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S-{4-[ = F AR -G-AFKKE)-FRA]RTAFIRER)4-FE-1-K A
4. 5- — R -TH-2KP-4-3 BR Y &5

5-[4-(1-=F A BK3-FARA)-ATAFTA-1- KT K -4-FH-45-
ZA-1H-2R 42 B T BS

5-[4-(1- = F A AL -3-FAEAA)-IR AT IR4-Q-F AL T
H)-1-K LA 45— B -1H-2k vk -4- % B2 F BE

5-[4-(1-=F AR A3- KA AE)- KT AT A4 FH-1-RT K 45-
ZA-1H-2R 4R B T B

1-F 5 {4 [ = TR R -G-AFE)-FALARTA T A 4-RE

11
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-4.5- — S.-1H-2k 7 -4- 3% B ' B8

1-F A5 4-[ = FEAA-G-AFRL)-F AR TAFTAER4-Q2-F&
IR T R)-4,5- = A -1H-2K v -4- R 8L ¥ B

-FAS- B[ —FEREA-G-RARE)-FAIFATEAA-FA
-4,5- = &-1H-sK " -4- 5 B8 F 85

1-F RS- [ FRAEE-G-AFRL)-FRIARTETE4-AE
-4,5- = &-1H-2k 7 -4- 3 BR 7 B

-FE-5- (A= F ARA-G-ARA)-FR]- AT A4-Q-F A&
BRIk THR)-4,5- = A-1TH-2Kv2-4- R 8L F 85

- FA-S5-A-[ZFREE-G-AXL)-FAL- A AT EA4-FE
-4.5-— S -1TH-2Kk " -4- R BR T B

1-F A5 [4-(1-—FERAI-FARL)- R TEFHR]4-F3E-45-=
Z-1H-2R e 422 B8 F B

1-F 3 -5-[4-(1-— F A BOL-3-F A AR T AT A]-4-2-F A58
T H)4,5- = A-1H-K ek 4-5 L F 85

1-FH-5-[4-(1- = FARKE3-FARE)-ATETHE]4-FE-45-—
F-1H-=K i -4-2 BR T

1-3R & 2h-5-{4-[ = T A R A-B-RAFA)-F R RTEFE}-4-2-F
FOL B TR )-4.5-— A -1H-2k ke 4- 5 B T 85

447 TH-1-ATHAS5-{4-[ = F R ER-G-ARER)-FA-H AT
H1-4,5-Z F-1H-KL-4- 2 R F B

LR A S5- (A [ = FARA-G-AFRK)-FRIATEAFTE)4-F AR
B A -4 5- = A -1H-2k 4 -4- 5 B F S

4-F BRI T 130 TR -5-{4-[ = TR RUL-G-RFKR)- T R
T T A4 5-Z A 1H-2R = -4- R B T B

1-R T A5 {4 [ = F A RA-G-ARE)-F AR HR AT RE}-4-2-F
S BA TH)45-Z A-1TH-K = -4- R BT B

4-Ab T 2 -1-R T RS- {4-[ = F R REA-G-AFRA)-F A LT AT
3 -4,5- = S-1H-K 4 -4- 2 B T B

-3 -5 {4-[ T AR -G-AFE)- TR KT AT 4-FAL
IR W A -4.5-— R-1H-2K v -4- R B F B

1-3R R -5-[4-(1-— 0 A B 3- KA A A)- R T AT A]-4-Q-FARA

12
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BAE T H)4,5- = A-1TH-K vk 452 BR F B

1-IR T H-5-[4-(1- = F AR -3- KA AAR)- IR TR T A]4-F EAR
B VA4 5-— S -1H-2kwd-4-2 B F Be

4-F R AR A TR R ES5[4-(1- = FAERK3-FEARL)-HT
AP R -45- =& -1H-2Kok-4- A B F B

S-{4-[—FRARA-G-AERL)-FAIFRTAFTRA4-Q-FAREHEE
TH)-1-7h-45- — A-TH-2R-4-2 8 F 85

S-{(4-[ = FARA-G-ARL)-FRI-AIATFTA4-F
R -1-"A-45-—F-1H-K-4-5 B F B

S-{4-[—FARA-G-AFXKE)-FEA]IARTATFTE}4-2-
LH)-1-A 2-4,5- = A -1H-2K 4 -4- 2 B F 85

S-{4-[ = FRAAR-G-AFXE)-FAIIHRTEAFT A 4-FEAR
E-1-FmHE-45-— 5 -1H-2ke 4 B F B

4-F EAIRA T RS- (A [ FARE-G-RAEXEL)-FA]-HRTATF
HE-1-F-4,5- A 1H-K 2 4-R PR F &5

448 T H-5-((4-(4-2 K ) (= F AR T A)HRTEH)FA)-1- AT A
-4,5- — A -1H-2K v -4- 2 B F 85 ,

Hoh A R shmAR. dExT B R AR, X BRAK S AF xR R A 4R
BAMT K, RA IR 2 B AR R AR 2 B AR X e/ AE AR A
A BR 8 3T X,

11, 4] &AR4E R L AR MRATAY G F 0k, LT BT ISR
FFHE, F£20°-100C FAzid X A 89k 58 X, B 498 Aol X, C #9577 15 B8
BHER, Blio CEERXFTEEF R, VAT il X 1 &9 BAR GG oRmkebi 47
X7

e
e

BRI

¥

2,
73

b
b

&,

-8

Vi
5
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Rs
o N
LN Re™ "\~ R?
NC
Ry—NH, + + /i\n’o‘

Rj R4

0 ( R,

Ne H A 3 3
3
O 7
A Bo c R? N
0
I
12. i X, B #9I4X 69 B
Rs
r'w R?
Rg”~
( H
0
B

AP AAR. R REABZ n HEMAER 1. 4. 589 Fe54-L4F].
13, ARBAF)EZK 12 9BR 9B, Hir g TaA
4= FARA-G-AFKE)-FR- AT T E
4-(1-= W R R -3-F A RA)- R TI Tl
4= FARAR-G-AFKL)-FA-H Tl T &8
4-[(4-2FKH)-—F AR TR IA TR T B
(4-[(4-2 R K- VR RAF AR AL -8
(4-[ZF R EE-G-AFRE)-F AR A -8
4-( = F AR E-2- A F )M Tl T B
{4-[ = F A RA-(4-AFKI)-F A HF A -C8E
[4-( =9 R FEEu-2- 4 -F )R A ]- LB
[4-(1-= ¥ 3R BUL-3-F A AL - KT )-8
S R K, TBRAR . AEATBR AR 3 BRAK S 3E X B AR
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R K., S H LIRS B AR R R B F A RTE X; afe/ 3k A AR 5
ey R a4 3 K.

4. 2K 2V —FARBERH)Z R 1 9B G R kAT £ S AR 3B AL
FIEZR 12 GBAREGES, F BAFL S A E G 69 A7) Fa/ R 48 80 M1 i Fa/
RAFL L CE YRGS, L AT Rk AT £ Wy REAE L A S
e R ek, JExTER AR, T BRARSAR AT B F ARSI T X,
R E Ak 04 3t Bk K AE AT B B A A X A/ R A AR A BR 4G B
A

15, ARIBERA|Z K 1 69 A Kok AT A 4 AR A F) K 12 69 I
REOGBESEA THETAER, LEREM., WEHIEHEERBGHHF
WG IR, b PRk sk ek ok AT A M R BT A S 2 T X sbeRAR. Bt
B 3 MR . 3t B AR SR AR ST Rk B AORA TS X, R SR 5t ek Ak 2R 3
3T MR X, A/ R A A S B T K.

16. ARABARF)Z K 1 89 BRAKAG Kok ok AT 2 A RARIEAF] 2K 12 69 IR
R BEAERNER TEAAR. MEXE, Fik. BFEE. BHfHplk
B B . g H kK A/ KB BT R, L AT iR ke ak AT
A My REAE R H S AT K sTeRAR . dEATBR R AR, AT BRAK R AE 2B
SRS T R, RF AR BRAR R AT B AR X BAn/ R &
TEAD G BRGYG H X.
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BRAX 89 2R e R AT £

RE R BIARG Kok T E Y. LA & F %, S XM
%y, FelRAARGGRlRk AT AW A T4 & 60 g,

BHW TR AR AR REGE R RIETERY., Bt 2
FEZHEABOGER L. LFR, £ E AR SRP AR LA
RYBAYKERF LR FF @PRT 2T FPEM Ao R IR
KERAITHA-RELIeG it 700 nEE, BT T ABAN A EX
AR ETBEBRAZTR RS b TR TG T BT,

TALIREER), BlderGebaf T TR A ENERAETA . 22
REZHRTFHECLGER, Blho b BAIAREK. T, Reb, 413,
ARt e KA., MmE, X MHEERFEEER, LLaiEtE
TG TR R AR £

£43b, Org. Lett. 2003, 5, 3759-3762 F/2NF T B A £ 8 /%% 8% 85
B agekrot, {22 HIRA B R T AR -BUR A IR TIRIRBEL,

$iW%”A%$E%%ﬁﬁﬁﬁﬁﬁ¢%%%ﬁ,ﬁﬁ%%ﬁ%
Fo, LELELAEHFIEMATE LR,

l%,iﬁ%k%kﬁlﬁﬁﬁﬁﬁﬁﬁﬁi%,

H
nA0. 122
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R' R Tt Riofnty . LA RE L4460, RIRAREBRAR E R
Roth Cregtidh; af R Rty . RIARRELIRAR S TR Cs-3007
A, EEFFHE AT HRPRREIARR L B, @ Ca-mhdmit
ST AR T,

R’ A FEEFELT HABARREBRAR S BAGFEARTL, £
BFE LT AARBARRERARRZ ARG, @i Cra-m A mie o
3

R R FiAn KAt AR L4k 0h . RBREXERRK S R
Kty Crg-tndh; ASFFIEINT AHRBRRRNERMARR Z A, B Cs-
YAk AR 0G5k

R'&F H. Crg-ARiBid C-dn kst it oo 5L,

R’ fo RO 7RIk 53R 7 H; EEZMEALT Atofa R Rafeh. X
4R AE 409 Cre-tidk, E ¥ R A= R RF B &+ H,

R4 #, B R’ # R® £ —#& % 7 CH,CH,0OCH,CH, 3(CH,)3.

HA N AT K sFeAR . TR AR, A BAR SIE AT B R A AR
BT X, KA A ARG 3t p AR R AE AT aR FAMARTY X aRAe/ R A 32
A0 BR 64 3 L.

B IT - R AR AT

Fid “Cre-tt R« “Cia-BAR” . “Cre-ER” F “Cre-bik”
BEALZPAAEETTOREA 18K 13AMNCETF, & 14K 1-64C
RF 6N riktefe I Aot lp i, BTl LR A, L TUAR
AR IR R S AR, BF Crs-sEbtih. Coeg-$th A Cog-I, &K
F Cra-dEbt i, Cos-#ilhiiAn Cos-tik, RF Cr-dhiik. Cog-#tMmik
Fo Cog-JRIL, R Cre-tiinih. Coe-#ili i Coo- . BiZX A T#
WA EA E DV —A-C-C 4, A BLFEV—A C-C =4k, AFKE,
Ak B etE TR Tk, LA ERA. 2-RE. ETA,
FTHA. TR, &RTHA. E&RE. F&RA. FARE. BT 2-TH.
EEA. EFR. 1,133-mPRATHE, HEACHEN]). i Ak
# (-CH,CH=CH,. -CH=CH-CHj;. -C(=CH,)-CH3). & % & (-CH-C=CH.
-C=C-CH3). THizk. THI. RMA. A THEA. THhIK &
Wik Btk FHEARFRL, LHEKEGRETR. LRk ERL.
ETHR AFTR. FTA

17



200680053257. 7 o P E3/76m

AT AL B GG, B TR R Cos- SRR R T LA 3. 4. 5.
6. 7 K 8 MR T HIAREL, HFZRAT A tefe R Tiete (2
AR FHFEAE) RBERRERARR B, IR Em T, &9
TOFEHL T —ARANERTFHERT S, N & O FrARB 105 R R4,
Fo(fe R R FHELBFKRRE, FAHNR, & G-kt § @3 T 75
AEegm: AL, IRTHA, TRE. FTA, TEE. TFA. TR
Wk, KoL, REBARRERL, ABw@AMHE . —ol i
R Gk, vk A Uk k. mbedokER A (pyrazolinonyl)Fe ik
Bk

BEARELRAEXA, #H98 “FR RFFHE%E, BRAARXA L
RAE, FRIETUAEHEHF. (FO)RelRXFERAEZREG. &
AT K RIS B R S B, L F AR T AR X
TEFH AT T FEGEEFTROGEMEE L., AFGE, Fht
AR R 1-2A, 2-846m, EEFHILTRETUARRANRLE
BAKER 2 B A A, LA A2 F K. \

s “RFR ATFEREV 1A BTH2. 3. 4R SALRT
49 5-. 6-RT-RIRFHL, AV R R THERRKE, fmEZERIT
AR RIS IR Z ARG, ERXEEFRRAGEALT, KR
RAFT AAR B R AR BT s F R F R EZTf T AR a9 1B T4 & b,
BRIFET A G BIAR S IR Z 0 —3 4. MR R BT A R sk,
Hik, FRhE G OATHARBMA: g3k, BlRkA. kvl (ckdik).
KAk, Rofekrhk, Bl (BURFEL). RAEwik. KiE—
- N S S U IERE S W, 7 W i < S —"
RAe A, wbod L sk | wRop B eTeg H . Reled 0 owbm L e
Gk Eu k. mbek A bk gledkeBeb kL B 2K (indolizinyl).
ok ik, Bkl eFebk . mpok . R AR R e
Hob 55— oth M egs oA T BE R F A FEZFo]
RGBT IR AR, T SR 84T, FFAIMrbeg 2. vkl ik . Eop K fori R A,

AT AREBAG B, i “Bd Ca-dhAmig oy F A R4FL
B Ca- i T AR FTREA L@ Xee3L, FAFAREF
Aad C-nhmt b —HEmIddh . EXLAHTRT,
R ARAFEFRTHAK.
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EREZAHFERT, 5§ “BiL” R L A XORE K7
HiZEM A ETEBFHFTRARFEKA: F. Cl. Br. I. -CN. NH,.
NH-C¢-#8 2 . NH-C .62 3 -OH. N(C 6422 ),+ N(Cy6-32-OH), NO,.
SH. S-Ci¢-¥o k. S-F . O-Crs-dtik. OH. O-Ci6-##-OH. =0. Ci¢-
AL FE. O-FHA. CEO)Ce-bik. COH. CO-Cre-tith, HF %
BROARAZHRAERR BT LRARE BT L% B, #lde ZBAK=
BAR AR, #ldestT CF X-CH,CF;HAmE R EME 4 C BRF ik
Z AKX, R#H*F-CH(OH)-CH=CH-CHCl, LM & £ ERRLE L4k
ZBEAAK. TUARAMARRXTR GBRARTEZRNR. AT AKLALE ),
Bt k4 “ERAXZRNK” LEKEEARF S-CHy. S-FHK
COOCH;.

EARLPHERT, SIF “FR F “HFL mFT, “BRMAK
BB R TE—ANRTRE TR TE R T (EXAFLTERAERSY
TAESRMIAR) L, LR L —ARSANAAR TR TEERERARXZ
B, #lde B, ZBRAR@ERA: F. Cl. Br. I. CN. NH,. NH-C)¢-
¥ . NH-Ce-%52-OH. N(Cig-324h),. N(Cre-¥23£-OH),. NO,. SH.
S-Cre-¥t k. OH. O-Cg-bt k. O-Cre-$22-OH. C(=0)Ci¢-%t 3. CO,H.
CO,-Ci¢-d2h. CF;3. Cre-tnth, BEXF K AT 2 BT VLA AR XA FE
B, T “FI Fo “HFER” mET, AXAFIUTHRLEGERNK
24 F. -Cl. -CFs. -O-CH;. ¥, . E&RA. At T EF-CN,
KAk 44 2 -F F=-Cl.

EREPYGHEZTT, LARAEAF/RBILHH T, 37 4
HADE M BR G 3” M A B EFE MY R 5 A T4 549 AU ML
iRt th, RER G e, ARG T4 HER. 0%,
B, WAEER. VB, LB, HMA. BB, BLB. BB, T LA,
FLBR . AFHRER . SR, 1,1-ZAAR-1,2-= 5 ISR S [d] R vk 3B (48
), EFAR B, SSAR-HARR. T-1-F08. BB, 2-3-% 4-&
EETER. 246-ZFHEEXTR. o-FBR. CBERLTHE. LK.
BB A/ R ARV ARBR., LA KR,

A A (CHy)ss #2(CHy)gos 22 MR A & 7 -CH,-CH,-CH,-+  -CH,-CH,-
CH,-CH,-. -CH,-CH,-CH,-CH,-CH,-#= CH,-CH,-CH,-CH,-CH,-CH,-, ¥A
%&_-CH,-CH,-CH,-CH,-#=-CH,-CH,-CH,-CH,-CH,.
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ERLPGEILA, Rike) 2 T EAR IR G eRrdolk T £ 4

RIATEEBRFELEY. AR R R, RBRARRKETELRE
BAR R % B89 Crs-dik: F. Cl. -CN. NH-C¢-#2. 3k . NH-C¢-#% 2 -OH.
N(Ci¢-#4 )+ N(Cre-%62-OH),. NO,. SH. S-Ci¢-%2 . S-F#. OH.
O-Cr.6-%2#-OH. O-Cre-didh. O-F. FH. CE=0)Crs-u3k. CO,H.
CO,-Cre-¥i ik ; BHERHE I T AABA R A AL T £ 5 H LB R B A
8 Csg-Fbth: F. Cl. -CN. NH-Ci¢-%t. NH-C 6-%t2-OH. N(Ci6-
). N(Crg-2-OH),. NO,. SH. S-Ci¢-dt. S-F#&. FX. Cie
¥ . OH. O-Cie-%t4-OH. O-F . C(=0)C ¢}tk COH. CO,-Cig-
Yok, @id Cis-mAd ma e F k. bk, B AR UIRA, &5
LT £ AR AR T EADERAK S BA: F. Cl. CN.
NH-C;¢-%2 2k « NH-C.6-# 2 -OH. N(C¢-22 25 )+ N(Cre-$2-OH),» NO,.
SH. S-Cie-#2. OH. O-Cie-¥tdk. O-Cre-#23-OH. C(=0)Cy¢-tt k.
COH. CO,-Cre-}tth. CF3. Cre-krik;

ik

R' &7 £ AR 3 AF L4869, RIARIAR T ik L B 3R R % R4
Cig-#2#: F. Cl. -CN. SH. S-Ci¢-¥o3k. S-F . OH. O-F . O-Ci-
W COH. CO»-Cie-dnik; EHAFILT RIS T LA A # IR
KRR BB Cos-FRt 2k F. Cl. -CN. SH. S-Ci¢tndk. Crg-¥tik.
S-F3. OH. O-F . O-C¢tiih. COH. CO-Cre-tik; AEMIF
ST RIS T R I E £ B R B R, @1 Cp -tk fmdd o
#9% . F. Cl. CN. NO,. SH. S-Ci¢-#2%. OH. O-Cie-¥23k. CO,H.
COz-C1_6-ff‘6§§\ CF3. Crettik;

R! %\T FAERAE TG Cig- ik Cog-IRtaik; 8T C-tn k4 m
e KK,

Rk Ly RV AR E. ERmA. ETH, RTHERF
Rk T AW .

AERLEPHTRTT, THRGE TR RALRITESY, H P

R? &7 AHE LT A RIRAR R T ik A H £ RAR S B GE
Ho. Euyp ik fose ki Fo Cl. CN. NH-C -4 . NH-C¢-}%k-OH.
N(Cr6-%245)2+ N(Cg-}53-OH),. NO,. SH. S-Ci¢-}e3k. OH. O-Cj6-
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. 0-Cre-t54-OH. C(=0)Cie-#23k. COH. CO-Crs-%t2k. CF3.
Cre-¥ith; EHEMFILT HARBARIK T LA LIRARR S BARE. iE
i Cs-m s mat At F. Cl. CN. NH-C ¢tk . NH-C e300
-OH. N(Ci¢-#2),. N(Cre-#2-OH),. NO,. SH. S-Cie-%22. OH.
O-Cre-#t k. O-C6-}235-OH. C(=0)Cis-ttth. COH. CO,-Cre-diik.
CF;. Cl-s-*}%)ﬁ‘;

1%

R* R 7 A ELT A ARKIK FTELA B ZIARR S R K
AR Ewm i F. Cl. CN. NO,. SH. S-Ci¢}k. OH. O-Ci¢-twik.
COH. CO,-Cigs-dtih. CF3. Cig-tttk; BB LT AHRIBARRA K
T A A ERAR S IRAKH ., @it C-tnthmiEsag L. F. Cl. CN.
NO,. SH. S-Ci¢-#¥.2. OH. O-Cis-53h. COH. CO»-Cig-32. CFs.
Cre-tt 2k ;

p oo

R & 7 KRB T L L H BN S BRKHEXL: F. Cl. OH.
OCH;. CF; & CHs; Euik; A KB SAK T &35 ) LB K % 3K
g, Bid Cra-mAsmes a9 F. Cl. CN. OH. OCH;. CF; 3
CH;.

REFRMKEGZEF R Z T RBARSRA K Cl 3 F FRR KK,
RAE DB K CI ARk AT E Y,

AEARLZAHTER, ok TR IR Rk iTAY, LF:

R’ & Fiof R T fofeed . LRI 4. RIRKIKTRLARE
BARK IR GG Ce-25tk: F. Cl. -CN. SH. S-C ¢t . S-F&4&. F
£, OH. O-F#. O-Cre-tith. COH. COp-Cro-tith; EHAEALT
A RBAR KA T B ALK S B, @i Crydn Rt it A748 4
89 4. F. Cl. CN. NH-C ¢t 2. NH-C¢-}2#-OH. N(Cpe-t ),
N(Ci¢-#c#-OH),. NO;. SH. S-Ci¢-¥2f. OH. O-Cis-dtih. O-Cre-
WA -OH. C(=0)Cie-¥t2k. COH. CO-Cre-tok. CF3. Cretiil,

ik

R A= R AR AE L a6, RSB T A LR L IARX S MK
Cig-Xo2k: F. Cl. -CN. SH. S-Ci¢% 3. S-F 3. OH. O-F . O-Ciy-
. COH. CO-Cre-dtih; BEHAHILT A RIBARRA T LI H %
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BARZ ARG, @i Ca- ke mit ek F. Cl. CN. NO,.
SH. S-Ci¢-#24k. OH. O-Ci¢-#2. COH. CO,-Cig-ttk. CF3. Cis-
Ik

p s

R &7 X 48 R AE L4549, R A 4K S-CH;. S-F A K COOCH;
3 BAX K % BAX 4 C1 8-}91;75\, EHEFEALT AR R TELA L
BARREZBARE ., @it Ca-mismbiEsey ki F. Cl. CN. OH.
O-CH;. CF;. CHgo

KAk R P R AT FRAA Rk T A A THE. R
TH. ETHA. E& L. CH;. CH-CH, COOCH;. CH,-S-¥ 4
CH,CH,-S-CH;. CH,-S-CHj 2 4-Cl-F 3.

AAREZRGEET, Bk L P R AT Cr-t i egkebokfiT A 4,

R HEARE G2 R &7 CH; t9sked kit A 4.

BEARKRHASLA, BHREEF R A ROMIIR T HE T HR Cre
. /2R A R R B AT H #9skrkakiTA 4,

F ikt 2P R A= R® E—#& KT CH,CH,OCH,CH, 3 (CH,),.5
#yeRrd kAT £ 4 .

MiknHoxl1.

REMSLGZHEF R A= RE AT CH; 49Kk b7 A Y,

KARME R G TG GRLRATEY, A2
K; *rwiR. JEstp FMA. Bk R AR b B R MR RE DT X, RA
Bk 64 X AR S AE AT B MRS R AR/ A BEAR G BR G BT X

LRS- (4 [ FRAKR-G-AFRL)-FA]HFTE4-FTH
-4.5- A -1H-2k 4R R T B

4-(4-FFA)1-FF T A S-A [ ZFRERALA-G-REE)-FHA]-XRT
HY-4,5- = A -1TH-K e -4- 5 B T BS

4-T R -1-HTHS5-(4-[ 2 F A2 R-G-REER)-F ALK 4,5
— A -1H-2Rve4-2 B T B

5-{4-[(4-AF )= T A AL TR A TA}-1- 30 TH4-FT 24,5
ZR-1H-2RK 43 B F B

4-(4-2F K)-5-(4-[4-F R E)-—FRARA T AL TE}-1- 30T A
-4.5- Z Z-1H-2k ek - BR ¥ &5

P4
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4-THAS5-(4-[(4-AFXE)-—FAERA T AR TE}- 1R T AE45-—
A.-1H-k = 4-5 B8 F 85

S-{4-[(4-2FXEK)-—FARAFTE] R TAFT I} 1R TEA4-FTHA
-4.5- — F-1H-K 4R BR F B

4-(4-2F B)-5-{4-[(4-BF R — FERA T AR TATAY-1-3
CH-4,5- = A - 1H-K ok -4- B8R F B85

4-TH-5-(4-[4-BXA)—FTAAATALRTAFTA)-1- KT A
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B, B hed T BEAT R v B AFES 9,
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"25
R N_ _Ry
o) H
9

FE-20C-+30CHRET, 8 9 5(FAL TR = XA
B, B hedR T BEAT RN M #1418 X 10 69 BE,

10

FTAREHR A FTRTUARFEL T n b 2 698,

BAE T I MBS %%, £20C-100CHERET, REX B #iESL
BR A W REAR X C 6 FHE B A AVEF], Bl de T 8K LB T B A
RRAB K, 189 BRAX 2K o o AT 2 4y

Rs
!
Rs™ N R2
NC
+ o, —_—
R3 R*
0 ( n /R '
R N
3
»O /)
R4 N
Cc
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B X A BT AR MRS, RFTARBRAABRALGEAAR Ssn
W7k ok H &, BX CHAFET LT WIRF, A T8 RS Bon
% A Org. Lett. 2003, 5, 20, 3759-3762 ¥ 441k 64 7 & k4%

BB AR GEARAR CatF ik, flleTdan. G F L
A& HPLC éiﬁ%/\%ﬁkxﬂk%%%%ﬂ/%ﬂ#&ﬁ: KA FAE ik 6 F M BR K,
AT LE St B 3, XA FH HPLC &% 474 B (Fogassy % , Optical
resolution methods, Org. Biomol. Chem 2006, 4, 3011-3030).

A RV AFEIE Ca-m A Mg at Cl- iR F e
BELT, TR TH 5k Mmas R

Ko ama AT Ay E TR THE ¥, £9A TS 1 N LAt
REAEMNAF(10 ml/g)—A Ml £ LT AEM., AHTHEATLE, ALK
KRB RAY R IEF LR 2T, Z B ARG KA YR AFE
f&. AR HCI(pH1 ) s BRI, Al — LB R — A FRFRIZBRET
K., Y EeFe RAAIR R RESITHA A, TR XL KRS,

#BX BOEANY, FAASARTRETED - REER TR0 RAT
WLk o, ABST X T B ERFE R 5-2 G ARG W HIAE A . B b,
AL R LERAE—FFE X B 498

Rs
lj\’ R2
Rsx
( H
0]
B

f£ A H R R, RO B n A LEA L,

AR AR B 6918 X, B 6 B E T AR ag S, B A Sl 2 K Ab Rk
AE stk F AR . IR AR AR AT B AR RS T X, RH AR 6 2T BRAK
RAEAT ok F AT X, BT X Ao/ G A EANT BT R ey £ X

4 [ = FARA-(4-8F)-F A IR T F B

4-(1-— W IR B 3-FARA)- LTI F B
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4= FAEA-G-ARE)-F AR TR T E

4-[(4-B X)) FAERAFTA- TR TR T &

(4-[(4-BFXRK)-—F A RAFARE]-IRTHA}-O 8

{4-[ = FRAERK-G-AEK)-F AR }- T8

4-(=F HR R Ey-2- A -F )R Ta F B

(4-[=FRRE-4-AEL)-TE]-HTA)- T8

[4-(=F AR -E-2- - FH)- A THK]- T8

[4-(1-—F A AA3-FA R TA)-TEE,

RIBARAKEAGMFESCELAYM TR G FE RS K. B, RLA
TERAE—F Y, LK 2D —FARIEARLK A X T 69 B o) oKk ok £7
A YFa KL AKX, B BRARGES, vABAEREIE K 8GR A fo/ REH B
Y Fn/ R AER G H—F A E LY.

WHRIBRALAAOBYRT &R LV —FrARIE AR K A6 BAR G 2K oo
FT A 4 RAEARIE R R A GG BAR GG BEZ S, 1B R AT R ) Ao/ R A Bh A
B, B AF EAY R . A B HER . FER /SRR,
HIT AL ESH AR, EARTREIXEHBIKGY ML, Ak, A
FloohER. BB, IRE. BHREKRY XA F-BIRGH LT,
SHEM MR EER LA O RFER R THHRE IR, MBS, 3K A .
JEMER . KA. LAA. BA. 9fEA . AMERZER, BlheZ K.
FERERZRMAYE, T REAME, EHHFAHRA. HA. K
£, Bk, BE. TRAEEREX, B TFBiEs. BEABEALA
T, EHARAAER. BER. §TEKGTRSFARRTEFY X,
STARSE AR K B ek kAT A M B, R AR R T A 6T X A EER A
KRS EBF G IR X BB XRFH, TIRRTE R IRAEA 6
H )T KT A A E B AAEAARIE R L A 69 69 oKk ok AT 2 Wy S B, R
L, A RARR G ARAT et € E R B KK BA Y
Hdh .

FLBTRAGEREDRGERBERANKE. L AER. EJ745
T AR JR 6 E o T, B4 0.005-20 mg/kg, ik 0.05-5 mg/kg
09 21 — P RO 6 oK e ok AT A A S B

AT, FTA G ARYE A K BR 6 SR kAT A 40 R PT 8 09 ARIE KL A
84 BE ST VAR 24 4 04 AE 2 Bl 3 My 4K Ao/ R 3T BRAK . AV A SN 24, RHEAEH
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JE 2 B M AR T/ AT BRAR 6 3 F B R R FE R RS T A,

A K OAAE BB AEARIE A K BR Gk ek ok AT A M IR B A S AT
BTER, REREM. HMEMRIERERGEY AL,

A BRI AEARIE KK B Ak R AT A ) IR B A &R T
T AR A/ R BB Y T R,

i X, [ Aol X, B 49 BUK 69 ok e obh AT A 4y B IRAX 09 BESE 1 T 56 77 /)
R, Fk. BREE. BHERHMER. HWRMFERY 7,

F b, RKEZAFERAE X ] 4Rk fT A M Foid X B 69 R GBE
BER T MEEAR, Hik, BREE. BRFHHER. BRI
R R ESE A R

EHERTEFER, RERER. WEHIZHER. WA A/
KRB, BANMERE. AR, BEE. BHERBHER. HiRHf
e F) A Y e, KA 6 AL I 6 BURSK e ok AT A Ay SR IRAK 8 B
g TR

4-[ = F R EK-(4-AFKK)-F A AT T &

4-(1-=F R 2 IE-3- KAL) IR Db 7 8

4-[ZFRBE-G-AFRE)-F R TI T EE

4-[(4-BFL)-—FEAATAI KR TR T B

(4-[(4-BFK A FHAELATAIRTA)- B

(A-[ = FREBIE-G-REL)-FTR]-HRTHE}- L8

4-(ZF A FOR R 2 - AR Tk T B

(A [ FEARA-G-RFXE)-F AR THK)- LB

[4-(= F AR E-2- - F )L THK)- T8

[4-(1-= F A RA-3-RAEARL)- K TA)-TE

LIRS S5-A- [ 2 FAAA-G-AFRE)-F AR THA4-FTA
-4.5- — R~ 1H-sk 43R B2 W B

4-(4-2FH)1-FH DA S5-{4-[ = F R AE-G-AFE)-FA]-RT
H)-45-Z F-1H-Kod -4- B B F B

4-T A 1-FH T -5-(4-[ = F AR -G-AFKK)-F R IR T A )-4,5-
Z A -1TH-2R 4R B T B

5-{4-[(4-AFAL)-ZFARA T AR TA)-1-3R THh-4-54 T 4,5
Z A -1H-sk ek 42 B8R T B
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4-(4-FF 2K)-5-{4-[(4-RFL)-—FAEZA T AR TA)-1- A TR
-4,5- = 5 -1H-2k & -4- R BR F B

4-T HS5-{4-[(4-BFRRL)-—FEARLFT A IRTHE)-1- AT K45 =
A-TH-2k P45 R F 85

5-{4-[(4-AF R FREEA T AR TATE}-1- R TE4-F T A
-4,5- = A -1H-2K " -4- 2 BR F B&

4-(4-RF H)-5-(4-[(4-BF L) —F AR RA T A KT AT A)-1-3K
A -45- R -1H-A L -4- 2 BR T #5

4-TARS5-{4-[-B X R FHRARATFTA- R AT REAI-HKTA
-4,5- = 2 - 1H-2R v -4- 22 B ¥ B

4-(4-FFE)1-H T HES5-[4-(ZFARAESD-2-A-FA)-HKTAT
H]-4,5- = SA-1H-K = 4- R B F B

5-{4-[—F R RBE-G-AXAE)-FA-IHR LKA 4-F T HE-1-RK45-
ZA-1H-sKed-4- B T B

4-(4- R F H)-5-{4-[ = F AR K-G- AR AE)-FR]-HATHA)-1-F %
-4,5- — f-1H-sK ek 4- 3R B F B

4-T A5 (4 [ = FEARAE-G-AEXL)-FA-HKTA}-1-REA45 =
A-1H-2k = 4-Z B8 F &5

5-{4-[(4-B KAL) A RRE TR A THE}4-F T A-1-AHK45-=
Fo-1H-2K 4 4-5 B8 F 85

4-(4- 2 F HK)-5-{4-[4- A X R F AR A F AR T A -1-Rm K
-4.5- = f-1H-2R " -4- R BR F B

5-{4-[(4-A XK FPRAARAFTA]- AR TAFTA)4-FTH-1-AL
-4,5- = A -TH-2k vk -4- 2 BR 7 s

4-(4-FFHR)-5-{4-[(4-2F K- = FARL T A A TAFE}-1-A
H-4,5-Z - TH-2k vk -4- BB T B

4-T H-5-(4-[(4-2 R R)-— FARA T AR AT AY-1-F 45
ZA-TH-SR 4R B T B

1-TAS5-{4-[ = F A RA-G-RFR)-FR]-ZF TR} -4-F T A-45-
ZA-1H-2R =42 PR T B

- T A A4-4- R FAR)S-A-[ZFARA-G-AEXEL)-FRA]-TXT
A )-4.5-Z f-1H-2Ke 45 PR F B
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1-THR-5-{4-[(4-B R R)-—F A 2L TR R THAY-4-F T 2h4,5-=
F-TH-2Kee-4- R BR T B

1-T A -4-4- 8 F HE)5-4-[@-2 X X)) FRERR AT A]- K T
AN-45- A 1H-k = -4-ZR BR F B

LA- =T AR-S5-{4-[(4- R X K)-—F R B AT A FTHE45-2 &
-1H-k v -4-2 BR T B

- TAS-{4-[(4-2 XA FRARAFT AR AT A4-FTA
-4,5- = S -1H-2K " -4- 5 BR 7 B

1-T A -4-(4-FFH)-5-{4-[4-2 XK —FRARAFT AL AT
HAY-4,5- A -1H-KeL-4- B PR F &5

1,4- =T HK-5-{4-[(4-2FXRA)-—FARAF AR AT 45—
£-1H-"k e -4-5 B8R T By

S-{4-[—FARA-G-AXA)-FAI-FARTEI4-FTAI-XTHE
-4,5- =~ &.-1H-k = 43 BR T B

4-(4-RFH)-5-(4-[ = T A RA-G-AKL)-FTA]-HTEY-1-X Tk
-4,5- = Z-1H-2K 7 -4- 3R BR F B

4-THRS5-(4-[ = F A ER-G-AFE)-FAHFTHAY-1-KTH45-
ZR-1H-2Ke 42 R T A

5-{4-[(4-FFKKR)-—F R AA T AR T} 4-F T H-1- KT H-4,5-
ZA-1H-2Kvd 432 BR F B

4-(4- 2 FH)-5-(4-[(4- AKX K- —FEARAEFT AR TAE1-KTA
-4,5- = A -1H-2K " -4- 3R BR F B

4-T AR5 {4-[(4-F2FH)-—F R RAFT AR THE}-1- KL K45 =
Z-1H-"k ok -4-2 R T B

5-{4-[(4-BF L) FRAAF R R TEAT AR A-FTA-1-KTH
-4.5- Z Z-1H-2K 43R B F B

4-(4-2FH)-5-(4-[(4- 2R AR)-—FARA T A AR T FAE-1-XK
CH-4,5- - 1TH-"k v -4- 2R BR W B

4-T A S5-(4-[4-BXE)-ZFRERARAFT A F AT E-1-RT K
-4.5- Z Z-1H-2K "L -4- R BR T B

1-F 2 -5-{4-[ = F A RE-G-AFER)-FAR]-FL T HE)-4-7F T 34,5
TR -1H-"K e 42 B W B
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1-F K 4-@-RFE)S5- (4= FRARE-GAREXEA)-TA]-RKT
#3-4,5- = 5 - 1H-k vk -4- 4 B F B

1-F 2-5-(4-[(4-AF )= F R EA T AR TE 47 T A-4.5-=
A-1H-2K 4R PR F B

1-F K -4-(4-RFE)S-A-[(4-BEXE)-—FERRAEAFRER]-HT
K }-4,5-= A-1H-2Krd-4- 5 8 F B

-5 (4-[(4-AFK L) P REATEHRTEA T A4 F TR
-4,5- — A -1H-2K vk -4-5 B ¥ 5

S-{4-[(4-BFRE)-—FEARAFT A AT AR THEA4-Q-FAA
BN TH)-4,5-Z A-TH-2R"-4- 5 B F B

4-F AR T A -5-(4-[(4-AF ) FARAF AR TA)-1-3F
@ #k-4,5- = S-1H-2K v -4- R B F 85

5-{4-[(4-REA)-ZFTARATE] A TATA1- KT A 4-2-F
RAHA TH)-45- A -1H-2Krd-4- 5 B F B8

1-F A5G- [ FEER-G-ARL)-TA]HFRTATFTA 4R
4,5-= & .-1H-krk-4-34 85 F BY

5-{4-[(4-FFRA)-—F R AAFT AL TEFTE)-1- 30 TAA-F A5
YA -4 5- S - 1H-2k w4k -4-F 8L F BS

4-F AR AT RS- [@-AFXE)-ZF AR AT R IR AT
AY-1- AT h-45- 2 S - 1H-2k sk -4- 5 B T B

5-{4-[—F A RE-G-AFKK)-FA-IHRTA ) A4-F A E T A-1-
7 A -4,5- = A-1H-2k 7 -4- R BR ¥ B

4-F A FRA T A S5-(A-[ TR RA-G-ARA)-T A KT )-1-
A -4 5- R -1TH-2K L -4- 5 B8 F B

5-{4-[(4-BRFK)-—FEARATFTAR-FTE4Q-FAAKLT
A)-1-7 H-4,5- = A -1H-2K 7 -4- R B T B

4-F AT LS5 (4-[(4- AR ER)-—FAARAFT A HTHE)-1-5
H-45- R -1TH-KL-4- 2 B F A5

S-{4-[(4-RFRA)-—FHRBRA TR HTAFT A 4-Q-FRIAKA T
H)-1-F -4 5- — A -1H-2Kr4 -4- R BR F 85

4P T RS- (4-[4-B XA FARA T AR T AT A -1-AA
-4,5- Z R -1H-2k vk -4- 5 8L F Bg
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S-{4-[(4-FFK L) —FARAAFTAIFTEA TR A FARA TR
1-A A4 5- R -TH-K 4 B F B8

4-F R B A T AS5-(4-[4-A XX F R AL T AR TET
H-1-AH-4,5-— A 1H-K4-4- 5 B F &8

1-T A5 {4 [ FRARL-G-AERL)-FTH]- AT A 4-Q-FAREH
AT H)4-5-ZF-1H-2k L -4- 5 B F B

1-TA-5-(4-[ = F R A -G-AFA)-F AR T A} 4-FREAIA
¥ -4,5- = K- 1H-K vk -4-5 B8 F By

4-F R A T RE-TEAS- G- FARA-G-AXL)-FA]-ZRT
FY-4,5-Z F-1H-"Rep -4- 2 B T B

1-T HR-5-{4-[(4-BFE L) TR AL TR KT A)-4-Q-FELHE
A TH)-4,5-— A-1H-2k 4 -4- 5 B T B

4-FABRA T AL TAS--[G-EFXH)-—FRAEALTAL-KT
A}-4,5- = 2-1H-K vk -4- B8R T B

LT AS-(A-[(4- 2K K- FARA T AL HR AT A4-Q2-FA
A CH)-4,5-Z E-TH-R-4- 5B F B8

S-[4-(1-—FARKEI-XARE)-HLIAFRA]4-QC-FARAKRKT
H)-1-F H-4,5- = A - 1H-Kvd 45 B8R F B

I-TAS- G- [ZFARA-G-AFRL)-FA)ARTATA4-2-FTA
A B TH)-4,5- = R-1H-R 84K BL T B

-TAAMFTEASU[ZFRAREA-G-RARFRE)-FA]-FTATF
A }-45-Z - 1TH-2R-4- 5 B F 85

1-THAS5-{4-[ = F R R -G-AKL)-F AR THR T -4-F
Y -4 5-— F-1H-2K 45 BR T B5

4-F R T I-1-THR-5-(4-[ = F A RE-G-AFKE)-FA- TR T
T H-45-—A-1H-=kv 4-5 B F B

1-T RS- {4-[ = F R B -4-AFE)-F AR T AT A)-4-2-F &
B T H)-4,5- = A -1H-Kvd-4- 3R B8 F B

1-TAS-{4-[ = FAAA-E-AFRA)-FAL L THE TR )4-F AR
Y 34 5- — A - 1H-2K 4 BR T B

1-T 2-5-[4-(1-= F A UL -3-F A A )-SR A T A)-4-2-F b
A TH)-45-Z A-1H-2K 4 -4- 5 B8 F B
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4-F AAIRAE FH-1-T AS5-[4-(1- = FARAI-FXERKL)-IATHE
W 3 ]-4,5-= S~ 1H-2k v -4-5 B, F B

5-{4-[ = F AR -G-AFKA)-FAHRTA T A 4-Q-FRAHEL
LH)-1-K T H-4,5- = F-1TH-K L -4- R B8R F B

4-A4F T RS- {4-[ = FEARE-G-AFXEL)-FAIIHRTATFTAY1-KT
#K-4,5- = - 1H-2Kvk -4- 5 B8 F B

4-FEAIRAEFES-(A- [ FRARA-G-AFRL)-FE]XTAT
A 3-1-KTHK4,5-— A -1TH-2Kvk-4- R B T B

5-(4-[ = F A EE-(4-AFKA)-F AR TEA T A 4-Q-FRAHE
TH)-1- KT K45 F-1TH-2K&-4- R B F 85

5-(4-1-—F A RE3-XARA) R TEAFTR]A4-Q-FRAEKAT
F)-1-RK T Fh-45-— f-1H-2K"4-4-5 B T B8

1-F RS- {4 [ = F R RE-G-AXL)-FRAI R TATE4-2-F A
B TH)-4,5- = A -1H-2K e -4-5 B8 T B8

1-F R -4-F AR A FA-S5-(4-[ = FREA-G-AFXL)-FA]- R T
AT -45-ZA-1H-=Kk7e-4-5 BR F B

1-FES-(4 [ FARA-G-AFA)-FTAL- A TETA)4-Q-FA
B A TH)-4,5- = A-TH-K = -4- 3R BR F &5

I-T A4 TERS-G-[@-AFKE)-—FRAAREATE-HRTAT
H}-4,5- = A -1H-2K"-4- 3R BR F 85

1-T A-5-{4-[(4-B K- — FARA TR TR TR} 4-F AR
P H-45-— F-1H-2k w45 B8R F Bs

4-F H BRI T - T 54 [(4-RF ) -—FARATFTA-HK D
AT A4 5- A -1H-K = -4-5 B F B5

5-{4-[ = FRBA-G-RAEL)-FARHFTA4-Q-FRAHELT
H)-1-K T4 5- = A -1H-2K 7L -4-R B T &5

4-F KA T -S54 [ F AR -G-AFKE)-F AR T K )-1-
KA -4 5-— A -1H-k-4-F BR T B

4-"F KA IR T IR-5-{4-[(4-BFRAR)-—F R R F A LT A )-1-X
LH-45-Z A-TH-2K e -4- 3R PR ¥ BS

5-{4-[(4-BFR ) -—FRERF A A THEFT ) 4-Q-FRAEHZA T
H)-1-RK T H-45- A -1H-K"L-4-R PR T B

N
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1-F #.-5- {4 [— ¥ A RA-G-AXL)-FTAHRT A 4-Q-FARAHE
KT HK)-4,5- & -1H-2k L -4-5 B8 F By

1-F H&-5- {4 [~ FARE-G-ARL)-F R AT} 4-F AR A
¥ #-4,5- = &-1H-"k 4 -4- B B F Bs

1-F R A-FEABRA T RS- (4 [ FRAEA-G-ARFEA)-FAI-KRT
A )-4.5- = G- 1H-sk vk 4% B F 85

1-F A 4-F R AT A S5-4-[G-RFEL)-—FEAARLFTHL]-KT
H)-4.5-Z A-1H-"K o4 -4- 5 B T B

-FRS5-(4-[(4- AR L) -—FAARAEATFTAHF AT A}4-2-F &
EBA T H)-4,5-— A -1H-2Kvd -4- 5 B T B

1-FA-5-{4-[4-A R A)-—FARA T AR TA TR} -4-F A5l
P45 A -1H-2kvk-4-5 B F 85

1-F -4 F R A T RS- (4-[(4- B AR -—FEARAFTR]-KRT
T HNV-45- A -1H-2k = -4- K R F Bs

1R ARS5-(A-[ = FRAER-G-AKXL)-FTAI-HFRTAT R 4-AR
-4.5- = A -1H-2K 4 -4- 3R BR F &5

1R TS (A-[ = FARA-G-AEA)-FARTA T} 4-2-F
Rt CHE)-4,5- = A 1H-2K vk 45 88 F 85

I-RCES- (A [ FARE-G-AFRE)-FRIHRTAEFTR}4-FR
-4.5- = S -TH-2K 7 -4- R BR F @5

R TS {4 [ = FARA--AEL)-FERI- A TAFTE4-AA
-4 5- = F-1H-2K 7 -4- 3R BR F 85

1R T A5 {4-[ = F A RA-4-AEL)- TR AT AT A}-4-2-F
HE AW CH)-4,5- = & -1H-k 7 -4- ;m;a‘%’ i

1SR TS5 {4-[ = F R RA-A-ARIL)-FRI- A TA TR} 4-FA
4,5-— &A,-1H-2K" 4-5 BR T B8

1-R -5 [4-(1-=F A RA - KL AE)- R TAR T A]-4-7-45-
ZA-1H-2A 42 B T B

1- 3R & R-5-[4-(1-= F 2R R AR -3- KK AR )-3R T AR F 3K ]-4-(2-F A
Yok LH)-4.5- — A -1H-"K o -4-5 B8 T Bs

1-R S -5-[4-(1-= F AR A-3-F A R A)-IR AR W K ]-4-F 2-4,5-
ZR-1TH-2K 45 B T B
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5-{4-[—FARA-C-ARK)-FA-FTEFTAE)-14-—RE45 =
F-1H-2R =4 2R 8L T &5

S-{4-[ZFARA-G-ARXL)-FA] IR TEATE}A-Q-F AL E
TH)-1-F -4 5- = A -1H-2R 4 -4- R B F B

1-F A -4-(4-2F HK)-5-{4-[(4-2 R A)-—FERRAFT AR TATF
HEY-45- A -1H- A4 4- R B T B8

1-F AR 4T HAS5-(4-[(4-BRXK)-— F AR T AR TR T HE}-4,5-
ZA-1H-K e 4R PR T B

- A5 {4- [ = FARARA-G-AFE)-F AR T -4-2-F AL
B CHK)-4,5-—F-1H-"K 4 -4-FR B8 T B

4-3F F BRI A T R -1-3R T A5 (A [ = F AR RA-G- AR A)-F K]-30
THY}—4.5-— f-1H-2k e -4-5 B8R 7 B5

S-{4-[—FAEE-G-AXK)-FE]HFTAEATFTAI4-FRE-1-AEL
-4,5- — A-1H-2k -4 B2 F B8

5-{4-[ = FERARA-UG-AFKA)-FR- A TEAFA-14- R E-45-=
A-1H-K 7 -4-2 B F B

S-{4-[=FAERAA-G-RFAL)-FA]-F AT A -4-2-F AL
LH)-1-A -4 5- S -1H-2Kv-4- R B T Bs

5-[4-(1-—FARAI-FAREA)-TFTEFTA-14- 2R KA 45K
“1H-"K 4k -4-22 B T 85

5-[4-(1-=—F A RA3-RARE)-ARTEAFTA]4-Q-FEHEKKLL
H-1-A -4 5- = A -1H-K 4 -4-2R R F 85

- TAS- 4 [ = FREARE-G-AFREK)-TA-HRIEATA4-AA
-4,5- — A -1H-2K v -4- R B T B

1-THR-S5-(4-[ = FRAEOR-G-RAEL)-F AR AT A} 4-Q2-F A&
BRI LHAR)-4,5- = A -TH-2K v -4- R B F B

- TAS- {4 [ = FARA-G-AFR)-FAFRTETA4-F R
-4,5- — A -1H-2K " -4- 5 BR F @5

1-THR-S-(4[ = FARE-@G-RFEL)-FA R ATFTA4-AL
-4,5- — R -1H-2Kr 45 B2 W B

1-THAS5-(4-[ = F A EE-4-ARKE)-F R IRTET A -4-2-F A&
BRI GH)-4,5- = 2 -TH-K L -4- R R W B
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1-T A5 [4-(1-Z F R RA3- KA RE)-IRTE T AE]4-FK45-—
f.-1H-2k vk -4-2 B2 F 85

1-THK-5-[4-(1- = F AR RA3- KA R )R THE T A-4-2-F AA%
A T H)-45-— S -1H-Kok-4- 2 B F B

S5-{4-[—FHRK-G-AREL)-FRERI-FTEFTA-1- KT A 4-FE
4,5- = - 1H-k 7 -4- R B F B

S-{4-[ = F R EAA-G-AFL)- TR R TE T A}4-Q-F A A
CH)-1-KTHK-45-Z A -1H-2Kv:-4- R B F &

S-{4- [~ FARA-G-AFXA)-FE]RTAEFTRY4-FR-1-KTE
-4,5-— & -1H-2k v -4- % B8 F Bg

S-{4-[ = FARA-G-AFRKL)-FR-HFTATA-1I-FAA4-RE
-4,5- — - 1H-2K v -4- 7 B8R F @5

5-{4-[=FRAKL-G-ARL)-FRA]-FTATA}4-2-F AL
TH)-1-K T H-4,5- = R -1H-2K 4 8. T B

S-{4-[ = FARKE-4-AFKE)-FE]-ARTAEAFTE}4-FA-1-RKRTK
-4,5- Z - 1H-2K " -4- 2 8L T 85

5-[4-—FHAREI-FEARL)-FTAFTA1-RTA4-AA45-=
.- 1H-K e -4- R B F B

S-[4-(1-—F A RAI-FXARAKR)ARTAFTER]4-Q-FAHBKALL
H)-1-K A4 5-—A-1H-2KL-4- % B8R T B

5-[4-(1-=F A RA-3- KA RE)-IFFTHE T HR]4-FH-1-K T K45
ZA-1H-"k 42 B T B

1-FARS5-{4-[ = F AR RE-G-ARE)-FAI-HFTATR4-RE
-4,5- = A - 1H-2R 4 -4- R B8 T B

1-F RS- (4 [ =W R EHR-G-ARA)-F AR T AT -4-2-F A&
IR LHR)-4,5- — A -1H-2K 4 -4- B B F 5

-FAS-A[ZFRER-G-ARRE)-FEAIIARTATEA4FHR
-4,5- — A-1H-2K 72 -4- R 8L ¥ A5

-FAES- (A FRAE-G-RAEXE)-FALHRTAT A} 4-RA
-4,5- Z A~ 1H-2K 7 -4- 2 B8 T 85

-F RS54 [ FRARA-G-AEKIEL)-FR]ATETFTEA4-Q-F A
BRI T AR)-4,5- = S -1H-2Krd -4- R B F B
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1-F RS- (A= FERARE-G-AFREA)FAHRIEAT A4 T A
-4,5- = A-1H-"K"-4- 5 B F B

1-F3-5-[4-(1- = F A RA3- KA AHE)-IRT AT HR)4-R K 45—
F-1H-2k 2422 B8 F &5

1-FH-5-[4-(1- = F A BR3- KA RA)- IR T A]4-2-F A5tk
T H)-4,5-— A -1H-KL-4-5 B F B

1-FAS5-[4-(1- = FARE3-FAERE)-FRTAFTA]4-FH-45-=
A.-1H-2k b 4-2 BR ¥ B

1- AT HES- (4 [ = FEARE-G-AFRA)-FTA- A TAT A -4-2-F
FAB I TH)-4,5-Z A -1H-K 7 4- R BR T 85

44 T H-1-FR T RS- [ FRAREA-G-ARXL)-FA]-ZRTHKT
HY-4,5-— A-1H-2k k43 B8 F 5

1-3R LRS- {4-[ = F R RA-G-AFKA)-FR-HATEFH)-4-F R
IR A T -4 5- = A - 1H-2k vk -4-34 B F B

A-F AR AT R TES-(4- [ = F ARA-G-AFRK)-FHR]-3R
T B Y4 5. Z S -1H-2K vk -4- 2 B8R T B

-S4 [ FRARA-4-ARE)-FR-HKTAFHE)-4-2-F
FA B A TH)45- A -1H-2kve4- 2 88 F B

44 TEI-FTAS-(4-[ZFARE-G-AFEE)-FA]-HFRTAT
Hy-45-— F-1H-K 4R B8 F B

1- R A5 {4-[ = FARA-(4-AFA)-F AR T AT R4 FHL
B AT -4 5- A -1TH-2Krd 4R BR F 85

1-3R T 2R -5-[4-(1-= F AR B35 A 2 )- 30 T4 F K -4-(2- F Uk
AT H)-4.5- A - 1H-2K 4 -4- R BR F B

1-38 &R -5-[4-(1-= F AR B AR -3- KR A A )- 30 SR T AR -4- F 2l
AT EA45-ZF-1H-K 4R T B

4-F R AR T IR TS [4-(1- = F A RA3-FAERK)- KT
H P HE]-45-— S -1H-"Krd-4- 5 B T By

S-{A-[ = PR EA-G-AREA)-FTE]- KT AT E ) 4-0-FRAHA
CAR)-1-F Hh-4,5- — A -1H-2K 2 -4- R B T B

S-{4-[ZFERRE-G-AFRL)-FAI-F AT A4-FHARAT
A 1-F\H-4,5- A - TH-2K e 45 B T B
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S-{4-[ = F A RE-(4-AFEA)-F AR T AT A4 F RAHAL
L3)-1-F 3 -4,5- — A-1H-"K 4 -4-FR B 7 B

S-{4-[—FARA-G-AFKRE)-FRIFRTATER)A4-F AR AT
R-1-AA-45-— & -1H-2 4 -4-5% B8 F B

4-FABBEAEFTES- B[ FRARE-G-AFRL)-FAI-ZRTAT
KI-1-F -4 5- = R-1TH-K 8 -4- R B F 85

44 T HS5-(@-((A-A XA FARBFT AR TA)FHA)-1-30 2
H-45- A -1HK 4R B T 85,

L AR X, stuiR. dExd B AR, 2 BRAR R AR X BR R AR
BAMT K, KA A F gk e T w R R AR AT B R AMIRTY X, e/ A A0
B8 BT K.

-~
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% A
Bk A [ FRE-F AR TIR-F &84 4-[=FAZ-FK]-3R
Ak - LB — AR MDA

\/0 O \/O 0 H 0
. [ ] R [ I
0" o 0~ "o
0 S A
3 5
Ra
O
6 7 8

MesN

g

H

R
s
[o)

D

9 10

1 &

1,4-— 8 2232 [4.5] 5% -8-FBR LB 4 49861,

ETBTH 4-FR-F AR LB(52.8 g, 0.31 mol, Merck, I
B 5 814249). T —E%(67.4 g, 1.08 mol)F=xt F RALER(0.7 g)49 F K (160
ml)E R 20 D BF, FR L IEBRMAZ TB(300 mDF, AK. RE
SN B A BALA I R k. TR AT TR (NaySO,) A B 2 F AL
Rbg, BAG T ERKTG AP R ST —F ey m L,

2 B
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1,4-— 8 -3 [4.5] 5 )%-8-F B 5 696 A%,

E-70C --65C. RAT, F—FTHAEMENS M8 TFRER,
102 ml, 153 mmol)i& A £ 1 4- =R 4-3[4.5]15%-8- R BL L5 4(32.13 g,
150 mmol)#) KK ¥ R (160 mlyE&R Y, FHH 30 447, X e@idhm A
¥ EZ(80 ml)M AE-70C - -60C F# R A BRAY. TR EERMKET
B, AR RALARIER(100 ml), ZAEZRIRIERFIER, ALRT
Bepeikabk £ 20k, B KERITA LR CEFER2 K, Aot LM
IR IEA U AMERY, BRARBRETRIFALTZ FTALRSE.

3 B

S AR -(1,4- R -HR[4.5]5-8-2)- TR 6 898K,

B ARA A0 T W 40%89 = F /K& & (85 ml, 0.67 mol). 1,4- =% Z-
$2.-[4.5]154%-8-F B 5(240 g, 0.141 mol)F= HA47(22.05 g, 0.338 mol)#=
AZF) AN #H B (G7 mDAFEQ2 mDRAY . EER TRHFERESY 4
JEF, ARG, KRB R = B4 x 100 mD)F IR, ZFBRAE T HRA A8,
BEATTELRE, RE—FAHEEBRRG Y.

% 4 M

[(1,4-— A Z-#2[4.5]5-8-H)-FAR|-=F & 7 896

H B A Aok A 30 T, 4B Grignard X7 69287 w5 R A 61(19.89 ¢
88 mmol)#g 7Kk THF(160 ml)iai& A K = TE (160 ml)is & i# 4n £48
FI 8 Grignard X7 49 1M THF & = & (220 ml, 220 mmol)&& ¥,
BETBTHAE 20 EF. AT AERERSY, EKREITIRAEFZ
AR % (100 m)A= K (100 ml), F/A = L& (3 x 100 m)FE RS, A
KAt Ao RACAR IR SR HLAR, T ER(NaySO.)FF AL RS . i~
R — AT TR,

% 5 M E

4-[ = F AR FIL T AK]-2R TR 696 %,

FeAa B 6 [(1,4- =R 22 -2 [4.5]5-8-38)-F A ]-— ¥ i 7i(88 mmol)#Y
AL 7 My R AR K (40 mD)F, A AR ER(S9 ml), FE TR TR EANRR
P20 ut, A= B2 x 100 mD)FE IR L RS, LKA T A SN
NaOH 17K A0 2480 . I 8 F (3 x 100 mDFIR. FIHEH R LK.
7R Ha & BRI Ghe TH,

6 WX
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4-[—FEREAFTAATIR-FTE 9 694 %

ARATHTFTEATR)ZFKAFTAHE257 g 75 mmo)BF AL
7K THE(100 ml)¥ , & nisfig /£ XKk THF(70 ml)¥ 694 T 82 47(8.42 g,
75 mmol), Z & 0°C T 15 4-4F.

REWEMATK THR(7S m)F 946 4-[ = FARA T IE]-IK
T BR 8(50 mmol)i& An £ L IRR A R TR LK, EARKEHT
i# AR (38 m)A= 6N HCL(112 ml)VARRRAY., AEEBFHIFE 1 I
J&, MBE(10 x 50 m)FEFURA4, A SN NaOH ¥ /K449 pH AT £ 11
HF 5 LB TEE(3 x 50 ml)—AL R %, £ Na,SO, TR ABE T ALK .
HLF M) % TR T BS/BR T (1) beik &84k, 187 A R E) L) 15 2) 3 A
I 2t Bk F AR,

FTHE

G-[—F AR T A RTHA)-TE 10 696K

AERATH(FEATR)ZFEEAHA353 g, 127 mmo) B F A
# 7K THF(200 ml)¥, 4 0°C T & A& #f48 £ K THE(130 ml)F 4942 T 8%
47(14.25 g, 127 mmol), Z /& /& 0C FH 4 15 447,

AR TR THF(130 mD)F 6948 569 4-[ = F A RAFTA]-IR DT
3% ¥ B 91(85 mmol), A ER FHIFTR. AKKEL T iEIK®0 ml)
F2 6N HCI(200 ml) A K g R4, AT B THA I IHZIE, ABER
A 10 K (FK 100 ml). A SN NaOH #HFKAAHF EZpH A 11, 5T
B LB —AL3 B (F A 100 ml), £ Na,SO, FRAAEA T TREL KRS, A
W% OB LB/ TR (101 3K 1:2)beik &3k sb b, 18 F VAR R P45 45 2
F AP 4F 2 Bk 7 AR

A M AR E B LM T RS, Bon % A% Org. Lett. 2003, 5, 20,
3759-3762 F B #5364 F ik H| &+ A s (40 C). £ &% — B ¥ A nitfT
WAL R, 18 it Ae N POCL; % 13 3 0

2-(FBEA AIN)-3- R A B T &5 2
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'H-NMR (300 MHz, CDCl;): & = 3.07 - 3.22 (m, 2 H); 3.74 (s,
3 H; 4.92 - 5.01 (m, 1 H); 6.20 (bs, 1 H); 7.07 - 7.15 (m,
2 H; 7.23 - 7.34 (m, 3 H); 8.15 (s, 1 H).

71‘%2)%32!&}2175 L F g 3

14-NMR (300 MHz, CDCl;): & = 3.14 (dd, 1 H, Jan= 8.66 Hz,
Ja = 8.29 Hz); 3.23 (dd, 1 H, Jm = 4.52 Hz, Jas = 4.90 Hz);
3.80 (s, 3 H), 4.46 (dd, 1 H, J = 8.29; J = 4.90 Hz);
7.22 - 7.39 (m, 5 H).

1,4- = 8 Z-32[4 518 b-8- K BR L BS 4

\\/O .0 ‘\/O‘

5 O\___/O
4
TR THFRA60 m¥ ¢ 4-BAK-FA KA LE(52.8 g, 0.31
mol, Merck, JUF 5 814249). T —8%(67.4 g, 1.08 mol)F=xt F Ra28(0.7
) 20 B, R IE RPN LE(300 ml)F A K BRER A4
e FACAR R SR, TIRERNaS0,), EAZT FALKRYE, #pd
EBIRRE AP TR —F T,
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=& 66.5 g(100%)
1H-NMR (CDCls): 1.24 (t, 3 H; 1.53 (m, 2 H); 1.76 (m, 4 H);
1.92 (m, 2 H); 2.31 (m, 1 H); 3.91 (s, 4 H); 4.11 (g, 2 H).
I30_NMR (CDCls): 14.28 (q); 26.32 (t); 33.76 (t); 41.59 (d);
60.14 (t); 64.21 (t); 107.90 (d); 174.77 (s).

1,4-— R 2232 [4.51 % -8-F &8 5

\/0 0 H., ..O
oi Zo 07 o
/ ./
4 5

FE-70°--65C. RATFTH-FTHARAMALE(NS M §FRER, 102
ml, 153 mmol)i@Ae £ 1 4- =R -4 [4.5]5905%-8- K B LB 4(32.13 g, 150
mmol)# T K F 3R (160 mI)iER ¥, #4330 454, AREH£-70°--60CTF
WAt A AN T BE(80 mD) M R AL BAY. ¥R LERMKEZTIER, N
to e B4R (100 ml), DR EIBIERERR., A LR LB RFE~&
FEE Ok, HBEAERRFACBROEFER 2K, Aafimsiikitt
SFGHNERY, GHRBETRAEETTALRS.

& 2401 g(94%), FHEh

'H-NMR (CDC1;): 1.54 (m, 2 H); 1.74 (m, 4 H); 1.91 (m, 2 H);

2.21 (m, 1 H); 3.91 (s, 4 H); 9.60 (s, 1 H).

13¢_NMR (CDCl;3): 23.35 (t); 33.37 (t); 48.18 (d); 64.30 (t);

107.89 (d); 203.51 (s).
ZWHER-(1 4R 3R [4.5]5-8-28)- T 6
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KA 2 T A 40%89 — 9 B /K2 % (85 ml, 0.67 mol). 1,4- =& F:-
$%-[4.5]8 %-8-F 8 5(240 g, 0.141 mol)F= & AL4F(22.05 g, 0.338 mol)An
A AN £ 837 mD)AFEQ2 m)GReH Y. AZETRARESY 4
X, ZEMmAKEBOm]), KEMTBE(4x 100 mD)FEIR, ZABKRE TR
HAA, ERAETARRYE, FE A ERKRY Y.

& 252 9(81%)

m.p. 48-51C,

'H-NMR (CDCl;): 1.23 - 2.03 (m, 9 H); 2.28 (s, 6 H); 3.16
(d, 1 H); 3.93 (m, 4 H). |

B3C-NMR (CDCl;): 26.67 (t); 27.93 (t); 33.87 (t); 36.94 (d);
41.90 (q); 64.30 (t); 64.36 (t); 108.33 (d); 115.94 (s).

MBQN MezN RZ
S —sasm .
O 0
7 s-e

[(1,4-= B 2 -4 [4.5] 5 8- 2 )-4- AR A T A= F e Ta(R™=4-F K
A)

S ATk A3 T BRI 6(19.89 g 88 mmol)44 7K THF(160 ml)
R AME IM 8 4-BOR A8 A04R 49 THF(220 ml, 220 mmol)i& & F F
FEERTRAE 20 ot ATRERELREY, EKAEHT Alot g
A48 75 % (100 m)A= 7K (100 ml), FF 8 = LB (3 x 100 m)FBURAES 4. F
TR Faht Fn ACAN A A, T IR(Na,SO,) IR KRS,
& 31 g(>100%)
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13¢_NMR (CDCli): 26.68 (t); 28.11 (t); 34.43(t); 34.55 (t);
37.37 (d); 41.68 (q); 64.12 (t); 73.65 (d); 108.88 (d)
114.23 (d); 114.44 (d); 130.27; 130.35; 132.43; 160.36 (s);
162.78 (s).

[(1,4-= B Ze-3R[4.5]5-8- ) 3-AE L FHE]- = F & 7b{R*=3-#K
Py

BB A Ak A2 TR E LM 6(23.45 g, 104 mmol)#) 7K THF(100
ml)Z & An A B 1M 49 3- LK 38 1b4% 49 THF(208 ml, 208 mmol & & ¥ ,
FAEFE T 20 hot. AHTRIERERAY, EKEIToAbF
FAAE 2% (100 ml)F=K (100 ml), FFA =83 x 100 ml)FRREY .,
A K Fa bt e FACA R R A A AR, TR AR RS .
& 33.33 g(99%).

'H-NMR (CDCl;): 1.12 (m, 1 H); 1.26 (m, 1 H); 1.46 - 1.81
(m, 7 H); 2.10 (s, 6 H); 3.10 (d, 1 H); 3.90 (m, 4 H); 6.85
(m, 3 H); 7.27 (m, 1 H).

B3C-NMR (CDC15): 26.80 (t); 28.08 (t); 34.48 (t) 34.45 (t);
34.59 (t); 37.26 (d); 41.71 (q); 64.19 (t); 74.04 (t);
108.91 (d); 112.51 (d); 113.71 (d); 115.52 (d); 115.72 (d);
124.83 (d); 128.82 (d); 128.90 (d); 139.66 (s); 161.15 (s);
163.58 (g).

[(4-F K H)-(1,4-= 2632 [4.515-8-2)-= T I Tc(R™=4-8 K )

2 B ATk 40 T B B 6(22.43 g, 100 mmol)#g £ /KB (100 ml)
BORMAE] IM 69 4-F K A8 4R 09 B (200 ml, 200 mmol)E & ¥, JF
AFBTHHE 20 D, ATRERELRAY, LKA T IRNICF R
04535 7% (100 mDA=7K(100 ml), 754 = T 83 x 100 ml)F B iE4.
K Fahtfr RACAH IR SR AR, TR AR IR .

% 30.9 g(100%)

3C-NMR (CDCli): 26.65 (t); 28.11 (t); 34.46 (t); 34.60 (t);
37.28 (d); 41.76 (q); 64.17 (t); 73.80 (d); 108.88 (s);
127.72 (d); 129.53 (d); 132.39 (d); 135.33 (d).

[(1,4-= 8 2532 [4.5]5-8- 2 )-Ewp 2- - F 3L - = ¥ B (7d(R*=2-"E"%
)
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B A Fk A2 TR 6(2.24 g, 10 mmol)#9 &K THF(10 ml)
SRR A M E 1M $rEw-2-4k -8 42 49 THF(20 ml, 20 mmol)&& ¥,
TR THME 20 B, ATREREREY, EKEHTIAIeF R
4 E % (10 ml)F=R(10 ml), 8 = TEG x 10 m)FBURESH . FAK
FattFo FACANIE BRI EA AR, TIRIFELRS.

& 2.8 g(100%)
BO_-NMR (CDCl=3): 27.72 (t); 27.88 (t); 34.27 (t); 39.28
(d); 41.10 (qg); 64.11 (t); 68.89 (d); 108.88 (s); 123.55
(d); 125.88 (d); 127.53 (d); 139.50(s).
[1-(1,4-= 878 -38[4.515-8-2)-3-F A AL- = F I Te(R*=K T )
AR AARA I THELEE 6(21.93 g, 97 mmol)# LK THF(180
mmol)iz & & An 2 1M 44 3K 3k TR F A4 49 THF(242 ml, 242 mmol )i& %
b HATIRTHM 20 DA, ATAERERAY, ARSI T I
Fo BAMAZ (100 m)F=7K(100 ml), HFA =TE 3 x 100 ml)FIis
Y. R KFhbAe AR AR AR, TR ALIRE.
FE: 34 g(>100%)
BC_NMR (CDCl;): 27.43 (t); 28.95 (t); 29.42 (t); 34.82 (t);
35.40 (t); 38.76 (d); 41.16 (qg); 64.17 (t); 67.41 (d);
108.86 (s); 125.41 (d); 127.66 (d); 128.11 (d); 142.69 (s).

MaaN R2 MesN RQ
_— -
O (@) 0
7a-e Ba-e

4-[ = A BRI -(4- R FA)-F AL T 8a(R™=4-AFK)

F 45 B 7a(26 g, 88 mmol) &) HL = 4 A £ K (40 m)F, Ae AR B
(59 ml), f&FRTFHEAERIH 20 hEF, A= B2 x 100 ml)F IR
B FL iAW, kA2 F A SN NaOH 1# /K48 2 skt , Al =2 F (3 x 100
mD)FE IR, FTHRFELRGE.
& 21.36 g(98%)
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3C_NMR (CDCl;): 28.90 (t); 30.48 (t); 37.00 (t); 40.49 (t);
40.72 (t); 41.7% (q); 72.98 (d); 114.42 (d); 114.62 (d);
130.20 (d); 130.28 (d); 131.88 (s); 160.50 (s); 162. 93
(s); 211.44 (s).

4[=F A RE-G-AFEL)-F A]- X TH 8b(R*=3-AF L)

458 7b(30.3 g, 103 mmolZMEAK(E4 mD)F, AR E(64
ml), £ %R FREDLESH 20 o, KR EREYE — TE(2 x 100 ml)
—#2IR3H, AskA 20T A SN NaOH 42 7KA8 sk, A =& F 3 x 100
mD)FEIR, FHRAEXLZKRE. 558 —FAHLEBKYGER,

FH. 224 g(87%)

m.p.: 72-75C

13¢_NMR (CDCls): 28.97 (t); 30.44 (t); 36.90 (t); 40.52 (t);
40.75 (t); 41.82 (q); 73.37 (d); 113.84; 114.06; 115.42;
115.62 124.71; 129.03; 129.11; 139.00; 139.06; 161.16;
163.60; 211.40 (s).

4-[(4-RF )= F AR T L] AT Sc(R*=4-AFKK)

P 4% B 7¢(30.98 g, 100 mmol)iz fF /£ 7K (44 ml) ¥ , A NGR £ BR (64 ml)
HFEZBTFTHIE2 . BFRERSME ZTE(Q2 x 100 m)—=&RHK T ,
kAT B SN NaOH #£7K48 24k, A& FHERG x 100 ml),
TR AL RYE . 4B B —AF A b e iR,

& 21.9 g(82%)

3C_NMR (CDCl;): 28.88 (t); 30.45 (t); 36.89 (t); 40.49 (t);
40.74 (t); 41.83 (qg); 73.12 (4d); 127.87 (d); 130.16 (d);
132.75 (d); 13470 (s); 211.3% (s).

4-(Z=F R B SRES -2 - F ) IR T ER 8d(RP=2-E % AL )

45 87 7d(2.80 g, 10 mmol )i& i /£ K (4.4 ml) ¥, e AR 3 B2 (6.4 ml)
F TR THIE20 N0, BRI RESHE = Ui —AEKFH (2 x 10 ml),
FE 7k A 20 F A SN NaOH 42K48 2882, A Z& F (3 x 10 mHFER, F
WAL RYGE . B A A Eg R,

FE: 179 g(75%)
B¥C_NMR (CDC1ls): 30.02 (t); 30.18 (t); 38.84 (t); 40.29 (t);
39.28 (d); 41.17 (q); 68.24 (d); 123.88 (d); 126.01 (dy ;
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126.34 (d); 138.77 (d); 211.49 (s).

4-(1- = FH R 3-F A AHEL) K TE 8e(R=KTH)

45 B Te 4940 = #(29.6 g, 97 mmol iEMF £ 7K (44 mD)F, AR
BR(64 mD)FEFR T HH 20 1ot FRERGYE Z LR—ERIKG (2 x
100 ml), £ k%2 F A SN NaOH 4& K48 2 4844, Al =5 F (3 x 100 ml)
FEI, TBRIALKREG. 58 R —FAHLEBER,

A 16.9 g(58%)

BeoNMR (CDC1;) : 29.40 (t); 30.02 (t); 30.97 (t); 35.34 (t);
38.71 (t); 40.79 (t); 41.01 (t); 41.23 (g); 66.65 (d) ;
125.66 (d); 128.12 (d); 128.19 (d); 142.27 (s); 211.70 (s).

MesN

Me,N R, R2
© H O

Ba-e 9a-e

4-[ = F AR B -(4-AF)-F AR TIn-F B 9a(R*=4-A KA

ERATH(FTELATA) = XKEZMAHE257 g 75 mmo)EF AL
K THF(100 ml)¥, 7 0°C F & miEE £ K THF(70 ml)¥ ¢4 T 8547
(8.42 g, 75 mmol), ZJEH& 0C FH IR 15 547,

KRG T IR TIEMATLK THF(7S mmol)¥F &98 8a(12.44 g, 50
mmol)i# An £ LiKIRE Y, FETERTFTHFIR, EKKESITEK
(38 ml)F= 6N HCI(112 ml)VA K R Bty AE R TR 1 DHZE,
FEE(10 x 50 m)FBCRA-4, A SN NaOH #KAR4) pHAFT £ 11, 5
LB LBS(3 x SO ml)—AZH H, £ Na,SO, THRIFAEAL T TRL KRS, 4
FEW % LB LB/ (1) brik &g 44k,

% 913 g(70%)
'H-.NMR(DMSO, 600 MHz, ##F15%5): 8=197(s, 3 H); 1.99(s, 3
H); 3.08(d, 1 H, J=9.06 Hz); 3.14(d, 1 H, J=9.82 Hz); 9.53(s, 1
H); 9.56(s, 1H).
BC-NMR(CDCly, BASIExt B FA94K): §=23.97; 24.21; 25.85; 26.02;
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26.17; 27.35; 28.00; 29.90; 37.26; 38.34; 41.50; 41.95; 47.36; 50.55;
72.75; 75.84; 114.25; 114.45; 130.33; 130.40; 132.61; 160.41; 162.83;
204.10; 204.93,

4-[ = F A FRE-G-AFA)-F - 3R The- T BE(R*=3- A 2K )9

ERATHFTERATE)Z KA FASH1542 g, 45 mmo) BF AL
7K THF(50 ml)¥, & 0C TF i@ iz K THF(S0 ml)¥ 654 T BE 47
(5.05 g, 45 mmol), X /& /& 0ChIHRAEM 15 54

T T IR £ K THF(50 ml) ¥ #98 8b(7.48 g, 0.30 mmol)i&
MmEEEZERY, ELR TSV IFTR, EAKAITFiFHMKQS
ml)Fz 6N HCI(75 ml)VA KR4, EEETHIAE 1 I, X5 AE10
x 50 m)#FBCURAY, /A SN NaOH #KA86) pHE T £ 11, B L8 T8
(3 x50 mDFEE, £ NayOS, THRIERATTEARRYEG . HZME LR T
B /3R T (1:1)brik &84k,
& 6.55 g(83%).
m.p.: 40-43C,
'"H-NMR(DMSO, 600 MHz, #%#&#155): 6=1.99(s, 3 H); 2.01(s, 3
H); 3.10(d, 1 H, J=9.06 Hz); 3.18(d, 1 H, J=9.82 Hz); 9.54(s,
H); 9.56(s, 1H).
B3C_NMR (CDCls): 23.93; 24.12; 25.79; 25.95; 26.19; 27.19;
27.99; 29.77; 37.05; 38.16; 41.45; 41.91; 47.30; 50.49;
71.50; 74.78; 113.50; 115.37; 124.78; 128.24; 130.59;
131.24; 131.67; 139.14; 139.76; 160.06; 163.50; 204.01;
204 .85.

4-[(4-RAFH)-= F AL T30 The- F 8 9c(R*=4-AF %)

BERATH(FTARLT )= KA FAHH68.55 g, 200 mmol)&iF A&
Z7K THF(200 ml)¥ , f& 0°C F i de 5 i 48 £k THF(300 ml) ¥ 444 T 8%
£7(22.44 g, 200 mmol), X B & 0C FHHREM 15 54,

RJG 12 Z 8T HEMAE F K THF(Q200 ml) ¥ 4987 8¢(38 g, 143 mmol)
AN B E R A TR T RSB HILR. EARKASI T i@ IR
(150 ml)#= 6N HCI(450 ml)vAKfERA4. AR TFHIF 1 DB, 25 A
B (10 x 100 mD)ZEBURA%, A SN NaOH #K48¢) pHAT £ 11, 5T
B LES(3 x 100 ml)—#A2 K F, % Na,SO, TRALALE FALKRE., #
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F Mz RA TR L ES/3R TAR(1:1) AR IR AL (400 g)dn 44k,
& 32.17 g(80%).
'H-NMR(DMSO, 600 MHz, ##&#12%): §=1.97(s, 3 H); 1.99(s, 3 H);
3.07(d, 1 H, J=9.07 Hz); 3.14(d, 1H, J=9.82 Hz); 9.53(s, 1 H); 9.55(s;
1 H).
13 C-NMR (CDCls;  #AdEsfme g4k ) : & = 23.92; 24.16; 25.80;
25.97; 26.13; 27.25; 27.90; 29.81; 37.08; 38.19; 41.47;
41.96; 47.29; 50.48; 72.81; 74.54; 127.65; 130.28; 132.40;
134.78; 135.43; 203.98; 204.82.
4-(= T AR -2-8-F )3 o T & 9d(R™=2-E% 4)
BERATRH(FEA TR = KA RA4520.56 g, 60 mmol) &F £ K
K THF(70 mD)¥, £ 0CTFi#mmiEMEATK THF(70 ml)F 64T BF 47
(6.73 g, 60 mmol), REAE OCTHREVIIHE 15904, LEAER
Y& M A F K THE(70 ml)¥ 498 8d(9.4 g, 40 mmol)i@im £ Ei &+
FAEFTETH RS FLIR., £KKAITi#HIKG m)F 6N
HCI(180 mI)VAKfERAY . EZETFTHI 1 DB, )5 ABE(GS x 50 ml)
FEBCRAY, A SN NaOH KA 4) pHIA T £ 11, 5 LB LB (3 x 50 ml)
—AHR, % Na,SO, TR LELEFALRYE. MTWE LR LA/
THAL(1:1)bkik & 44l
P 7.66 g(77%)
'H-NMR (DMSO, 6C0 MHz, HIIES ): 3 = 2.03 (s, 3 H);
2.05 (s, 3 H); 3.44 (d, 1 H, J = 9.82 Hz); 3.52 (d, 1L H, J
= 10.58 Hz); 9.54 (g, 1 H); 9.58 (g, 1 H).
BC-NMR (CDCls , #AdEstae Ak ): © = 23.74; 23.83;
25.80; 25.84; 26.98; 27.05; 29,15; 29.68; 39.13; 40.20;
40.98; 41.29 (N(CHs),); 47.48; 50.49; 67.81; 69.79; 123.61;
123.70; 125.89; 126.20; 126.24; 139.14; 135.48; 204.07;
204 .82.
4-(1-= F R F L 3- KA A 20)- K - T 8 9e(R*=K T &)
FERATH(FARLETH) = FKEFAHH20.56 g, 60 mmol) & F £ L
7K THF(85 ml)¥ £ 0°C F & A i /£ /K THF(70 ml) ¥ 644 T B8547(6.73
g, 60 mmol), Z /&£ 0C TR 1554
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KRG TR T WA M A A 7K THF(60 ml)¥ 487 8¢(10.2 g, 40 mmol)
AmEERBERYFAZTBRTHROMPH IR, ERKAEI T iHMK
(35 ml)#F= 6N HCI(90 ml)VA K Re4 ., EEETFTHA 1 Dit, 5 A8k
(10 x 50 m)FBURAY, A SN NaOH ¥/K4049 pHA T £ 11, A TE
LEE(3 x S0 ml)FE I, 2 Na,SO, THRIFAEATFTERLRE. MFEHET
BR LBS/ZR TR (1:1) ik o sbib, |
FHE: 6.73 g(63%).

'H-NMR(DMSO, 600 MHz, ###&155): §=2,18(s, 3 H); 2.20(s, 3 H
Z&F¥); 9.54(s, 1H); 9.61(s, 1H).

PC-NMR (CDCl;, @HAdEsteefAk  ): & = 24.35; 24.49;

26.00; 26.09; 26.85; 27.79; 29.07; 29.13; 35.27; 39.02;

40.98; 41.19; 46.9_9; 50.33; 66.85; 67.85; 70.54; 71.42;

125.40; 125.44; 128.02; 128.13; 131.15; 131.17; 142.45;

204.10; 205.01.

MezN R2
MEzN Rz
—p
H
H O 0
9 a-e 10 a-e

(4-[ = F AR -4-BFKAL)-F AR T3 - LB 10a(R™=4- A K 3h)

ARATH(FTARLTRA) =K EAFMHBEA353 g, 127 mmo) B iF £
%7K THF(200 mD)¥ ., & 0°C F & An& #f 4 £ /K THE(130 ml)¥F 494 T B3
47(14.25 g, 127 mmol), Z &4 0C FHIF RS 15 54T,

KRG E = T idAmEMAeRK THE(130 ml) ¥ 498 9a(22.3 g, 85
mmol)FF & & T R R, £ ARKAE T iE A 7K(80 ml)F= 6N
HCI(200 ml)VAKfFRAY £ E B THAF 1 DB, 5 A B EFIR 10 K(F
& 100 ml), A SN NaOH #7K6) pHEF £ 11, 5 LB B —A2EkH (&
K 100 ml), £ Na,SO, THRIFEAL T FTALRG., HMZHWE LR LA/
IRTH(1: )ik &8 41k,
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% 15.8 g(67%)
B3C-NMR (CDC13 , mAdEsT B ARk ) O = 25.08; 25.87;
28.80; 29.10; 29.13; 29.62; 30.82; 32.90; 33.08; 36.19;
38.43; 41.36; 42.01; 47.94; 51.17; 71.11; 74.69; 114.11;
114.20; 114.32; 130.32; 130.40; 132.00; 132.92; 160.31;
162.74; 202.15; 202.23.
(4-[=FREA-G-AFRL)-FRA- A TE}- LB 10bR*=3-AF )
ARATH(FTARATR=ZFRAFMAHE26.73 g, 78 mmol) &F £ L
7K THF(90 mD)¥, £ 0C Fi@ g F/K THF(90 ml)¥ 694 T B 47
(8.75 g, 78 mmol), X/ & 0CTFHIHREY 15 54,
RERETRTAMERATIK THF90 m)+ 638 9b(13.69 g, 52
mmol)F & g T HFREMIAF TR, ERKEH T iEA K0 ml)F 6N
HCI(150 m)A KR RAY ., EERETHEL DN, 25 ARFIRESY
10 R (FX 50 ml). A SN NaOH ¥7KA8¢) pHIRF £ 11 5 LB LB —AL
®H(HKR 100 ml), 2 Na, SO, FRHALEALZTALRE, P HWE
B GBS /3R T (11 )ik &8 ik,
& 12.61 g(87%)
B3C-NMR (CDCls,  #AdEstukFMg4k ) : O = 25.19; 25.83;
28.90; 29.06; 29.14; 29.68; 30.77; 32.92; 32.98; 33.10;
36.05; 38.36; 41.39; 42,04; 48.02; 51.20; 71.48; 75.07;

113.43; 113.49; 113.64; 113.69; 115.55; 115.76; 124.89;
128.70; 128.78; 128.88; 139.24; 140.08; 140.14; 161.09;

163.52; 202.19; 202.27.

(4-[(4-BFHL)-—FHRATH- R T )-TB8 10c(R*=4-2K 1)

ERATH(FARLT )= FKEAZHH25.02 g, 73 mmo) B F AL
7K THF(90 ml), & 0°C F & /i fif 42 /K THF(90 ml) ¥ #9427 85 47(8.19
g, 73 mmol), ZJE /£ 0CTFHIFREY 15 54,

KGR TRTiHmEFEAELNK THFO0 ml)¥ 698 9¢(13.86 g, 49
mmol)FF /& T & T RSB TR . KK 2T iE A 7K (50 ml)F= 6N
HCI(150 m)pA K RAY ., EEETFRE 1D, X5 ABERRSY
10 K (F K 50 ml). A SN NaOH H#KA6) pHIAFT £ 11, 5 LB TEE—
R (FAR 100 ml), £ Na, SO, TRIFERZT FTARRE. 794
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LB LS/ T (1:1) bk &1 44k,

& 12.07 g(84%).

13C-NMR (CDCl;, #AdEMmeRMiAk ): & = 25.06; 25.82;
28.74; 29.00; 29.13; 29.60; 30.77; 32.87; 32.94; 33.07;
36.06; 38.32; 41.38; 42.05; 47.95; 51.17; 71.23; 74.80;
127.58; 127.66; 130.31; 132.28; 132.34; 134.81; 135.77;
202.12; 202.20.

(A-[=F A RLE 23 -FH)- R T A )-8 10dR*=2-E% 2

ERATH(FTERLETL)ZRARMLHEQ28.79 g, 84 mmol) B i £ %
7K THF(100 m)¥ , & 0°CF i Aaisfif £ 7K THF(100 ml)F 494 T B3 47
(9.42 g, 84 mmol), KRG E OCHIEREM 15 547,

KRG TR T iEAERARK THF(100 ml)F 498 9d(14.08 g, 56
mmol), FFAEFR TR REMHIHELTR., ERKKESZTiEIKGSE m)i=
6N HCI(150 ml)AKMERAY. EZRE TN, 5 HERFIR
A 10 R(FA 50 ml). A SN NaOH K486 pHRAF £ 11, ¥ 5T
BR B —AL IR SH 3 K (FEK 100 ml), 2 Na,SO, FIRF A AT FAL KRS,
FLFE My % LBR CBR/ER T (1:2) bk ik & A0,

& 11.48 g(77%).

BC-NMR (CDCl,, #@ANdEstm:fagik ): © = 25.80; 25.88;
28.73; 29.95; 30.49, 32.23; 32.76; 37.89; 40.21; 40.88;
41.23; 48.36; 51.09; 66.02; 69.97; 123.19; 123.72; 125.85;
126.31; 139.42; 139.91; 202.61.

[4-(1- =9 £ AL -3- KA AA)- LT A)-TE8 10e(R*=K T H)

ERATHFTAALATR=ZFXAZASE503 g, 147 mmo)BEF £ X
7K THF(150 ml)¥F , f& 0°C Fi&hmizfig f£ X 7K THF(140 ml) ¥ 6942 T B3 47
(16.5g, 147 mmol), X /&4 0CTFHIHRAM 15 54,

RIE %8 T IRAAEM ALK THF(150 ml)¥ 498 9¢(27.0 g, 98
mmol), J+&F R THREMIEHTR, ArkKAIPTFiHAKI02 mi)
F= 6N HCI1(240 ml) A K figiodh, ATRTHI;F 1 DI, X5 ABER
A S K(FER 200 ml), FEskA 3P F A SN NaOH #/KA849 pH AT £
11, 12355 LB TR —#EH 3 A (FHK 200 ml), & Na,SO, THRIFAEL
T RE RS, B OB GE/RTI(1: 1) ik &g 4irl =4,
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FE. 181 2(64%)

BC-NMR (CDCls, #AdEsfwFMgik  ): & = 25.55; 26.19;
29.04; 29.15; 29.35; 29.85; 31.00; 32.87; 32.68; 33.04;
35.33; 38.49; 40.86; 41.13; 47.51; 51.15; 65.48; 68.09.

52 1) ;

92  4-[ZFREAER-A-AFRE)-FA- TR T E
ob 4 [ZFAERL-G-AXRL)-TFTA-HKIRTE
9¢  A[(4-RFE)-ZFARALETR]- R F A8
od  4-(ZFARRE-EH2-A-FH)RTR T B

9¢ 4-(1-=F AR -3-FARA)- IR F &

102 {(4-[=FHRE-4-AFEL)-FL]-RTHA)-CTB
10b {(4-[=FERL-G-AFXL)-FA-FHTHA)- OB
10c  {(4-[4-2FE)-—FAEAF A RTHA) -8
10d  [4-(=FARAEH2-A-FH)-HTHA]- L8
10 [4-(1-=—FEARAI-RAAL)-ATK]-T8

?@n i %

#£4% B Chemspeed Ltd.»~3) #) SLT106 /Z## 89 H 8 T, RIBRL
BR SR K PR AT AR A

B ARG B R

FE TR T4 220 umol BATAEMH(EZ I, 1.1ml, 02M, FE F)iL
FE AT 13 ml RFE3B R E F (Chemspeed), FLE A 220 pmol
BATAMCERT 1.1ml, 02M, FBE¥)F 110 umol FHATAM(ER
I, 1ml, 0.1 M, ¥&F), %/é&)ir%/\%@mlod B, RZ 4R
JE A, A HPLC shfuivddy, % & HPLC-MS #A74htk., EFA
B A L F, A %ﬁ%ﬁgﬁﬁMﬂ
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1. [ 1-RTES-{4-[ZFRAEA-G-RRXL)-FA]-XT | 49936
V47T H-4,5-—A-1H-K-4-F B8R F 85

12, |4-@G-RF L) 1-FFEES-U[ZFRARA-G-AXK]| 56730
B)-F AR )45 A -1H-2K vk 42 BR 7 BS

13, |4-THA-1-KTAS5-U[ZFRARE-G-REKL)-F | 499.36
A AT} -4,5-= F-1H-2k vk -4- 5 8L F B

14, | 5-{4-[@-BF L) FHEAATFTA]HRTH-1-3(T | 51533
47T -4 5- B -1H-K2-4-R B T 85

15, | 4-(4-2FH)-5-{4-[4-A X K- FERAF AR | 58327
THEY-1- RT3 -4,5-— A-1H-K L -4- 5 B F B

16. |4-TAS5-{4-[4- R XL FE AL T AR | 51533
H)-1-3R T 3k -4,5- = A - 1H-2K vk 4B B8 F 85

17, | 5-{4-[(4- 82K B)-— FARAF AR T AT E)-1-| 529.34
KT EA-F T H-45- =5 -1H-=kvd-4-% B8R F 85

18, | 4-(4-8F £)-5-{4-[(4-F KR L) FARAF AKX | 59729
AT R -1-3R T -4 5- = - 1H-sk = 4-5 8L F B

19. | 4-THA-S5-{4-[(4-BFXKE)-—FHREEFTE]-HRTAET | 529.34
A -1-3R TR -4,5- = A-1H-2K 4 -4- R B F B3

20, |4-(4-BAFHE)1- KT K-S [4-(=F R AL E-2-H-| 56928
WK T T A ]-4,5-— S -1H-2k ek 42 8L F B

21, | 5-{4-[ = F R BA-G-AFA)-FR]- IR TK}-4-7T | 45933
H-1-\E 4 5- A - 1H-2k vk -4- 5 BR F B5

22 [ 4-(4-FF A)-5-(4-[ = F AR ER-G-AFRA)-FHR]-3K | 52727
T} -1-A K -4,5- — A -TH-2R 4 -4- 2 B ¥ 85

23, [4-T -S4 [ FHARAE-G-HAEL)-FA]-ZRT | 45933
H-1-F -4 5- = - 1TH-2Kee-4-5 B8 F B

24, | 5-{4-[(4-RA K- FEREH TR LT A-4-FT | 47530
H-1-m 4 5- A -1H-"K4-4-F B T B5
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25 | 4-(4-RFA)-5-{4-[@-AFRK)-—F R ARA T K- | 543.24
A -1-A A4 5-— R-1TH- K 4- R B T 85

26, |5-{4-[(4-BFHK)-—FRRAFT AR TATA)-4-| 48931
FTH-1-AH-45-— A-1H-2% L -4- BB T B

27. | 4-(4-FBFHK)-5-{4-[4-A X A)-—F AR RAE T AR | 557.26
CA WA -1-F R 4,5- = A-1H-2k v -4- 5 B8R T 85

28, [ 4-TA&-5-{4-[4-BAFKK)-ZFRAREFTHE]-FHRTET | 48931
A -1-7 44,5 = B -TH-K k434 BR F 85

29 [1-THAS-{(4-[ZFARK-G-AFKK)-FAI]-ZRT | 473.34
HV4-F T A4 5- = A-1H-sk e 45 B T BY

30, [1-T H-4-(4-2FA)-5-(4-[ = F AR RA-G-AREAL)-| 541.29
FA- IR T }-4,5- = S-1H-2Kwk -4- 5 8L F B

31 | 1-THAS-{4-[4-BFX X)) FAREFTAE]-ZR T | 48931
V-4 FTH-45-Z R -TH-2K2-4-R B T B

32, | 1-T A-4-(4-FF H)-5-{4-[(4-BFKE)-—FRRALTFT | 55726
ARSIk} -4,5- = A-1H-2k ok -4- A B F B

33, | LA-Z T H-5-{4-[4-2F AP ARAT A KT | 48931
A }-4,5- = 8- TH-2K 4B B W B

34, | 1-TAS5-{4-[(4-2FRK)-—FARAFE]-FRTATF | 503.33
V-4 F T H-45-Z A -1H-2ked-4-% B F Bs

35, | 1-T A -4-(4-BFH)-5-(4-[(4-BFL)-—FAELT | 57127
AR T ) -45- A-1H-ok vk 4- 5 B8R T B

36. | 1,4-=THAR-5-{4-[(4-B2FKKR)-—F A RAFTA]-IHRT | 50333
AT A -4,5- = A-1H-KE-4- B8 F B

37 |5-{4-[ = FARA-G-AFRL)-FR]FTHK)4-FT | 52134
FE-1-K T H-45-—F-1H-2Ked-4-F2R BR F 85

38, | 4-(4-FFH)-5-(4-[ = FARK-G-ARKA)-FHA]-IK | 589.29
Y -1-R T -45-Z R-1H-2k 2k -4- 5 8 F 85

39 |4-TAS-U[ZFARA-G-REB)-FHA]-IXT | 521.34
HV-1-RK T4 5- R -1H-2K R -4- R PR T B
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40. | 5-{4-[(4-AFXKX)-—FHRAAFTR]-FTA}4-FT | 53731
A -1- KT AA45-ZF-1H-K R 4- R B T B

41, [ 4-(4-RFER)-5-{4-[4- AR EK)-— FARA F AR | 60526
THY-1-RTH45-ZR-1H-K % -4-H R T B

42, |4-THRS5-{4-[4-AFXE)-—FARAEFALZHT | 53731
HV-1-K T H-45- = A -1H-2krd-4-4 8 F 85

43, | 5-{4-[(4-R K E)-—FEARA TR IRTAEAFT R4 | 551.33
FTHRE-1-KTHA-45-—&-1H-2kvd 4% B2 ¥ B

44, | 4-(4-FF £)-5-{4-[4- A XA F A AL FT AL | 61927
CHAFEY-1- KT HE-45-—A-1H-Kk b 4- 5 B F B

45. |4-T H-S5-{4-[(4-F KAL) F R AL FT A IRTETFT | 55133
FY-1-RK T H-4,5- = F-1H-sk v 4-F B8 % B5

46. |1-F AR S5-{4-[ZFAREA-G-AXE)-FARE]- KT | 50733
A3 -4-4 T H-4,5- = 5-1H-2K" 4- R B8 F 85

47. | 1-F AR -4-(4-2F 2)5-(4-[ = F AR AL -G-AFKK)-| 57527
W )-3R A -4, 5-— A 1H-2K vk -4- 5 B8R T B

48 | 1-F A S-{4-[@4-2FX K- FHRAAFHR-HT | 52330
HV-4-FTHA45-—F-1H-K-4-F B F 85

49. | 1-%F A-4-(4-BFH)-5-(4-[(4-AF A TEELT | 59124
- THAY-4,5- = A -1H-2K vk 422 BR T 5

50. | 1-FH-5-{4-[4-F R ) FARL T A HRTHAT | 537.31
3 -4-F T A 45— A -1H-kvk-4-5 B2 F 85

51, | 5-{4-[(4-BFF)-—FEAAFT AL TE-1-30T | 545.30
H4-Q-F BB TH)-45- Z R-1TH-2R 4 -4- R B
¥ &

52 |4-F AR PRS- (4-(4- AR A )-Z FRELT | 59530
AR T EY -1 T4 5- R - 1H-2Kk 4K B T B

53, |5-{4-[(4-2 K K)-—FHEAA TR A AT AL-1-| 55932
AT H-4-2-F BA B CH)-4,5- A -1H-k vk -4-
B T B
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54.

4-4F T -5-(A-(-B XA =T AR T AR
) H)-1-3R T -4, 5- = R -1H-2k ke -4- 5 BR B

529.34

55.

5-{4-[(4- B R A= FRARAEF AR T AT RE}-1-
RO A4 FEAAT R4 5-Z R -1H-K 4 -4-5 8
¥ s

533.28

56.

4-F AR R T IS5 {4-[(4-RFH)-— F A RAT
AR TAFA)-1-RTH-4,5- = A - 1H-2K4-4- 5 BR
! g

609.32

57.

5-{4-[ = FARA-B-AFRL)-FAIRTE)4-F &
AR A T A-1-A R4 5- S -TH K -4- R BR T B

463.27

58.

4-7F A A I T -5 {4-[ = F R EAR-G-ARA)-F
IR -1-E k-4 5- = S-1H-sk vk 4- 5 B8 T B

539.30

59.

5-{4-[(4-A K L) FARATA-H T A} -4-2-F
AEABEEACHE)I-REA45-Z 5 -1TH- KL -4- KRR T
Ag

505.27

60.

4-FABIAE T RS- [(4-2FE)-—FEAARAT
RO HEY-1-FA A4 5-— S -1H-k ok 4-% B8 F B

555.27

61.

5-{4-[(4- A KA FTEAL T A]-HKTAT
N -4-2-F &AL B A TH)-1-R & -4,5- = A -1H-2Kw
4B PR T BR

519.29

62.

4-A4F T AR-5-{4-[(4-BFK)-—F AR AT R]-HR K
¥AE)-1-R A -45-Z A-1H-K R 4- A B T B

489.31

63.

5-{4-[(4- R KK FRRA T A HTAT A} -4-
VR E T -4 5- A TH- k4B B T
A

493.25

64.

4-F R A TS {4-[4-RFRER)-—FAAALYT
AR EFHRY-1-FE-45- A -1H-2kk4- 5 8 F
ik

569.28

65.

1-T RS- {4 [ = FARARA-G-AFE)-FTA-RT
) -4-2-F BAF L L H)-4,5-—A-1H-k4- B B
¥ 5

503.32
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66.

1-TAS5-{4-[ = FERA-G-AXRA)-FAL- AT
HA-FRABRA TR A5 ZA-TH-KL4-RBR T
A

477.28

67.

4-F ARSI T AR-1-T Ah-5-(4-[ = FARA-G-AF
A)-F AR TR -4,5- = - 1H-2K w42 B T B

553.31

68.

1-T A -5-(4-[(4- AR A)- = F A REFE]HT
;‘E\}-4-(2- FaRAHZL ZJ};E)-4,5-:_ A-1H-skmt 4-34 B
¥ B

519.29

69.

4-F AR T 1T RS- {4-[(4-RFA)-—F &
AT AR -4,5- 2 A -1H-2k vk 4- 5 B F 5

569.28

70.

1-T 2-5-{4-[(4- 8K K- = TR RA T AR TAT
HN-4-Q-F RA KA TH)-45-— A -1H-K 4R B
¥ B

533.30

71.

5-[4-(1-= ¥ R 2R -3- KA A A)- LT A T AK]-4-(2-
FAAKKE CH)-1-F K -4,5- = A-1H-%k 4 -4- R B
¥ g

513.36

72.

- TAS {4 [ FARL G-AEL)FTEFTE
VA -4-2-FAASHA )4 5-ZA-1HARAH
& ¥ A

517.33

73.

1-T 4 Ay TS (4 = F A RA-G-AFRA)-¥
RO AT R -4,5-— R~ 1H-2k vk -4- 5 8L 7 B

487.36

74.

1-THRS5-{4-[ = F A RA-G-AFKE)-FA]-HRTA
FHEV-A4-FHE AT A 45- Z A-1TH-2K 4R B
¥ Eg

491.30

75.

4-F BRI T 1T A-5-(4- [ T ARA-G-AX
H)-F AR EFTHE 45— F-TH-K 4K R T
B

567.33

76.

1-T A5 (4= FARA-U-RFA)-FTA-RTA
WY -4-2-F R T )-4,5- Z A-TH-2Rvd 45
iR ¥ B

517.33
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77.

1-THS5-{4-[ = F R RE-@G-AKRK)-FR]-IRT A
WA 4-FABT A T AR 45- Z & TH-K ok 4- A B
¥ g

491.30

78.

1-TAS5[4-(1-=FARA3-FERL)FTAT
A]-4-2-F EAHKA LHK)-45- A -1H-krd-4- R B
¥ B

527.37

79.

4-F R AR A FA-1-TAS-B-(1- = FARAE-3-K
EAL)IRTE T L]-4,5-— A - 1H-2k e -4- 5 8 F 85

577.37

0.

ST EAE-G-REL)TALIFTAT
H)4-Q-F BABAETHE)1-K L4452 K- 1H%
ok 4-FA R F B

565.33

&1.

4-4F T HRS5-{(4-[ = FEARA-G-AXA)-FA]-IXT
AT -1- R H-45-ZF-TH- KL -4-RBR T B

535.36

82.

G- AR T A5 (4= F A B -G-AKA)-F
PR S L F SIS WIS ) h WY
¥ 8

615.33

83.

S5-4-[—FARLA-G-AEXE)-FA]L-HKTAT
A -4-2-FRAB IR THA)1- KT K4 5-—&A-1H-K
w43 BR F B

565.33

84.

S-[4-(1-=F A RA-3-FEAL)-RTEF K]-4-(2-
VEERETHE)- KA 45— G- 1H-skrk-4-%
BR ¥ &g

575.37

85.

1-F 2 -5-(4-[ = T A RA-G-AFL)- T AR T K
W) -4-(2-F B H A T )4 5- = A 1H-kwk4-%
B P Bg

551.32

86.

1-F 4 F A pr A T A S5-(4- [ PR EL-G-AXK
A)-FHR]-IRTAE T A)-45-Z A -1H- K4 4- R BT
i)

601.31

87.

1-F -5 (4 = P A RA-(-AFA)-F ALK T A
WA -4-2-F & A T H)-4,5-— F-1H-2k e -4-5
BR ¥ B

551.32
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88.

1-T 2440 T 3-5-(4-[(4-2 K )= F A 2K T A ]-
HRTAFH)-45- A -1H-2K"d4-5 B T B

503.33

89.

1-TH-S5-{4-[(4- B X A)-—FARAFT A RTAT
HV-A4-FHEBRA T L -45- 8- 1HKL4-RBR T
i

507.27

90.

A-FRABEA T AT A5 (4[(-RF B = T A
FAFA]-ATATE}-4,5-= 8- 1H-RL-4- R BT
A

583.30

91.

5-{4-[=FERA-G-AEL)-FA]-KRTH)-4-2-F
AARATH)1- KT K -45- = & -1H-K o -4- R B,
¥ &5

551.32

92.

4-F A BB A T E-S5-(4-[ = F A EL-G-REXL)-F
AT 1- KT A 4,5- =5 -1H-K 45 B T 85

601.31

93.

4-F KA T E-5-(4-[4- AKX L) FERALYT
KA TH)-1-KTH-45-—FA-1H- K -4- 5 BB F 85

617.28

94.

5-{4-[(4- AR L) FRAAAFA]ZRTAT
H-4-Q-F BB A TH)-1-K T 45— A-1H-%
ok -4-$ B F B

581.30

95.

- A S5- (4= F A AE-G-AEE)-FAI-FT
A }-4-2-F B BA TH)-45- = A-1H-k -4 A B
¥ s

537.30

96.

- FAS-A[ZFRAL-G-ARA)-FALIFT
H-4-FEBIRE T -45- 8- 1HK L 4- 5B T
5

511.27

97.

1-F -4 F R A T RS- (4 [ F A RA-G-AEK
H)-FA-IRTHE}-45-ZR-1H-K 2 -4- R R TF 8

587.30

98.

1-7F A -4-F KA A F AR -5-(4-[(4-B K AL)-—F &
FILT )L T IR -4, 5- = R -1H-2K v -4- 2 BR F &5

603.27

99.

1-FA-5-{4-[(4-2FAK)-—F AR T A A TAT
A 3-4-2-F B BOK TH)-4,5- = - TH-2K ok -4- A B
¥ B

567.29
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100.

- FR5-{4-[4-BAFRR)-—FRARALA TR IRTAT
B V4-FHABRIRA TR 4S5 —A-1H-sk4-5 B T
B

541.25

101.

1-F 2 -4-F R AR A T RS- (4-[(4- AKX E)- = F &
AAFA]-RTEFTHE)A45-—A-1H-skL4- KRBT
B

617.28

102.

LR TS {4-[ = FRAAEK-G-AXK)-FAL-HT
AT HEYA-B -4 5- 5 - 1H-% v -4-F B2 F B

499.36

103.

LR T RS5-A-[ZFRARAA-G-ARXL)-FA]-ZFD
AP A Y-4-2-F A s - T HE)-4,5- = A-1H-k =
-4-F B T B

531.33

104.

157 & A -5-(4-[ = F A RE-G-REL)-FA]HKE
BT )4 4.5 = A TH-ok ek 4B B T A

471.33

105.

- A -5-{4-[ = F A RA-A-AFA)-FE]-KT
AP AYVA4-FHEA45-Z - 1H-2Kve-4-5 88 F B

499.36

106.

1-30 A5 (4-[ = F A RA-(4-AFE)-FA]RT
A FHEVA-Q-F AR A-CE)45- = A -1H-%k
A- R B

531.33

107.

LR TAS- (4 [ FARE-G-AREL)-FAI-KRT
A FHAYA-FHA45-—F-1H-KL-4-5R B T B8

471.33

108.

1- 3R TR -5-[4-(1- = FARA-I-FARL)-ATAT
A ]-4-FHK-45- = f-1H-kk-4-F B F B

509.40

109.

1-R T HR-5-[4-(1- = F A RA-3-FAAL)-HTAT
H1-4-2-F A k- T K )-4,5-= S -1H-2K e -4- B B
¥ B

541.37

110.

1- R T -5 [4-(1- = F A AL FTARA)RTAT
A]-4-F K -4,5- = S-1H-2k vk -4- 22 88 )

481.37

111.

SU-[=FEAA-G-AFA)FTALFTAT
A)-1,4-= R H-45-= F-1H-R2-4- R B F Ba

459.33

112.

5-(A-[—FRARA-G-ARXE)FAIIFRTAT
HY-4-Q-F EAA-TA)-1-F A 45- = 5 -1H-2K
o 4-FR IR T B

491.30
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113.

1-F A 4-(4-BF A)-5-(4-[4-BFERL)-—FHARATF
AR F A -45-Z A -1H-2kvk -4-F B F 85

605.26

114.

1-F 2-4-T 2 -5-{4-[(4-BFH)-— F A8 A F 2 )-36
T T -45- A -1H-2K 45 B F B8

537.31

115.

1-SR T ES5-(4-[ = F R RA-G-AFKKE)-F AT
H)-4-Q-F RAKA TH)-4,5- = R-1H-K 2 -4- R B
¥ B

529.33

116.

4-F A AHIRA T E 1R T ES5-(4-[ = FEERAL-G-A
FA)-FA-IRTH)-4,5- = B-1H-k o 4-F B F B

579.33

117.

5-{4-[ = F A RI-G-AFA)-F AR AT A -4-
W H-1-F A4 5- = A -1H-2k v -4-2 88 7V B5

431.29

118.

S-{4-[—FRAAEA-G-ARE)-FAI-HRTAT
HA3-14-=RE-45-ZA-1H-AKL-4- R T B

459.33

119.

S{A[ = FARA-U-AFRA)-FTALHRTAT
A -4-2-F EHARE TH)-1-F -4, 5- = R -1H-2k
4-FBR T By

491.30

120.

S-[4-(1-= F A A3 R A AA)- IR TA T A]-14-=
A -4,5-= R 1H-skok -k ok -4- 2 B8 F B

469.37

121.

5-[4-(1-=F AR -3- KA RA)- R TA T A]-4-2-
WA BRI G HE)-1-F 4. 5- A -1H-k = 45 B
¥ B

501.34

122.

1-T A5 {4-[ = FARA-G-AFE)-TA]-HTE
WK -4-A 2 -4,5- = S -1TH-2Kee -4- 2 B T Bs

473 .34

123.

1-T -5-(4-[ = F A RA-G-AFRA)-F AL TA
WA} -4-(2-F R AR TR )-4,5- — A-TH-R -4
B ¥ e

505.31

124.

1-T A5 {4-[ = F R AA-G-ARNL)-FA LT A
FAEY-4-F -4 5- Z R -1TH-2R 45 B P B

44531

125.

1-T A5 (4-[ = F A RA-G-ARA)-FA- R A
A -4-A"H-4.5- — A-1TH-2R 8- 4- 5 B8R F B

473 .34
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126.

1-THA-5-{4-[ = FREL-4-AXL)-FARTHE
¥ -4-2-F A A A - T )-4,5- = A -TH-2K 4k 4-
AR EL W B

i

505.31

127.

I-T}$-5-[4-(1-:— ‘?%ﬁg_3_j&£ﬁ£)_% oW
A ]-4-Ah-4,5- = S-1H-2k vk -4- 2 8T B

483.38

128.

1-TAS5-[4-(1-—FEARAI-XEAAL)-HF AT
E)4-Q-F AL TH)45-Z 5 - 1TH-RE 45 B
¥ Bg

N

515.35

129.

S5-{4-[ = FAARK-G-AFK)-FA-FHRTEFTA}-1-
KA -4-FA45- A -1H-=Kvk-4- % 8L F B5

521.34

130.

S-A-[—FERAA-C-RAA)-FA-HRTKAT
H3-4-Q-FAARBA TH)1-K T E-4,5- = &-1H-2K
k-4 B F B

553.31

131.

S5-{4-[ = F A BIK-G-AFXL)-FA- A TAF I} -4-
W N-RKTHE45-—F-1H- K 4- R BB T B

493.31

132.

5-{4-[=F A 2OE-(4- A FL)-F AR TA T A)-1-
R UH-A-FIK-45- = F-1H-Kk 4K B8R V85

521.34

133.

S-4-[ZFARAE-G-REXE)-FA]-HXTATF
H-4-Q2-F ARSI TH)-1- KT HE-45- = A-1H-2%
w45 R F B

553.31

134.

S-{4-[ = FERBIE-U-RFL)-FAR]- X T AT I 4-
TR -K A4 5- A -TH-skvd-4-5 8 ¥ B

493.31

135.

5-[4-(1-= 9 R RAE-3-REARA)-FSEFHE]-1-X
L H-4-F F-4.5- = A - 1H-2K v -4- 5 B F 85

531.38

136.

5-[4-(1-= W AR RA-3-FKE R EK)- IR TK T HK]-4-(2-
A AR A T H)-1-K Tk -45- — R TH-sk vk 4- 5
]

563.35

137.

5-[4-(1- = F AT -3-FARE)- KA FA]4-F
H-1-R -4 5-—A-1H-=Kd-4- 5 B F B

503.35

138.

1-F A5 {4 [ = F AR ERE-G-ARL)-F A FRTA
T A -4-A A4 5- Z A -TH-2K 48 B F B

507.33
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139.

1-F A -5-{4-[ = F A RE-G-AKL)-TAL KT A
WA }-4-2-F A AR A - T )-4,5- = A-1H-Kk -4-
$4.5, F A5

539.30

140.

1 5-(4[ = FARA-G-ARA)TALHTE
Ef]}j":‘} -4- EF;_E_E_475_:_ gh-lH-")‘K“ﬂé-L%i@;; x? B

479.29

141.

1-FAS5-(A-[ = FRAAA-@G-AEL)-FAIIRTE
A} -4-F A 4,5-— A-1H-k e -4- 5 B T Bs

507.33

142.

- FAS- (4= FEAAA-G-ARA)-FA]FRTE
WO -4-(2-F A AR TR )4,5- = A -1H-K 4
R IER Y B

539.30

143.

1-FA5-{4-[ = FRAA-@-ARL)-FR]-IFTHE
FAEV-4-F A 45— R-1H-2KvE-4- R B T B

479.29

144.

1-FAS[4-(1-—FARAI-XAARARL)FKTATF
H]-4-FHK-45-Z A -1H-k 4R B T 85

517.37

145.

1-FA5-[4-(1- = FARA3-RARL)HRTAT
K )-4-Q-F HAaki - TH)-4,5- = R-1H-2K " -4- R B
¥ &

549.34

146.

1-FE5-[4-(1-—F AR AI-RXARL)-HK AT
A -4-F 3K-4,5- = A-1H-2k " 4- R B T 8

489.34

147.

1-3R T HE-5-(4-[ = FARA-G-ARL)-FA-HT
EFHE-A4-Q-FAAFZ L TH)45-ZA-1H-K -4
RBR Y B

543.35

148.

A-Ap T 1R T -5-{4-[ = F R RE-G-AFKE)-TF
H IR Y -4,5- A - 1H-2K vk 452 R F B

513.37

149.

1-3R TR -5-{4- [ F A RIL-G-A K E)-F ALK T
AT H N A-FABIA T R -45- 2 F-1H-2Kk 4
BR 7 B

517.31

150.

4-F E B A T 1R TS5 (4 [ = T AR -(3-A
FH)-F AT AT A -45- Z R -1TH-2R 2 -4- R BR
¥ A

593.35
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151.

1-R A5 {4-[ = F R B HAE-U-AFXL)-FA]-KT
AP EYVA-2-F A E A TH)-4,5- = A-1H-2K " -4-
RER Y B

543.35

152.

Afb T #-1-3R TR -5-{4-[ = F A B A-(4-AFRA)-F
AR TAE TR 452 A -1H-K ok -4-5 8L F B5

513.37

153.

-3R TR -5-{4-[ = F A AA-(4-ARE)TA]H T
EFHE-A4-F AT -4,5- Z A-1H-2K-4-K
B ¥ S

517.31

154.

1-3R T AR-5-[4-(1- = F A RA3-FAAL)- A TAT
HJ-4-Q2-F BAHE K TH)4,5- S -1H-2K"2-4-R B
il

553.39

155.

-SR-S [4-(1- = F A BRI RKAEARAL)-IRTAT
4T AT A 45— A-1H- K2 4-RB T
B

527.35

156.

4-F AR A TR 1R T A5 [4-(1- = F A RIL-3-
FAEAA)-KTATH)45-—A-1HK2-4- KRBT
ik

603.39

157.

S5-{4[ = FERRE-G-ARXA)TALHRTAT
A }-4-2-F AAHA Lik)-l-ﬁfvﬁk-4,5-_‘,1-1H-ﬂ)}<%“_
-4-% B 7 B

503.32

158.

5-{4-[ = F R B -G-AFL)-FTA- KT T K )-4-
TR AR TR -1-8 A4 5- R - TH-K k4R R T
i

477.28

159.

S-(4[ = FRAE-G-AFE)-FEA]HTAT
H4-Q-F RAE A TH)-1-FA45- = A-1H-2kw
4R B W B

503.32

160.

S-{4-[ = F KA -(4-AFAK)-F R IR T KT K} -4-
VR E T A 1-F A4 5- A -1H-2k 4R B T
Ag

477.28

161.

4-F KB K FE-5-(4-[ = F R BR-(4- AR A)-F
H R A TR -1-mHE-45- 5 1H KL 4- R T
Ag

553.31
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5t AR K AL E 3 AR

B I TN p-ARBER ARG FE S N Wk

EMEBEBGHOQMELAZTLTA p-ARBER IR ZIRFES
H. Ak, ETET, £EAKRRA 250 ul 49 1 nmol/l A4 M BLik[*H]-24
#-BF (naloxone)(NET719, PerkinElmer Life Sciences /%], Zaventem,
Belgium)#= 1 mg WGA-SPA #k(#F B Amersham/ Pharmacia, Freiburg, &
B, ZF8%EZ SPAR)NALET, B—AIHHQHFRNY I HREA pu-
JRBEF) % AR 4 CHO-K1 28 82(#F & PerkinElmer Life Sciences, Zaventem,
Belgium #§ RB-HOM Z AR 4| 7 )& AR IR 4) 5] (15-40 pg & & 7/250 pl
BAMRE)-REZR 90 4. HANLT 0.06%A6 4 ik 4 50 mmol/l
Tris-HCl AAE3EFRE AR H T #2445 44, H MmN 100 pmol/l
BILNEER, FE 90 2493 SR II4E RB, 45 1000 g 9B AR B
3 20 947 & B 4k 25 (Microbeta-Trilux, PerkinElmer Wallac, Freiburg,
B Lm A4, £ 1 umol/l 4 XM R KA T, A MBIk
MG A n-BREEF Rt AT B R T o8, B RE AT R/FH
A0 HRE 24K

A1 PrdegEe u %67

Y% n-FRERF) AR,
%37 %1€ F [1 pM]
9¢ 45
10c 50
10b 67
9d 69
10d 79
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