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BT AT GEAIRBREAFERARAY T %, ELELTER
697 é’v#iatzb% AChE #7#|#|# mGluR2 3 #.7.
2. B ATAG &M/ RERAZAGERGFTE, COBLTER
85 BB L34 ACHE 3945 fo — S - KA b|[14] = R E2-F4TE 4.
3. AT &G/ IRBNZRGRRG TR, CAELTEE
7697 "R L34 AChE ﬁr%l%}%a& LA 3 H T2 A m s 3

" ji:[ @

] R
=Y

£

X AHFEHRT THRE;

Y #-CH=3=N-;

R' E X AFMOFLTARK. A BF. (C-C)3A. (C-Cy)- R
F-(C1-Co)-Bo . R-(C-Co)-m A g1 A R ARIRKRA A 1 3
2 ANBRARABRRKRHORE, FRARAELHDE. (C-C)-HARK
«(Ci-Cr)- s

R' £ X AT THRAGHELT HRBRRARK 1 AR 2 MRAEARKHGK
A, FFEBRRKRELHNE. (Crr-Ch-RARA-(C-Cr)-B

R A 4. (C-Co)-%E. (C-C)-8M A . (C-C)-:AXK. A%, -NR'R”.
Bhegbt-1-4 . skR-1-E. Bok4-R. R -(C-C)- A, R-(Ci-C)- B E
A R(C1-C)-BELE-(TEL); £F mA 1. 2. 3K4; RFREF
MIHA R, (C-Ch)-RER(C-Ch)-FRk A, FH

R} ASH 13N KRBT 6-TFH IR AR-N-RALA, PTERERIRR,
R 1 AR 2 ABREBKY, FFEARAELEANE. A-(C-C)-%
A B-(C-Co)-mEA. RA. BA, (C-C)-BEARKE. (C-CH)-=k
ERE. (C-C)-REAE(C-C)- A RE. (C-Cr)-£E-(C-Cr)- A
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£ A ((CH2)»-C(0)-OR”’, -(CH,),-C(0)-NR’R’’. -(CH,),-SO,-NR’R’’,
-(CHy),-C(NH,)=NR”’. £, (C-C)- A L. (C-C)-HAE. C3-Cs-
TR AR ARG RMA. -NR'R”. BA. (C-C)- R, B L1
AREXRTR-1-A FEREA FEEARKN(C-C)-E, £F n
A0, 1. 2, 3% 4; FERFREHR EEIBZHEL.

4. BAZR 1. 2R 3854k, £F AChE #4|# 4 % 5%F . Fe
BT, EABBE. s, ERIR. IR, BETHR XELARERK.
A% 2 5% 23X, ganstigmine.

5. MAIER 1, 2R354, XPEuf/aRUANE2A%GERST
% Hh R X2 E AL,

6. A RRK 1.2 K 3 7%, £ F AChE ##/H|F mGluR2 ##7HA.
ZE-RHF[b)[1,4] = REE2-FASIT A M BRF| 2R 3 69X 110EH5 7. 48
Yk 3K ) B 4T

7. BAIBRKINFT&H, LN 114oPikh

7-=F R -4-G-rrng-3- A - K )-8 = AT £-1,3- = &K [b][1,4]=
A E-2-FR

7- = F R 434 - K H)-8- = A F K-1,3-=&-FK5F[b)[1,4]=
RRE-2-F

4-(3-7R-4-F - R)-8- = AT A -1,3- = 8-KHF[b)[1,4] = KL E-2-F

8-F-4-(3-72-4- - K H)-1,3- = - K FF [b][1,4] = R A E-2-F

4-(3-7bog-3- 2 - K H)-8- = AT A -1,3- = 8- KHAf b1 4] = K2 E-2-5

4-(3-7H2-3- - K H)-7-2,2,2- Z R-TEK)-8-Z A FA-13-— 8- K
[b][1,4]= f & E-2-5

7- TR -4-G-HR-4- - R )-8- Z A F K-1,3- = R-FF bl [14] =R
-

7-LEA-4-[3-2-F AR 4-K)-KA]8-Z AT A-1,3-—4-F 5
[b][1,4] = & Z & -2-B

7-F K 4-G-4- K- R K)-8-Z A F A-1,3-— K- K bI[14] = F A
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& -2-FA

8-.-7-F 2-4-(3-7-4- K- K K)-1,3-= 8- K FF[b][1 4] = R A{E-2-F

7-F-4-(3-h -4- - KK )-8- = AT AR-1,3-= - R [b][14] = K &
ERR.

7,.8- = #-4-[3-2- F A -nLoZ-4- 2 )- KK ]-1,3- = &K b [1.4] = K&
¥ _2-FR

8-(2- - K AR)-4-[3-(2- T AR -4-25)- K A |-1,3- = £-FH [b][1,4] =
R E-2- B

8- R -7-F H-4-[3-(2- F Atk -4-2)-F A -1,3- = &-FH [b][1,4] = &
fe it 2-FA |

7-FE4-[3-Q-FA-#REA4-A) KA S ZRTE13-Z5-F
[b][1,4] = K 2 E-2-B

4-[3-(2- F -t -4- & )- KK ]-8- Z R F K-1,3- = K- K H [b][1,4] = K
Je 35 2B

8- F A 4-[3-2-F A - 4-£2) XA 7-Z AT A 13-=&-FKH
[b][1,4]= £ .4 % -2-BR

8- f-4-[3-2- F K-t -4-F)- KK )-1,3- = £- K [b][1,4] = R E-2-
i3

8- F-4-[3-(2- F A -oZ-4-2)- K K |-7- = A F £-1,3-= K-KHF[b][1,4]
R E2-FR

8- #-4-[3-(2,6- = F F-ibok -4- K )-FK 3K )-7-F K -1,3- = K- K5 [b][1,4]
ZRAE2-FR

4-[3-2,6- = F A o2 4- ) KK [7-F A8 Z AT A-13-— K-
[b][1,4]= f. 2 E-2-BA

4-[3-2,6-= F A5 -4-25)- KK )8- = R F £-1,3- = K-K 5 b][1,4] =
R E-2-

4-[3-(2,6- = F A-vboZ-4-2)- KA |-8-F R-7- = | FH-1,3- = K-F5F
[b][1,4] = & ¢ % -2-BH
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7-8-4-[3-(2,6- = F K- 4- 2K )- KK ]-8- Z A F RX-1,3- = K-KHF
[b][1,4] =R £ E-2-F

7,8- = &-4-[3-(2,6-=F -2 4-£)- K & |-1,3- = &-KHF[b][1,4] =&
% )-FR

4-[3-(2,6-= F A2 -4-4)- KK ]-7-2,2,2-Z - THE)S-Z A F &
-1,3-= 8- K H[b][1,4] = £ J E-2-FA

4-[3-(2,6-= F Ao -4-24)- KA |-7- CEA 8- = LT A-13- = 8-K 54
[b][1,4]= & FL & -2-FF

4-[3-2- LA -2 4- ) - KA 7-FA S ZRFA-13-—&-K 5
[b][1,4] = R E-2-F

4-[3-(6-3F A AR -k -3- 2 )- KK )-8- = B F K-1,3- = &-KHFb][1.4] =
R HE-2-FR

7-F A-4-(3-L%-3- 2K H)-8- = AT H-1,3- 2 £-FH b1 4] = K&
5.2 B

7-F RHE-4-3-r-3- - K E)-8- Z AT A-1,3- = -5 b][1,4] = &K
JeE 2B

7-LEA 4G -3- A - K H)-8- = £ F A-1,3- = 5-KHF|b)[1,4) =K
2B

4-[3-2-F bR -4-K)- KK |-8-Z R T EA 13- 8-FH b|[1,4]=
R A2

7-SRAA T RHE-4-[3-Q-F A1 4-K)- KA 18- = AT A-1,3-—&K-
FH[b][1,4]= R E-2-F

T-LAE4[3-2-F - 4-£) KA 8- Z AT A 13-Z&-KH
[b][1,4] = K Z& E-2-FF

4-[3-2,6-=—F R -2 4-K)- KA |-7- L E-8-Z f T A-1,3- = 5-K#
[b][1,4] = & % -2-BF

4-[3-(2- T -6-F -t -4-K)- KK 7-F RS- Z R FA-1,3-—&-F
FH[b][1,4]= & Z E-2-FF
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4-[3-2-F2 R F A - -4- K )- KL [-7-F R-8- = A F H-1,3- = &K-FFF
[b][1,4] = & % ¥-2-57

4-12,3" | BA L2 4- 25 -7-F K -8-Z A F A-1,3- = R-FK b1 4] = R &
&) FA

7-F K-4-2'-F -2, 4305 4-K)-8- Z R F A -1,3- = K-FH[b][1,4]
ZRRE-2-B0, A

4-[3-(6- F K -ER-4-4)-F K-8 = A F A-1,3-Z -5 5 b][1,4] = &
e ) B,

8. AChE #7#|#f= mGluR2 RHRAEHEA TR R4 57 EM A/
BMAZ R GERGEY T AR,

9. AChE #4| /) fe = 5- K5 [b][1,4) = R L 2-FAFT A ) & H F
s Kb 77 &MA/ B EAA B R L ARG BT R E.

10. AChE #W#|A| AR #| £ K 3 X [ (ke AES &R TR REH
S RBHAZERGERG BT AL,

11. —#4F AChE #4|#|# mGluR2 #£#A| 694254,

12. —#&H AChE #%| ] F= = 8-FK3H[b][1,4] = RBE-2-FRITAY
#LaaY .

13. —#F4-# AChE # & #) FA H)8K 3 69 X 1 AW a64.

14. —FHE, €L

HEF—ANEAH R P 6 F —F 0S4 AChE #748|F| F=+T 25 B 4K, A~
JR RAGHER;

EHEANEERNER PGS A Y mGluR2 BHRA; FTH A&
Ky AR BAFBER; Fo

SR ITREF AN Faf ZANFLEH B GRS,

15, —#HHE, € s

BF—ANBLH A o 5 —F LA AChE 37 %) 7] F= 3T 25 84K, A
R AR

BF AT R A & 64 F A = R [b)[1,4] = R 2 E-2-5A
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PEMI AL B WATR; Fo T HASK. ARIAHBER; A

CRITRF—AFF NBLEHBGEE,

16. —HHE, € a4

FEF—NBATH B F ) F —Fr LAY AChE #7471 F= 7T 25 fFl 4K, A~
TR BRHHE ;

BEFNBLEH R b F AR A ER 3 X Y. BTk
AW RAMARG I, RATEAY . FHARKAT S 6T 25 A 3 A A
fed; Fa=T 5 B BAR . AR BFER; Fo

SE BRGNP A LEHBEGEE, A FHTRE—Ff g =5
WA BT F 5 LR G TR %,
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BT A RRBAY 2 A YA 4 mGluR2 A Fe
AChE 374 7] #9404~ * 5=

AERHBER THAATRG GBI RRENZERGRRNF L. AF
T Bt A2 2%, Bs B% 47 %) ) (AChE #7 %) A Fe R B 5 BB LR 2 H A
(mGluR2 RN HHA A 4. AChE 74| # & mGluR2 A L4 &
B F 6y B F22H AChE 37 #]H f#» mGluR2 HHA 4 H &,

FEARMG, REABRIETRIG EHF/RBHAZE G AABY
Ik, OIS TEEZET IS AChE ¥4 H] F» mGluR2 R #H].

BER—BEREETEF, RRARBT BT RTH & M fa/RRMAT
BERRERRNT E, FOELTERE7THHLSHY AChE ¥4 H| f= = & -
FH[b][1,4] = REE-2-FALTEHY .

EH—BERREFTEF, RLARBT BT R & Hf/R R HEA
BEGERG T E, LT EE2LF N ELDHY ACKE #H4)FFX 1
1AM R F 7T 25 ) m k32

H 0O
R-X N
R* : :N/ (D

J N-R

==Y

¥

X AHBERT LB

Y #-CH=#=N-;

R' £ X Y40 TAL. R, §F. (C-C)- . (C-Cr)- A,
F-(C-Cr)- k. B(Ci-Cr)- B whed-1-F ARG R 1 4K
2 ABARABRRKGERE, FFIRRARAZATE. (C-C)-RKAKR
-(Ci-Co)-be2k; 2K
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R' £ X AL LA HEILT HRBARAGRM 1 AR 2 PABRAREBRKHG XK
X, rABRAKLAL DL, (Cl-C7)-%7§t.\3i. ﬁA'(Cl'Cﬂ'%f&;

R* A& (C-Co)-Boik. (C-Co)-#EME . (C-Co)- )AL, K&, -NR'R”.
e bt-1-2 . RI-1-2. Eok4-E . B-(C-Ch)- k. #-(C-CH)- R
EH(C-C)-REEA(TEL)m; £F mA 1. 2, 38K 4; RFREH
BIWAK. (C-C))-BAEK(C-Cr)-FRt; A

R’ A4H 13/ 8B T4 6-LF F IR KL -N-BAeH), Pk RBAR,
B BA 1 AR 2 ABRRABRKY, FFRARARRL A XNE. £-(C-Cr)-1
A R(C-C)-mEE. . RE. (C-C)-RERK. (C-C)-—4%
EEE. (C-Co)-BRA(C-C)-BRERL. (C-C)-BE-(C-C)- 5k
£ -(CH,),-C(0)-OR”’. -(CH,),-C(0)-NR’R”’. -(CH,),-SO,-NR’R”’,
-(CH,),-C(NH,)=NR”’. 3. (C;-Cy)-$)EI. (C-Cy)-BAE . C5-Cs-
A Fe R B A AR -NR'R”. B (C-C)- AL, i bi-1-
A REXTI-1-A . FAREA T BLAABRNKA(C-Cr)-BE2k, £+ n
A0, 1. 2. 3R 4; FERFREA LA HAL.

AChE # % F| ¢4 E MR 2 E ] L3 % H7% F (Aricept) . FE T
(Exelon). £ & B85 (Promem). #7 248X (Reminyl). &/ 4. Rk
(Cognex). 7#&Z #(fordine) (& #4F). K#2 A % KB (phenserine). 5%
Re s (Neurox)#» ganstigmine.

f— Mkt BARE#F KT, AChE 745 A % £9% 5 (Aricept) 3
LB WK, RTEAS W R B W ATIRG T H A & R EH .

AChE ##]#| = mGluR2 #£RA T 55|, MEXFIHLT. HRNL
F AChE #7 4] % f2 mGluR2 A A8, CNTAEME HEEHRTF
iR e

M A RRAEAYE R G RR LIATAT R A RE. FEREX,
NFo[E R frit Lk Fado 2 ARG . HERA XKL TR, od ks
. MERKE. HWARREREA XGLLRY . BRESME. PR 4
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G FRARG Fi2 & R PR R . AT 657 498 B E B EFF RK
B RGBT FRE. Rt TR, HMBRG . KRG, BRI ARY
BRE. SEAFERKRE, I TETNENECEERPARBAR. F
EMAEI A/, ALS. B AIDS FIRM%ER. BRRG. ARNERET. £RK8
MAEZRFRAG LW RGMERRUARFHSRABREZ AN RFEE, L
RNEE., . REA. REE, BRAR. HARELE. FTH#H RE.
B8, "Reb, B ZHEHFFodp AR,

E—AMEHBEKRERFTET, ERF/IBBRAZAGER LT
MR, B —REGEKREETEY, EUF/IEBRFEEAERHR
J RICE L |

ALY, EEETEUFI/XBEENBLAAARGHILIVWRBLER S
MF/ BB R RAE AR T EA ZARLER T HHILDY, HFEME
A

R T E&HF/RRMEATZ R G RITR G RIE V4577 RIGIELE,
e BBREEITRERRE TEERA AN EEEESE SR EWGE
T FEIR 6 77 ik, VAR By Ab BT i gk % X HAEAT R L 4 69 7 ik

ARLR#—FRET AChE #W#H|f= mGluR2 BRFNEHE&LFE
MA/ RIBUATE RS R ARG HH T LA . mGluR2 #F#HA|Fe AChE #
FHTAAEE—NEYFREALET ARG GH T,

EA—ERERFEY, RAARMETAA ACKE #4H] = mGluR2
FRA, Blde =& -FRHF[b|[1,4] =R R E-2-FRITA WAL,

EH—RERERTETY, REARBETSA AChE #H|F| Fode L2 L
BN LA EeY.

N [P ELTARK B AR XA, L E6HE. N-Ad.
BEBLBS . glycoamide BS. HIhESSRAME . BMATIRT I AniE HALESWE
R, B Fedbia K3 H F 7 &R AR

NIEWIAZERMYXELOSERIT,

10



200480027808. 3 o 5E4/55

M 7 MR, REAAHARFARAGTIAREREAFI AN, R
EBNC-C)-RA"RTEA 17 AMREBF . KB BAH 1-4 BB T 69 A4
4kttt wFA. A E-AA. B-ALAF,

RIBNC,-Cr)-E AR FEA 2T AREF. KL BA 2-4 NERF
MAMIIB I ERBRA, wUHFARABA,

RFE"C-C)-HEAA "R TRAILARR TR LA E X 8(C-Co)- 1
K., "(C-C)-REAHEHOETARA, TARE. FRALF.

REB"GE"CIER. A BEfok,

RFBCRA(C-C)-HARBHF —ARENALRTFHRARAK
(C-Co)-3 2, Hlim =R T A, MEH, KiE"R-(C-C)-REL"KFTHF
— AR A ERTFARARBRAL LR L8 (C-Cr)- R RE.

"(C-C)-RELA-(TEL)" (m % 1. 2. 3 X H&xF#hit 14 A
-CH,-CH,-O-F #3864 LR & X #9(Ci-Cr)- S B, #l4e 2-F RE-TRA.

RE"C3-C-FRA"RIEA 3T NMKR T HIRE, HRAKR KT
A ARARKTAE,

KB AR R T AR TR iR F L8 (C-Cy)- 2k, Flde
HERE,

TAEME, ERARTAEFERARE, #lde R PR AT AR AR
) XA OH B H; R F 6950 BT A B RIAX 4 AR Am 30 A 2L 2K,
R B S F RAIBRKA,

"RA FBLEIL" £ $-0-CO-NH, &.

RA"SH 13N RETH 6-AFH RN AL G ke, R5E. F=.
e =% 6- LR T,

"otk e -N-EAL A " B R - 1- B AL R 35 LA T X e

| N
=

AIE"T A Ak 2 R AR G RAURA B R AT A 11T 2,

11
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BE—NRRERFTEF, FTREAGMER XIS Y, BF XhEs,

B—NERERFEP, REPLELSNEHEX 1 o4, £+ R' #
£; RE, #l3 ClRF; (C-Cr)-3Ak, #ldo CHy; £-(Ci-Co)-40kk, #l4e
CF3;; #-(C-C)- 3 EE, #ldw OCF; 3 OCH,CF;; rthe&-1-24 3 & B 44
S HEBRRGEL, Al XL, #ld 2-AXAR 4-AEL. F3—F5F,
AKPELMER N1, £+ R'AFE, 4ldw CLX F; £-(Ci-Co)-
B, 4o CFs; gk'(cl‘cﬁ"fbig, 4] 42 OCFs3; ﬁ?ﬁ@?ﬁi'ﬁéﬁﬁﬁt, 1%
o R, Hlde 2-FR A,

FE—NERERFTEP, REPALESHEHX 1 oY, £F R H
£; (C-C;)-%%, #l4e CHs, CH,OH, CH,CH; 3. CH;CH,CHy; (Cy-Cy)-
WA, Bl LA, (C-C)- AL, #l4» OCH;. OCH,CH;.
OCH,CH,CH;. OCH, (&£ % OCH,CH,OCH;; K%, #/4= CI & F; £
-(Ci-Cr)-5e 4, Blde CF3; RA-(Ci-Cr)-EK, #ld» OCH,CF3; (C3-Co)-3F
WA, BlaeIR A, B R, Bl denbeRt-1-A; Dok, B deDok-4- K
H-NR’R”, £F R'F R’Z IR LA ER(C-Co)-B 4, #lmFTA. &
AR TH, #l4= N(CHs),» NHCH,CH(CHs);. N(CH3)CH,CH,(CH;),.
N(CH;)CH,(CH3), 2 N(CH;)CH,CH,CH;. % —7 &, AKX BEAMEH
KIed, £+ RPHE; (C-C)-&, #lde CH; & CH,CHs; (Ci-Co)-
BEHAK, #4w OCH; OCH,CH; 3 OCH, 3R A4 ; B &, #l4v Cl; &-(Ci-Co)-
K, #l4e CFs; 8-(C-Ch)-BEHL, #l4 OCH,CF3; &-NR’R”, ¥ R’
Ao R A (C-Co)-32 2k, #l3mF A, #)4 N(CH;),.

—7% @, AEALENEA X IEH, F ROAwmraih. saik,
Wk, wRA. (1,24 =% A SRZ-N-BY, Hld 1-E A2 d, ©
MARBKA R 1 AR 2 MRRERKY, FRRRELEHAGE. &
S(Ci-Cr- AR, KA. &A. (C-C)-BEARA. (C-C)-=mARL.
(Cr-Cr)- B E K -(C-Co)- B A R . (C-C)- B A (C-C)- A RK.
-(CH2)»-C(0)-OR” . -(CH,),-C(0)-NR’R” . -(CH,).-SO,-NR’R”’ .
-(CHy),-C(NH)=NR”’. #i. (C;-Co)-BHAK. (C-C)-HAL. C3-Cr-3

12
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B A A KRB XA, -NR'R”. £, (C-C))-BAK. wbeirr-1-4,
BB TH-1-A. RAREATFTBAARKRY(C-C)- A&, £F nHo.
1. 2, 338 4; FERFR’EH LEBZHEX.

R A R kg -2-2K . 6-F Aheker -2, whew-3-. 6-Rkkne
3. 6-RAETR-3-A. 6 FRAME-3-K. 6-F RAERE3-A. 6-3F
AAebeE-3- 4. 6-FAhebng-3- 4. 2-F R ew-3- 4. 4-F Hhekre 34, 2.6-
ZWReaber 32, 4,6-—F Awbeg-3-3K. 2-TAeE-3-., 6- T HreE-3-
K. 4-FAR-6-T a3, 6-AARANTE-3-A, 2-FRARE-3-K, 4
WA -6-FR R Antrg-3- . b4, 2-FAabee 44 2-Z Are4-
2-FRtr 4R, 2- R TAMR AL, 2-BE TR 4t 2 5ATF
F-6-F A4, 2-Z R T AR AL, 23-ZF AR A4-E, 2,6-=
W AebeE4-2k . 3,6-— FAkebe4-3k . 2-TAk-6-F Aeg 4o, 3-TE-6-
Wk o4- k., 2-FR ke 4k 2- IR R AR 4- 3R L 2-3R R A kne 4K
2-FR A A -6-F AR -4- 2 . 2-"Dok-4- R hiw4- 2 2-sheR bt 1- R kR 4-
A2 ((FTA-FARA)-FA-4-4, 2-[(FRA-AL-BL)-FLA|-H
-4 2-HRARRA T A 4K, 2-eRdn-1- A T R kg4, 2-
RAHRTHR-1- A F Az 4K, 2-FRET Ao 4-4,

R K Ak R-3- K. 6-F AR%-3-A. 6-F AAHR-3- A
ik vk -4- K.

wEeT R A 2 ) e -2-k . 4ok 2-F A 4K 6-F AR
4-. 2-RHE-6-FAEE 4K 2-FERE-6-FEEFRAK, 2-—FRL
6-FRER 4K, 2-BTERE-6-FRERAK, 2-Q-FARE-TEAR
£)-6-F -2 -4- K, 2-7Gok-4-2K-6-F A -Ew4- 4. 6-RAER-4-K.
6-F ERAKLER 4K, 6-=FRAFEE-4-K. 6-2-FERA-TARN)-ER
-4- A HE 558

P R 69 L4 g -2- B fe 6-F A-nbd-2-K

[1,2,4] =5 2 04 24 4 [1,2,4] Z=B-3-K. (5,6-= F &£-[1,2,4] =%-3-£).
(3-F £-[1,2,4] Z=F-6-£ F[1,2,4] =5%-6-,

13
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P -N-EAL M 4 T H 1-BA AR, #de 1-RAE-E-3-4. 1-K
Fotkez 34, 1WA R4 2-FR-ARE 4K, 2- 2 AT AL
FA T4 A 2,6- = F A-1- R A4,

B—F &, REPEAYEE X 1404, £+ R AHRBRKHIA 1
AR 2 ANBARE B A R Rk, FTABAK AL A K& £-(C-Cy)-
BEE. A &L, (C-C)-HEARE. (C-C)-=ARE. (C-Cy)-
WO A (C-Co)- 1 £ R A . (C-Cy)- B A (C-Cy)- 5 & R A&
((CH,).-C(0)-OR” . ~(CHy),-C(O)-NR’R” . -(CH,),-SO,-NR'R”" .
(CH,).-C(NH,)=NR”. £&. (C;-C)-BEE. (C-C)-wAK. C3-Cr-3F
A RBRAARAEE. -NR'R”. £, (C-Co)-BRA. i tt-1-4.
RERTHE-1-£. FEAREAFBRALRKL(C-Cr)-k, £F nh o,
1. 2. 3% 4; FARMREFLABENSX., F—F &, ALALSE
AR X1, £F R ARSI 1AR 2 NERARERRR A
E3oF gk, FrdiRARARE C-CrR A RBRAR G XBA. -NR'R”,
BE. (C-CH-mEL. wofit-1-4, REXTR-1-KX. FEARRELTHR
AR (C-C)- 5k, £+ nAh 0. 1. 2. 384 FERFRERFL
RSN, F—F B, AERELSHAAX 1AY, £F ROARR
KGR 1 AR 2 MRRABRK A RERR, FFERREKLR
C3-Cr- 38 A Afr R B ) AR R BRI (C-Co)- k. A —F @, &
KA AMAH X 1bH, £+ R Aebsg-3-K. 6-FFAAre-3-4. b
mr g-g. 2-F Eowrw 4. 2-T AR 4R, 2-B A TRk 4K, 2,6-
ek 4R, 2-TA-6-F A hme 4 K 6-F AEw 4K

E—NBREHRFTEY, KEPLEAYAFX 1M, LT X A%
B Y H-CH=3=N-; R' H & &, BE. (C-Cy)- B, (C-Cr)-BRE.
F-(Ci-Co)- Bk . Be(Cr-Cr)- AR - 1- AR ARBARA R 1 /M3 2
ABRALABRKRGEE, FAIRBRARALARE. (Cr-C)-RERR-(C-Cr)-5
£ REAH A (C-Co)-H 2 (C-Ch)-AE A (C1-C)-SE K. B & . -NR'R”,
heBdn-1-4 . RkeR-1-4. Bok4-E . B-(C-Co)-iiEk . R-(C-CH- A

14
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F(C-CH)-HEA(TE ) P mA 1. 2. 34 RFREHIRTH
A& (C-C)IRER(C-Co)-Fhnk; AR AHLH 13 MNERTFH 6-71
FE RIRRWR-N-BALH, PTRIR BRI AR 1 AR 2 AR,
8, TEBAKL A DE. #-(C-Co)-B . F-(C-Co)-mBE . A, &
AL (C-C)-RERK. (C-C)-ZHEARK. (C-Cr - EHE(C-Co)-B 2
A . (C-Cy)- £ A (C-C)- % A & A . -(CHy),-C(0)-OR” .
-(CH,),-C(0)-NR’R’’\ -(CH,),-SO,-NR’R”’. -(CH;),-C(NH,)=NR”’. £ 4.
(C1-Co)- 3 8 . (C-C)-B A . C3-Co- 3R I A Fo & BRAX 84 3% AL
-NR'R”. £, (C-C)-mAKE. woftr-1-X. RALFRTHE-1-A. ALK
BAFBLEARNKLY(C-C)mA, £F n 0. 1. 2. 3K 4; FERF
REH LiX 8% 696 3L,

BA—ANBKRERFTET, REPLESMEFX I A, £+ X A%
A, Y H=N R'A&ARA NE (C1-Cr)- 35 (C1-Cr)- S B #-(C-Cr)-
A B-(C-Cr)-BEH . whos-1- AR ARIRA AL 1 K 2 MR
KRG FA, FTABRAREL A BE. (C-C)-BARA-(C-Cy)- 54 R* A 4.
(Ci-Co)-5035. (C-Co)-#EM A, (C-Cr)-BEH. NE. -NR'R”. &%
-1-35 RTEA1-R L Buk-4-K . R-(C-Co)-RAR . R-(C-Co)- B ARA, X
(C-C)-REA(TERL); T mA 1. 2. 34 RFREHIEIILHA
£ (Cr-C)-HEAR(C-C)-FRBA; FERHEA 13 MREBTH 6-TF
BRI RU-N-BALH), FTIE IR R ARBA A A 1A 2 MRAREIRR A,
Frid AR AL A HE. A-(C-C)- k. R-(C-Co)-EA. FA. &£,
(Cr-Cr-iEBE . (C-Cr)-= A RK . (Cr-Cr)- R EAE-(Ci-Cr)- AR
(C1-C7)-# H-(C-Co)- A R K . -(CH;),-C(0)-OR”’. -(CH,),-C(0O)-NR’R”’
-(CH2)»-SO02-NR’R”’-(CHy),-C(NH2)=NR”’. £ K., (C;-Co)-F &I . (C;-Co)-
B C3-Cr-BRB A KRR R A -NR'R”. £X. (C-C)- R &
.o 1-E . RARTR-1-A. RARRL FEEELARKH(C)-C))-
wE, EF nho. 1. 2. 3R4; FERFREALEHRTHES L.

15
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BE—ANEARERFTEF, AEXPLEHEAXN T e, + X H#E
; Y H=Ns; R'AFE. (C-C)-1&. (C-C)-RHAK. A-(C-Cr)-tek
R ERKHEL; R AEA. (C-C)-HA. (C-C)-REE. BE.
-NR'R”. #-(C-Cy)-5tk. R-(C-Cr)-HE ML, £F R'AF RS AL
H(C-Co)-B Ak HE R A RBRAARAK 1 AR 2 MR sk,
P BRAR A ik B R 8 RAR B AR A (C-Cr)- ik SFFARFREF
L8 643,

EH—ERELRFTET, RARESHEHEX 140, £+ X HE
48 Y A=N-; R' A £-(C-Cr)- 324 REA(C-Co)- 32 H AR A RRAKH
B 1 AR 2 ABREIK o i, AR IR B AR R EA
B (C-Ch)-Bk; FERA R EA LBEE SN,

EF—BRERFTET, ARPLAWEASX I A, LF X HE
B; Y A=N-; R'AFE. (C-C)-i&k. (C-Cr)-iEA. A-(C-Co)-Beik
KA B E IR K RPA S (C-C)- ek (C-Co)- 2 . B .-NR’R”,
F-(C1-Co)-BE . £-(C-C)-EK, ¥ R'F RVEH LA (C-Cr)-
A R AR KA (C-Co)- BRI i K

ER—BRERFIET, ALALESYEAXNTILEY, T X AL
;Y H=N-; R' A £-(C-C)-# 2 R A (C-Cr)- 4 HE R A KRR
RA(C-Co)- AR ts . AR —BRERRF R, RLPALHS
AR e, L4 X AH24 Y A=N-,R' A CF;, R’ 5 CH; B R’ At
n-3-E. eT4-R 2-F A R4 AR 2,6- = F AR 4K,

BE—ANBRERFTET, REALSHEAX 1LY, L+ X AL
4; Y A-CH=; R'A A, &, BF. (C-C)-REA. (C-C)-REHK. &
(C1-C)- k. B (C-Co-mE L. whog-1- R R KRR R 1 AR 2 A
BRARARNRARE, FIRBRALLADE. (C-C)-RARA-(C-Co)- 1K
R4 & (Cl-C7)'%g5~ (Cz-C7)-€éﬁ"§» (Cl-C7)-%§hf&~ K#%. -NR’R”’,
phegdt-1-2 . PRE-1-. Bk4-E. F-(C-Ch)-i . R-(C-C)- iRt
R(C1-C)-HEA(CEL)m; EF m A1 2. 34 RFREABIK

16
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HE (Cr-Cr)-BAK(Cs-Cr)-FrtA; HER HEH 1-34MRERTFH 6-74
F A RIFRE-N-BALY, PP R A 1K 2 MBRRERK
8, TRBRARALADE. R-(C-Co)-5h. R-(C-Co)-RAKL. A &
A (C-C)- A RE. (C-C)-=mARA. (C-Cr)- B EH-(C-C)-R £
A (C-Cy)- & A «(C-Cy)- & & & X . -(CHy),-C(0)-OR”’ .
-(CH,),-C(0)-NR’R”’\ -(CH,),-SO,-NR’R”’\ -(CH,),-C(NH,)=NR”’. ¥4,
(Cr-C- SR A (C-C)- AR A . C3-Cr- TR A Ao R I 49 AR
-NR’R”. £X. (C-C)- AL, wbofir-1-4A. REXRTHE-1-A. AR
KA FBREABRKA(C-C)-BE, XF nho. 1. 2. 3R 4; AR
RYEA ERIBRZ 44X, |

EF—ERERFTEY, KLRLESMEAX 1LY, £ X 4%
4, Y A-CHS; R'ARE. (C-C)-BE. (C-C)-R R L. A-(C-C)- 4
R 1 AR 2 AN FHRREABRKGEL; RR ALK (C-C)-H 4.
(C-Co)-sRA . HE. -NR'R”. £-(C-C)-B . #-(C-Cr)-REAK,
F R RVE A IIH(C-C)-BE; F AR ALH 13 AMREFH 6-
AFHF LI RAUR-N-EAH, FTid SRR RBARE KA 1 4K 2 MNRALIR
Rtg, FTABRKE AR E. A-(C-C)-BE. R-(C-C)-mEAHE. #RAL.
2, (C-C)-RAERE. (C-C)-ZERK. (C-Cr)-HAK-(C-C)- 1
AREK . (C-Cy)- £ X -(C-C)- B XA KA . -(CH,),-C(0)-OR” .
-(CH2),-C(0)-NR’R”’ -(CH3),-SO,-NR’R”’. -(CH,),-C(NH,)=NR”’., £ % .
(Ci-C)- 3 8k . (C1-C)-B A& . C3-Cr- 3R I & Ao A BRAK B9 A% £
-NR'R”. £, (C-C)-B & & wbeltt-1-£ . RERTH-1-£. AKX
R FBAABRKE(C-Cr)- ek, EF nh 0. 1. 2. 3K 4; FEARFP
R”EA L 48 69430,

EFH—ERERFTEF, RERESMAAX 1AW, £F X 4
B Y A-CH=; R'H A A, BE. (C-C)- K. (C-C)-BEE. &
(C-C)Hh. R (C-Co)-BLERA . g 1- A AR BARA R 1 AKX 2 A
BRAREARRGEE, TERKREL O HE. (C-C)-HARR-(C-Co)- 24

17
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REA S (C-CH)-B&. (Co-C)-#aM &, (C-C)-BEAL. §E. -NR'R”,
hegbt-1- . RIE-1-K. Bok-4-2K. B(C-Co)-Bik. RA-(C-Cr)- AL
H(C-CHHEE(TE L) EF mA 1. 2. 3R RAREHIZIR
H & (Cr-C)-IRER(C5-Co)-FI s HE R ARBRRA I 1 AK 2 A
BARABRAR A g R R R, TR AL A&, R-(C-Co)-5 2. &
S(Ci-Co)-EA . R &4, (C-C)-mARK. (C-C)-=tERAL.
(C1-Co)- 3 B K (C-Cr)- I A R A . (C-Ch)- £ £ (C-C)- & £ &
£ . «(CHy),-C(0)-OR’’. -(CH,),-C(0)-NR’R”’. -(CH,),-SO,-NR’R*’ .
-(CHy),-C(NH;)=NR”. ¥k, (C;-C)-WREL. (C-CH)-BAE. C-Cr-3F
B A AN S -NRR”. BA. (C-C) B RA. Wt 1-4,
REATIR-1-A. RARAATBEAIKLN(C,-Cr)- 524, L+ n o,
1. 2. 338 4; FERMBREA LEHBZHEL.

EH—BRERFTEF, KRELPESYWEASX 1Y, £F X A2
;Y A-CH=; R' A&, &, BE. (C-C)-mE. (C-C)-REL. A
(Cr-Cr)- Bk F(C-ClRBE. et 1A RARKA I 1 AK 2 4
BARABARGRE, FFEBRARRE G &, (Cr-Cr)-BAE R A-(C-Cr)-5o 5
R A 8. (C-C)-&. (Cr-Co)-EHE. (C-C)-AE. NE. -NR'R”.
g pt-1-4 . RIE-1-4 . Bok4-K . £-(C-Ch)-ik. B-(C-C)- AL
R(C1-C)-HEL-(LEL)m; EF mHA 1. 2. 3R 4 RFREHREII
HE. (C-C)HLER(C5-Cy)- 3R FE R AR R 1 AR 2 A
BARABAX e R B i, TR EIL ) C-Cr- e R IR HY
A KB (C1-Cr)- 5.

BEH—BRERFET, ALPLESHEAX 1Y, £+ X AR
;Y A-CH=; R' AR E . (C-Co)-BA. (C-C)-REAK. A-(C-Ch)-tei
RABARMARAK 1 AR 2 ABREBRGRL, FERKELAHE; R
AHE. (C-Co)-Bk. (C-Cr)-8M A, (C-Co)-REHK. HE. -NR'R”,
hegpt-1-2k . PRIE-1-. Bok4-E . £-(C-Ch)-FA. A-(C-C)-BmEaL
R(C-C-HEE(TEL); EFP mAH 1. 2. 34 RFAREHBIN
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A& (C1-Cr)-BEAAR(C3-Cr)-ERn ik ; FFE R® A ARRKAMRK 1 AKX 2 A
BARABK G A SERE, FTRBEARESLE C-Cr A ok B 4
KA BRI (C-Cr)-Bo k.

EH—BRERFTET, RLPALHOLK 11004, b X H#
48 Y A-CH=; R' A&, K. BE. (C-C)-5k. (C-Co)-RER. &
-(C1-C)- % B(C-Co)-BE A, i 1-E R AT 1 AR 2 A
BARABRARGRL, FFRABRREEL A D E. (C-Co)-BARA-(C-Cy)-B 4
R* A& (C-Cr)- A, (Cr-Cr)- AL, BE. -NR'R”. f-(Ci-Cr)- 4.
F-(Cr-C)-SEH; £ F RAFRE AR IHA L. (C-Cr)- A K (C5-Co)-
A R AR A A A2 A RARE IS R S A,
B R BRAR AR B Cy-Cr-ZRI A R B 89 AR 2 IR (Ch-Co)- 1 £

EH—BERERFEY, ALALSHEAX I, £F X A3
;Y A-CH=; R' AR E. (C-Co)-B A (C-Co)-B 8k #-(C1-Co)- %k
F-(Cr-Cr)- S B R AR 2 ANk A B BRARABRRAGEL; R? A A
(C1-Co)-38 2 (C-Co)-3R B & . -NR’R” #-(C1-Co)-3 2 £-(C1-Co)-
REA; £F Rf RPBHIRIIA(C-C)-k ik B R A RERAK K
1 AR 2 NBEAREBRKG g AR E R, ATRRREAR H C-C-3R %
A A RIAR G RS2 BRI (C1-Co)- S 4.

EF—BERERFTEY, REAPESMHAEAX 1S Y, £F X 42
;Y A-CH=;R' % C1 & F. CH;. CF3. OCF; XK AR EL; R*H
2.FRCA AR TFT AL, FRATEL. CI.N(CH;),. CF5. OCH,CF;;
FE R® A ARBAKAG BAL 1 AR 2 NIRRT A o R Sk, AT IR
RELAIFAR., TEAFABRRGIBLEBRRATE, £5—LKETH%
FEFY, REPESHaSX114e4, £+ X AH#4;, Y H-CH=; R' %
Cl 3 F. CH;. CF;. OCF; AR EL; RPAK. FA. TA.
AAFEE. FRATZEAL. Cl. N(CHy),. CF;. OCH,CF3; #E R %
AR A 1 AR 2 MNERABRK AT A g &, PRIk f
T A A R BAX B Rk 72 R IRAK 89 F AL
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FE—/NEAREHRFTEF, FFRLESMEH X 1 1Lbd, Fridibsd ik

8- F A -4-(3-w7E-3- K- K A)-7- = £ F £-1,3- = £- K b][14] = K&
&.)-FA,

8- A -4-[3-2-F A - 4-K)-XE7-Z AT L-13- = &-F 5
[b][1,4]= £ 4 ¥-2-89,

4-(3-L9E-3- 25K )-7-(2,2,2- 2 - TRE)-1,3- = £-FK 5 [b][1,4] = K
Ze3E.2-BR,

4-[3-(2,6- = F A - 4-F) KA |-8-FH7-Z AFE-13-—8-KH
[b][1,4] = R E-2-5,

7,8- = f-4-(3-H72-3- - K K)-1,3-= &-FHF[b][1,4]= K F E-2-F,

8- R-4-(3-L7E-4- A -F B )-1,3- = - K [b][L4] = R A E-2-F,

8- F-4-(3-"E-4-F - K H)-1,3- £ K [b][1,4] = R A E-2-F,

7,8- = R-d-(3-"H 7 -4- - K HK)-1,3-Z 8- K [b] [1,4] = R A E-2-89,

8-F-7- T & -4-(3-72-3- - K R )-1,3- = S-KHF[b][1,4] = R L% 2-F,

8- -4-(3-"E-3- - K R )-1,3-= 8- K HF[b][1,4] = R £ E-2-5,

8- R -4-[3-(6-F A - -3- 15 )- KA [-1,3- = K- 3K 5 [b][1,4] = K Js H-2-

8- -4-[3-(2- F A&7 -3- K )- K K |-1,3- = 8- 5 [b][1,4] = KA E-2-

8-H-7-F A -4-3- o -4- K H)-1,3- = K- K5 [b][1,4] = R A 5 -2-,

7,8- = R-4-[3-(2- F A -m2-4-£)- KK |-1,3-= £-KH[b|[14] =K %
&.2-FR,

8-F-7- T H-4-[3-(2- F AR -4-2)- K K ]-1,3- = K- 55 [b][1,4] = £
Jei 2 B,

8- F-4-[3-(2-F £ -wbm2 4-£)- KA |-1,3-Z 8- KHF |14 =R L &2
Arl,

20
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8-F-4-[3-(2- F A b -4-4)- KA )-7- = £ F A-1,3- = &-K 5 [b][1,4]
ZRAEE2-B,

8-R-4-[3-(2,6-= F - -4-2)- KR |-7- F £-1,3-= K- [b][14]
ZRAEE 2B, Fo

7,8- =R -4-[3-(2,6- = F F oo -4-F)- K K )-1,3- = K- K5 [b][1,4] = K
R E-2-HA,

7- =9 R A 433K A )-8- = BT A -1,3- = S- XK b[1,4]=
R -2- 8,

7-ZF BRI -4-(3-H-4- 2K A )-8- = AT A-1,3- 2 &-K I b][1,4] =
RAE -2, |

4-(3-H 7 -4-A - K )-8-Z AT HK-1,3- = K-KHF[b][14] = R4 E-2-5,

4-(3-72-3- 2K A)-8- = A F £-1,3- = K- K [b][1,4] = KL E-2-8,

4-(3-7R-3- - K HE)T7-22,2- Z - TEL)8-Z AT A-1,3- = £-K 5
[b][1,4] = R Z& & -2-B,

7- LRI 43 -4- KR )-8-Z AT A-1,3- = -5 b][1,4] = &K
Fe 2B,

4-(3-7Z-4- - K H)7-2,2,2-Z F- TEA)-8-Z A F A-1,3- = 5-KH
[b][1,4] = K.+ E-2-B,

7-F H-4-(3-mT-4- - KA )-8-Z R T A-1,3- = 8- K HF[b][14] = KA
& 2R,

8- H-4-(3-oE-4- A -KHK)-7- Z KT HA-1,3- = £- K5 b][14] = R &
= .

7-f-4-(3-72-4- KK )-8 = BT A 13- = K- K bl[14] = R 2
2B,

7-F A -4-[3-2-F -4 K)- K K-8 = B F A-1,3- = R-K 5
[b][1,4] = £ 2 & -2,

4-[3-(2-F 2 -nhng 4- 2 )- KK |-8- = AT A -1,3-= &-KHF b][1,4] =&
Je ¥ -2-HA,

Nt
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7- = F B -4-[3-2- T A -wbs24- 2 )- KA -8- = AT A-1,3- = K-
[b][1,4] = & % =-2-FR,

4-[3-2,6-= F K- 4- 5 )- KA ]-7-FAB-Z R FH-13-=8-%K
[b][1,4] =K FE-2-F7,

4-[3-(2,6-=F K72 -4-2)-F K )-8- = A F K-1,3- = K-FHF[b][1,4] =
R E-2-B,

7- 8 -4-[3-(2,6- = F A -wh24-K)- KK |-8-Z A F A-13- = K-
[b][1,4] = R4 E-2-A,

4-[3-(2,6- = F AR -4-2K)-KK]-7-2,2,2-Z R-TEL)8-Z AT A
1,3- = 8-KF[b][1,4]= R B2,

4-[3-(2,6-= F F-obrg-4-£)- KA )-7-C A 8- = A FE-1,3-ZK-K i
[b][1,4] = & F &-2-5A,

4-[3-Q-TH - 4-K) KK 7-FEAS=Z A FA-13-=
[b][1,4] = &7 E-2-,

4-[3-(6-3F A A -wbog -3-2)- KA -8- = R F &£-1,3- = A-FKHF[b][1,4] =
R E-2-FR,

7-F H4-(3-wkmR -3 - R K)-8- = AT K-1,3- = - 5E[b][1,4] = R &
&2,

7-F F A -4-(3-7-3- - K A)-8- = R T #£-1,3- = K- FHb][1,4 = &
v 3

7-LEA 43T -3- - K )-8 = £ F K-1,3- = 8- K [b][1 4] =R
Fe 352,

7T-SRA AT R A 4-[3-2-F F-oz4-55)- KK |-8-= A F K-1,3-= &~
FIF[b][1,4] = R A E-2-F7,

T-TEAB-Q-FA-HRA-£)E RS Z AT E-13-Z&-K
[b][1,4]= & 2= -2-FR, |

4-[3-(2,6- = F -t -4-H)- KK )-7- T HA 8- Z AT E-1,3-—A-FH
[b][1,4] = & 7 E-2-FA,

2

Nt

2

-XKHF

i
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4-[3-(2- T E-6-F -2 4-2K)-FKHK]-7-FAS-Z A FA-1,3-—&-X
FF[b][1,4] = R A E-2-Br, Fo

4-[3-2-F R F AR -4-K)- K K]-7-F R-8-Z KT A-1,3- = 5 -KH
[b][1,4] = S & -2,

8-(2- F- K )-4-[3-2- F A -wkog -3- 2)- K K [-1,3- = &-KH b1 4] =
R E2-F,

8-(2- Fu- KA )-4-(3-72 4- - K K )-1,3- = £- K FF [b][1,4] = R A E-2-
B,

8-(2- A -F I )-4-(3-772-3- K- KK )-1,3- = K- K b)[1,4) = R % -2-
5, |

8-(2- F- K A )-4-[3-(2- F - 4- K )- K K -1,3- = &- K5 [b][1,4] =
R E-2-B0,

4-[3-(2- F F-vbs24- 2 )- K K )-8- = A F R H-1,3-= S-KHFb][1,4]=
S A H2- B,

8-#-7- F & -4-(3-HH-2- - K 3)-1,3- = - K FF[b][1,4] = R e E-2-F7,

7-F H-4-(3-B-2- 2 - K H)-8- = AT 2-1,3- = S- K F[b][1 4] = R &
E.2-BA, Ao

T-(F2&-AA-RE)4-G-1F-2- K- KE)8- = AT E-13-—&-KH4
[b][1,4] = & 2 E-2-5R,

8-#.-7-F A -4-(3-E%-4- - K K)-1,3- = K-KHF[b][1,4] = K5 E-2-5,

7-F A -4-(3-7 % -4- K- K H)-8- = BT AK-1,3- = R- K5 [b][1.4] = K&
& )-F,

8-(2- - A )-4-(3-F 72 -5- - FK K )-1,3- = £- K3 [b][1,4) = R E-2-
B, F=

4-[3-(6- F A - -4-4)- K E|-8-Z R T A-1,3- = &-FH b][1L4] = &K
FE -2,

4-[2,3" | BRHIE4- K -7-F R-8-Z R F R -1,3- = &-KHF[b][1 4] = K%
¥-2-FR, Fe
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7-F A-4-(2'- F FR-[2,4' | BRI -4-5)-8- = AT K -1,3- = - K FF[b][1,4]
SR E-2-FR,

BEA—EREXRFTEY, RERLESHASK | AW, FTRAY
it B

7-=F RA-4-(3-2-3-F- K RA)-8- Z AT A -1,3- = 5-KHF[b][14]=
R AE-2-F

7-= F B -4-3-2-4- - K )-8- = AL F K-1,3- = R-K 5 b][14] =
KA -2-FR

4-(3-H R -4- K- K K)-8-Z M F E-1,3-Z8-KH b1 4] =R E2-F

8- -4-(- R -4- £ - F 1) 1,3-= £- K [b][1,4] = R L E-2-7

4-(3-PLoR-3- 2K HK)-8- = R F A -1,3- = &-KH [b][1,4) = R E-2-F

4-(3-HR-3-A-KA)T-2.22-Z - TEL)-8- = AT A-1,3-—5-% 5
[b][1,4]= R & E-2-FA

7-CHRA4-(G-HR-4- 25K K )-8- = AT A-1,3- = R-KHF b][1,4] = &
JeE -

7-CRA-4-[3-2- F - -4-K)- KA 8- Z RF A-13-—&-K 5
[b][1,4] = £ 2 % -2-FA

7-F 2K-4-(3-ws2-4- 2K )-8- = BT AK-1,3- = S-S5 [b][1,4] = R &
%2R

8-.-7-F H-4-(3-R-4- K- K 1 )-1,3- = - K3t [b][1,4] = R E-2-F7

7-F-4-(3-T-4- - K E)-8- Z AT A-13-— K- KA1 =K %
E.2-F

7,8- = F-4-[3-(2- F A -2 -4- F)- K A )-1,3- = K- K [b][1,4] = K &
&2

8-(2- - K A )-4-[3-(2- F A -wbo2 4- 2)- K K ]-1,3-= 8- K HF[b][1,4] =
AR E-2-FR

8-R-7-F -4-[3-(2- F A -wbog-4-3)- K & |-1,3- = &K H [ b][1,4] = &
JeE 2R
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7-F K -4-[3-(2- F A - 4- K )- KK ]-8-= A F A-1,3- = &K-K 5
[b][1,4]= & 3 Z-2-FA

4-[3-(2-F K- R -4-2)- R A]-8-Z AT A-1,3-= K- Kb [1L4] =&
FE 2

8-F K -4-[3-2-F A-m24-K)- XK 7-Z A F £-13- =& -X 5
[b][1,4]= & & %.-2-FA

8- A-d-[3-(2- F H w72 -4-2)- K A )-1,3- = &-FKHF b1 4] = R e % -2-
AR

8- #-4-[3-(2- F -7 -4-2)- KK |-7- Z B F A-1,3-= K-35 [b][1,4]
=S F-x SN |

8- #-4-[3-(2,6- = F A -wbo2 -4- )R K [-7-F 2 -1,3- = K- K5 [b][1,4]
Z RS E -2

4-[3-(2,6-= F A -wto% 4- ) KA -7-F RS- Z A FRA-1,3-—K-KHF
[b][1,4] = R 2 E-2-FA

4-[3-(2,6-= F K- -4-2)- K A ]-8- Z A F K-1,3- = - KH[b)[1,4] =
F R E-2-FF

4-[3-(2,6- = F A - -4-2)- KK ]-8-F A 7- = {FK-1,3- = 8- K5
[b][1,4] = R 4 E-2-FR

7-R-4-[3-(2,6- = F K- 4-K)- KA 8- = A F A-1,3- K -KH
[b][1,4]= £ 2 & 2-B

7,8- = R-4-[3-(2,6-= F K-t o2 -4-%)- K 3 [-1,3- = K- K HF [b][1,4] = &
Je 2B

4-[3-(2,6- = F F -2 -4-K)- K A [-7-2,22-Z R-TEL)S-Z T2
1,3-=8-FKHF b [1,4] =R FeE-2-FR

4-[3-(2,6-=F A-t3e-4-2K)- KK |-7- TEA-8- = AT A-1,3-— 8- K5
[b][1,4] = K £ E-2-FR

4-[3-2- T K- -4-K)- KK 7T-FAS-Z R T E-13-—&-% 4
[b][1,4] = & ¥ -2-BR

Ny
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4-[3-(6-2F A AR -3- 1 )- KK )-8- = A T A-1,3- = K- K5 [b][1,4] =
R4 E-2-FR

7-F B-4-(-R-3- K- K K)-8- 2 AT A-1,3- = K-K 5 [b][1,4] = R &
& 2B

7-F A4 -3- K- K E)8-Z AT A-1,3-Z8-KHAb|[1,4] =K
JE -

7- LRI -4-(3-7%-3- - K K)-8- = AT £-1,3- = 8- KA b[14]= &
Ze 35 2R

4-[3-2-F AR 4-2)- R K-8 Z A F EA-13- = 8-KHFb][1,4]=
R E2-F |

T-FARERTFT HIEA4-[3-2-FA-HZ4-£)- KA -8 Z R FA-1,3-—&-
R [b][1,4] = F A E-2-FA

T-TAE4[3-Q-F A - A4-F) KA |8 Z AT A 13- —5K-%H#
[b][1,4] = & Z & -2- 5

4-[3-2,6- = F -t -4- 2% )-KK]|-7- TR 8 Z AP A-13-Z8-K 4
[b][1,4]= & %% & -2-57

4-[3-2-TA-6-F R-HR-4-K)-KK)-7- TR Z A FR-13-—5-%K
F[b][1,4] = K Z E-2-FR

4-[3-Q2- AR F R 4-F)- KA |- 7-FA S = AFA13-—K-KH
[b][1,4] = £ 2 & 2-FA

4-[2,3'|BRLTE-4- 2K -7-F R -8-Z M F A-1,3- = S-KHF b1 4] =R £
& 2-FR

7-F E-4-2- F A-2,4|BA0I-4-25)-8- = BT A -1,3- = KK 5 [b][1,4]
ZRARE-2-FR, Fo

4-[3-(6- F Ao -4- K )- KK -8- = BT K-1,3- = R-K 5 [b][1,4] = &
JE 2B,

B—ANRRERTEY, ALPLELSYEL 4-[3-2,6-= F Loz 4-
AB)-RET-FEASZRFTE13-Z 8- KA1 4 =KL E2-Ff A%k
KR,
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BXINADBELTHRALETHERTAF R4&, HF5 0k
a) ¥ X 114464

X NH
: (I1)
RZD[NHBoc
X1V X IVa (Lo B
O
Oyo N CO,R
Q)\/% A% P (IVa)
Y A Rs

R

FF RATEARTHE, FEX NI

1 0O O ‘
R~
R? NHBoc ks

KRG BABRY FaZhqt, HBE B0, HATIFE 0910 M at 1k 3H 7T 25 )
BR A AR, 2K

Fimib, HBFE A EF X, Y. R RRFR W EFAMEX I
A +T 1 T BRAL-FARNA A, BB X 11 4] &

73“%: A
IZ B
NHBoc @i/g Q/U\/ =ik I:[N:‘;C/U\Q
ﬁmz£
IVa
R = Et, Bu!
1
1@[ oy
. Tl
NHBoc ESE R? N=
lﬁ}ﬂﬁnﬁ- 7 N\ _-R®
=Y

HEX N AEHERET YF RO I LA — R LIRTHE IV A%
MEMde FRR_FRY, EASZHBET, ik 80°C -160°C FAAE,
FEEX 14,
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A&, Bldo, BXITRAWETAF A 5 2RI W B B g ik
HARR 69 &t, BB X NS ML L ¥ Y # R o L ATk 44 p-FRBs (i
A IVa) B R 4 &,

RE, HEX I M+ 4 BOC RTELEZL)RPAEMT L,
Bl B BLR Y 9B IR, REPTE B0 BX T 0. Tl AT
FRETHRARYE, 3 Fmoc (9-HAFEAZB)RFEEABA )R
KA BOC 4.,

Blae, BRY - BT BT AEMEN = =R FROCM)+ A&
T 8o = RTB(TFARLER X I 4R 47. BEMKEAE 0°C-50°C
BB T AT, AR RSN TRARTES 13- FRERN RIS
TR T B —A A HY

& B
R TR, BLEEAFE D R!
~ ] ~
XD[NOZ a). A PA/C 3,5 i 44440 SAL XHNHZ
2 b.) SNCL,*2H,0 2
R NHBoc c)Zn, N2H4Clz R NHBoc
%1 11

BX M AAESHEFT R RPF X o LATR)THE S £ B, @iti4:d
X Via oW F AT R H RA RS S, Hldo, TR TEET HHE
Flde bt AR RIR4ERA L TR EAMAT. F—THOERF LR ELE P,
£ 70°C-80°C #9:% & F (3= Tetrahedron Lett. 25:839 (1984) FfiX), 3.4/
AR R FIEH, 42 DMF. DMA 3 NMP % ¥, 1£i% 3 kot R &, =
LEFEAET, £ 0°C-80°C 8B A THA RAAHAN) (SnClLe2H,0)k i
7. A—EENFTEERMEHET, ERTEAN, #llekR B+, £
20°C-80°C #9'B & TR A4 kits7r. L@ X Lo R E4T LT

RATHRANRYLTEATHS B H L EREFHRLYERG
FRBETEAAR SRR T HEMZ B VI 6 2-R 2 KB 008
M, FF X AL H R F= R 4o LATIE,

28



200480027808. 3 oo P ZE22/55m

FE C
NO,

R'-X NO, R'-XQ
—_—p
R’ : NHR' R?

Viia Via
1Xa

£F R A Cl. F. ORHEREX VIIa P4 H (FXBAFEPHFik
a. bXc), AXIXaFH Ac(FLEBRAFEFH dFik).

7 ik a: MAA, EtOAc, 77°C; K& t-BuOH

7 i b: Boc,0, Cs,COs,.2-T 87, 52°C

7 # c¢: i) Boc,O, DMAP, THF; ii) TFA, DCM, 0°C

7 # d: i) Boc,O, DMAP, THF; ii) NH,OH, THF

deFE CHR, A4 R LA RAK ARBKGEFELRA
£.69i8 XL Via TR ARTEEHELE BOCOYRSFHF R o LATE
R*A & AABARMGEFEL R AAGEX Viia AW F I REFE. 5]
4o, —FTERAGALTRANKRY FHER2EEX VIa Lo E =& THA-
BB BB B A TR, HEMTERMEN 4o ARARTRE
¥, /£ 20°C £ 80°C &R B T it 47,

KA, BREGRY TEALHE T KRR RERE TR, BF, HREEFER
FEF 4 EtOAc &K 1,4-="%3F, £ 0°C-100°C 492 B F, ARARLLE
£ R EAFR, RE AR ARIRARH A E R AHAHEX VIia L4,
RELEFZH R FBER 1,2-— R TRFF, £ 20°C-85°C ¥R E T AR
TEAEFRBE, FHAMEEHEX VIatksd.

F—ETRHTRERY TR T %25 & =-BOC LE&H+ 4K,
BP, /&£ DMAP # £ T, AR FENom Erkrb S F A - T A-KKRE
RELEF R e LA, RP AR, RRBAHESFELR A A HHEX VIla ik
L, REEERFEHN TR EHX 1,2- =R TKEF, £ 0°C-20°C
HRET, AR T84 TFA £ 3, BN REE— BOC-AH, 73|57
FTE2HE X Via Lo,

NHBoc
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A —EEHHEEX Xla LW F kR 44 N-Ac-BOC 1bo-dh+
4R, PP, £ DMAP AAT, AR TEMN pwSckrdF F A —-RTA-
AREBELELT R 4o LATiA, RPARIA L R Y LBAHE X IXa &
o4, REEERFEAN o frekvh. TEBX 1,4-="T5 %+, £ 0°C-20°C
RET, AR FaeERKNHOHLE, LHERKREE—4 BOC-£H,
RETEEHNEKX Via Lo,

ER, FRCHRANBATHRANRYTER FFSELHLES
REFNRBY R A BT RABEARAAR S04 EHEHEARX Via
MG 2-FE R KRB F R 3o EATE, R® A RR A B R A S)RLAEX
IXa $#184 2-F 4 LRBEBGE T R o LA, R AREAI;L R A L6
AR AF RS T E B3, 4o J. Med. Chem. 37:467 (1994) % ik, A{LE
A AT T NFE AR 6 DL RAE; R4 Org. Synth. 25:78 (1945)
2 J. Med. Chem. 28:1387 (1985) % Ffi&, % ZBL AR AL A A5 -Ri4L, &
J& )30 S EACAT R IE R R 3 MUK R AL TBAAL A 91040 . KK BAFF
12 69 B4 e ) BT LT F B3 4.

ZE D
o 0
/B_B\
0 o]
KOAc, PA(CL,(PPh;),
Z9%RK, 100C . ..
2 R'-I, Na,CO, D X NO,
PdCI,(PPh,), :@
2
R NHBoc 5 R? NHBoc
v R‘B’(OH)
2 . . VIb
Pd(1I)-#, PPh; BR 7 &
P E

BEFE D, BX I ASMWEFT RIAXEXFLS X H8aia
R* Jo b A& 6940 P 18 4 R IRAX A9 SRR G K ) THRE R' 691JR, 18
AR #igs2, HiEX VRS HE T R o LATiR)$ &, doi A7
£ D, X4 T ERZHEEX VIb AW Suzuki-B 1SR
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BX VS YFE T R EATR)THRIES RRARAGKR, #iEXF
HIEZEHE. Hle, £F R A QUK VA TRITIHFE44: £
20°C-80°C iR E T, ELBMALET, ETRY A —RAssLE L H
bR AT S-R2-FHE KR, 135 S-F 42 AR, % S-F-4-k
Q-FEERBERFBREILT R A QX VIESY.

BBHFEE, X VIIb LS F R hekeg-1-38. X HE4HER
A 8AH) T 4= J. Heterocycl. Chem. 25:1003 (1988) % Ffi&, @itk
¥ 4-B8AHE SRR BEX VI 2,5-—F RA-WEkBES, § it
5-%-2-FH 3 -1,4- K — B [CAS-No. 26196-45-2] 4] %

#%E F

F Vi b

B A% B R do LB B A BRF T, £ 40°C-100°C #9:RE Fit
AT, BRAEH O FERFHTILT REIHA.

e & F Arid, @ X Vie a4t R A-NR'R", £+ R'F=R"%
S (C-Cr) K C-Co-FRBu ik, M arbeddt-1-25., ko2 -1-25 3 9Hk-4-
R)THEIEZTHRAELET, AERBITERRREE, 9EAAX Vi
5 M) 4 B 18 ARAL A (B TR A BT LT £330 90 H1 &

ZE F
R\ RR'NH R\

x]i:[rqo2 DMSO 3, XJC’:NOZ

———
R NHBoc Et,N/DMSO R® NHBoc
A
Vib I Vic
R=ClF R‘C" R? = NRR"
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B ARG AN, ERFER 4o = F R T B, N-F A ool 55
VR TRF T, ATL ALK = TR Hiinig’s 4, Bi4n ¥
BEAN AR T BE4A, XS ALM o B4R, 1% BEL 7T ARIE BT 6~ s i) B &40, &
20°C-110°C #9i& E F #47.

7R G
Ar——
PACL,(PPhy),, PPh, . .
IIENOZ Cul, EtN R\X:Q:NO2 STSRATRR \XI:[NHZ
———————
R? > NHBoc THF R? NHBoc EtOH R? NHBoc
60°C 70C
vid A
v @A ik LS 11
H T A—X Fikb
PdCL,(PPh,),, PPh . o
Me,Si—== CuEtn | BAFE
PACL(PPh,),, PPh, THF H
Cut, EL,N 60°C
THF, 50C H
@Ak H
X NO,
"5 R’ NHBoc

NaOH, MeOH
IX

BRFEG, BEX A MET R A EEF X AT ORAMKS
WFTR)TARE R Ao RE MR, B RE #9812, R e V 44,
Yo & F FTiE, #lde, 50 o F 4T

a) i@ i{ Sonogashira-R BB &E X VId b, RELRAEK, ¥
R-EHA-BRRATFHEZZIAX VIS E, X

b) LA Sonogashira-B B, AP R —F R =FRKE-THR
£18838 X VLA L, AR/ FTERTAERLSRIFEKX ,
RETHLELEETHREY R-I. R-Br & R'-080,CF; #4575 =%
Sonogashira-B 1&EK4EMLAE X VId 0eH, LRAMABFENE 2HE
NN /E9,

B B BREHTLT EEHL.
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FR H
9
MgCl,, Et,N
% ik a) K,O«)k/co;? CH,CN \ Q
3 * = Et, Bul
R l X R R* = Et, But R ( s COZR
Yz ik b) /ﬁ\ LDA. LiOBut Y F
OBut  THF,-78C
R = COCI, COH, . Iva
CO,Me, CO,Et FED  Me,Si0,C._CO,SMe,  1)LiBr,EuN,CHCN R’ = H, Et. But
N " % 2) BuLi, EtO Y =CH, N
Y=CH N FiE ) Bro_COR" 1) i#futh Zn THE, @ik
R = EL Bt 2)10% HCI, THF, 23C
WA F %
K
9 >
, . . LA S
R N CO,R % % a) oA \ 0O o)
| R X N 0
Y A % ik b) TFAA, TFA. &5 |
Y .2
va #AF ik v
R'=H, But L
Y =CH,N Y=CHN

BBFE H BX IV & IVa 6§ =8I IR O 1 B Ao B-BF 85 45 My 3. 70T
BT AMBRAAR St F ik, GANEGRBRITAY R-R, BHE K.
FEER LB, BLR A4 L. MEMSYHEREFTRLTFEERRS.

W8 AR T BB IA W Cde gy ik BB S0k ity
MRARE-HRF &, Blde, RABRRA VB h B8R, SULBR. ABL. AHER.
BBRSATER. TAR. TLMR. LB, LB, #HHE. BER. YRR,
S-F R FER THEBREX 1AM THRA L,

AELPALRB{—FHE, €O

B —AFASF R b 6 B —FF LA AChE 374 5] #5725 B #4K. A~
TR AR ;

EHEANBEHNE PG E e mGluR2 FRA; T2 AH
. MR REHER; Ao

SR ITRE —ANFFE ANBLEARGRE,

AKXRH—EREAFTERB—FHEHE, € ad:

BF—NBALF B b H F—FF LS4 AChE 3747 o5 25 Al H4K . A
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TR XAFFER);

FEHEANBER R E A A Y = BRI [b][1,4] = R4 E-2-F
AR EBWAIR; FTHASR, NRIAERA,; A

SHITRE—NFF AR B GESE,

AEPH—BRERTERFE—FHE, €04

HE—ABLF B F 8 F —Fr 0S4 AChE 374 H F=7T 25 B 4Kk, 4~
R AR

EH-NBLARR P GE S MBRFER 3N 1%, FFiE
WAHRFMAGG TR, RTEAY. FHARRITHGTHA LA
i Fo°T 3 A BAR. R AAER]; #

SEFRF—AFFE ANELEHNEGEE, EPTER - ff =4
et 8 BT S8 LR G TR R 63838,

B ik 3 B3R 7T 3 —F QLS PP RIIT R AR E R — P RISF G 3R A AT
R LB ARG T NS AR LER P .

REZPESYTAASH FHALETHRABIR., ERFNRAGHE
BpHX, BEOR. A FASLH, AEBARTFREIMLH. K
AR R RIE B s s R T a4, #RA. ALAA. ME RIEHRE
RIR, —FFR S FERASHT AL —F K S FAHT A B A e/ R
BR Fo/BAER), B2 RECERASHF. Flde, REPKELSYIER
FOARF . BEA. £F . KEShHEER. ToRAODH RBEA .
LA, AR A RAAE A, AR R A KRB 6§ X IRAEA .

O R 4044y 7T 4 BB ARATIR O dm 6 1 & B 4R - 69 AEATT 7 i &
H B PR 4 M T A —F RS AR A, AR AL g Hord] . Brortl,
EERAGHEA, AMRBEEAF D EARFGHMEN . FASFERA
HFGER T4 &R R AETHERABRYF . Hlde, KK H T A ZHH
R, doskBRAS. BN, SUIE. BRERAS R ARER AN, KA AR, )
do A AR R T G R; FiBE ), HlemR g B4 RIS RB BB,
BRTURERGRGRECMTARIL o) ZRE T HE T BRI
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R R LR E R AR KRG — BN ] AR AGHER . Hlde, TEA
HE B R 4o 3 AR S B H o B B, AR R BS H I BS

2R A LT A AR RIS K, o E B BRI,
Bl ek B4 BERRAS R FH L RA, A RKRPRKREN, L FEkass
IKBGHENR, Blimfe A, BAKE 3 XM HRA .

KM EFREFEWYRFER T4 &K EF RGBT H 69 RA
. FFRABRHBR A ER, B TRILEH. TAALE, 2RTA
WiE. RBH. BLUHRERE. BEFRATEMEK; 2#KF X082
FTARZRRALNBERR, Bl iPatlE, X EBREBEREGE LS ~W,
Blde, BETHAREEBRE, JRALKEERBIWFENESZY, e, +
LU ARG B, AR KL BB A TARBEATA KBBS54,
4o B AT KR L AR RS B BB, K BFRETUSH —F RS
BH, Bldmst- B EARFTROEBEIM-LEARXTHRAE, —HREHEEH,
—FF X & AR o —FF R S AP AR, o B R,

o B R T A B LR M 5 Bt A, Blhetb k. B
THRBRMTFET, RELAT Wb RALR T 4L, HEERERTS
A EAAK, Bl hodsl, BBEHERGIEEE, T AR 4ok LA G AR 2
Fadfrek A R ARAR O R RAFH) 2 IRFIF] . X LA AW ST AR T A A B
F, oIt B AT .

& A Tl it A A K] B KM B R A T 9B ) A FUE A SR AR M
55 2HANREER . BERNF—FHXEFRGREANGRESY. ETHL
B RRBF Ao Bh B B F e LATE, BT ESH LECBRE A, Fldoddek
. Bk F Aok &),

AREREAWELTARKGHILA Y X, @ART ALY, F]4ei
MR L, XTHih, FllerAKEERLRAY, EFTHIFTAZ
ARGEGRI, Pl EARIBLTEFR, RRAALEAHE, FleXE
BiRe . YPBERS Ao BRI BR Ae TAEBE . BEATA GBS RARES, B)mBlK ) AL
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BB BB, AT GEERATRAES T, PleREATHBLALE
VBB R BR AR, FLA AT A A AR Fefieor .

A8 X F) A B FT A B 8ok A, Hlhotid, H B, LEEEER EE—
AREH ., FTRFFLTASH MREFH . BEA. FrFlPFER. B
WA TARRE ZHKERRBEEFARGHBX., EEFRTUER
AATR At 7y ik, Al LR BARE| AR EE T 608, RN F 30 &
Fl B, REEHRFFETARERFE T HINTHZ R RN +
HREERKERREFR, Fldof 1,3-ToBEPHER, TRIAGETY
MR FBER AR R ERFFERMER, F5b, RERELDEF
AAEEN REEAE. A, TOURRETHRNE 0 RIEL b, Q36
ARG H I — B R H =88, s, BB RSB e BRAL YT A T &R M A

AR PLANCT AL LT e R B s, XbpsbdhTidid
KoM EERNEFTRTABERRELNHRET AHRKRFE T ELME
FEAMB AR ZG M 64 T R MO R T ) Ak 41 &, FTRMRRTTIRART
ey

EWASWTALERENR TR G MINE . REBATEAHNR A
RE, BT EFREBENRT. RETRKIER o By Brehy. B EH F=sg
R BN F

mGluR2 ##H|F= AChE #HF|FBKSHEHN T —RKTAFLTH
BHFM G A, A Fe, TAL 0.01-10mg/kg/ X #55 B, XA£ 0.01
-Smg/kg/ R 4950 B, KA 0.01-2mg/kg/ R 4L H .

5k 36 4)
X IALE B AL F RART AER T 5 7 %44
iR 7k A W 2-AH A KBER 2-AE R LB R AR &R AR L)AL
W ER AR T B
Fik a (B 2-REEFEH)EE 0°0C T, @XAL4.1mL, 34.1mmol)&d
EtOAc (40mL)Z & F Ao 2-75 K KB (45.5mmol) &) EtOAc (200-500mL)%
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R, I Z RS WA R 18 DT, AERZIERN, FE4FEEK, ¥
F#THQ00mL)AHH] . iLiE B BARMR, SRR IRIR, 1734y 2-AH4
FEAF BB, HFEER, FiEZHF AT ER-BuOH £ CH,CL F &R
AMFTEFK 25 D, BhEFES, FEAREEK, $LEIARAEEEA T
S/EtOAc #4k, FE|2-AEA-RK)-BRAFTRRTE, AHFEBK.

ZiE b (h 2-FEA KBS & 2-A A KB (142mmol) F= 5K BL46,(55.5g,
170mmol)#§ 2-T B (740mL) &A% ¥ & m Boc,O (37.8g, 173mmol)#) 2-T
Bl (170mL)i%- R -1 AT 4% B) 69 iAo £ 50°C-80°C THHFALEZ tlc B FL4L
b, AEREFRA, HAWA H,0 (240mL)# MeOH (240mL)4 RA-4
422 7 A THE(3 x S00mL) R IR, 4549 THE A 3K (200mL) %%, FiA K
£ R THEG00mL)FEIR, FrAAHTRER MgSO, T, itEHFAF
MR, FEREEKR, BLEd A €8k, B TR/EOAc #AT
A, FEQ-AA-RXR)-ZATHRRTE, AHREHK,

Fik o (B 2-FHE KRBT 484 23°C T, £ 70 947N, & 2-AA Kk
(550mmol)F= DMAP (1.22g, 10mmol)# THF (1000mL)I% & ¥+ /& 42 Boc,0
(246g, 1128mmol)#) THF (S00mL)Z &I 23°C T &3 75 24, H#
AHRBRAMNELETFHAEGAET IR, F2 vk & BK, HiadRiEm
A DCM (1100mL)¥, A2 £ 0°C 5 &4 TFA (84mL, 1100mmol). %%
AW 0°C FTHH 2 N aF, MAKAHE4eF NaHCO; BR F, A/ DCM
I, RHAKHEFA MgSO, THR. AERZERN, F2 vk & B4R, 44
FRA AR bl it AR Ik AR &4k, A TR/EtOAC AT ML, 133]2-
FHA-RR)-RAFEARTE, AHHEEK,

Fikd (0 2-FA LBEBITL): £23°CTF, 1554 A, G 2-AELE
KB (100mmol)F= DMAP (122mg, 1mmol)%) THF (100mL)¥%&E%& F & An
Boc,0 (22.92g, 105mmol)#§ THF (100mL)&E& /£ 23°C THEREHLE
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tle ETAEHN, BoRREMWELETHASAET TR, FRFHEE
ook & B4R, 4% R A £ THF (200mL) F 3£# 42 25% NH,OH (77mlL,
500mmol). ¥ iZ RAMAE 23°C THHALE tle BT T, M INHCI
ZEiE W, B EtOAc ¥ IR, Atef NaHCO; Bk Ao Kk EANE, A
MgSO, T, A EZMREER, FRFXEEREERK, ZEKREFTRBH, &
AT —F 6440, RA B F R0, ABEAAR PR ARAEHA
THT/EtOAC L)L, 3] (2-AHA-FKK)-RA TR T B, A& EE/R.

BRAF®HC:  H&5-N-IRARA-2-AR-KE)-£A F BT B

HG-RA-R2-AA- XA RATHRRTHEMEEHEL
23°C-130°C #&E T, £t £ DMSO. DMF. DMA. NMP & THF #=/
X DIPEA X Et;N PHEAZ tlc ETRADRBEMS T LB L, BAE
A0 E 23°C FMASKAKF, WRTRY, ARKEEFALT TR, A5
RIREELT, ¥ REAMA EtOAc IR, ARAE K&, A Na,SOF
B, TERFEERLERNFEMG, T2, $LESREAE G, A
TH/EtOAc HATHRBL, FFEFFANAW &,

WA 7k F B 2-AR-14- Kol 25— FRAWR K HES
& 2-A A -4-0tkrB-1- - KB [A AL J. Heterocycl. Chem.
25:1003-1005 (1988)]
¥ 2-A A 14- K B QSmmol) = 2,5- = F A A W@ Kk h (26 -
32.5mmol)/£ HOAc (150mL) ¥ #5RAME 60-120°C THHFLE tle BFX
ZRAEHL, HHE 23°C &, FiZ RS WML KG0mL)F H A
EtOAc (3 x 200mL)E3R, &84 AE A &K (300mL) %% A MgSO,
Fi. RFEN, REAZEEQY, KB TR E#LEL, ARXRTK
/EtOAc AL, 72 AR E4 .
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BTk J: WAL R Q2-FEAR-R )RR PR AR T B 4 5 Q-RE-X
A)-RA TR TES

7 ik a: HEACEAL: ¥ A MeOH X EtOH # THF (1:1 X#) 20mL)¥ # &4
A H(1.0mmol) [RALIE EtOAc ¥ 5% EAD R 10%K 48
(20mg). FLAER(Q20mg) K 5% 445K 6 RAMAE 23°C F R AR T B A B
BE tle BRASHM, LR, A MeOH 3 EtOH #= THF (1:1) [3i
EtOAc| PR 2L, A ZR BN, FRAFMLAY, HoWBE H %S
B, RABATH—FHHL, 2FEE2N, TARNIEIRIE T LS,

Z % b: A SnCL2H,0 i£&: # A& 444(1.0mmol)F SnClLe2H,0
(5.0mmol)#7 %24 /£ EtOH (30mL) ¥ /& 70-80°C T #t# X4 £ #5Z(3mL)
#DMF (12mL) ¥, f£23°C. RARTHHFLE tle BFF 2[4 L Tetr.
Lett. 25:839 (1984)]. R A RA-HE i e At8fe NaHCO; 5% £ pH 8
FHA EtOAc (2 x 100mL)F B, A #94 HLE A 3K 245 Na,SO, T 1.

REZA, REREEKR, T2 TELAEME G LML,

Z ik ¢t Jl Zn Fo NH,CLE R : @75 24644 (1.0mmol) £ EtOH/THF /4672
NH,Cl %#&(1:1:1, 30mL) ¥ 8§ RAH F e A4 (3.0mmol) F 445244 £
70°C. RARATHHLE tle BRI, KEFF kb A,

WA FiEK:

Z ik a): CHRBMRTHR 3-FK-3-BAXR-FELE 49414 3B Synthesis 290
(1993), TAIRTR 3-FK-3-B/R-AEEET £ 0°C-23°C F, £ CH;CN
T, BFBAAFCEARKRT AR = BB 47 3 [CAS-no. 6148-64-7 #=
75486-33-8] 5 Et;N #= MgClL, #1 &, e R A LR T2 A% B 588, 2k
EAZBER R, #¥HiELE 0°C F, £ THF/CH;CN ¥+ F £ 7 8 2B
= EN & EdmFEL,
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ik by R T IR 3-F K -3-BA-H LB 69 4] & 155 Synthesis 45 (1985), 4%
TE -FAIAR-ARBTELERTEESLT, A LBRTER4ER
it£-78°C F, £THF ¥ A = F AR RMERL Z CHR TRAL&ILE, &
FRAXCAFABEHE., PRAEEFYPLHRGHRLHF, T
{4 23°C F, £ THF/MeOH/H,0 ¥ A LiOH &£ 2% &,

7 ik ) 3-FAR-3-FAX-RBR Y H] & P8 Synth. Commun. 15:1039 (1985)
(F i cl), 3-FK3-BAK-FHBRTE 0°C T, £ CH;CN ¥ &1 FBRFR(Z
¥R AN R 8BS 5 EGN # LiBr #14, R ## % Synthesis 787 (1979)
(FiE c2), £-60°C £ 0°C T, ELEBY, 9 FBMAFW(EFLAREL)A
— B85 n-BuLi 44,

Zik d: CHAEBRTHE 3-FK-3-8MNK-AKE 4] &: #R J. Org. Chem.
48: 3835 (1983), ZAIRTE 3-FA3-AX-ARETES AT, £ THF
B, G F R LA R GE T AR T B [CAS-No. 105-36-2 F= 5292-43-3] 5 7%
iR 41 &, REFE 23°C F, /£ THF F, A 10% HCI & ZF B % RL

Be .

BAFEM: BEREQC-RA-RXL)-RATRRTESL CEAIRTEA 3-
FAEI-EAR-ARER 6-FK-2,2-—FX-[1,3]| =R LK
Cobr-4-BR BB 4 8- {2-[3- 55 AR -3- AR - A BE A R - K A )-

R T BART B
B (2-BA- R E)-RA TR T B (1.0-1.2mmol) 5 (1.0-1.5mmol) T A X,
RTE -FRI-ER-ARER 6-FK-22-ZFE-[1,3) =K LA TH-4-
B ag iR o E T AR = F RU-8mL) ¥ ik £ 80 °C-150°C L Z tic 2T F
VAL TR MR, BRI RS E 23°C, suif FHBFEHRE H(EL
mAMAFATHRE AN TR CRIFFEH, RERF RS BT
FEREAL &), BRI, A UBR LB/ TR BRAMRAFAT TR 7
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B 02-13-FAI-BR-ABARL)- K- RATERRTE, XTAEATH
EHTRY, 3ATENELTL A RBiT KA G EHL,

BAFHEN 4-FH13-ZR-EF[b[1 4] =R FE-2-FRE 4] &

H#(2-[3-F A-3-FAR- R BLA R - KA - RA TR T8 (1.0mmol) 4
CH,Cl, CmL)FRXBEFR[EEW THARXRTERR 13-ZFAAAX
(5-15mmol)| £ 0°C F /A TFA (0.5-5.0mL)& B 572 23°C F 4 4 5t 4 £ tle
BRRBYFAEHHER,

EF ik a: ATREEN, ARV FLRMAE, QiR FHe s, §
K5 4taFe NaHCO; 5 R 1M Na,COs sk —aHtH, Tk, A H,0 ¢
Bt X LA/THF/MeOH RAY A F T IR, FEFMANESY, T2 THE
A 14— P B RABLRKAEEE(AIRTE/EOA X
EtOAc/EtOH 2EB0) & #h1k.,

227 ik b:Al DCM 3 EtOAc ## B AL A, F4ef NaHCO; Rk
1M Na,CO; %% . 3K %% 5 A MgS0, 3 Na,SO, T IR A EREEH|, ¥
132694 7 A Tk LB/ THF/ MeOH RAMAT4|, 172478801064, XK
FEE2THRILE 14-— P 2 R RBiLARA EEA KX THR/EOAC
X EtOAc/EtOH 2Ly %k 41k,

ETH L4 TERATHEE: RT:£i8; TFA: = R.L8; TFAA: =
# L BL BT

LA Fl: 2-A8H&-4-vbek-1- 4 KBS F1)

BBERAFE F, § 2-AK-1,4-K _E[CAS-No. 5307-14-2] (20g,
131mmol)#» 2,5- = F & A W A 4% (18.3mL, 135mmol) £ 95°C T, &
HOAc (37mL)¥® R A 3 i 4| 4169 F1.
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K Al -R-2-AE-4-ZHFE-XEL)-RA FERTEALEY A1)
BRBRAFEA (Fiko), DEITHLEEARGN S-R-2-AHL4- =R
¥ & - K B [CAS-No. 35375-74-7] (22.61g, 94mmol)#= Boc,0 (42.06g,
193mmol) & 4% 2| —-Boc-ALo4h, REE CH,CLL, P A 2 48 TFARER
# &1L Al
KAAT L4 Al FATHRE G F EH S T I
1 o4 4 AR dh 5 AL K104
(4- F-2-FE - K- RA F BAR T B8 (A2) 4-F-2-7H B K e
Q-AE4-ZRTFTARXA)-RATHERTEWAY) 4-RE3-AMEZRAFX
(5-F-d-F A 2R A FHK)-RLE THRRTEWQL) 5-F-4-TA2-MA X

LB AS: 5-R-2-FE-4-Z AT E-FKHE)-RE TR T B (LA AS)
BBBRAF R A (FE o, W 5-RA2- A4 AFTA-XBETA
23°C TAEFEFT A Ac,0 TEAL, KB 10-23°C T A 100%F4 BLASL 3
50°C T, /£ THF ¥/ 2N NaOH BLZBtL, b LEERFE 4-8H4-2-
.= AT K4 %] (5.21g, 23.2mmol)#F= Boc,0 (10.63g, 48.7mmol) &5 12 %)
Z-Boe-#Ad, REE CH,CL ¥ A 2 4§ TFA R R 5| &4 AS.

EHB] A6: (4-F-2-AHE-KE)-BE T RRTE (LA A6)

HRBAFTHR A (Fk a), BT HLEHRFN 4-R-2-AE- K
[CAS-No. 89-63-4] (5.0g, 29mmol)F= R % %,(1.75mL, 14.5mmol)/E EtOAc
(60mL) 55 47 2]/ RBLES, KB E CH,Cly, (60mL)¥ A#-BuOH (30mL)
222 R4 BALE Y A6,

LB AT 2-FHE5-Q22-ZR-TEA)4-ZATFTEA- XA RATER
TE(LAY AT)

BRBRTGE A (Fikc), §2-FER5-222-ZR-TRE)4-ZAFE

REBEIRHLRBRFY S-R-2-F K 4-= 5 F X -FKE[CAS-No.
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35375-74-7].2,2,2- = . L83 = KOH £ 23°C F, /£ DMSO ¥ ## 32.5 R
#|4& 142 Boc,O R T3] —-Boc-La#, REE CH,CL A 2 4% TFA
4 2 kB &AW AT,

FH#H) A8: (5-FERA2-AEA4ZHFTA XL RATHRRTE ALY
A8)

BRBRAFTHR A (FiE o), §5-FRA2-AEA- =R FTA-Kidid
W7 b R R 5-R-2-FH K -4-= FF K- KB [CAS-No. 35375-74-7]. F
Bi#= KOH /& 23°C F, /£ DMSO F$## 10 X441 (4.14g, 17.5mmol)#=
Boc,0 (8.04g, 36.8mmol) 55 133] —-Boc-it-&-4h, R/EHL CH,CL + /i 2 %
¥ TFA & TR 4| &1LEH A8,

F£HH) A9: (5-CRE2-AHEAA-ZAFTE-RE)-RATHRRTERSY
A9)

BRAAFTH A (Fik o), B 5-TRA2-ME 4R FA- AL
KA LREEFY 5-R-2-AA 4= F A - X B [CAS-No.
35375-74-7]. LB A= KOH £ 60°C F, 7 DMSO ¥ ## 7 X#14] (4.16g,
16.6mmol)# Boc,O (7.62g, 34.9mmol) & i F %] —-Boc-tL &%, RE L
CH,CL F ] 2 58 TFA & E k44149 A9,

T A10:(5-F R-2-AHA4-Z R FR-FE)ZAXFTRRTEB(LEY
A10)
ERT T, & (5-R-2-AA4-Z 8 FR-FXE)- LA TFRRTBULEY
Al) (5.00g, 14.7mmol). (= FEB)4e (1.70g, 1.47mmol)F=5 BL 47(6.09g,
44.1mmol) 8 ="T5/7K(9:1; S0mL) & &R F Ao N = F HE A E 55 3K (2.04mL,
14.7mmol). B AW A & RAM T HAE 15 Daf, 10k, AKX FETaK
A EE(TI/ LB TES 9:1)44k, 1331044 A10,
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TS ALLME-TA2-MHA-5-Z AT H-RA)-FA TERT 8 (oD
Al1)
a) N-(4-F 2-3-Z S FA-KR)- LB
B Lk RERFE 4-F A-3-=Z A F E-FE(10g, 57.1mmol) £ RT
T, EFRY A LR LB, 3] N-@-FRAI-ZATFTE-XL)- Lo
[CAS 22957-86-4].

b) N-(4-F 2-2-AiA-5- = B F R-KR)- LB

¥ N-(4-F R-3-Z A F E-KHE)-TBLE(11.6g, 53.5mmol)fE T84 BF +
R, 135 N-4-FH2-RA-5-= AT A-KL)- TBA N-4-FL2-A%
B-ZATFEA-RL)-CBEGRAY. BEAREEE(TR/TERTE 2:1)
S BEREY, 3] N-@-FR2-PMEAS-Z AT A- KAL) LBLAR(S.2g,
37%).

¢) (4-F 2-2-AHK-5-Z JUF AR A)-RA F BAR T B

BRARFHEA(Fikd), HN-@-FE2-HAS-ZAFTEXL)-T8t
B (5.0g, 19.1mmol)5 Boc-&F (4.37g, 20.0mmol) &K # M. & & & f.1b4
(25%; 5.87mL, 38.1mmol) R i, /KAt 3E Fi8 it sk At & 34T/ LB T8
4:1) 451005, FELAH AlL,

FHH] A12:(4-R-2-FHR-5-Z AT A-FK)- A TR T B (La4 A12)

BB F E A (Fikc), ¥ N-(4-F-2-FR-5-Z BT A-KK)- LB
[CAS 157554-77-3] (4.02g, 14.2mmol)5 Boc-EF(3.26g, 14.9mmol) 5K 5 KL
5 S R4 (25%; 4.38mL, 28.4mmol)BEL, /KA 518 it Ak AR &3k
(THE/ TR TBS 4:1) 80405, 173 |10E4 A2,

FHS] A1 Q2-FIA4-Z AT EA-RE)-RATHERTEBAEY A13)
BRBR TR A (Fkc), FALHLRERFHY N-Q-AHL4-ZAF
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FA-KK)-TBLE CAS-No.[787-57-5] (10.0g, 37.6mmol)5 Boc-EF(8.68¢,
39.7mmol) R A # MG 5 R B4 (25%; 11.7mL, 75.7mmol) R 5, K43
FoiB LA AR B (R TH/ LB LER 4:1) 46105, 1731044 Al3.

S Al4:(5-FRAFARA2-AE4-Z S FA-FL)-R A FER T B
(fea-# Al4)

BBBRAFE A (Fik o), ¥ 5-FREA-FTEA2AEA-ZRLFTE-XK
BB Ak RERFY S-R-2-AE 4= K F - KB [CAS-No.
35375-74-7] (B A FE)FAK HixA KOH /£ 23°C F, £ DMSO ¥##4 £
FIE 60°C FH# 7 X414 (4.49, 16.3mmol)F= Boc,O (7.45g, 34.1mmol)
B 4% 5| —-Boc-tLad, REAE CH,CL, 7 A 2 %8 TFA LB k4 &4
# Al4,

EHS] A15: Q-FHEA4-Z R TFES-THA-KXL)-BLAFEKRTEGLS
# A15)

H (5-R-2-AR4-Z AT A-KE)-RATERRTEALASY Al) (6.8g,
20mmol). T %A HEL[CAS-No. 4363-34-2] {Bull. Soc. Chim. Fr. 8:2557-64
(1966)} (4.312g, 60mmol)F= K,CO; (8.29g, 60mmol)fE K (10mL)F= =%
(S0mL) ¥ ¢ &% &8 it £ 23°C TEANRASL 10 94, REMAW(Z
FEAE)Y42(0) (693mg, 0.6mmol)FFHi%RA Mk £ 100°C 20 /B, Tk,
REF B RRA 635 (T LB TES 9:1)4540, 1F3)1bo4 AlLS.

KAEH] A16: (2-FHF-4-vbek-1-2 - K AK)- B F BRI T B2 (k640 A16)

HBER G A (Fk o), B 2-A A 4-wbB-1-R-KE(F1) (13.5g,
66.4mmol)F= Boc,O (30.45g, 139mmol) B K 45 3| —-Boc-tL&-¥, RE £
CH,ClL, 7/ 2 % ¥ TFA & k4 &154 Als6,
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EHH Cl: -—FRE2-AA 4= RFEAXL)-RAL T4 TEUL
44 C1)
BBAAFT % C, HG-A2-AE4-Z A FTA-KA)-FA FTERTE
(A5) (1.62g, 5.0mmol)f= = FH(5.6 N EtOH 5%, 4.47mL, 25.0mmol)&
23°C F, /£ DMSO (10mL) ¥ B_& & 4] &14-% Cl.

EHEE I Q-BA4-F-FKE)-BA TR TEWASY J1)

#REA % J (F% b), Bt A SnCL2H,0 £&R, b (4-R-2-A%k-
FAR)-2 A F BT B (A6) (22.12g, 85mmol) & 4] &-1L4-4 J1.,

T LR T kR E T 51604

{2 AT b B &
Q-RA-5-F-4-Z A FE-XL)-RA FRRTEEJ2) Al
(2-BA-4-R-5-F R-FA)- B F B T 85 (J3) A4
Q2-BHA-4-2-5-Z AT A-KK)- R F B4R T 85 (J4) Al2

B AR EY

B IS Q-RESSFREA4ZATEA-EXR)- KL TRRTEMGL
a4 J5)
BRRB R 7 ik J (F ik a), BiTA 10% Pd/C &4k, 8(5-=F KA -2-54
A-4-Z R F AR RA FERTE(CHRE &1 J5,
FARTF LR 77k, AR E T GELF B ET 5

WM 2 At 5 B
Q- A -4-A-FH)- B T B T 85 (J6) A2
(2-BA-4-Z T E- K E)-RE T BT B (J7) A3

[2-8A-5-2,2,2- Z R-TRE)4-Z AT A-FA-RA T B8R A7
TB5(J8)

(-BA-5-F EAA-Z A F - KE)-RA TR T B (J9) A8
Q-RBA-5-THEA4-Z AT ER-FXE)-RA FERTE(J10) A9
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2-BAE-S5-FRA-ZHFE-FL)-RATFTERRTEJL) Al10
Q-BAE4-FES5-Z RAFEA-FXL)- AL FHRRTEJ12) All
Q-RA4-Z BT A FK)-RA T BT 8 (J13) Al3
Q-BES-FHAXTEEA-Z AT EA-RL)-RE TR TE Al4
(J14)

(2-BHA-5-TE-4-Z R F E-FH)-BA TR T 8 (J15) Al5
(2-B A4 1- AR )- B T B T B8 (J16) Al6

W ALY

FHH) Kl 3-FAR-3-3-72-3- K- K £)- A B4 T 85 (b4 K1)
BRER T XK (Fikb), Bt A CBRTEELE, § 3-ug-3-4-
A F 88 ¥ B [CAS-No. 79601-27-7] (1.00g, 4.69mmol) k& 4] &1L2-4 K1.
BB EAT Rk, B 34K T B F B 44414 3-BAK-3-(3-0%
-4- K- K R)-R BT B (A4 K2).

B K3: 3-[3-(6-F A-whog-3-1K)- K K]-3- BK-A BAR T B (b &% K3)

BRARATHK (Fkb), B8 CBRRTEELE, & 3-(6-F -t
C-3-R)KFTERTE[ETTINFEHE: ¥ 3- R LKL WL 4.82,
29.07mmol)F 3-3&-2-F K e22 (5.00g, 29.07mmol)E T (145mL)F= 0.4M
Na,CO; 5% (145mL) ¥ 84 AW A A Pd(PhsP), (1.68g, 5 mol%).
W B RA D ER 16 B, KX EF (A Synlett 6: 829-831 (2000). ¥
AR M EF £ MeOH (400mL) F 5+ £ 23°C F A SOCL (10.5mL,
145mmol), F R ERAMEFK 4 P BT, AKX EF, A EtOAc, Ao
NaHCO; # & A B, A Na,SO, TR, AZEREFEN, FIAFEEHRK
¥, BiLRAR E A, AR TH/EOAc 3BL)] (3.87g, 17.0mmol)k 4
HAH K3,

KT EiE ik, mAMT LEF H4E4 3-Q-FAR4-2£)-K
TELF BT 44418 3-[3-(2-F A4 3)- KA )3-BR- BB R T B LS
¥ K4).
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EHH] K5 3-[3-(2,6-= F 2h-rtho2-4- 2 )- K A )-3- BR- B BLAR T B85 (L4
# K5)

BREARAF®H K (Fik d), BIAECERTERREEBLE, RE
A 10% HCI KR, & 3-2,6-=F £tz 4-2)-F 5 [t T 5 544
F 3-RAA KA B [CAS-No. 150255-96-2] (4.74g, 32.25mmol). 4-i£-2,6-=
¥ A7 [Chem. Pharm. Bull. 38:2446 (1990)#= J. Org. Chem. 27:1665
(1962)] (5.00g, 26.87mmol)F= K;PO, (8.56g, 35.78mmol) & —"%#(126mL)
¥ 8 BAWBLA I AN PA(PhsP)4 (1.53g, 1.37mmol). 3§ &5 %4 12 90°C
TFHIF 18 DB AL ETF, e EtOAc, A NaHCO; Bk 3k Kbk,
A Na,SO,FI. AEBRFEAN, FRREEK, Bkt dih, A
IR TA/EtOAC 2AL] (2.2, 10.6mmol)F 2|10 A 4 KS5.

EMF LTk, & -REARXEMEA 4-82- LA - F 244
3-[3-(2- LA -mhuE -4- 25 )- KK ]-3- BAX- A BRAR T B8 (044 K6).

EAH KT:  3-[3-(6-3F A A -rtb o -3- ) K A ]-3- K- A BRAR T B (1b4
# K7)

BRARTEK(Fikd), BB BRRTERERELE, KER
10% HCI K%, 8 3-(6-3F A -2 -3-2)-F A FT5 7 k44 % 3-
FIH AL MBL[CAS-No. 150255-96-2] (8.82g, 60mmol). AL 5-38-2-FR & &
o (8 T ik A 4F 2,5- =8 kg (11.85g, 50mmol). 3R & A RALE
(0.4M # THF &, 160mL, 64mmol). Pd(PPh;),(578mg, 1 mol%)4 THF
(55mL) F #9 R4 AE 70°C. SRS TFHH 1.5 D BF. A4 E RT, AL
Ao NaHCO; im& ¥, B CBEAFEIR, B KA, A Na,SO, T, A 5% E
AR, FEAREH RS (12.36 g). } (K% 60mmol). Pd(PPhs), (1.733g,
3mol%)F= K,CO; (13.82g, 100mmol)E ¥ *(250mL). EtOH (22mL)# H,0
(50mL) ¥ &9 RAH 12 80°C FHH 14 DT A4 E RT, A EtOAcHE, A
fafe NaHCO; 5 & Fo 3K 2b 7%, A Na,SO, THR. AEREER, 5456
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B4R, d#idatfigir €k, AR TH/ELOAc L] (9.88g, 44.87mmol)iF
e K.

LS K8:  3-[3-(2- L A-6-F A -wbow-4- 3 )- KK -3- B B B T B8
(HE- K8)

BRERTHE K (Fk d), BLALUERTEAERSGLE, RE

A 10% HCl KR, & 3-2-T#-6-F o -4-K)-F R [l 1L T 5] 5 sk 4|

& & 3- R R A MBR[CAS-No. 150255-96-2] (11.31g, 76.9mmol). 4-i&-2-

T 3-6-F H o2 [CAS-No. 155887-27-7] (12.83g, 64.1mmol). Pd(PPhs),

(2.22g, 3 mol%)F= K,CO; (17.73g, 128.2mmol)/£ ¥ X (360mL). EtOH

(29mL)#= H,O (72mL) ¥ ¢ RA4 /& 80°C T4t 2 )\ 0t, A #HE RT, A

EtOAc ##, A4iafe NaHCO; Bk Ak R 2e&, A Na,SO, iR, A28

B, FEAREBR, Bitaa &k, A R THR/EOAC $AL] (12.34g,
55.5mmol)4%F 2| 1t.4-4 K8.

FHH] K9:  (RS)-3-8AR-3-(3-[2-(w9 Srbrh-2- R S A FA)-othoz-4- £ |-
FA}-ABRT B (L4 K9)

a)f 70°C F, /£ T8 (117mL)¥ A H,0, (30%, 31.5mL, 0.31mol) &A% 3-(2-

F A -whrE -4- K- K F BR F 85(26.2g, 0.11 mol; K4) 27 N B, ME 3% N-£dk

Y 135°C T, £ LBREF(22mL)¥ BAL 30 o4 , KA EEF3) 3-2-TH

SR T A bne4-K)- K F B T 85,

b)# RT F, £ F 8 (100mL)¥ /] FEE4A (5.4M & F BRI &, SmL) /KB 5
3-(2- LEAEUAR T AR -bu-4- 35 )- K 7 BR 9 85(25.3g, 0.09mmol) 48 /B, 7KAL
BB EAE (TR TEEILE, 173 3-Q- LA TE oz -4-24)- KT
T B (47 &R, 14.7g, 68%), @it E RT T, A=A FHE165SmL)F 5
3,4- =3 -2H-"t"#(9.3mL, 0.10mol) & 22 h, KA EF@ T4 & (LB T
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B% ) 440 /5 13 2] R B 89 4 /R (9.46g)F2(RS)-3-[2-(W &b -2- R B F &)-
hoE-4- K )- K T 8L F 85,

o) BEBEAF Kk K (Fik d; £44] K15), B(RS)-3-[2-(W frted-2- A &
AR 4R ETRTESD CBMRTEELE, #3444 K9,

EHH) K10:  3-[3-(6-F -2 -4-2)-F K |-3-AAK-ABR T B (Lo
K10)

BRAAFEK (FEb), B LERTEREELE, & 3-6-F A%
W4 R)- K FERTE[BL T F 6 E&E 5°C F, ¥ 3-RELKXTRT
B5(19.9g, 0.1mol)#) Et,0 (20mL)&E#&AmE] 3-BAR-TERRTEE LR
Helv. Chim. Acta 35:2280 (1952), & 3-&4X-T B4R T &8 (13.4mL, 82mmol)
Fadf &) &6 LEE4E[R B TEE(25mL)/CCl4(0.5mL) ¥ 4 Mg (2.65g, 109mol)]
S & HER T, RAYE RT THH 15 D, REMALER NH,Cl FR
d . @it 25% HCl # pH A ZE 1.6, RAEYA EL,0 R, FRHEE
HIRY (27g) /£ F K (400mL)F, & p-TsOH —AK4E4(0.69g, 3.6mmol)A £
The#E 100°C 4 DB, A45, AERLER, BAMWIEMBE AcOEL ¥,
B AR NaHCO; B ARk, A Na,SO, TRIFAZERK, 73
3-(3-BAK-T BLA)- K F 88 F 85(15.6g). 43 2% /% (3.0g, 13.6mmol) /£ RT
F, 52N KOH (40mL)—## 3 10 547 & w44 A 3N HCIB-{LE pH 1,
Wit BILIEY, A AcOEt A4, 135 3-G-8AR-TBA)-RKTR
(2.3g). MK (2.2g, 11.0mmol)#) F BLE(5.3mL, 132mmol)iE &Ik £
180°C 1 ‘1 BF, 3 AhA 45 £ AcOEt #2484 NaHCO; E R A 45,
KAR A 3N HCI 4L £ pH 2.6 A AcOEt FIX, FTiFE| 694 = il it
J£ 40°C F, /£ MeOH (12mL)/4N HCI-Et,0 (3mL) ¥ Ao # 18 /) BF B84, 47
B W ES M) & &5 55(0.33 g). ](0.8g, 3.5mmol)k #8144 K10.
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FHH) Kil: 3-[2,3"|FK 2 -4-55-3-BAK-F B4R T B8 (L4640 K11)

BRERFF K (Fik b), B H LR TEELE, §[2,3' |81
4-F B F B[ L T 5|7 &4 &g -3- MR (0.7g, 5.7mmol). 2-if-F I8
B (1.15g, 5.7mmol)# K,CO; (0.63g, 4.6mmol)/£ CH;CN (120mL)/H,0
(10mL) ¥ #5RAHBLAFH A Pd(PPhs)s (0.13g, 0.11mmol), &RAMAE
80°C. RERZTHH 24 I, RABEAZREERRKLY A 10mL., @Eidhe
A3BNHCI ¥ pHRAZE 6, RERERAZEKLET . KAWES0°CT, £
IN HCI-MeOH (23mL) ¥ 5t 3 65 /i, #0018 i3 &34 (A AR, AcOEt/R Tt
1:1)464k, #F2)| F B8, A KR EHRS0.37g). | (044g, 2.1mmol)k 4| &1L
A4 K11, |

FHH) K12: 3-(2"-F A-[2,4'|BRoL7E-4-5)-3- B AK- 7 BRAR T 85 (1L4-4 K12)

#HBEA FEK(Fikb), Bl LR TERELE, & 2'-FE-[24
BAkoR 4-F BR T B [(B 12 T 5| 5 ik 4 & E-78°C T, A4 4-8-2-F R
EZ(2.75g) % Et,0 26mL)E&mE| 1.6M THA4/T%x(12mL)4 Et,0
(50mL)ZER&R T ¥ im R A-78°C T HH 20 547 . Ao N = 3 A 2 BL B8 (4.8mL,
20.8mmol), iLRAHE 1 PENEHRE RT FMEHH 18 I . A=A H,0
(13mL)# 4 & #H&E. HHERA 0.5N NaOH (25mL)F IR, 456K ER 2N
HCl B4t £ pH 6, K/EA AcOEt Q00mL)¥ IR, ¥ HMERY T IRA LT
KL, BEDA ELO B4, 35 0ez2-F 2 4-M 88 (0.36g). K iZWR
(0.36g, 2.6mmol). 2-i&-7HBL(0.53g, 2.6mmol)#= K,CO; (0.29g, 2.1mmol)
A CH;CN (9mL)/H,O (4.5mL)¥ &9 RAMBLAFF A2\ Pd(PPhs)s (0.12g,
0.lmmol). ¥R4EHE 80°C. RIRFETHIE 70 I of, RE AL TRE FK
AR H SmL, BLMAINHCI ¥ pHHEZ 6, REHERATEALE
F. HAMAE 50°C F, £ IN HCI-MeOH (30mL) ¥ #3420 /N oF, 58
it &% (AR, AcOE/ZR TR 1:1) 4k, 133 FEE, 4 K% &K% (0.229). |
(0.16g, 0.71mmol) k& %] &1L44 K12.

51



200480027808. 3 P B 45 ZE45/55T

KAL) ML:  {5-=F &AE-2-[3-AAK-3-G-m-3- X -KE)-AB AR
Al-4-Z 81 F A XA RAE T ERT B (LAY M)

BREAFTE M, HQ2-BA5-ZFERA4-ZRFEA-XL)-BATR
R T B (JS) (262mg, 0.75mmol)#= 3- R AX-3-(3-422-3- 2 - K A )-F B AR T 8%
(K1) (223mg, 0.75mmol)k #] &A% M1,

KT £#H) M1 R4 & TF7)10b4:
o & M by 5 3
{5- = F RIA-2-[3-BAR-3-3-724- A - K2 )- BB A R J5 F2 K2
AJ-4-Z 8T A KA -RA TR TEM2) |
2-[3-FAK-3-3-04- K- K L) AR A RL|4-Z A F J7 F2 K2
A-RAR)-FA T BAR T B8 (M3)
{4- 8 -2-[3-BAK-3-3-wE-4- X -KL)-ABARL]-X J1 = K2
AR T BLR T B (M4)
2-[3-8AK-3-3-tboE -3- - K A )- BB A RA|4-Z A F J7 %2 K1
AR -2 F 8R4 T 85 (M5)
[2-[3-FAK-3-(3-1L92-3- - K RK)- A BL A R )-5-(2,2,2-= J8 #= K1
F- CEA)-4-= JUF - KK - B T BB T 85 (M6)
{5- LR 2-[3- B -3-3-"1"2 4- K- K X )- BB A R J10 F= K2
A-4-Z R F A-FE-RA TR TEEMT)
(5-TEAE-2-3-[3-2-F A -wbmz-4-24)- KK |-3- 8K -F Br J10 F= K4
ARA4-Z AT - FKRL)- B F B4 T B (MS)
{5-F A-2-[3- B AK-3-3-bo24- K- K H)- A BL A R A 4- J11 = K2
Z AT AR -RA T BRR T B (MY)
{4-80-5-F 2 -2-[3- BAR-3-(3-oR4- - R A)- BB A R J3 A= K2
A KR 2 T B4R T 85 (M10)
{5-8-2-[3-BAK-3-(3- R 4-E - K H)-AB A AL 4-= J2 F2 K2
AT A RA-RA TR TEMI11)
(27- F-3-{3-[3-(2- F 2-wbmg 4- 2 )- K K -3- K- B BLA- J17 F= K4
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FHR)-BRR-4-250)- A F 8R4 T B8 (M12)

(4-R-5-F £ -2-{3-[3-(2- F A -nhoz-4-2)- K K )-3-8AK-5
BEA AR A)- 2K FBART 8 (M13)

(5-F £-2-(3-[3-2- F A -k o2 4- £ )- KK |-3- BAX- A B
AEAA4-Z AT A-KR)-BA TERKRT B(M14)
Q-{3-[3-(2- F AR -wbo 4- 2 )- X K |-3- A AR-A B A R
HK)-4-Z BT A-KA)-BA T BT 8 (M15)

(4- F £ 2-(3-[3-(2- F 2 -wbu24- 3K )- KK -3- RAK- R BL
ARK5-=Z AT A-FKEB)-RA T AR T B (M16)

(4- F-2-{3-[3-(2- F -2 4-25)- R K| -3-BMXK-A B A R
AR E)-BA T RRT B (M17)

(4-8-2-(3-[3-(2- F A -whog -4- K )- KK |-3- B K- A B AR
5= BT A-KA)-FAK T BT B8 (M18)
(4-R-2-{3-[3-(2,6- = F w2 -4- 2 )- K K |-5-F X 3-8
R- A BEAR R )-F)- R F ER T 88 (M19)
(2-{3-[3-(2,6-= F A -tbow 4-H)- KK |-5-F X -3-8BRK-F
BRI -4- = AT A KK)- 2K F B4R T B85 (M20)
(2-{3-[3-(2,6- = F A -7k -4- 2 )- KK |-3- 8- ABLA R
A4-Z FOF AR A)-RA FERRT 88(M21)
(2-{3-[3-(2,6-=F F-vtbox-4- 2 )- KK |-4-F AL -3-84K-A
BLARA)-5-Z AT AR A)- 2K F B T 85(M22)
(5-F-2-{3-[3-(2,6-=F F-wto2 -4- K )- K K |-3- BAK-A BL
AR Z A FA-FL)-RA F R T 85 (M23)
[2-{3-[3-(2,6-= F A -wtbog -4- 3 )- KK |-3-AAK- R BL A R
£)-5-2,2,2-Z R-TRE)-4-Z BT R FK-BA T EAR
T B8 (M24)

5- T B A -[2-{3-[3-(2,6-= F A -wbng 4-F ) KK |-3- AKX
A BEA R -4-Z AU A-RA-RA T BAR T B8 (M25)
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J3 F= K4
J11 F= K4
J7 #= K4
J12 #= K4
J2 % K4
J4 F= K4
J3 #= K5
J11 #= K5
J7 F= K5
J12 #= K5
J2 2 K5

J8 F= K5

J10 #= K5
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(2-(3-[3-(2- T AL -wb72 -4- 2K )- K E |-5-F A 3-8 K-F B J11 F= K6
ARAY-4-= BT A RA)-FA F BT 85(M26)

(2-{3-[3-(6-3F A K-t -3- K )- R K -3-AK-AB A R J7 F2 K7
A4 Z RFE-R - R T BT B (M27)

{5-F K -2-[3-8AK-3-(3-7bo2-3- - K R)- A B A R A )-4- J11 #= K1
Z AT AR T BRAR T B8 (MV28)

5-F R -2-[3- BAR-3-3-7mg-3- £ - KA )-RBLA R J9 F= K1
A4-Z AT A RK)- R F B T 85 (M29)

(5- TR AE2-[3-BAK-3-G-0"-3-£-XE)ABA K J10 #= K1
AJ4-Z AT AR AR T AR T S (M30)

(2-{3-[3-2- F A -wkog 4-F)- K X 3- A K- AR A K J13 #= K4
A34-Z BT 8- X H)-BA FBR T B M31)

(5-3R AT RA-2-3-[3-2- F A-t98-4-F)- K K |-3- & J14 #= K4
R-ABEARA}4-Z AT ER-XK)-R/A TR T B

(M32)

(5- LA -2-{3-[3-(2- F 2 -mbog 4- 2 )- K A )-3- B R -F BL J15 = K4
ARA)-4-Z ST A-RA)- A T B4R T BE(M33)

(2-{3-[3-(2,6- = F F-whow -4- 2 )- K K |-3-BR-ABL A £ J15 F= K5
A)-5-TA4-Z JTAR-FA)-BK F BT B8 (M34)

(2-{3-[3-(2- T #-6-F & -wb"w 4- 2 )- K K -3- B AK- A B J11 #= K8
ARAS-FRAZATEA-RL)- LA TFBRKRT 8

(M35)

(RS)-[5- F & -2-3- A AR-3-B-2-(W A -2- A AL F J11 #= K9
) -4- K- KR - AR A R4 Z R T A LR

A ¥ B T B8 (M36)

B ALY

ety J17: (3-RIA-27- B-F R -4-20)- B F B4R T B
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KES) 1: 7,8-ZR-4-3-E-3- K- K HK)-1,3- = H-KH[b][14] =R &
E-F (lbA# 1)

HBRBRFFE M, ALE_FEXPRA, § 4,5-ZRKRE-IRALAY
J18) (172mg, 0.97mmol)F= 3-FAK-3-(3-#bo-3- & - K £)- B B T B (K1)
(289mg, 0.97mmol)#| &1L4-4 1, F2| K & & E4K(310mg). MS (ISP) 382.2
[(M+H)'], 384 [(M+2+H)"|#= 386 [(M+4+H)"]; mp 241°C.

BB EHS) 1 RFETHEH:

A & FrFa i 5 2 MS (ISP)/mp
7,8- = ®-4-[3-2-F -k -4-%)- K JI8F K4  394.1 [(M-H)]
A J-1,3-Z -FKHFb|[1,4) =R HE-2- 221°C

B (2)

7,8- =R -4-[3-2,6- = FA-R-4-K)  JI8FKS  410.3 [(M+H)']
R A3 = K- R [b][14] = & & 226°C
=2-FA (3)

W A it

£HP) 40 T-—F RE4-G-RIE-3-E-KE)-8-Z AT A-1,3-ZH-KHF
[b][1,4] =& E-2-BR (L4 4)

WBAAFHN, B3 CHCL ¥ A TFA &%, & {5-—F &&L-2-3-
FAR-3-(3-2-3- - K R)- A B A R 4-Z AT AR K- B4 F B T8
(M1) (306mg, 0.56mmol)#]|&1t.5¥) 4, 1§24 & E4K(162mg). MS (ISP)
425.4 [(M+H)"]; mp 204°C.

KT ik 64, dAL R AT 46 414 TF 7104

ot 4 A Aetfy 5 3] MS (ISP)/mp
7-=F & -4-3- -4 2-FE)8-ZAF M2 4254 [(M+H)']
#-1,3-= - K [b][1,4) = R E2-F (5) 202°C

4-(3-"R-4-A-FA)8-Z AT A-13-=8 M3 382 [(M+H)]
- FF[b][1,4] =R EE-2-B7 (6)
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8- R -4-(3-Hh R -4- K- K K )-1,3- = K-X 5
[b][14] =R EE-2-8R (7)

4-3-7-3- - K A)-8- Z M F 13- =&
- FF[b][1,4] = REE-2-F (8)

4-(3-7H P -3- K- K K )-T-2,2,2- Z A- TR
A)-8-Z R F K-1,3- = 8- K b][1,4] = &
ZE2-F (9)

7- LA -4- K- R K) 8- AT A
-1,3- = &K [b][1,4] = KA E-2-87 (10)
7-LRA-4-[3-2- F -2 -4-K)- K K )-8-
ZRATFE 13- ZR-KHF[b)14] = K &
& 2B (11)

7-F 4G4 KA ZATAE
-1,3-Z8-KHF[b][14] = KL E-2-F (12)
8-F-7-F H-4-(3-wbmR 4- 2 - K H)-1,3-= 5
-KHF[b][1,4] = REE-2-B (13)
7-R-4-(3-H7R -4- - K K)-8- = AL F A -1,3-
ZS-FIF[b][1,4] = A E-2-B (14)
8-(2- Fu- K AR )-4-[3-2- F A-wbmg4- £ )- K
A 13- = &-FKHF[b|[1,4] = R A= -2-80
(15)

8-#.-7- F K -4-[3-2- F & -wbog4-2)- XK
A J-1,3- = &- K5 [b][1,4] = K £ % -2-
(16)

7-F B-4-[3-(2-F A -bog-4-2)- K K )-8-=
BT A-1,3- = 8- [b][1,4] = R A E-2-
B (17)
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M4

MS

Meé

M7

M8

M9

M10

M11

M12

M13

M14

348 [((M+H)"]
350 [(M+2+H)"]
225-226°C

382 [(M+H)]
216°C

480 [(M+H)"]
mp 217°C

426.4 [(M+H)]
206-207°C (5-1)
440 [(M+H)"]
236°C

396.3 [(M+H)']
229°C
362.2 [(M+H)']
242°C
414.1 [(M-H)
216°C
420.2 [(M-H)
205°C

376.4 [(M+H)"]
215°C

410.4 [(M+H)"]
229°C
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4-[3-2-F -k -4-2K)- K K]-8- = AF A
-1,3-—&-FHF b1 4] =R E-2-8 (18)
8-F A-4-[3-(2-F Aoz -4-2)- KK |-7-=
T A-1,3-Z 8- Kb [14] = KL E2-
B (19)

8- F-4-[3-(2- F A -t -4-35)- KK ]-1,3-=
- R [b][1,4] =R =-2-B7 (20)
8-F-4-[3-(2- F -t -4-2K)- KK ]-7-Z &
¥ 3 -1,3- = S- K FF[b][1,4] = & Je & -2- B
@1 |

8- F.-4-[3-(2,6- = F A-t72 -4- K )- K K -7-
¥ 3 -1,3- = §- K FF[b][1,4] = R £ -2-A
(22)

4-[3-(2,6- = F A -k o2 4-K)- KK )-7-F &
8- Z A F A-1,3- = K-KHF b1 4] = K%
& -8R (23) |

4-[3-(2,6- = F F-vbu2-4- K )- K K ]-8- = &,
¥ -1,3- = 5- K FF[b][1,4] = R 2 E-2-
(24)

4-[3-(2,6-= F -2 -4-24) KA |8 TR
T-ZRTF A3 ZR-KHA b1 4] =R
&8 (25)

7-8-4-[3-(2,6-= F 2t -4- 2 )- K 5 ]-8-
ZAFA13-ZR-KHFb|[14] = K&
E.2-F (26)

4-13-2,6- = F A - wk % 4- K ) X
A7-222-Z 8- TEHA)-8-Z AT A-1,3-
ZS-FI[b][1,4] =R AR E-2-8 (27)
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M15

M16

M17

M18

M19

M20

M21

M22

M23

M24

396.3 [(M+H)"]
208°C
410.4 [(M+H)"]
215°C

346.3 [(M+H)']
200°C
430.4 [(M+H)']
201°C

390.3 [(M+H)]
226°C

424.4 [(M+H)']
229°C

410.4 [((M+H)]
221°C

424.5 [(M+H)']
223°C

444.3 [(M+H)"]
229°C

508.3 [(M+H)"]
232°C
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4-[3-(2,6- = F AR -vkn2-4-%)- K K)-7- T &
8- Z BT A-13-Z K- K5 bl[14] = K
ZE D2 BR (28)

4-[3-2- LA -4-2)- KK )-7-F A-8-=
AT A-13-ZR-KHF[b|[1,4] = R4 E-2-
B (29)

4-[3-(6-3F A -k g -3- 4 )- KA )-8-Z A F
13- = 8- K [b][1,4] = & J & -2- B
(30)

7-F R 4-G-bmw-3- K- K H)S-Z AT A
-1,3- = 5-RFF[b][1,4] = KA FE-2-80 (31)
7-FEA4-G-mR-3- A KRS Z AT A
1,3-=8-FKH[b)[1,4] = RIE2-80 (32)
7- LR -4-3-oZ-3-F- K K)8- Z T
1,3-= 8-FKF[b][1,4] =R LE-2-F7 (33)
4-[3-2-F A-vbmg 4-K)- KK |-8-Z KT &
K -1,3-= 8- K5 [b][1,4] = K & % -2- A
(34)

7T-FRAE TR 4-[3-2-F A -2 4-2)-
RA]-8-Z AT HK-1,3- = 8-RH[b][1,4] =
R E2-B7 (35)

7-TA-4-[3-2-F AR 4-5)- K K]-8-=
BT 2-1,3- = S-S [b][1,4] = R A E-2-
B (36)

4-[3-(2,6- = F A -wboz 4-K)- X K|-7- T A
8- AT A-1,3-Z8-KHF[b][1,4) =K &
H-2-E (37)
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M25

M26

M27

M28

M29

M30

M31

M32

M33

M34

454.5 [(M+H)"]
239°C

424.4 [(M+H)"|
228°C

422.3 [(M+H)"]
179-181°C

396.3 [(M+H)"]
206-207°C
412.3 [(M+H)]
209-211°C
426.4 [(M+H)"]
219-224°C

412 [(M+H)']
200°C

466 [(M+H)']
203°C

424 [(M+H)']

438 [(M+H)']
231°C
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4-[3-(2-THk-6-F K -otb22-4-K)-KK|-7-F M35 438 [(M+H)']
A-8-= A F E£-1,3- = &-KF[b][14] =K 212°C
DB (38)

4-[3-Q2-F L F Hh-nbog-4-5)- KK )-7-F & M36 424.2 [(M-H)]
8- A F H-1,3- =R -RHFb[14] =K% 215°C
¥.2-FR (39)

W RIS Y

LA 40:  4-[3-(6- F A -buR-3-2)- KK )-8-wheg-1- K 13- = A - K FF
[b][1,4] =R IRE-2-F (1LE-H 40)

BRBAAFEM, & (2-RA-4-AbE-1- - FH)-RE FERR T B (J16)
(273mg, 1mmol)#= 3-[3-(6- F F-rthoZ-3- 2 )- K K |-3- B K- R BRAR T B8 (K3)
(311mg, Immol)#| &1La-4h 40, MG HEBEF 7k NAEAR, F2]HE
B4k (195mg). MS (ISP) 393.2 [(M+H)"}; mp 213-214°C.

EMF LR 7k RE & T 5 b :
1ot % # At 5 B MS/mp
4-[2,3'| BRetbmE 4-K-7-FR-8-ZRFA  JI1 A (ISP)397.2
-1,3-= 5K [b][1,4] =R A E-2-F (41) K11  [(M+H)']

218-220°C
7-F K -4-2'-F A-[2,4']BLEE 4-35)-8-= J11 A (ISN) 409.5
AT EAI-—E-KHFPI4=REE2- K12 [(M-H)]
B (42) 238-240°C

4-[3-(6-F A -"F2-4-2)-KK]-8-=Z=AFX  J7F  (ISP)397.3
A3-ZE-KHF D14 = RAE2-F1 43) KI0  [(M+H)']
219-220°C
g ALY
EREPAAQFTEF, TETERETAHLHNYNTIHSA mGluR2
FERF & R F A A
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L4 I: A H

BB EAT B EEH TIIENH A A

pellc X4

R IR

8 ZREH

B LM es b R
BT I 4N
ARG 4L
RAES

) 11 R A

BB T RHESR TIANE R A

& 4E A5

B 2K

B T M eth e 5t BR)
BT K4
ARG BR 4%
AMEZE

L 1 REH

mg/ A
100

mg/ )il
200

100

&4 H T Flast A A:

B 5
4 5 3LAE

WM HsgE

mg/iE &
50
60

34
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BB 5
AR PE B4R 1
BEEEE 150

WRAAEEBENERES, SEIBFME T RERIY QR
Ehs, RELREDFHEERERS, BERROMWENET K 49589 1k
BT,

%44 Bl: mGluR2 #4#H|#= AChE # 4| A B AN R A LSS SH X
AIERAL F LB (DMTPYES+ 64 THE it ie s &

Y481 Lister Hooded X & (Harlan, # £)(&34AE 4 250g)i% #744,
fT3ER 45 & I B (DMTP){E 4, X & & Dunnett (Psychopharmacology (Berl)
87:357-63 (1985)) & #1 2> FF #4 7 & & #t 49 [Higgins ¥ A, Europ. J.
Neuroscience 15:1827-1840 (2002); Higgins F A, Europ. J. Neuroscience
15:911-922 (2002); Higgins ¥ A, Neuropharmacology 44:324-241 (2003)].
P K RARA 4 R —2040 B SR 4548 B (20-22°C). 12 ) BE9/BEAB 3R (-
6 RFITVRETF . BB LR R AERE: 85-90% A A B A E.
FRIXEH S, LB TREMRK, KEAL Med Associates 347 i
fridde, XF R 2METFF SRYERM 7.5 cm LG TR 4AF, &
AMAAT B R — AN RBITRTAT), BU TP R EEBHAEAREE
SN 5.5cm) AR EANALAF Rl R MM TEF % . A Kestrel 2+ (Conclusive
Solutions, Harlow, 3&E)Z IBM #& PC AL L #4384 7,

R 4 K REA KR H(ASmg B P’ A, Noyes, NH), %4 3% 1k
(CRF)Z B #4T, AMEIR$E— ZREN AT (3T 96 KiKE), FLiK
AT AN, BENGHIWEE ERR L., FRKE S —RIHFSAR
HEFBRSENIIITHRME RDR). BRREALE EH S, KE
ZEPKEALAT, —ARAAT IR T S RYE T, B 2 AR BT,
FESCIT A G R A AT DB — R R W R BN ). RS E 5] AT,
FITAE R B0 BB 5 ELIEA L KR, 20 £ 84 PRI 18] b A7 — R AL
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R FALAT = A AR IR G BB, RARA B (BP — R, Bt
B304, ERBUEEITSHERP TRRLIAL, Rl A S ALAT, X
B AN BT 96 K,

R, A BN BRZ MM ERRES — AR T AT S
1A, —E )43 4 IR (>90%.EH), 3EE 4R AF] 1. 2 F= 4
(@ AGER AT 32 RKiKE), LB RLA 1. 2. 4. 8. 16, 24 4, HhiE
RIAT 16 RiXEy, —E R RBIERLKFE, 3T 46 55 WK, M| 2T 45
WH, BFER 810 B, R F 6 A% O HEN P Fo e K IE R ]
W 69 %o JE 20 B (E A S0/ (EA S 40 + 489R5.8K) x 100). %458 77 Foid iR 4
AR FHERATE FDOAT(ANOVA) K 745 K 38 £ 18] 16 i 49 £48 B
BoE, BT HELMNERERST ANOVA ROM B EHE G THE,
i81{ Newman-Keuls #3# 4T Post Hoc 2%, P<0.05 % 57 ERG%iTFEF
.,

BESHERM T &, FERBLILTT MR AN ERBITRE
HWER AT S ReGRE, BARELT 2 R, MEE Y 2 £, /409 23
Ao % Aok H B (Aricept) & 0.3%wkiR 80(v/v)#h 2 KE#(0.9% NaCl)F
B FF 3L Sml/kg $9IREE T I IRA S, KA R SRS B R A ok
RF FFVA Imlkg 69 HRRE TR, KIS 180 4F, LiXE A LAY
23 A E(Img/kg, EANETIRLH), 145 V4B A S ARA LB G LT
(Img/kg, B4 T BASR), BRI S 46 R K ELE B E0.06mg/ke).

RRE RS EHRE BRI BIRHMF X B ERIK, FEE4
IE 34 BRL M A 3E SR A R 6 3E K BI AV T M, Evd LiKI6 %, AChE 74| /) F=
mGIuR2 BHRAN KA R BB BITH 05 % i3,
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