F £-1,2,3,4- 0 K F$ok-4-%)-N-(2,3,4,5.6- 2 2 % -TX)
8] R = B AE,

2-[3-(1-F K -2- K L E-RE TBEA)-5-(6,8-—R-2-F X-1,2,34-TEH
dok-4-K)- KT BAK]-3-BAAK,

N-[3-(6,8-=F.-2- F %-1,2,3,4-W9 £ A E-4-5)-F K ]-2- R K-S K- X
B Rk

N-[4-(6,8-=.-2-F £-1,2,3,4- W & FEobk-4-5)-F K ]-2- 8K -5 K- K
BBk,

2- R -N-[3-(6,8-=£.-2-F £-1,2,3,4-0 & e ok-4-K)-F K ]-3-(1H-%%
43K )- ) BR AR,

2- & K -N-[4-(6,8-=F.-2- F %-1,2,3,4-09 & FEok-4-K)- X KX]-3-(1H-=
4o K)- 7R BB

(3-[4-(6,8-—F.-2-F £-1,2,3,4-09 &R Fok-4-4)- KKK X}-T M TEE,
{3-[3-(6,8-=F.-2-F £-1,2,3,4-09 £ A Eok-4-K)- KK |- K)- LB T8,
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{3-[2-(6,8- = &.-2-F %-1,2,3,4-08 A Eohk-4-2)- KL - E)- TR LR,
{3-[3-(6,8- = #-2-F %£-1,2,3,4-09 K FEok-4-55)-FK K] X)-T 8%,
{3‘[4'(6’8":&1'2" W 2‘-{'1929334'29 i%%#"‘t‘g)'xil'ﬂ&g}- & & ’
{3-[2-(6,8-=#-2-F £-1,2,3,4- W EFEoMh-4-£)- KK |- B £}- T,
{3-[3-(6,8-—R-2-F £-1,2,3,4- W KR EoH-4(R)-K)- KK |- X)-THT
g,

{3-[3-(6,8- —R.-2-F £-1,2,3,4-9 £ A EM,h-4(S)-X)- XK |-RK}-TRT
B

{3-[2-(6,8-=K-2-F %-1,2,34-09 H A EH-4(R)-X)- XX |- X)- LR T
B ,

{3'[2'(678‘:"&'2' ? g‘l ,2,3,4-@ ﬁ.%“ﬁ“’ﬂ‘A(S)-i&)-Kﬁé]-B&ﬁt}- ZJ & ZJ
B ,

{3-[4-(6,8-—&-2-F %-1,2,34-W H A Ek-4(R)-K)-E K- % X}-TH T
B ,

{3-[4-(6,8-— #.-2-F %-1,2,3,4- 9 KA EHR-4(S)-X)-F X )-KRE}-TRT
gg b4

{3-[4-(6,8-—#.-2-F %-1,2,34-9 R FEok-4(R)-L)-E X |-k L)-T 8,
{3-[4-(6,8- = #.-2-F %-1,2,3,4-0 K FBok-4(S)-X)-F K-k X})- T &,
{3-[2-(6,8-= #&-2-F %£-1,2,3,4- W9 £ FEHh-4(R)-X)- KX )-hX}-TH,
{3-[2-(6,8-=F.-2-F £-1,2,3,4-W9 K FAE9-4(S)-K)- KK ]-L)-TH,
{3-[3-(6,8- = #-2-F £-1,2,3,4- W & FEh-4(R)-XK)- XL |-RA-T#,
{3-[3-(6,8- = &-2-F %-1,2,3,4- W9 KA Eo9k-4(S)-%)- K K- £ )-T#,
[4-(6,8-—&.-2-F %-1,2,34- T K FEk-4(R)-X)-FE]-RELTH 2-F &
A B8,

[4-(6,8-=#-2-F %-1,2,3,4-1 & Eo-4(S)-K)-F R |- BA TR 2-FTH
A TR,

[3-(6,8-=#-2-F %-1,2,3,4-09 KA EHh-4(R)-£)- K E)-RE TR 2-FH
XTEg,
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[3-(6,8- = #.-2-F %-1,2,3,4-0 KAEHK-4(S)-K)- XX BRA T 2-TH
X TEs;
ABEMYTHERA A= RTBE,

FELEMAEGRLE TANK I4LEH:
N-[4-(6,8- = #.-2- F %.-1,2,3,4- 9 £, F F9k-4- £)- K £ ]-(2R,3S,4R,5R)-
2,3,4,56-L % % - T8 E,
N-[3-(6,8- = #-2- F %-1,2,3,4- W9 & 7 Eok-4- K )- K X ]-(2R,35,4R,5R)-
2,3,4,5,6- 5 & X - T BLAE:,
N-[2-(6,8-= #.-2- F %-1,2,34-13 & F Eok-4-%)- K £]-2R,3S,4R,5R)-
2,3,4,5,6-% & - T BLAE,
N-[3-((S)-6,8- = #.-2- F %-1,2,34- 9 & F Tk -4- £ )- K £ |-2R,354R,
5R)-2,3,4,5,6- 5 & % - T BLAE,
N-[3-((R)-6,8- = #.-2-F %£.-1,2,3,4-m9 £ 5+ ok-4- &) KX |-2R,3S,4R,
5R)-2,3,4,5,6- L &k -T BEAE,
1-[3-(6,8- = R-2-F %-1,2,3,4-W KA ETok-4-K)- K K]-3-2-£%-1- 27
A-T )bk,
1-[3-(6,8- = #&-2-F %£-1,2,34- 09 K FEok-4-%)- K XK]-3-Q-£ X%-1,1- R
BEE-TE)K,
1-[3-(6,8-= #.-2-F %-1,2,3,4-9 & FEhk-4-%)- K K ]-3-((2S,3R,4R,5R)-
2,3,4,5,6- 2 %-T )M,
1-[3-(6,8- = #.-2- F X -1,2,3,4- W & & E 9k -4- % )- X X ]-3-((4R,5S,6R)-
2,4,5- =5 K -6-2 F A -v9 S obwh-3-K)-B%,
{N-[3-(6,8-=#.-2-F £-1,2,3,4-09 & FEok-4-X)- XK ]-N-(1-5 %-2- T
) Bk,
FALIN-[3-(6,8-=.-2-F £-1,2,3,4-9 & & ohk-4-2)- KX |-N°-(T X-2-
ZFRE)VE,
{N-[3-(6,8-—#-2-F £-1,2,3,4- W K FEol-4-K)- KK |-N-(1- R X -3-%
A-2S-7 X))k,
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{N-[3-(6,8- = #-2- F £-1,2,3,4-09 & F S obk-4-5K)-FK|-N-(1- R E 4R
EHRE2S-T X))k,

3-(6,8- = £ -2- F % -1,2,34- W & # & %k -4- & )-N-((2S,3R,4R,5R)-
2,3,4,5,6-F ¥2 .- T R ) K T Bu ik,

3-(6,8-—F.-2-F £-1,2,3,4- 09 K FEk-4-£)-N-2-ZX-1- 2T E-TK)
AT BLAE,

2-(S)-[3-(6,8-=&K.-2-F %£-1,2,3,4-19 £ EoR-4-K)- X FBRK]-3-24
R,

2-(S)-[3-(6,8-=F.-2-F %£-1,2,3,4-09 H 7 Eohk-4-5)- K FBRK|F348,

2-(S)-[3-(6,8- = H-2-F %-1,2,3,4-09 E R/ Eok-4-K)- X F Bt K K]-4-5L34

Bt B,

N-[3-(6,8- = #.-2- F %-1,2,3,4- 09 & A E9-4-K)- XK ]-N-[1- 8 X -5-I8
X -2S- R AR,

{N-[3-(6,8- = #.-2- F %-1,2,3,4- 09 & F-$H-4(R)- £ )- XK |-N-(1-R &
4- R A X -28-T X))k,

{N-[3-(6,8-=#&.-2- F %-1,2,3,4- 09 £ HEH-4(S)-£)- X K]-N-(1- & K 4-
FAHLE2S-TE)K,

{N-[3-(6,8- = f.-2- F %£-1,2,3,4-79 R F EH-4(R)- K )- XX |-N-(1- &L
-3-¥2 %-28-A F) Mk,

{N-[3-(6,8-=%.-2-F %£-1,2,3,4-19 K Ehk-4(S)-%)- XX ]-N-(1-H X-3-
72 %-28-7m )k,

1-[3-(6,8- = #.-2- F %£-1,2,3,4-09 £ A4S Hh-4(R)-£)- K K]-3-2-# X&-1,1-
R FA-TRK)-Bk,

1-[3-(6,8- = #.-2- F %-1,2,3,4-79 & F-E3k-4(S)- X )- K K ]-3-2-& %-1,1-
R FE-T )%,

1-[3-((R)-6,8- = f-2- F %-1,2,3,4-v9 R 7 Eok-4-K)- K K]-3-((2S,3R4R,
5R)-2,3,4,5,6- % & - T K)-Fk,

1-[3-((S)-6,8-=F.-2- T £-1,2,3,4-09 &t Eh-4-%)-F K]-3-(2S,3R4R,
5R)-2,3,4,5,6- 5 2 % - T %)-Fk
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5-(6,8- — #.-2-F £-1,2,3,4-09 §FEhk-4-55)-NN-R(2-£ XK -1-2 F & -
A )R X Bk,

5-(6,8-— #.-2- F %-1,2,3,4-09 KA Eok-4-K)-NN- R (2-& K-1,1- K% F
A-TEX)ya X - Brrge,

5-(6,8-—#-2-F %-1,2,34-19 KA E%k-4-5)-N-2- £ E-1,1-EF X-Z
AR XK Bk,

5-(6,8- — &.-2- ¥ % -1,2,3,4- 9 & 7 £ %k -4- £ )-N,N’- % ((2S,3R,4R,5R)-
2,3,4,5,6- 2 2 K - T K) 6] K = Big,

5-(6,8- = & -2- F % -1,2,34- W £ F & % -4- £ )-N-((2S,3R,4R,5R)-
2,3,4,5,6- A £ K -T X)) K Bk,

S)2-[B-(S)-1- B A 2- LA LA -RAFTHE)S-(68 —K-2-FTA
-1,2,3,4-9 R Ehk-4-K)- KT BREAL]3-REAAK,

(S)-N-[3-(6,8-= #.-2- F %-1,2,3,4-T & FFok-4-K)- K K ]-2- KK -5-8
- R BLAEE,

(S)-N-[4-(6,8-=FK.-2-F %-1,2,34- 09 £ FEok-4-F)- K K ]-2- K& -5-4
AR Bz,

(S)-2- & X -N-[3-(6,8- — & 2- F £ -1234- W R F Eok-4- %) X
AK]-3-(1H-sk = -4-K)- A BRAEE,

(S)-2- & & -N-[4-(6,8- — &K -2- F £ -1234- WA F Tk 4- %) X
A]-3-(1H-sk = 4- 2 )- & BL Az,

{3-[4-(6,8- = F.-2-F £-1,2,3,4-0 £ FEobk-4-%)- K K- K}- LR TE,
{3-[3-(6,8- = F.-2-F £-1,2,34- W HFEok-4-£)- KK |- B K- TR TE,
{3-[2-(6,8-—#.-2-F £-1,2,3,4-v9 S FEobk-4-5K)-F K- BRK}- LM TE,
{3-[3-(6,8- = #.-2- F %-1,2,3,4-9 & FEohk-4-K)- KK |- K}- LB,
{3-[4-(6,8- = #-2-F %-1,2,3,4-w9 & E-4-K)-F K| X}-TH,
{3-[2-(6,8-=#-2- T %-1,2,3,4-W £ Eh-4-K)-F K- X }- TR,
{3-[3-(6,8-=K-2- F %-1,2,3,4-W K FEH-4(R)- 3 )- K K- A}-TRT
B,
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{3-[3-(6,8- = #.-2-F %-1,2,34-09 KA Eok-4(S)-£)- XA |- A }- 28
Bg ,
{3-12-(6,8-—#.-2- F %-1,2,3,4- W RS ok-4(R)-£)- KX |-BA)- 28
B8
{3-[2-(6,8-— #.-2- F ££-1,2,3,4-19 £ F £ H-4(S)-X)- X K- AR T
B8
{3-[4-(68-=R-2-F £-1,2,34- 09 KR $ok-4(R)-£)- KK |-R X }- 28 T
B,
{3-[4-(6,8-—F.-2-F £-1,2,3,4- 0 & Eok-4(S)-£)- XX |- X)- 28 2
B8 ,
{3-[4-(6,8-— #-2- F £-1,2,3,4-0 KA EM-4(R)- £ )- K K- X}- T8,
{3-[4-(6,8-= F-2- T £-1,2,3,4-1 £ Eok-4(S)- £ )- KA X} T,
{3-12-(6,8-= &-2-F £-1,2,34-09 K FEok-4(R)-£)- KA |- B X )- T #,
{3-12-(6,8-—&-2-F %-1,2,3,4-09 & FEok-4(S)- £ )- KA - A )-8,
{3-[3-(6,8-— #.-2-F %-1,2,34- W9 R A Foh-4(R)- £ )- KA - R A )-8,
{3-[3-(6,8-— #.-2- F %-1,2,3,4-09 K F-Eok-4(S)-)- KA |- X )- T8,
[4-(6,8-—#-2- F %£-1,2,3,4- KA EMH-4(R)-XK)- KL |- RATE 2-F &
X z#s,
[4-(6,8-—#.-2-F %K-1,2,3,4-09 K FEok-4(S)-4)- K& - RE Fat 2-F L&
X 78,
[3-(6,8-—#-2-F %-1,2,3,4-09 A Ek-4(R)-£)- KX |-RA T& 2-F &K
XTEgE, F
[3-(6,8-—&.-2-F £-1,2,34-0 K HEoh-4(S)-2)- KA |- RA TR 2-FH
X TBR;
ABEMOTHRE A= R TBE.

G AT ATEH Co(OR32)Hopur AR TIAR HA MR L 4844, X
FHEEERMOREE, FloAEBMETLERIG S LA LGRE
#, TEANERS L L SXERTFHMAS, A, X Cy(OR32),Hy,
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ikt 3 BEMHGIRREERKE. ¥ CH, 2 AFBRA O FAEH4P
v o MR B K R R RIS MR R R, EEde ] 9 AT R,
GETUMEERESTEFE, LEAITRERBAEAIREBAREAETREA
b, EXFMFHALT, RESBKATHRARCKAEZREAL F. K4
B4 0 AL T R3S F.

LR IKAHEA—AREARTHF S, SMTRAESARII
A SKRME., ST AAZRAFHAR, sturik, dEatarik, sh3Y
P BRI BGREWHY XA E.

AEPOEXIRAINYHALERMAT X,

RERTFATARZ AR IEAY. LER TFEMNFHFRAELR
HALECRTFENRRKEEILY, Al fRXRERTHEIRRELRTF
Bf. R ARTFEANEHATE. TE. EREA. ARE(=1-FATX).
ETEA, FTEC=2-FEARL). #FTEACL-FARE). RTE(=1,1-
ZFEATR). ERE. BAEA. AL, FAEA. TA. EE. FA.
HiEHFRERTFHRATE, TEA. EAL. /A, ETEA. &RTL.
EXRE. ETEA, ERARTAY, —AREA. #ldo1. 2. 3. 4. 5.
6. 7. 8. 9. 10. 11. 12. 13. 14. 15. 16 R 17T N ERFTAHERE
FRA. REAEARKARTFAMEAAZATA. 222-2 2%, ZR
ZE. ERAARE. BRORERTFATAEEENE 44T LHRK,
Bl e KR, EREARTFEAY, —AREA CH, XHTEAH O.
NH # N-3t £ K%,

HEARTATURIANN MY, ZLERATEMNFTFRERAL
if, Bl E RARERERTFAY. SR ERFATUERBASMLERAR
tafety, BFEARTHOERGIAAHEA. THE KHFEX. THEIR
R, EMBEARTFAY, —AHEA. Fld=1. 2. 3. 4. 5. 6. 7. 8.
9. 10. 11. 12 X I3 AN KR F TR AR FRAR. RAHEHERTH
TAEEERE KA TARNK, Pl B ARA. 24K EXRFEY,
— AR BN CH, AR T O. NH R NI K,
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BEARFATUR MR IHAY. XLEATFENEARRE
B, BRARFHAMEHA FEEEA., ZBA. ABREARNTEA. ABAR
FHP, —AREA. Bl 1. 2. 3. 4. 5. 6 R TAERFTURK
R TF IR

FREARFRYESAIRAL, RTEA. FRE. RTEA. XRE
HKFRFE, EXRERTFAF, —ARZA. Fld=1. 2. 3. 4. 5. 6,
7. 8. 9. 10. 11. 12 X B AERF TR FRNA. RAMFEL
BFEATAEEENE G THRNK, Pl iRK, KELARTH
ETARSXUHX, PREAREEIFCRESL, FlTEARIER
HoAFE, EXREARTAT, AR5 CH, AHATAHK 0. NH
FH N-REKH.

Xﬁﬁ%aTuiiﬁﬁwi%&ﬁﬂ%mﬂ%&%&#i%&
K, Hldd, —R=ZRNK. EEEXRFHRBERAN, ERAEFHF AR
BAMERREAGRRLE., XRAHERA FEARRERE, ZEAKAF
PHBRRNELRTE. RARARTAAHlFE. 1-REATEK 2-
FAZA, EERRGEELRTAY, BAKTRAET 242, 342K 4-
f5, ZBRARKELETIAE 2,345, 2,442, 2,545, 2,6-4%. 3,4-4L K 3,5-
LA BRAR., EZRAGEELRTFAY, BARAETUAET 2,3445. 2,3,5-
fi. 2,4,5-45. 2,4,6-45. 2,3,6-4L K 3,4,5-4%,

REAFRFHARIMGSARANLSY, HF—NMASNKRARTAR
BF. HEFELETF, #ld1. 2. 3RA4AMARERTF, 1 R 2HEETF,
1R 2ABETF, RERRRALRTFHEE. #FARTFTATUELRR
AL B4, Flieilif 145, 245, 3-4%. 415, 545, 64, 7-1E K
8-11 424, ’“%kﬁ%m'ﬁx;&ﬁtﬁuﬁw KRERFEEARFE G R T HE
REBK, flidt, —RZBRK. 2FEF %0 2-K 3-E9E, 2-4 3-
skl gk, 1-. 2-3% 3-SR, 1o, 2-. 4-3 5-Ke kK, 1-0 3-0 4-3 5-b
o X, 1,2,3-Z 1., -4-K-5-%, 1,24-=7-1-, -3-K-5-K, 1-K 5-09
B, 2o, 4-F 5-PReR K, 3., 4.3 5-Eee A, 1237543 5-
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X, 12478 —ep 3 855K, 1,34-"F = 2 X K-5-K, 2-. 4-K 5-Ee4
X, 3- 4R 5-FEer ik, 1,34F o2 R-5-%, 1,2,4- K 2 mk3-K-5-
A, 12,3 B o 4-K-5-%, 2-. 3-HK 4w K, 2-. 4-. 5-R 6-FERK,
3-HK 4k A, b A, 1-. 2-. 3. 4o 5-. 6K T-UHHRE, 1-. 2-.
4-F, 5-Ffokod &, 1-. 3-. 4-. 5-. 6-K T-%IE, 2-. 3-. 4-. 5-,
6-+ 7-3 8-&ukik, 1-. 3-. 4-. 5-. 6-. 7-X 8-FHHE, 2-. 4-. 5-,
6-+ 7-3 8-Erekok i, 3-. 4-. 5-. 6-. 7- 8-"EokK, 2-. 3-. 5-. 6-.
7-3% 8-EBAE, 1-. 4-. 5-. 6-. T-K 8-BREE. LKL EHESHH
# A N-Biedy, BF, #lde 1-BE-2-. 3-R 4w A, ik 5-K 6-TH
R, Hldoskeb K| b K, kB K, e wek g e E X
Favtsg XK,

%A CH, $ 03 REAERKE CH; AR, AZIFHALTAR
A CH,-H £ H .

EHRATHEX TGN F .

HEAARAX TS TUNFEBRITK IV THHE. #RIZ
TR WG, FRATMNTAELRAAEBERAR 43787 E A
B #9 %F 2K RAC 3k AW TIT Fota AL 44 F A A

R4 R1
R2 R5—NH, R2
| N
R3 X R3 “R5
R4 R4
X = G, Br
1 \

AKX XKFBGFERE IV ZREAABBERAR SotiH (A
LR -k KBRS VRAL.
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R8 8

RO R7 R9 R7
R N R1
o .

vV Vi

o- B K LR AY VT ABRRB LRGN G R T RE LR
Ak RT3,

BITER VI PHEE. REK AT VII #478BARLERL
Tetrahedron Lett.; 1989, 30, 5837; Org. Prep. Proced. Int.; 1995, 27,
ﬂﬂTuﬁﬁﬂﬁf%ﬁﬂﬁﬁﬁwi%é%l

NaBH, i

A j}-|+/

R4

% R6 2 H B, AT o X 1A A #lde et dh VI 4| & (5
X, Chem. Phram. Bull.; 1994, 42, 67), F# 2 # TN X-2F/E#H, RE
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HAT I FARA AU 2t 3K K 69 F 43 (B L Chem. Phram. Bull.; 1995,

43, 1543).
R8 R7 RS
RO y
P SN BuLi o OH
: e
R2” Y Ra Ly
R3
Vil IX

VA FY 75 XA R A8 BE IX TrhiBit Cdo ikt A HE AT A W,
B do A E 47 4 17 B 6 Bk B8

ATHERE-SXGEMBI), TABTCFTERETH XK
ATBE X £ o428 Re A, FFE Ed XI TiABiLARAF k1L
A A8 &) BB XTI, JE Pictet-Spengler A B A ¥ BEA: XTI 3514 34 BT & ¢4
w9 S FE% I (£ L Tetrahedron; 1987, 43, 439; Chem. Pharm. Bull.;
1985, 33, 340).
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R8 R8
R9 @ R7 ' R9 @ R7
R 1. LDA .

R2 2. R6-X R2 R6

. O COOR — " . O COOR

R3 R3

R4 ' R4

HCHO/LIAIH, ' R,

Xi

L-G BRREL R7. R8 & RY 1249484 T k4l deB BB K.
AXHEALT, LESRSBEAKT R7. RERX R EFHFTES—A
A NH; 3 COOH AHAHBXALE. TUBRBBEIAFARBRAR BsnthF X
BOBMRTFH, FHEABEERBRBILARZ LR GTER)S
NH, 1664 XIII 443 & 1% 48 b B (] 2o # 48 B2) 55 48 5L 49 -COOH b4
) XIV 424, A B BLE B (carboxanilide) Ia & F BLAE Ib.
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R'-COOH

18 BR AR H

Xiti la

R"-NH,

G SR

b

EXNMEXIVAAHT, RIEZRIAFAS G LAELSA4E
MABRPH XK EG T A,

B AT IAZBRABEAARAR st F XAITARSTF X1 445
KA .

ERTHRET, NIKAIHATRROAH-AXHKEENHE). £
ERA-A#HTEG 32 (NHE3)HIFH A,

HEAHP-BXREE 3 TH(NHE)# & H W ek 2 £+ 5|
¥+ WO 03048129 ¥ A #if . & #| ¥ 3% WO 03055880 #5i& T 4 % NHE3
W GO EFERB LR A HE. R, ZELSHEHTE
BT EREREAIABE, VREZEAEAANBREREHFH
RAETEFAERRGRENLEY.

NHE3 A TEFF kN, Rix AL, B F A (Larry Fliegel
¥, Biochem. Cell. Biol. 76: 735-741, 1998), {2 & &, 4 /& F i & (E. Ma
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%, Neuroscience 79: 591-603).

HFEMEAEHRS NHE- W4 A, X145 HiELSA FHRG
%97 ® NHE #LF/R &4 NHE FTEE 8 RE. RLBRAHHA
BYBRRGRETEERFRAERFFHESRFIRBAE,

Bk, RELAE NHE FHHELA TFhF s hfe/RBRETR
B R,

HFEMGHERR, KRN LOMEFEA DR REE
%, RASKRPHER, TATHRGERERA THFRE, & TATHHT
W, ERXFFHLT EMEATREEF XFH A XKV $ehif i
BT FEARELEFEN, FARRLFEYGSEETSHFL. &
FEMEA4TREARG A b F LSRR, AT R @R
Na' /H' XBMEBHER, KLXAFAGX ITEBTURKSTHE®
& FRLGERIRUEMTISGIBE BRI B EEFLGRENS
Y, LGREEAFRAMINGHGARE, bl EREBHET, EXFHE
ATFTRRRAREHTAR FTRPH/AEZE, EBRFEARPITBRGSE
B, Pl EAABBRLBERLANIEY, ARERB Z 2R
T . ATEACE % AR 0EFRYF RN Hllest SRR E LEH
T REFRAANSEHREERPERAGEMENST Y.

R|EN42T L FLREGERPUER, RS HELESEHS
TAHABERGE. LKL CNS Setedisbdy, EXFEATEMNESR THle
B PREIBAM. B, REARFAUX IS YRS ESATER
BFH XKL, BB EHAL. SREKREL. KR EEFHRKEFE
B MR,

%o, Frid b hiFFtRAHNNRE, BRATFEFTHIERR
FEFk AT PR PAEMSRSHH P R (F 4o b AR EERER Y
1. BOLKR., RESE). AAAEFRER, KHE RS HGFAHE
B, HuLEEEE T RREA, MEAFRRAYBRSRYES. 424
$& B o 3 2K B oo JE 0 & M e S M A BT R R
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Fri& At a4 im LA ILA BRE, Bm4lits. B,
B B A B A F)30  T H & TREr Foid 57 B AR ~F R 4718 e JL A 48 £ 1
FERERGEN SR THERG RS TTRAEY.

WA BERAFB Y FERTEAGER, X NHE 375 A 5%
B BT B 47 4] ) (Bl dm LB B )G LA R A A, EXFAHATELI AL
KRBT H, BRRYHEmtRiED,

HI, REFRGUESHESEA AT RAG I PHAZEAETE
HKEFFEEGRARFREGHY, HANRATATARRYAR. FHRF
RHAMEEMAEZIREE, SEWHRRS. BEEMEFR, LTHARE
# NHE 3% %] 5] 7T A 2 342 B 3 55 5 6 8 M0 B R R 5 78 M
4 2k K BY. BT B 47 4 F ) 4o T B BR VA B R © NHE 47 %1 7] 3k 44 4R # 1 £
- B R Xk EZ G (NCBE) I H H 4412 A .

CR2XA, RARFAKKESHERBREER, BITAHF 3
HBEBHNIA FHERNEHHFLF.

FHot, RERGISHT AR F A T RGF06 55 b Rk A
FolAME BRI FRGERES R ERE ., X EHEE T 4o
MAE LT R, EbleEFAMINELE LEKTE, TH
FRMEMEHRAKRRY HHELTE.

OB ERG R T AR T i1,

G5, RERAHAGX I oYt meim LA e n, i
SRS e TR, Bk, XIS TAAEL
Fan 3 T R R A M R R R B AR NMEG ST A, BT
RAERSHBRBHARALH] . ST RBRFBRIBHFLEGHFT . STRERER
3B, BIE. CPETRCREARFE RN, FHLEALREFEL. BF
X E¥ A H A REXENE)IWR, BRTHTFHE A~
BRARESHRBIER T REARTHREXRGHELF.

AL PSR BRN-RTFRA#IEZTAN/H X HE
B)FEIfl, BROHEEALEARSRERLALEZTLE., FHIARBHEEL,
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BRARF)FPABRES R FHA L @mIOP osrmpl ., o 48R & e+
&, B, REABAKRADEAMAKBRHFRNEGHF L,
Bl EMAELEHN, ATFARZFRE S HLEARFHRBAEEL, &
FmFal kARt EE. WEREFHIREEX.

A5, NIRSHESATHRERG]R, ATAGELENH AR
A mnE, FleREARGLE, BACNRY AEFZTLTHTIE R
%3t NaCl &R0k, BHib, EMNELEFTES AR TFLTELELT
M) 64 48 Fo ) F 4L IKAE . Bldm, BT A 5 B A R A4 A 64 F) A F .
HARF . RERSHBERERANES, SR EEE. BEME.,
KB, kB, bR, HEEK. ﬁ%&ﬁ FTAEH, RFE
. A, KA NHE ##HTk5 ACE#WHIHALER, HlbE
AREH., RAZAHRFREF . LCHAGESIREEA p-FLAHH.

Fii& &) NHE ¥ 4| H B AT AR TRE G 7T ot R RE, B
A4H NHE #F#H, eMekerslo RAFGRE, ETHH X
BB T 6L BB, ARG RA £4&(von Willebrand)E F.
B, KA NHE WHIHNTAE X CRBEEZHRLSHEE, Hl=mTBt
Ko, BoBEREAA. Xa BFRRA. ﬂﬁ%%%éﬁﬁﬁm%%
. VIIa B FRHHEHNF. KL NHE #7 4 # 5 NCBE 37 % 6584
B RFANA B,

LLEZEN, NHE WHIF st hF B EO LA AGEAH. MAHE,
o fgRPIHIMAYGHEEEnE, HASIRELELETRG. LER
ACHEHERAHMEEZLAREAE. B, BRASGHLFREOTSHARBAE
BRALRG T Al B R EFEEM., Bk, KAWHAAKGKASHTE
WHRBEARAREERA TR AN BIHRBAELRG . 2LAH
NHE ##|H T #l3b s L CRHIRBLFERRSES, Flio N4
KB F. LD2 LAREMNE FA T W4e MD-700 = LY295427. F2[E B X,
A it B Rk P ) A R AT X R F 2 B B o sE B A e AT, B R4
T FRAET, EFFRALDERREZSEHYLETRPEAEX 114
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SHRAR TG Fail FRRSHBREBE . 5L F 0T 5 £ S0 18] BREE AT
BRBHIT RAS BRI, £ TR Y KA S PF LB o
HREAREGESHY,

FrideHeTIARTHRAOREDHITFEEGER, LEELSH%
ATEM. A5k, FREAWESA TEFAALREFE R, doi. &,
A E &,

REFEEMGRPER, FRALAHLESEARBEEfFZ KL S
K,

—BmE, XEAMRY NHE #HHTUAF AL E A @RA
pH Hj{LaHhii4, THRGEARKER KBTI & H . HBAEET
BERGWR-ERELDEHEE O XA RARRD-FBRE LR
REGQHIHAARLE NHE #4134, 4lde2t 1€ NHE B8 LA 4|
R GIFHA, BACMTAMBRXZ A NHE 345 643538 %48
X pHAFHA.

B b, ATiEACA-HTH 3k T4 -&FE Foib 57 88 IR R 5 1552 L
NAAXRMTFRRAFNHE Y, &GRS TTHGEY,; &% 0Ee
B, SleRABREER. AGRLTHEENEY,; HERB LT
YRGB EROFFREINFLGRELELE RS, TR, A
BRUERARS  BAEFHEY, FELTRAAREREFREETH.
HARFAEROR/IG@ZAFHEE A AGERERONUEY,; 46
I ML B B g 6 B 4; H B TR S AR AL T AR Ao B ARk AR B AL 84
B, FEMGAET BREBKEAGEHELNRESHY,; HEH
Bheib i AL RERTHEL G REGHY, 4&% ﬁﬂ‘%‘iii%&
Hd; HEERLEHF. Kk hF EREHLEACE)TFH A .
BH %@m#rmimﬁ%%ii%%fmmamﬁﬁﬁ&&%%
W, AR, X 14 NHE #7455 Ko 8 K -F 69 b 7E M R4
ﬁHMG&mﬁﬁﬁ%%mwﬁ%&ﬁw&ﬁﬁmﬁmmAE*#ﬁ
BUEE, BHFLAGE LR FE MK 14 NHE & H ¢ B0
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R, BEGRAHEGERFELBY TEERSGEA.

ALXRERERL X T 6940 T T3R5 5 3 4k 4 KA & 69 g K
FEFEHAER, RAA-RTIBRIFEH 5B fo 5 Fo/ K B 08 34
6484

FEALFTRATA. L3R ARG CAHKEGK T4
AR ETHR LG EASY, ABATA. LR BRI ALY E
SHBEN, PRI E—FHASHATCHEERAIRBEDEL X
1A/ XA THREGETHELY.

QXIS AL THALN B TAS B o R, §Ht.
LA #BRA. L. K. BA. ATHARETELHELANBEA,
R AR ETREGHE., X IRSDTALBRRE HHBRHH —
REATEEFRARZRADRY. HH—KEAEH 0.01mg £ 1g/
FlERLEGRINERRSF/RECNHTHEAE,

AT E kiR, EOHTFHE HWHHNARYH RRARFER
ARFB&H., RTEN. BEBAN. #AAR. FABRBHALE
FH RSB, BATHRAEA G R EAH . 28HM . LR,
B BRRA . BBRA . HEHEEN.

HOeRAAHXME, BERLESHEESTIE GHRENH &
. AR R UAHEANAARSHBLFTNFT ERNAELSGHNE o b
fl. QRAA ., BEEBRBRER. R, BERSGHMERAN., TAKER
BARGEHQIEFTEMAR. 4L, RER4E. Biakdr. L. FHBR
B, HARZKES, $IHNTUARFHLEHXRBHELEHBX. TAY
HEBRERTAGEMN G LA DA PE, o DR R G,

HET. BRIABRAEART, BATAKERNKEY. #REE
BA TR TRE GQHR 3 ER . KR L C R A AR
Fl. REBMRIA ., THAEMNGEFAA: K, 2FLE KR, 48,
AEE. Hih, FILEAEER, A HREITERER, REHEXF
B R,
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ATARFMNXRFNBRAERGESGHHH A EHAX 14
EERSETHRAER. ¥R UHIKREZXLEN GRS TR

AR, REMNIKALAN. RER, HAETURCLSEECHEARHBA, &=
AEEER . A AR A RIH AR, X LB A BESHRES
AZEHL 0.1 £ 10%. HHAAAEEFTY 0.3 £ 3%HERAS.

ARG TFERR>GHN EFR RERETFHALSHEGES
%%m%&%m-%%Ek&f%%ﬁﬁ%%&ﬁ%ﬁiﬁ&,u&%

BRI MR FR. RERMEE K,

FERET, ERAKREY T5kg HALT, X IHAHHAHNTS
MEY 0.00lmg/kg RE. %Kik 0.lmg/kg A EHEE % 30mg/kg KR E.
Rk Img/kg &, wREFREMEE, Sl ELAHLFEERRE
FBERRMEA, TREZEZNNT. LERAEASKAXAGHLT, #)
WEXTFTERERPEHCRALAEES T, TREELFHE 300mgke/ X
MHNE., BRNEFTALH—AREA. I WES AANAFHE.

HX [ WA —ARSAMRMESAMELEE /R AR LMK
HRAE, REAPLOEHENAEFIEEFETRSHE, H32
THME., Hlde, X I1LSHTALBRMELR EBRE T T A 4 4ol 4
&Rt RAARITEHB XA FNEEO ol 5 R FHESRARY
BEHXMER . 2FBREELAAGX I RAHETAENE MK
BREAERF FTREGBRMREN XARER, dlwibsedh. Ak, 5
B, TR, LB, LB, DREYE, oM. ERME.
Bk,

5% 135 B A= 55 36451

Fr R B 65 &

R & & B 1)
TFA ZRTH
HPLC = MR AR &
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eq
LCMS
MS
ESI
RT
THF
TOTU

DMSO
abs.
decomp.
DMF
DMAP
HOBt
DIC
ACN
DEA

L ¥
AR & - R i

TR %

R FEH T
e

w9 .k H
O-[(ZHAHKA)RE T F X KA]-NNN,N-v9 F 5 R4
V9 f A 8. &
ZFETR

K

e

—FAT B
4-= F F Ao
1-2 A RXf ==
—HARK DK
4y )

Lk

£ 1 N-[4-(6,8-=F-2-F £-1,2,3,4-19 & F-obk-4- %)% £ )-(2R 38,
4R,5R)-2,3,4,5,6- 2 2 X T Bt AR

FEARL 24-—RFAFTERE
F X #K77 i% %) 4(J. Med. Chem.; 1984, 27, 1111).
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¥ E 4R 2: N-[4-2-ik ZB X)X X | TBLEE

ARABBEARAAR ooty 5 XB i N-4-TBE X)L B EL
=W

H AR A W (0.256mol)Ar A F] 300ml LB T, £ 60°C T i#ilm
39.9g £ (1.0eq)E 60ml LEE T HER. 1.5 NIE, HRAOMASHELE
B, HRERSHMANE IL RKF. #HRIEHITRE, AKREFTR,
- % B 60g A7 A4 (m.p.: 192°C).
4K 3: N-{4-2-Q4-—RFEEL)THBEA| XK LBtk

B 37.1g (0.195mol)F 4K 1 e 2] 400ml ="EKF, 5 60g
(0.234mol)F {4k 2 £ 600ml = &1 ¥ 495 E R4 . A 134ml = T,
BRAMETETHBIFE4 I, REIRE, REREK, EAETRSE
Bk, B LB LRI AAY, A NaHCO;# H,0 %%, A MgSO,F
BHRE., B ROEARRYA LB LB/ THRARSHHE, B3 36g
FE4R 3, h 4 5 M B4R (m.p.: 115-117°C).
4K 4 N-{4-[2-Q4-—RFEAL)-1- B R TAI XK TBE

1% 36g (0.099mol) ¥ H 4K 3 & -F 500ml F &, £ 0°C T & 7.8g 2eq)
S RA, B RAMAE 0°C THBLH 30 547, AERTHEBH 1
JBF., XTFERAE, RERERSY, REAFRWE IN HCl 5 TR TER
Z e 5. BREAKAR, AZpH9, ALRTEER?2 K, AFHH4E,
A MgSO, TR R, AXMF ARG EHRE St — b T
124 .
¥ 4R 5: N-[4-(6,8-—#-2-F %-1,2,3,4- 0 A EHh-4-F) K K| T B

3 20g (0.054mol)F M4k 4 35T 250ml —HK F 4, £ 0°C T5H 250ml
R H,SO, RFHRA. HRASAE 0°C THE 2 0, AZBTHHFE 1
PR TFERE, HRE RSB MmAR| RAKY,IREHBIIKE. A 300ml
IN NaOH RKE, ALBMLBER 3 K., FRANMFRE, 732
HMEY, BEA_RARFE, 5288 11.7g #FHLEH, HERKE
A& (m.p.: 205-206°C).
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4K 6: 4-(6,8-—F-2-F £-1,2,34- W HFEH-4-K) KKK

4% 3.0g (8.6mmol) N-[4-(6,8-—#.-2-F %-1,2,3,4-9 £ A Ek-4-K)
F AT BB (F 94K 5)ETF 100ml 20% ZEE AR, Mk 2 EAE 4 0
8. A% Sh 2.0g (29.4mmol) Bl 4k TER 4R, AW EHRA 5 ST
3B, XTERE, AAEPREEN, A 200ml H,0 BIKARY,
A-RFRER 2 K, &FFN4, A MgSO, FTHRFRE., XFit—
o, EEKREIH#TEMEEN:1 THRLUB/IER), AT TREFE
K, AMFEHRY.
& 84K 7: 2,3,4,5,6-5-0-Z B X % 45 BE £

AR AL o B Lk FF ik 4 . (Org. Syntheses, 1961, 41, 79-82).
FE 4K 8: N-[4-(6,8-=F-2-F £-1,2,3,4-9 & FEobk-4- %K) K K [-(2R,38,
4R,5R)-2,3,4,5,6-2-0- L BL A& T BLAR

% &% 614mg (2.0mmol) 4-(6,8-—K.-2-F %-1,2,3,4-19 &7 Eohk-4-
E)FE R B (F E4K 6)mAE] 20ml 2 F, £ 0°C TH 1.28g (3.0mmol)
2,3,4,5,6-2-0-ZBAFHBHAL 10ml —RH TR T HEARS. FRA
WA 0°C THB 1554, EERTHIE 1 I, XTERE, RER
24, AR FRBKELY. A H,0 %k 1K, Alef NaHCO; &
Bk A 1K, A INHClI %% 2 K, A H,0 %%k 1 R, REF MgS0,
F kR, AXAF X FHGHEZH(N 120 A T —FHEALEFTA T
FEE R,
1: N-[4-(6,8-=%.-2-F %-1,2,3,4-79 £} Eok-4-%)FX]-(2R,3S,4R,5R)-
2,3,4,5,6- 2 X T B

K a ik 8 PRI EHET 30ml T, EAEETH#HE 452mg
(8.4mmol) T E 4 R4, AZRF1E2)HE, AINHCIAYT pH £
297, EATFREEHN. Aief NaHCO; BRIBIKERY, ATRT
BeXIER 2 k. AHANAR, A MgSO, TRI;FRE. AR E#ITEM
/B, EA_RF/FTHRSHRP, 53] 373mg IFHMALASW, HK
® & BIK,
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1a: N-[4-(6,8- = #-2-F %-1,2,34-m9 & S ok-4- % ) X £ ]-(2R,3S4R,
5R)-2,3,4,5,6- A £ X B AR B 3

# 201mg (0.4mmol) N-[4-(6,8- = £.-2- F %-1,2,3,4-19 & B obk-4-%)
# %1-(2R,35,4R,5R)-2,3,4,5,6- L K TBLAR(E#4H) 1 1LEH)A 75ml
H, 0 Rk, AEERTSEH 4.14ml 0.1M HCIl R4, ¥ RA0WBLEE 15 9-4F,
WHRFAETIR, B2 17Tmg FFEeg s,

L34 2: N-[3-(6,8-—&-2-F £-1,2,3,4-09 & Fdohk-4-% ) K £ ]-(2R,3S,

4R,5R)-2,3,4,5,6- 5 & % T BL Bk
OH oH

};} :
O OH OH
cl '
L

Cl

TR 1 3-(6,8-— f-2-F £-1,2,3,4-09 £ B ok-4- K ) KA B

A2, 4-ZRFAFEBEGERXES 1, FHEK 1DF N-[3-Q-F TBEXK
KITBBBR LA 1, PREK )4, BBRE LZEH) 1 TSR
BEZA0ME F XF &K BATEY 3-(6,8-—R-2-F£-1,2,3,4-9 £ F$ok
4-R)VREKBSRLEHAHF 1, FHIK6).
4K 2: N-[3-(6,8-—#-2-F %-1,2,3,4-9 - E9k-4- X)X X]-2R,3S,
4R,5R)-2,3,4,5,6- £-0- L Bt & . Bt AR

3 3.1g (10mmol) 3-(6,8-—#.-2-F %-1,2,3,4- 0 & F-Eobk-4- X )KL
Be(F 4R 1)IEF 100ml 2, £ 0°C T5 1.2 ¥ 2,3,4,5,6-£-0-L8
ATRBEELE 60ml —RFRFHERRS. $ROWETETHHE.
—B R B MEA RN, HRERSY, A_RTFRRKELY.
A H0 %k 1K, F4ie#= NaHCO;ZR& %% 1K, A IN HCl #i#%& 2
R, B H,0 ##&k 1K, REA MgSO, FBRHFRE. AkFri X %3
B EH(O6IA T —F LT TH FTEHRA.
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2: N-[3-(6,8-=—#.-2-F %-1,2,3,4-0 & F & 9k-4- £ )X X ]-2R,3S,4R,5R)-
2,3,4,5,6- 2 £ % LB

EEET,H¥691g R f F 4K 2 64 = 4% R4 3|4 2.79¢ (51.7mmol)
T EE4849 200ml FEEF., AFET1E£208E, A IN HCIAY pH
2N, EEEYHREEN. Af NaHCO; RRBKAELY, ALK
LERER 2 R, &HANAR, A MgSO, TR RS, Ea L#TE
WRE, A —RTFR/ FERRASHER, F35) 2.05g #FHLo%, hH
K E B,
2a: N-[3-(6,8- = & -2- F £-1,2,34-19 & 7 £ ok -4- £ )X £ ]-2R,3S,
4R,5R)-2,3,4,5,6- 2 2 X TR H BE &

4 300mg (0.6mmol) N-[3-(6,8- = #.-2- F £-1,2,3,4-%9 & F&ok-4-1)
HX]-(2R,3S,4R,5R)-2,3,4,5,6- 5 2 % TBLAR (44 2 £4%)A 100ml
H,0 Bk, EZERTEH 6.18ml 0.1M HC1 R4, HRAMBI 15 54F,
WHEFAETIR, 2 294mg AT ER B,

£3&H4) 3: N-[2-(6,8-—F-2-F %-1,2,3,4-9 S Eok-4- X)X £ ]-2R,3S,
4R,5R)-2,3,4,5,6- 5 & X T BL R

O OH OH.
A OH
N
H
cl OH OH
L

Cl

FORIAK 1: N-[2-(2-18 TBEE) XA LBLAE

# 31g (0.175mol) N-(2-ZB AR X)L BuE (B L8 B Fuerstner,
Alois; Jumbam, Denis N.; Tetrahedron; 48, 29, 5991-6010 (1992)¥# 2-&
EAX WA LB ABILH E)ET 200ml REBL. A=A 127ml 33% HBr
GABBER, REELZBTLIEAA 8.75ml (0.175mol)ift. #HREH
AR THRIEDIR, $R4WMAZ 1.5L kRPHE, HBERERR
WY, RRKLSRE, EAZF TR, R4E HPLC &= NMR, #*
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HeH — LR H e =ik, BRRE— TR M E RS
(% 85%). Mk %: 43g.
PR 2 N-Q-Q2-[Q4-—RFX)FEEAL|TBEAI XK )T BEE

¥ 12.4g (65.24mmol) 2,4-— K F X FEB(EAEF 1, FH&K 1)FT
200ml =852, A5 P ARA R AE T 200ml = 8RB 49 19.96g Lk tia
FWFe 45ml Z LR, $RAMETETHITIAR, RETR., KXE
, BRABHATHTERIK, RAofiR Sl aEitk, A
MEBATRA B LR RLRE. RE NMR, A ZH(20.4g)3 i —F
BEmERRGHAEN,
T HEAR 3: N-Q2-{2-[24-—HFE)FARK-1- LA TKIEXK) LR

¥ 20g AT — B A F (49 50mmol)iE-T 200ml F&E, EREF
B E<SC, EASRBANEN, oA 4.3g (109mmol)F £1L4,
MAFXEBERAFBEERBIL 10°C. BB, B8 ERETHFHHE 0L
4, EEERTHHF 1., AELRE, RARSY, ¥ERRPWATH
BRI, ARK%E 3x, ARMLAERRE 1x, ARBRATRFE
WAL RE., HEHA94) AT —F LB TIRA .
PEAR 40 1-Q2-REEL)2-[C4-—RFH)FEAEAL|LH

¥ 10g R AT —HENGEZHET 300ml F 3. /A 200ml R 288,
HRAMIE 50°C THHF 10 D BF. RS HAI, BAKRY, A 20%
NaOH A% pH £ 10-12. ALBTEBEREY, #4660 ERAMAK
fedhiE ik, ARARATRIFAZAL. BEWOIg)EH — ERMH,
ERAERLBRE—FHRE.
P EAK 5 2-(6,8-=.-2-F £-1,2,3,4-09 K FEok-4- K ) KK AE

¥ 9.9 R AW —H BN EHET 350ml RAF. ERE T AHHE
BF, #Ae 123ml SRALEL., EXRESFHIE 2 DB, REEBRLSHEAR R

EER, REMKRE 50°C TR, KA Rsmelkt, ALK

B RA Z MM (H > 10). REAVAE, FREA-—KFTRER2 K,
A FA AR, B KA NaCl ek, RABRMATIHRIFERL.
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¥ E 4K 6: N-[2-(6,8-—#.-2-F %-1,2,3,4-9 & FEok-4-X) X £]-2R,3S,
4R,5R)-2,3,4,5,6-5.-0- L Bt £ T BL B

# 614mg (2.0mmol) 2-(6,8- = £.-2- F £-1,2,34-09 K FEok-4-K) %K
KB (F H 4k 5)% T 20ml o, £ 0°C TH 1.5 ¥ ¥ 2,3,4,5,6-5-0-T
BATERAAL 10ml —RKFRFOERRS, HRAHAETE THAT
. — LR HEURMNEKATEHEN, RRERAY, AR FREBKA
4. B H0 %k 12, A4ef NaHCO; &R %4 1 K, A IN HCI
Ak 2R, BRHO0 %% 1K, REA MgSO, FRIFRE., AXH#HF
ARG EHN2TDA TR —FHTFRA T TEHYRE.
3: N-[2-(6,8- = #-2- F £-1,2,34- 9 & F o9k 4- £ ) X £ ]-CR,3S,
4R,5R)-2,3,4,5,6- & & X T BE AR

#1.27g R A FREIK 6 M THE 0ml FHY . AEETSE S13mg
(9.5mmol) FE4ARA. ETETF1E£26E, A INHCIAY pH £
%7, EATPHREEN. Aief NaHCO; BRBKEAY, ALBKT
BEEIR 2 K. AHANA, BA H,0 %k 1K, A MgSO, T BRHRE.
B E#ATERLE, RA-KTR/ FHRSHEML, /2 313mg
RS, KKK ERRK,
3a: N-[2-(6,8- = £ -2-F £ -1,2,3,4- W9 & F S ok -4- £ ) X £ ]-2R,3S,
4R,5R)-2,3,4,5,6- 2 2k TR S B 3

4 145.5mg (0.3mmol) N-[2-(6,8-=#.-2-F %-1,2,3,4-W9 .7 Ek-4-
A)EK]-2,3,4,5,6-2 2 A HEBLR(EHEY 344%)A 75ml H,0 R,
AEEETE 3.0ml 0.1M HCl 4. HRAHBEH 15 54F, LEH 4%
Tk, 1935 149mg FFEeG e .

kb 4:

4a: N-[(R)-3-(6,8- =& -2-F %£-1,2,3,4-W £ Foh-4- £) X X ]-(2R,3S,
4R,5R)-2,3,4,5,6-5 £} T BLAk A=

4b: N-[(S)-3-(6,8- =& -2- F £-1,2,34- 0@ & FE-4- X)X X]-2R,3S,
4R,5R)-2,3,4,5,6- 5 & X T B AR
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OH OH
H n g
0O OH OH
cl
Fa N

c

EFhAn B 2.0g L6 2 Mo B H FHFF TR,
A BYR &L EH:
F M 42: Chiralpak AD9 250 x 50mm + Chiralpak AD2 250 x 50mm
w0 21 RIRTE:TEE
ik 150ml/94F

FrAR L4 AT IR
F A Chiralpak ADH/40 250 % 4.6
y - 2:1:1 BB FEg
ik 1ml/4~4F
B 30°C
JEatBRik A R GETE: 4.5 94
JERTRRIK A B K 988mg
JExfRRAR B GRGRT R 7.5 454F
JEATRRIR B 6k E 942mg

LB 5: N-[(R R S)-3-(6,8-=#K-2-F %£-1,2,3,4-09 K H$ok-4- X)X
£]-2R,35,4R,5R)-2,3,4,56- A 5 A OBk th B &

OH OH
!&I 3 s
: OH
O OH OH

- ClH
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3 300mg (0.6mmol) N-[(R & S)-3-(6,8-—#K-2-F %-1,2,34-W&HF
@ok-4-5) K K]-2R,35,4R,5R)-2,3,4,5,6- £ & X T BELAR (L 4P 4a K 4b
e-%; dEstErik B)A 20ml H,0 Bk, AEE T 5 6.18ml 0.1M HCI
Bl RS WBLIE 15 4, LIRS AR TR, 42 297mg FFE W&
B,

k&b 6: 1-[3-(6,8-=£-2-F £-1,2,3,4-09 i%—é}wﬂt-4-£&)$£a]-3-(2-#
A1-BFRTE)K

SH Ny
° OH
cl

DON

Cl

FEK 10 [3-(6,8-=R-2-F £-1,2,3,4- W FAeok-4-K) KK KA T
4-FER KBS B &

3% 350mg (1.1mmol) 3-(6,8- = .-2-F %-1,2,3,4-09 & F4ok-4-£) XK
K RE(FEAB 21440%, FHAAKDET 17.5ml KT, 2HFNEN
5 230mg (1.1mmol) & F B 4-A X XEERA. 45 1B, FhA 01 H
F(23mg) R FTEL 4-A A KBS, WEABHER, XTFERAE, BdF
R, AR=RFRek. AXFHFXFIGEEZHRT i —F i T
B—F B AL,
6: 1-[3-(6,8-—#-2-F %-1,2,34- 9 KA Eok-4- X)X L ]-3-2- 8 4-1-
¥ETE )R

¥# 1.02g (2.0mmol) [3-(6,8-=F-2-F X-1,2,34-09 K F-+ok-4-£) X
KR E F B 4-74 K K88 8 8 3 (P H4K 1) F 30ml abs. DMF, £ 0°C
T 45 200.5mg (2.2mmol) 2-8 & -1,3-A =8 /£ 25ml abs. DMF ¥ #9i8%
B, WRAHAEAZRTHRHEI NN, RELRE, EATPRZEN,
18 A L8 T8 5 4 NaHCO; B R X ] 4-8e. R A uAE, #K

70



200480007871. 0 oo P E49/791

MERNTRIEER 2 R, 44 AN, Atef NaCl BRkE, A
Na,SO, TR RE. KX F X F3| )4 = B L7 &4
H(CRTR/FTHRAY), 135 500mg F7E 698k,
6a: 1-[3-(6,8-—#.-2-F %&-1,2,3,4-19 K FEHh-4-%)EK)-3-2-£%-1-2
TR RERE

¥ 200mg 1-[3-(6,8- = F.-2- T £ -1,2,34- W K F E ok 4- %)X
K]-3-Q-BE-1-£FE TE)RFE#RS 6 4H)%ET 40ml 0.1M HCI,
IR AHAETIR, 52 194mg AT E B,

£#&H 70 1-[3-(6,8-=F-2-F %-1,2,34-09 £ A Eoh-4-K) KK ]-3-2-8

E-1,1-R 5 F KT X))k
H H OH
SR
© OH

Ci
L

Ci

1% 1.02g (2.0mmol) [3-(6,8- = .-2-F %£-1,2,3,4- W KA Eok-4-K)XK
RIREA TR 4L KB (EHS 6, FHAK DS 2-RE2-2T4
AB-1,3-— B8R 5 REH] 6 FATRANMGF K#ATR L. 2idiaey
BEXRE, 173 395mg iR LA Y.
7a: 1-[3-(6,8-=F.-2-F %-1,2,3,4-9 § S ok-4- X)X X ]-3-2-£ %-1,1-
NEFERTE)RERE

#AT L £HH) 6a AT F EAAMG TR, & 200mg 1-[3-(6,8-—RK.-2-
FE-1,2,34-WEFAEH-4-K)KK]-3-2-2K-1,1- R F R TE)RE
& H) 7 a-H) T4, 152 195mg AT E e ik,

ThH 8: 1-3-(68-—H-2-F E-1234- W R F STk 4- £ )X
#%]-3-((2S,3R,4R,5R)-2,3,4,5,6- & & & T X )&k
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OH OH

Ho o
\n/N\/\i/\l/\OH
0 OH OH

1% 1.02g (2.0mmol) [3-(6,8-—#.-2-F %-1,2,3,4-9 & FEok-4-£) XK
AIRE TR 4-A L KB b B3 (484 6, K )5 D-HiBEER S
k&F 6 FAIRARMEGF XBTREE., LMY ELE, 132 273mg
FREALS .
8a: 1-[3-(6,8- =& -2-F £-1,2,34- & FEok-4- %) X £1]-3-((2S,3R,
4R,5R)-2,3,4,5,6- 7 8 K T X)Wk 3 B¢ &

AT E KLY 6a FATRF HAAME T K, & 200mg 1-[3-(6,8-=&K
-2-F %-1,2,3,4-09 KA Ehk-4- X)X X ]-3-2S,3R4R,5R,6- A £ AL T X)
B (5] 8 o) s, 133 181mg AT E ey Bk k.

KHEH| 9: 1-[3-(6,8-—K-2-F £-1,2,34-9 K J-$obk-4-£) K K]-3-(4R,
5S,6R)-2,4,5- = & %-6-72 T A w9 £ ot -3- 2 ) Bk

OH
wOH

OH

# &% 254mg (0.5mmol) [3-(6,8-—=R-2-F %£-1,2,3,4-W9 & F-Eok-4-
B)ER )RR FTER4-A KB B 2 (KR40 6, P IAI4K 1)/ A 2| Tml abs.
DMF ¥, 7 0°C T4 119mg (0.55mol) # 8 D-##& /£ 5ml abs. DMF
FeyRERRAS. BT HKEG) 6 FPARTEAMG TR, ER L
TE W E S 8Tmg FFHILA M.
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5% 7&H) 10: {N-[3-(6,8- = .-2-F %-1,2,3,4-09 &R Eok-4- 2 ) X X ]-N°-(1-
FRE-2-T X)) R #h Bg 3 '

cl
O HCl
N ~N

Cl

# 1.02g (2.0mmol) [3-(6,8-=#-2-F %-1,2,34-9 K FEok-4-£)K
AIBA TR 4- A KB LR (K45 6, FH4K 1)4£ 30ml abs. DMF
F. F0°C F% 275mg (2.2mmol) 2-£ % T4 4= 0.83ml (6.0mmol) =
LEBRA, EEBTHHF 2. XELAE, AOB4 RWYRRTR
R, EREPRE. Aiof NaHCO; BERBKAAY, HEFA
INHCI ¥4, AFEAREER. FHLEEFTFR, F32 356mg FHL
W, ARFY. FERLETR, BEAFWA_RTRAE. $RE
MR A (634mg) 5 B BB W IR (356me)A- i, AR AT EHL
B, #—F B 4& HPLC 46105, &5 FHB o4&k Tk, HoAx#
7 ARE G FHET IN HCl, BRAATHR, BAMEHiEsE. &
FETF H,0H#—F% kTR, 53 271mg #FHMLAY.

L& 11: RALN-[3-(6,8- =K -2-F £-1234-9 KR &Fok-4-£) X
AI-N-(TEA2-ZFEE)RERE

K
O
|_

|
c
cl
O HCl
N\

Cl
3% 1.02g (2.0mmol) [3-(6,8- = .-2-F £-1,2,3,4-w £ F-$H-4-£)K
KIRATHR 4-HAXBERE(EHAH 6, PHEIK 1)ET 30ml abs.
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DMF, /£ 0°C T 45 333mg (1.9mmol) AL 2-RACEA = FRELRLA
Sml DMF ¥ & %4, A 0.277ml 2.0mmol)= ZEE, #Rb
EERTH#A 4N, XEIRE, BRAOHEE, AAZTRE. A
H,0 Bk KA, A% Tk, 153 1.77g %4, £ 4|4 HPLC L&k,
RERE T4, BLET IN HCl 5% TRT K L0 5 FELE
. REET H,0 Fit—FSATFRE, B2 54dmg FrEe s i,

K#&H) 12: {N-[3-(6,8-=#-2- F %-1,2,3,4- 9 KA Eok-4- L)X X]-N-(1-
B -3-52K2S-F K R

.
Satty
© OH
Cl
N

Cl

TR 1: {N-[3-(6,8-=#-2-F £-1,2,3,4-0 & 7S ok-4-2) XX ]-N’-(1-
LRBA-3-52K-28-7 %K)k

3 254mg (0.5mmol) [3-(6,8-=#.-2-F %-1,2,3,4-09 & FE9hk-4-£)
FERIEA TR 4-AEARXBLERE(FEHH] 6, FHEIK 1)EF Tml abs.
DMF, % 0°C T 93mg (0.55mol) (S)-2 &8 88 /£ Sml abs.
DMF ¥ #5553 R4 . A 104p] (0.75mmol) = LG, ¥ RSHAELTE
FTHRATHE. KELRE, BREES 6 PAHRGFA#TELE, F
2| 184mg FFH AP .
12: {N-[3-(6,8-=#.-2-F %-1,2,3,4- 0T & FSk-4- 2 )KL ]-N°-(1-F £ -3-
& -2S-% £) &k

# 170mg (0.36mmol) {N-[3-(6,8-—F.-2-F %-1,2,3,4-9 & "+ vk-4-
B)EE-N-(1-TRFEA-3-2E2S-AENRCF HAK 1)&ETF 2ml F#,
5 2ml2M KOH R4, £ERB T3 NNE, RERESY, A H,0 Rk
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BEd., —BAidmAHR HCIAZE pH Y 7, AT LARK T TR
K., TIREFE 89mg AFHELA Y.
12a: {N-[3-(6,8- = #-2-F %£-1,2,34-W & FEok-4-2) KA -N-(1-5 &
3- K 2S-JE ) GREBE

# S51mg {N-[3-(6,8- — # -2-F X-1234- 9K FEHh4- L)X
A]-N-(1-8K-3-2 K-28-F KR (FEAEH 12 /4%)EF 20ml 0.1M
HCl, S%FH%, 153 S2mg Fr ey hsg sk,

%4 13: {N-[3-(6,8-—#-2-F £-1,2,3,4-W & FEohk-4-2) X X |-N°-(1-
BR-4-BEBRE2S-TE B

PR 10 (N-[3-(6,8-=K-2-F £-1,2,3,4-09 R $ok-4-£) KA -N-(1-
AT KA -4-RAB K -2S-T HK) Mk

1% 254mg (0.5mmol) 4-F§ KX KK [3-(6,8-—R-2-F %-1,234-I4H
ok d- )R KR A THEBERLE(Z#AP 6 PEAAK 15 124mg
(0.55mmol) (S)-RABtEA TELEBMEBERE LAY 12 FARF %48
A&y 77 B AL, 4F%] 220mg #HMLEH.
13: {N-[3-(6,8-—#&-2-F £-1,2,34-WEFEd-4- L) KL ]-N-(1- 8 X 4-
REBE IS TR E R HE

# 210mg (0.4mmol) ¥ E4Kk 1 FF 3ml Z M B, EERTFHKE 3
DBF, B, REBERAY, $RRDHA CBAAE, #HiRES, 532 230mg
MEMZRCHE, S3ET 0INHC, REAETRELHBUAFE
B,
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k&S 14: 3-(6,8- =& -2-F £-1,2,3,4- 19 £ FEok-4- £)-N-(2S,3R,
4R,5R)-2,3,4,5,6- 2 8 X T E)X FBLA B &

OH OH
: OH

OH OH

HCI

PEAR L 3-LBEAR TR

BRAFBBEARAR Cootd 5 XN RBH A 3-T 86X F )
&AM SH .
4K 2: 3-ZB AR TR LB

BRAABEARAAR ity RBTH 3-CBEXTFR(THEAL 1)
AT B AL &4 BR L4 S AR LA .
PR 3 3-(2-if TEBLE) X T B B8

BREZEH 1, PHKR2 PAEFERMEFTX, §3-2BAEX
T B LB (P AR 2)A R AFRAILSY .
PR 4: 3-(6,8-—F-2-F £-1,2,3,4-19 & FEok-4- )X T 8L 7 8%

BREEHS 1 ATAHAASRBZAMEGF X, K 3-2-iTBX)
KFBRTE(FEKR )F 24-—RFAFTRBGEAS 1, FEAK DG
BT E, BREARE., ERFANSRLZEFE 3-(6,8-—K-2-FA
-1,2,3,4-09 KRS ok-4- K ) K TR L85,
4K 5 3-(6,8-=R-2-F£-1,2,34-W0 HFdok-4- 2 )X P&

¥ 3.3g 3-(6,8-=R-2-F £-1,2,3,4-m9 & S ok-4-£) K F 8% 78 (F
B4k 4)%F 60ml T8, 5 60ml2N KOH &4, /£ 50°C F 2 /0itE,
EAETFRERAY, BEAYWAKFTHZE 4S8, FK4EA 2N HCI
AYEpH £ 6, #HRIBEATERGTIE., THR, £2 1.7g /1o,
L EAN

76



200480007871. 0 o8 5 ZE55/79mW

14: 3-(6,8- = #&-2- ¥ % -1,2,3,4- 9 & F &9k -4- £ )-N-((2S,3R,4R,5R)-
2,3456-A LT R)XFTEtELERE

£ 300mg (0.9mmol) 3-(6,8-=F-2-F £-1,2,3,4-9 & F4E9k-4-
A)ETFE(F 94K 522 A\ 2] 10ml DMF ¥, £ 0°C T 5 0.137ml (1.0mmol)
Z T2 354mg (1.1mmol) TOTU R4, HRAME 0°C THE 159
4, EEEBTHHF 30 047, ME, WiZERFMEFE _ANERY, iX
Zi& dAE 10ml DMF # 3ml H,O ¥4 196mg (1.08mmol) D-##EE 5
0.137ml (1.0mmol) = ZAE4A A, ETETHATHRHK. 20 KE, ELT
FRERAY, W RAWEAIR Lt £44& HPLC Lt —F 8B,
REFEHETBE, AZRCRE. BT 0.INHCL. RE4A% TR,
REEHERE, AREHK,

FL&H] 15: 3-(6,8-=FK.-2-F £-1,2,3,4-9 EFSok-4-X)-N-2-£ X -1-&
FRLEXTBRELERE

cl
HC
L

BERE LK 14 FAHARFERMEGFT X, K 3-68-—H-2-FX
-1,2,3,4-W9 K FEhk-4- K ) K FBR(FEH#HH) 14, F 4K 5)F 2-8%-1,3-F
=BT e 4] G AR AL A

%4 16: (S)-2-[3-(6,8-=#.-2-F %-1,2,3,4-79 KA ohk-4- X)X F B K
X|-3-2AARERE

17
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BREELES 14 PAREFEAMYFTX, A 3-6,8-—R-2-FX
-1,2,3,4-09 K S ok-4- X)) K T B (E#P] 14, FHK 5)F L-(H)-L R
T 46 4 B AR HAL S .

K #H] 17: (S)-2-[3-(6,8- = -2-F %-1,2,3,4-09 K F-Bobk-4-K) X F B &
ESE AT R

P E4R 1: (S)-2-[3-(6,8-=&.-2- F %-1,2,3,4-F £ F-Tok-4-K5) X T B &
A3k sh88 — T B

1% 300mg (0.9mmol) 3-(6,8- = #.-2-F %&-1,2,3,4-09 §FFok-4- X)X
FER (LB 14, PHEIKR 5)IBE L8] 14 PAARFEAMYG TS
304mg (1.0mmol) X & £ B — 4= T 8§ # 4T TOTU-F BB, £4|
% HPLC L4 B3 2] 170mg & ibe%, H=RTBH.
17: 2S-[3-(6,8-=&-2-F £-1,2,3,4- 9 E A Eok-4- L)X PR EE PR AR
EEg

3% 170mg 2S-[3-(6,8-=F.-2- F £-1,2,3,4-w9 £ $ok-4- 5 )X F 8L
KRB R TE(PEAK DET 15ml —£#F%, 5 5ml ZHRTHRR
. EERT1IWEE, EAETRERSY, A 30ml0.1IN HCl Rk
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BbAhATR, ALET W0 ##— 54 ATHRE, 43 130me
R,

£ P 18: (S)-2-[3-(6,8-—=&K.-2-F £-1,2,3,4-W £ FFok-4- £ )X F B4
K]-4-3RA B AR B 3

. ' : ogj
N
|O H
07 NH,
ci
Hel
N\
Gl

FEAK 1: (S)-2-[3-(6,8-=F-2-F £-1,2,3,4-59 £ ok-4- X)X F 8L R
AK]-4-FR4 BRI T 85

1% 300mg (0.9mmol) 3-(6,8-—#.-2-F %-1,2,3,4-W EFEok-4-F)X
WER(EAES 14, PR 5B E LS 14 FAHRF EMAMGFT RS
242mg (1.08mmol) X & £ B 4 T B8 # /7 TOTU-MFHBBEE B, AR
L &4 E 17 2] 550mg AL .
18: (S)-2-[3-(6,8- =& .-2-F %£-1,2,3,4-w9 & FEohk-4- X)X F ot LXK |-4-
FaaBtA B M 3

3 550mg 2S-[3-(6,8- = .-2-F £-1,2,3,4-09 & FEok-4-K) K F B &K
A ]-4-3RABLEBAR T B (P H4R 1)ET 20ml —KFR, £EERTEH Sml
ZRTLERA. 3IHE, EAZTRERESYH, HFRHAT 1 REXR
M, B TREAWETF 0.INHCL, &, EATTRE. ¥ELD
BT H,0 #4 %1, 53 322mg M40

FHH 19: N-[3-(6,8-=R-2-F %£-1,2,3,4-09 £ Eok-4-F) XK |-N-[1-
A SPRE2S- KA RERHE
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w A 1 1-[3-(6,8-=F-2-F £-1,2,3,4-19 £ Eok-4-£) KX ]-3-[1-8&
THEE-5-N-(2,2,5,7,8-5 F A48 X -6-A Bt A IS L -2S- X &5k

4 373mg (0.73mmol) [3-(6,8-=R-2-F %-1,2,3,4-79 £ F-Ehk-4-K)
EEIRATIR 4-A R KB L (EH#AH 6, PHEIKR 1)ET 10ml abs.
DMF, £ 0°C T 400mg (0.8mmol) S-2-& X -5-(N’-(2,2,5,7,8-5 F £ 4%
BEA-G-FABEE )N E REBR M TERER S KEH 6 FATRF EAAMEGF X
BRL, EARESATE$LEE IR 657mg FFMILE Y.
19: N-[3-(6,8-=#.-2-F £-1,2,3,4-9 fFEdk-4- L) K K]-N-[1- R X-5-
B AR-2S- /8 K Wk £ B8 3h

¥ 590mg 1-[3-(6,8-=&.-2- F £-1,2,3,4-19 & FEok-4-F) K K]-3-[1-
BT REL-5-N-(2,2,5,7,8-5 F L4858 2 -6- R B A )M X -2S- % K |k A
25ml SR TBRBIK, TR THRF 1IN, RE, ELETRERSY,
HEADR CRAE, BEEE. A IN HCL R854, 8 HF
AkTFEE. A4& HPLC L& E, REFHE 4%, T 0.IN HC,
LEkTR, RE, REET H0, XE#—FAA TR, £33 170mg
A AH .

4] 20: {N-[3-(6,8-=&K.-2-F %-1,2,34-09 K FE9k-4-R & S)- X)X
A-N-(1-BE4-RERR2S-TR) e B 3
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P E 4R 1:
1a: (R)-3-(6,8-=&-2-F £-1,2,3,4-WEHE A Eok-4-X) KK, F
1b: (S)-3-(6,8-=#.-2-F %-1,2,3,4-09 K FEok-4- X)X X ik
# 10g 3-(6,8-=F-2-F £-1,2,3,4-09 S FEok-4- K ) K KB (K45
2, PHAK DEFHA LS E A 2TariK,

EES B &, B&M:
F A Chiralpak AD10 50 x 10cm, 2i{ X s L E
#=H 45:4:1 TAE: T BY: FE§
AR : 300ml/&-4F
F MR Lo 5T RE:
FhA: Chiralpak ADH/33 250 x 4.6, it X s L E
B A 45:4:1 ZHK: B8V 8%
AR 1ml/%-4F
= 30°C

STRRAR A SR G BT E]: 4.498 44
STBRAR A Sl R 4.0g
T Bk B $9 RGBT E: 5.480 5-4F
kiR B Al & 4.5g
dEK 2: (R K S)-[3-(6,8-=#-2-F %-1,2,3,4-79 K FAEok-4-K) K K]
BETR 4-MEXBERE

% 1.54g (5.0mmoD)F A4k 1 495t ieA B 5 1.1 S ER TR 4-AEAXK
BE R L E4H 6, FHAK 1| PARF HAMGFTXNRL, 2 1.87g
FFREACS W .
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{N-[3-(6,8- = #-2-F %-1,2,34- T K F$ok-4-(R R S)-X)XKX|-N-(1-#
EA4-REBE2S-TE RSB E

A (R & S)-[3-(6,8-=—#-2-F £-1,2,3,4-19 R FEohk-4- X)X KX
FER 4-AH AR B B (F M4 2)F(S)-RARBR T B B 3 48, &
BELHEH 13 PAAESRBRAAMEGF X &ML, HiEstar
BT X,

%4 21: {N-[3-(6,8-=&.-2-F %-1,2,34-0 £ FE9-4-(R &K §)-F)XK
KI-N-(1-BA-3-£ X 28-AE) TR E
0
O “TH"'ELOH

OH
*

cl
O HCl
N\

Cl
TR 10 {N-[3-(6,8-—K-2-F £-1,2,34-0 EREH-4-R X §)-H)XK
E-N-(1-8 T REA-3-THRE-2S-8E) &

1% 509mg (1.0mmol) (R X S)-[3-(6,8-—F-2-F %-1,2,3,4- W& F¢
h-4- 2B R T B8R 4-20 K K88 2L B 3 (5K 46 4] 20, P 94K 2) 55 280mg
(1.1mmol) (S)-2-RE-3-MTHRAARRTEEMEER L £645 12,
TR AR 1P ATEARAG 7 KRB, F2] 460mg AFHLA .

21: {N-[3-(6,8-=&.-2-F £-1,2,3,4-9 £ Tohk-4-(R X S)-F)XA|-N-
(1-BK-3-5 K-2S-F &) Wk s B 3

# 270mg (0.49mmol) {N-[3-(6,8- = -2-F £-1,2,3,4-09 & FSok
4-(R & S)-EK)FK]-N-(1-8 T BRI A-3-T £A-2S-F )R (F 144 1)
E2ml ZRCBFTFER TR LN, RE, RERGY. HEL
MR CBATE, #HiRES, 3% 247Tmg ZRTHE, BEET 30ml
H,0/30ml IN HCI #%%F®R. RELET H,0, RE4 K T®R, 73
182mg A IL4-% .
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LA 22: 1-[3-(6,8-=—F-2-F £-1,2,3,4- 9 HFE9k-4-(R R S)-H)X
A]3-Q-#A-1LI-REFECE)RERS

OH

H H

NN

NG
o
OH
c ¥
O e
N ~

cl
M 509mg (1.0mmol) (R & S)-[3-(6,8-—#-2-F %-1,2,34- W § ¢
WR-4- ) F KB FTAR 4-A K KBS 2 8 3k (R 364) 20, P4k 2)f= 2-K
A2-BFRAAK-1,3-— B84, lith £HhH] 7/7a FHFRF AN
TR, 2 101mg AT e sfmekhsbed ok .

KAEH 23: 1-[3-(R & 9)-6,8-—R-2-F %-1,2,3,4- T R A ER-4-K)XK
%£]-3-((2S,3R,4R,5R)-2,3,4,5,6- 2 2 h LA ) sh B &b
OH OH

. OH
OH OH

M 509mg (1.0mmol) (R X S)-[3-(6,8-—#.-2-F %-1,2,34-WHKFA4
WR-4-2) KK R A T 8L 4-28 KBS 2 B 3k (5464 20, PE4K 2)F D-H)
WEREF45, BiLh KEH 8/8a FATEF HAR MM T, 52| 169mg AT
Tegafukiksheg g ik,

E£H45] 24 5-(6,8-=F-2-F £-1,2,3,4-9 £ FEohk-4-£)-NN-R(2-£ 4
A-BFR R X B LR E
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FAK 1 1-3,5-RN(ERTFTRA)RLE)ZLE

3% 5.16g (20mmol) 3,5-3 (= #. F X)X ¥ BE T 100ml abs. THF,
£ 0°C T5 31.25ml 1.6M FRAEH LEERRS. WRAHAEZET
BLaE 5 NEE, AN H,0 KBLEFHTEAE, EAZTYREEFN. A
ZRFRBKERS, Atef NaHCO; B & s . 3CE A #utl, A MgSO0,
FRARE., EABR E#ITEHLE, 73] 3.97g 1FHLEH.
B E4R 2 1-(3,5-(E A FE)EK)-2-i4 28

¥ 2.97g (11.6mmol) 1-GB,5-R(ZRFX)VXX)ZH(P A&k DigT
15ml kB8, % 0°C TH 1.82¢g (11.4mmol) Br, &4, 7 50°C THH
2.5 B, AERRE, $REBRSHWAZ AT, ALRTEER 2
K, SH T LEA, FBA H,0 %% 2K, A Na, SO, TI, R, &
3| 4g M E .
+ E 4K 3: 4-(3,5- (= AT £)E£)-6,8-— F-2-F £-1,2,34-19 £k

BREERG 1 ATHEALSRRZAMG T XBEEEF &, A
1-3,5-X (Z AL T £)XK£)-2-i8 ZE(F MK ) 2,4- R FEFABE
A1, PHAK D), EXRALEE. ZRRKASAEZEHRE
4-3,5-R(Z R T X)X K)-6,8-—F-2-F £-1,2,3,4-W &4 49k,
P EAR 4: 5-(6,8-=F-2-F £-1,2,3,4-19 & FEok-4- ) 1] K8

¥ 800mg (1.9mmol) 4-(3,5- X (Z A F L)X X)68- —K-2-FX
-1,2,3,4-79 £ F- &k (F 194k 3)5] A 3] 6ml £ K S5 S5ml R H,SO, 89 RA
WF, MEMKE 100°C & 6 hit, £TFELAE, ¥RSHWNERF,
FRBEILIE, TR, B2 T2mg AEH AR B, HABEEHE.
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24: 5-(6,8-—#.-2-F %£-1,2,3,4-09 £ 4 9K-4-5)-NN-RQ- £ A-1- £ F
E X% P =Y 3F %

*# 95mg ¥ 94k 4 2 F 4ml DMF, £ 0°C FAwA 75.9mg (0.75Smmol)
Z L5 164mg (0.5mmol) TOTU /4 3ml DMF ¥ #&E %, ¥ROMHE
0°C THH 30 947, ETETHH 30 54F. BATAERMAZ 46mg
(0.5mmol) 2-#-1,3-7 =85 & 5Sml DMF ¥ 6§58& F . mA H 9 50.6mg
0.5mmo) =G, HRADETE THATHRE, 2FE4E, £LE
THREEN, $RbLHESK Lk, £4 4 HPLC Lt —F e,
REFHES, BF INHCl, 4 TR, 55 & 48mg #7HLAY.

K& 25: 5-(6,8-—#-2-F %-1,2,3,4-9 KA E9k-4-K)-NN-R(2-£ X
-1,1-30% T K 2K ) E] K = Bu ik 38R & Ao

K] 26: 5-(6,8-—K-2-F £-1,2,3,4-WEFE-4-£)-N-(2-£ %£-1,1-
REFRLE) R BB i

HO_ - OH OH

‘ 0 0 0 9]

HO OH OH
N N
AL v g

OH

25 26

1% 95mg 5-(6,8- = -2-F £-1,2,34-9 K FEok-4- L) XK B (%

#4524, TR 45 2-RE-2-£FEAK-1,3-—8 £ TOTU-NFH A

BLF &R Y5 Lk 24 FAAEFEAMGFXBTRE. EMBEHEK

g, TR EE 2 AMNES, KA AHS HPLC Lit—F ik, XK

WEMRS, BTHHCL, MESE TR, 2] 17mg 564 25 #4784
oM F= 33mg T 26 HAFMILE Y.
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k&S| 27: 5-(6,8-—F.-2-F %-1,2,3,4-09 £ FEobk-4-%)-N,N’-3X((2S,3R,
4R,5R)-2,3,4,5,6- A X TR A R Bt B fo

k&S| 28: 5-(6,8-—-2- F £-1,2,3,4- 19 K Eok-4- & )-N-((2S,3R,
4R,5R)-2,3,4,5,6- L K T R) A X —_src i ae 3

OH OH

27 28
A 95mg 5-(6,8-—#.-2-F %-1,2,3,4-09 K F-Eobk-4-K) 0 K- B (%
5] 24, FEIK )F 46, @idl FHEH 25126 F AR F 408 K,
3] 11mg L4445 27 K4S 29mg L4 28 651089,

F#H] 29: (S)-2-[3-((S)-1-RK-2-B X T EEA T BLX)-5-(6,8-—F.-2-
FE-1234-TEAREh4-K)RKFRAL]3-BEARRERE

HO

TEA 1 (S)-3-RTRE2-[3-(S)2-RTHRE-1I-RTAZLZERL
Bt X)-5-(6,8-—K-2-FH-1,234-WHFFok-4- £ )X FBAL| R R
) T B

1% 95mg 5-(6,8-—#-2-F £-1,2,34-W R FEobk-4- £ )F] X B (%
] 24, FIER ) BB 5 REH] 24 F Y TOTU BB F XS
127mg (S)-2-REA-3-RTREARKRTEHREMER Z, EARLZTE
4 G 7 2] 200mg A ILAH .
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29: (S)-2-[3-((S)-1-# K -2- LR T ERX FBEL)5(68=FK-2-FA
-1,2,34- TR A EH4-K)VEFBRE)-3-BLARRLEBRE

H200mg FHEIAR 1A Sml =R ZBRFFERETHEL . RE,
ERAZPREERN, %ﬁ%%ﬁl LERATE, #RES. WA F XF
B RTBREETH HCL, SA T, 53 109mg MY,

KAEH| 300 N-[3-(6,8-=H.-2-F %£-1,2,3,4-9 . FEok-4- £ )X K |-(S)-2-
FA-5-B8 K R B 2 B #

NH, HCl
H
N
(] W)\
cl HN NH
O TH HCI
N._ HCl 2

Cl

F E 4K 1: N-[3-(6,8-=K.-2-F £-1,2,3,4-19 & F-4obk-4- E)Xis]-zs-&q‘
FHEERE-5-(N N - T E 3 2 ) I & X BE A

B 570mg (1.2mmol) (S)-5-(N’,N”- =& T LMK A)-2-RT
FEE LKA KB mAZ 10ml DMF F, ArA 405mg (4.0mmol) = Z. 5.
%3 E 0°C &, A 406mg (3.0mmol) HOBt. 379mg (3.0mmol) DIC
#2 61mg (0.5mmol) DMAP. & & , # R4 /£ 0°C T 5 307mg (1.0mmol)
3-(6,8-—&-2-F %-1,2,3,4-09 R Eobk-4- K ) KA B (F 44 2, FH4K 1)
/£ 6ml DMF ¥ &5 Rk R4, ETRTHATHE, £ TERE, ALT
FREREN, A LRTEBRKZRSY, A NaHCO; Bd k., i
HAute, HRMFERCBRTEBSEIR 1 k. 24A448, A 2N HCI %
1R, A H,0 & 1R, A MgSO, TR, BitsstK ARy, MEE
AR E#AEHRLE, FE) 237Tmg iFHLAY.
30: N-[3-(6,8-=#-2-F %-1,2,34- @ KR Eok-4-£) KK ]-(S)-2- 8% -5-
B AKX, B R 35BS 2
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#237mg F A 15T Sml —HFHK, £0°CTH 1ml = T8
BRe. RRASMBREETE, B 24 . RE, NBROHTRER
Mo BT EERM 1R, HAEHA 5 XT3 60 = HEF 25ml 0.1N HCI,
LR AAK TR, REET H,0, REXRTR, 133 162mg #FAE4k
oM.

K] 31: N-[4-(6,8-=#-2-F £-1,2,3,4-m9 £ FEok-4- 2 ) K £ ]-(S)-2-
RAE-S-MERBR=ZATHE

O

TFA
NH,
S
H,N" NH

Cl . ‘
O Ne_ TFA
Cl
M 4-(6,8- = R-2-F %-1,2,3,4-09 R Fbok-4- 2 ) K K B (L84 1, +
B 4% 6)F(S)-5-(N’,N”- = T 3 £ £ )2 TR E L £ L KB,
HATH R#EH) 30 FHARFEAMH TR, MEAZRLBAE, 53
HELEY, HZRTBE,

KB 32: (S)-2-KAE-N-[3-(6,8- = -2-F £-1,2,3,4-m9 £ F$ok-4-£)
EE]-3-(1H- % -4-K) At = A LB &

NH,

Cl
HRE KAS] 30 F ATR F L4044 F X 4 B AR ML, AN 3-(6,8-
ZR-2-FE-1,234-0 KA EN4-K) KL (EHS 2, PEKL )R
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4-((S)2-MTHRHEEEE 2-BEATH)Krd 1-TERTEAFE, REAZ
R,

K #&H| 33: (S)-2-RE-N-[4-(6,8-=—FK.-2-F %-1,2,34-T KA E9k-4-X%)
EE]-3-(1H% 2 4- ) AB =A%

0

HN)KE/\[N\>
NH, N TFA
O TFA

Cl
BR Y £k 30 F AR F kAL 6 F X #] &7 HALS 9, N 4-(6,8-
ZR2-FE-1234-09EFEHR4- )KL B(EXRG 1, FHEK 6
4-((S)-2-BRTHREARL2-RETE)RL-1- TR TEAL, REAZ
LB E,

k&4 34: (3-[4-(6,8-=#-2-F %-1,2,3,4-v9 §FEobk-4- ) F KR E)

N &
Ci H H O
<UCRNan
Cl OA
N HCI

# 4-(6,8-—F.-2-FX-1,2,3,4- W FEk-4- L)X X BO5mg, %4k
Bl 1, F 184K 6)&F LA (2ml), £ 5349 F) 6 # Ao 7 #UBE T 88 T8 (ethyl
isocyanatoacetate) (30mg). 4 ) BE, RéFEAk, @Eit4|& HPLC 44k
B, 60K EHNES, ERBRABERZTH, BRREEE
WA BT PR, AUBTEBERI A, ARRETR, RETR. A
BEBARKERBIKESY, SARTHR. 732 107mg FFrEHEH.
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REH| 35: {3-[3-(6,8-—FK-2-F £-1,2,3,4-W HFEok-4- L) KL R A
H

LB TERE T
O N\ér \io/\

Cl O Hel
N\

Cl

Z-X

FR L LG 34 ABMAHF X, 12 3-(6,8-—HK-2-F%£-1,2,34-WEF
wok-4- )R KB (EAS 2, PHEAK NFFRBETB8 B,

EHAH] 36: {3-[2-(6,8-=&K-2-F £-1,2,34-0F KA TH-4-K) XK ) %R E)

LB H RS
cl

O N/ HCI
H H O
I

0

Cl

BRE REP 34 ARG F X, £ 2-6,8-—K-2-F£-12,34-TEH
opk-4-R) KA B (FAB 3, FPRAKRS)FFRBLBTERE.

L& 37: (3-[3-(6,8-—F-2-F %K-1,2,34-W R A Eok-4-F) KK R E)
LB, ZRTEH

. Cl
K (3-[3-(6,8-—F2-F£-1,234- TR A TH4- X)) XK RA}LE
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BB 3 (9mg, FEHES] 35)5 KQml)FetbF= 5% B 475 & (0.25ml) R4,
BEH 48 BT, 4R 2N HBOREZAT pH £ 2, REEH, #i4]&
HPLC &b E A . 42 FHWHARS, ERFEEZLABLREILH,
KBRHEET R, 73 omg BT EHEN.

K &G 38: {3-[4-(6,8-=R-2-F K-1,2,3,4-19 & Eobk-4-K) KKK )

LB, ZRTBk
| H H O
Ny o
Cl -
N TFA

l
BB E KRG 4 AT XN, K#E{3-[4-(6,8-—R-2-F %-1,2,34-3
ERAERh-4- KV KR RE TR TR,

E£HH] 39: {3-[2-(6,8-=K-2-F £-1,2,34-19 S FEok-4-K) KK BRK)
LB, =Zf e

BB L LA 4 MU TN, KEGE-[2-(68-—K-2-F £-1,2,34-19
A Eohh-4- K ) KA RA ) T8 LBt 8 3 (4B 36).

£ 364 40: {3-[3-(6,8-=K-2-F £-1,2,3,4-09 & FEHh-4(R R S)- X)X X
P A )T BE T B
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BR L K& 34 AAMEF X, 1£ 3-(6,8-—F-2-F £-1,2,34-9 & H
Eok-4(R X S)-K )KL BR(EHH 20, FHIK 1, stuik ByfRRBLT
BRLEBRE, 2REA _RFRMEHENRZETH,

P 41: (3-[2-(6,8-—F-2-F £-1,2,3,4-W9 £ FEok-4(R X S)-£)F K]
PR} T B T8

¥ 8] 4K 1:
(R)-2-(6,8- = #-2- F %-1,2,3,4- W9 £ 7 ok -4- X ) K X i Fo
(S)-2-(6,8- = #.-2- F %-1,2,3,4-09 EFH-Eoh-4- ) KX B
AF b4 L 2-(6,8-=K-2-F £-1,2,3,4-09 £ Sohk-4-K ) XX B
(B4 3, FHEIK 55 & K sfpik,
#HE&ENB &4
FMAH:  Chiralpak AD10 35 x 10cm
B . LRk
ik 3 300ml/4-4F
FrAR L& AT HIE:
F AR Chiralpak ADH 250 x 4.6mm
=H Z Bk
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ik 1ml/5~4F
-4 30°C
STERAR A 69 G BT IR : 5.1 4P
TR B ¢9R G BT ] 7.3 94t
BRE LS 40 HAEF X, £ 2-(6,8-—R-2-FA-1,234- 985
EoH-4(R X S)-K) KA BRGTRK B) S R RBLLBR B R B .

5% 35 42: (3-[4-(6,8-—#-2-F £-1,2,3,4-09 K FEok-4(R X S)- ) F L]
P} T B8 7B
o

.

W a4k 1:
(R)-4-(6,8-—#.-2-F %-1,2,3,4-09 & B obk-4- £ ) X K B Ao
(S)-4-(6,8-—#-2-F %-1,2,3,4-W A Soh-4-2) K X B

EFHARLE 4-6,8-=K-2-FE-1,234- W HFSok-4-2) KL B
(B 1, FHEIK 6)5 B HsFrrik,

# &0 &4
F A Chiralpak AD10 35 x 10cm
=5 MeOH/0.1% DEA
y % 300ml/5-4F
F AR L& AT H 4R
F A Chiralpak ADH 250 x 4.6mm
&R MeOH/0.1% DEA
Ak 1ml/4~4¢

= 30°C
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sTERiR A B9PRG BT IE: 4.8 H4F
STRRAK B R GrTE: 7.6 24

BB E LM 40 G F X, £ 4-(6,8-—F-2-FE£-1,234-WHAE
EMR-4(R K S)-FK)KEBGTBR/AK B)S FRELTB LB R,

K34 43: {3-[4-(6,8- = FK-2-F £-1,2,3,4-19 HFEHh-4(R K S)-F )X %]
PREITE, = RTBid

BRE LA 4 AT X, KE{3-[4-(6,8-—H-2-F %-1,2,34-1
FAEHR-4R R S)-F)KEGE )T B B8 8% 3 (F4H) 42), {22 A
LA ER, A REAHKERE D R,

k35 44: {3-[2-(6,8- = K.-2-F £-1,2,3,4-9 A4 EH-4(R R S)-H)K &
BREILE, ZRLBE

CH

W (3-[2-(6,8- = F-2-F £-1,2,3,4- W R FEok-4(R X S)-£)KX]
PRE}TBR T B B 3 (430mg, FEHH) 4)WmAZKGESm)F, LB
Blot 5 10%EBRAS. EEAT 3 NNE, BRAOHKE, REIEH,
BILH G HPLC e BARY. S 0H AW B, ERBALBLR
FER. AERE—FHLBERYA:1 THRLE/TH), 4F4F85H
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RS, EREFLBLREEN, RERHSATIR. 53] 45mg A7
The Y.

5% 76 4] 45: {3-[3-(6,8- = #.-2- F £-1,2,3,4-T9 R A EH-4R K S)-K)FK K]
MEILB, ZRTBH

WRE LG 4 MU F X, KE3-[3-(6,8-—K-2-F %£-1,2,34-19
FFAERAR X S)-R)EEVRXIZHR BB E (LHAS 40), (2R%
* THEEH .

K&H4] 46: [4-(6,8-—#-2-F %-1,2,34-WEFAEH-4R K S)-K)E K]
RATER 2-FRALE

H# 4-(6,8-=K.-2-F %£-1,2,3,4-19 £ FE9K-4(R & S)-K)F KB (70mg,
£4) 20, PHE4KR 1, STBRIAK B)ET R FH@.5ml), EHFHGERE
Ndm R TR 2-FELALEGIMG)E—KFTROSm)PeER, REL
BE, BEEA, Bil4& HPLC LB/ Y. &HSH ZHH Ly,
BERERLBLIREZLH, $BAWS L8RS, A%k TR, 42 80mg
BB a9,
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KHEH| 47: [3-(6,8-—K-2-FX£-1,2,34-WE A EH-4R K S)-X)EX]
BEFTH2-FEAE

H .
N. O
hig
e ()
)
cl '
YR

Cl
BR LY LA 13 4869 F X, 1% 3-(6,8-—H.-2-F £-1,2,34-9 A H

Eoh-4- )R ER (LX) 2, PEAKRDERTR2-FTEEAZHAE. R

M, THHZEHLE,

14

#]4 HPLC:

RAEFA A, FTUETF &4 TFikir4 4 HPLC:

B & 48 Merck Purospher RP18 (10pM) 250 * 25mm

AIA: 90% H,0 (0.05% TFA) > 90% T A ; 40 5-4F; 25ml/9-4F

LCMS F %

FiE A

B Z48: YMC, J’sphere ODS, H80 20 x 24p

MBhAE:  044F, 90% H,0 (0.05% TFA); 2.5 44F, 95% ACN; 3.34%
4¥,95% ACN; 3.35 44, 90% H,0; 1ml/4-4F; 30°C

# % B:

B 2 A8 Merck Purosphere 3p 2 X 55mm

AhA: 044, 95% H,0 (0.05% TFA); 4 9-4F, 95% ACN; 5.5 &
4F, 95% ACN; 6.5 94, 95% H,0; 0.5ml/4-4F; 30°C

F ik C:

B] £ 48:  Merck Purosphere 5p 2 x 55mm

MREHAE: 0 H4F, 95% H,0 (0.05% TFA); 3 4-4F, 95% ACN; 4.5 4
4F, 95% ACN; 5.5 9°4F, 95% H,0; 0.5ml/4-4F; 30°C
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F & D:

Bl 248:  YMC, J’sphere ODS, H80 20 x 24p

RhAE:  094F, 90% H,0 (0.05% TFA); 1.9 2-4F, 95% ACN; 2.4 45
%¥, 95% ACN; 2.45 94F, 90% H,0; 1ml/44F; 30°C

F % E:

B £ 48:  Merck Purosphere 5p 2 X 55mm

AshA:  044F, 95% H,0 (0.05% TFA); 3.5 45-4F, 95% ACN; 4. 55}
4%, 95% ACN; 5.5 -4, 95% H,0; 0.5ml/4-4F; 30°C

7 % F:

B &48: YMC, J’sphere ODS H80 20 x 2.1mm

RHAE: 90% H,0 (0.05% TFA) - 95% T Ak; 1.9 9-4F; 95% LAF;
0.5 24F — 10% T &k; 0.05 2-4F; 1ml/a-4F

7 # G:

B ZA8: YMC, J’sphere ODS H80 20 x 2.1mm

ARFHA: 96% H,0 (0.05% TFA) — 95% T Ak; 2.0 9415 95% LAk ;
0.4 247 — 4% L AF; 0.05 5-4F; 1ml/9-4F
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B 1 RAEHICE Py o 54T 4R

RGBT | RGN ik [MH ik
1 1,402 A 485,1 ESI
1a 1,774 C . 485,3 ESI
2 1,460 A 485,1 ES|
2a 3,420 B 485.1 ES|
3 1,512 A 4851 ESI
3a 1,519 A 4851 ES|
4a 1,828 C 4852 ES|
4b 1,806 T 4853 ESI
0,879 D 4851 ES|
0,933 D 4242 ESI
6a 0,037 D 4242 ES|
7 0,951 D 4542 ESI
7a 0,958 D 454 1 ESI
8 0,902 D 514.2 ESI
8a 0,9121 D 5142 ESI

98



200480007871. 0

i

o SBTT/79)

9 0,891 D 5121 ES
10 0,079 D 458,1 ES|
11 0,883 D 4352 ES|
12 0673 5 4381 =
12a 0,970 D 438,2 ES|
13 170,945 D 465,2 =
14 0.834 D 499,1 Esi
15 0,887 D 409,1 ES|
16 0,059 D 4231 ESI
17 5.081 E 4511 ES|
18 5,027 E 450,1 ES|
19 0,925 D 507,2 ES|
20 0,959 D 465,1 ES]
57 0,082 D 438,1 ES|
2 0.071 D 4542 ESI
23 0,925 D 5142 | ESI
24 10,633 D 526,1 =g
55 0,711 D 586,2 ES|
26 0,853 D 4831 ES|
27 0,402 D 706,1 ES]
58 0,803 D 5431 ESI
59 0,820 D 5541 ESI
30 0,772 D 463,2 ESI
31 1,805 E 463,2 ESI
32 1,917 E 4441 ESI
33 1817 E 4441 ESI
34 14 F 4365 ESi
35 115 F 4365 ES]
36 713 F 4365 ES]
37 1,08 F 408,4 ESI
38 1,00 F 4084 ES]
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39 1,04

F 4084 | ESI
40 1,15 F 4365 ES|
i 113 F 4365 ESI
42 1,06 G 4365 ES|
43 0,94 G 408,1 ESI
44 770,95 G 408,1 ES|
45 0,96 G 408,1 ES|
46 1,10 G 4009, 1 ESI
47 113 F 409,1 ESI
R B E R X TR .
Wi,
K VLA

ARBR RS @|EN pH (pH)WWRE, A4 NHE & H L
T, XARELLE, REREAERKENGFHT. A, AA pHK
Ak 3 % % # BCECF (Calbiochem, 4/ BCECF-AM #T4K)% £ pH,.
b AWt # BCECF. /& Ratio Fluorescence Spectrometer (Photon
Technology International, South Brunswick, N.J. USA)¥ @£ BCECF
KA, BEEKH 505 # 440nm, KA EKH 535nm, HLHE & H3tE
{1t % pH;. /= BCECF it ¥, @2 4£ NHCl &4 & (pH 7.4)
P #HATTRF (NHCLE A% : 115mM NaCl, 20mM NH,Cl, 5SmM KCl,
1mM CaCl,, 1mM MgSO,, 20mM Hepes, SmM #] ##, 1mg/ml BSA;
42K IM NaOH & % 7.4 & pH). B & 25ul £ NH,C1 S F R BT W @
ot F S AT A 975p1 £ NHCILE A B T)FFamIEh k. |
itk pH R Ei& &, NHE1 % 2 44F, NHE2 3 5 44F, NHE3 3% 3
S4F. RTFHRABRTHBEAGHE, BREZLREMEA pH KL
AEWMBARFTHEEE. T4 pHKILA00%), W¥mieks Na'
48 ¥ %.(133.8mM NaCl, 4.7mM KCIl, 1.25mM CaCl,, 1.25mM MgCl,
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0.97mM Na,HPOy, 0.23mM NaH,PO,, SmM Hepes, SmM # &%, 1
IMNaOH Z 3 7.0 8 pH)FPRF. 5F 0%EMRZ, ¥@mPAER Na*
B F%&133.8mM FALFEHK, 4.7mM KCl, 1.25mM CaCl,, 1.25mM
MgCl;, 0.97mM K,;HPO,, 0.23mM KH,PO,, SmM Hepes, SmM #] &j##,
A IM NaOH 23 7.0 % pH)TRE. ¥AFEREXHHMEA4 Na'g
HREE. WA pH EF—REMWFARETHRIARKRKILNET
&k 7. B Sigma-Plot £ 4 #| ) pH R E T kit BT H RS
A~ NHE & 75 4 1Cso 18
— LRGBS R 2 T
A2 —BREHFCAS ST NHE3 6937 4 435

5k 36 )4 A ICs 18 (pM)
2 0.0036
13 0.0176
16 0.1594
31 0.0291
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