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3] [Bioorganic & Medicinal Chemistry, 6, (1998), 707-719]
& [J. Med. Chem., (1998), 41, 2835-2845]

& [J. Med. Chem., (1998), 41, 3186-3201]

& [J. Med. Chem., (1998), 41, 2126-2133]

& [J. Med. Chem., (1999), 42, 706-721]

& [J. Med. Chem., (1996), 39, 1164-1171]

%9 [Arch. Pharm. Med. Chem., 332, 39-41(1999) ]

3¢ [Am. J. Physiol., 276, H1113-1116, (1999)] &=+

#& [Naunyn Schmied, Arch. Pharmacol. 362, 375-381, (2000)].

w3, WO 01/57008 3= Wl 2Elo}Za Sglo} GwA 2 Gl d 7)jolA] A4 2 19 52 7 AskaL gt} o
= SgEL AT % ﬁ&, 53] el Ao} A Tpgol| Al F 2.8 |24 7lvfobA| o] A A=A f-838tet. 817 88
2 1A % IBY] 3H3HELS WO 01/57008 S0l E£3F5 o] 9 A ¥t}

g o] A%k A

upeba], Bk o teEk A rsk 617 31ekA] JA] FHetE 9 19) okElA o 7 & & 7b5 3 AF Bt o] B3k o]t

sek 4 1A
R
N
I
s }—N\’
N O R21
9
7] Al A,
R Ag &FA e &2 700] 1,

R11 2 R2LE o] So] BAEo] 9 N Ao} 3], 2-SAb-5-ofxp-npo|Alo] F 2 [2.2. 1] fH|Ql, 3-NE-3fo] == 4] -
8-0}A}-n}o| ALo] Z 2 [3.2.1] 2 H 2, 2-0}A-H}o]Abo| E 2 [2.2.2] 2 H| O], 1-224-2,8-t}o]| o} A-2~3] 2 [4.5] A 1,

3-olA -2 2 [5.5]H A, 8-} A -T2 [4.5]d A, 1-SA-8-ofx -~ Z[4.5]dA¢], 1,8,8-Eg}to|HE-3-

ofzp-nlolAlo| ZF 2 [3.2. 11 HIQL, [1,4]1FAAIHAQL, 2-FAL-5-0o}A}-n}o|Alo] F 2 [2.2.2] KBS, 8-LA}-3-0}A}-n}

_12_



%53 10-0659793

oJAbol FZ[3.2.11%H 2, 1,4-t}elopap-nlo]Abo] FR[3.2.115HIQl, 2-opat-nto]Ate] 22 [2.2.1]1 3 H| <, 3-oFAF-n}
ofAte] Z2[3.2. 115 HIRI(OlE 252 HIARAAY A dAR A &d 5 5o o] Foj a5 o2 AH
7tk BE =(CHy), -NR'S(0),-A5 44, ~C(ONR'y =E ~(CHy) -3 (7] A, sl d se] & v A @570 AF 42
2 AFE L RE RS Ao MR SHA0R S B A AR AfE e d-1-d 25 A8 &
RApel 2 ATl FAshaL

= -0- ¥ -CH,-0] 1

n0, 1, 2, 3 = 40|t}

71 AellA,

R%?2= stz A &3] B dlo] EEA R o] 2ol Fo g RE AEly s} i 2700 X372 X3H Ao Z =t
Z o] a1;

X -0- EE -CH,-olth,

sheba] [ACA X7 -0-91 L5t 3t 3heha 2 dld o vhaa) 2o

(15,48)-2-5Ab=5-opAt=nol Ao SR [2.2. 1] I/l -5-7H5 At (4-M| 5 A -7-EE - -4-d -z E|o}E-2-2)-o}
u}o]lz_

3-l = -3ho] =5 A|-8-ok b -vto] ALo] F 2 [3.2.1]1 S B Q1 -7 A AL (4-H] HA -7~ E 24— Wl 2 E] o} F-2- )~
o].u].o]E

2 W -1-% 4:-2,8-tho] of Ah- 23] 2 [4.5] e A Q1 -8-7H B A A (4= HA] -7 - R E -4 -2 - 2 ¥] o} F-2- )~} o]
1% 2:-2,8-Thol o} Ah- 23] 2 [4.5]1 8|7 Q1 -8-FH 5 A4k (4~ 54 -7 - B E & -4~ -4l 2 B o} £-2- %) -o}who] =,

4-m1 -4 -aho] EE A W e -] 3 2] {1 -7} B AL 4 (4B % ] -7~ R E 242 W R E] o} -2 ) -ofulo] =,
3-obAh- 23] 2 (5.5 B A Q1-3-74 8 A4 (4T 54| -7- 2 E A-4- - £ E| o} B -2-)-ofvho] =,

8-opAt-223) 2 [4.5] WA Q1 -8-FHT A4t (4-H| FA] -7 -RE -4 - -l X E| o}F-2- %) -ofrto =,



=53] 10-0659793

o} -2-)-o}vtol =
o} -2-)-olutol =,
o} -2-9)-o}vtol =

(9)-4-(1-3}0] =5 4| -0] )~ 3 2] D=1 -7H 4 (4= 5 4] -7~ R E 2 -4~ Q- ql £ E] o} £-2-))-ofulo] =

=

4-(A 1 Q)4 E o o] 1ol )~ 2§ -1 -7} 2 A4 (49 % 4] -7~ E R4 -0l Ml 2 E] o} % -2-))-o} mo] =
5] €] €1-1,4-Tho] 7 A 4F d-ofvho] = 1-[(4-HA]-T- R E -4~ - 2| o} -2-)-ol o] =],

(1R)-1,8,8-Eehol vl -3 -} Af—rho] Abo] & 2 [3.2.1] % ] Q1 -3-7H A 4F (4|5 4] -7 - F ¢ ~4- )yl £E| o} -2
o)-ofvto] =

2% Ab-5-ol Ah-vlo| Lo F 2 [2.2.2] S H Q15715 A4k (4= 5 A1 -7~ E A -4~ M ZE| o} F-2-Q)-o o] =,

1 4-tho]opab-vho] Aol S 2[3.2.1] S B Q1 -4-7} 5 A4 (4= 5 A -7~ Z 7 -4~ -l 2 E| o} F-2- ) )-o}ufo] = =
(1S.4R)-2-okat-nto] Aho] 22 [2.2.1] HEI Q1 -2-7H3 AL (4o H A -7- R EA -4~ -yl 2E] o} F-2-2)-o}p}o] =

£, 3184 JACIA X7F -CH, Rl AlF ek a2 oA w53} 2.

1= Ab-8-ohAh- 23] 2 [4.5] 8 A 21 -8 -7H 8 A4k (4= 54 =733 2] Wl -1~ -l 2 6] o} Z-2- ) o}l o] =,

o~

Fo| = A —4-(4- E W 2)- ) 2] -1 -7} 2 A4 (4-F 2275 2] -1 -0l 2 E] o} 2ol o] £

ol

rr

A-dld -9 o - 1-7H5 A5 (4-S 2 2-7-9 A 2 d-1-d -2 E opE-2-)-ofrto] =,

sFehA IBell A X7F -0-<1 At ek 8heh&2 o2 va3 2.

l‘S‘i

1-(4A 2= B % 0 2 -Abo| F 28 4)-3-(4-1] 5 4| -7- B E -4~ - Wl 2E] o} -2-2)- 1w I - F el o,
1-(4,4-Tho] B0 2 -Aho] 22 A 4)-3 -4 H A -T- R E W ~4- -l %] o} F-2-9)-1-v] - el o},
(M) 1-(4- ] 5 A - Apo] 2 2 81 2)-3~(4- ] 54 -7~ B B & -4~ -l 2 B o} £-2- )~ - &2l o},

(EdH2)-1-(4-3to| =F A -Abo] S 2 A)-3-(4-H| F A -7-REd -

W
e,
I
=
N
ful
o
o
fpy
I
o
o,
T
—
I
=)
u,
I
Ho
oy
o
o

(M)~ 1-(4- 3| EF A -Apo] & 2 8 4)-3 (4 HA -7~ B EW -4~ -l E] 0} F-2-2)- 1 -w| W - fr 2o} =

(ER2)-1-(4-H FA -Abo] 2 2 8 2)-3-(4-| 54| -7- 2 F2-4- L - 2 o} Z-2-9)-1-W D —Fr el o).

2] o 3o 1A i [BS] SHHE AP, obdl Al A, £ 8 A% A E Ao AR g FA) AEF A 3}
14 19 84gE % 9] RO R HE kT PO B, 19 Ax, B wge] hE SHEe] 72T b4 R 19 AE,
Bk obu]h obt el A2 Ehe] 2ol /)2 E A, oAt dxstoln g, ey, WEY, AYRE, JARdF, ¥
ok BE, BF AW, $LF, P, mohel, 93] oo s, ek, UaE, shbulmo| m ot e b B, 314, 9=
S, AT, FANY, B W B G0 2 B ogl A9 ka4 o] shitEe] $rolth w3, B 4

AL AAA, T o) ghAl, FAAWA, FAAA, FHAA L BFE A3} Agehi] So) ARE 9% AR

_14_



AZA 88 5 AT B vl e b v A d AT A, F8A A% A8 DAGD FF WA A8 X
Pk ATE, A Doy, 54 $2F A9, OFF 5, A4uE ¥ 30 EW B oh]e ADHDY| A& Ei
L A Aol

Bglo] A8 el gol, "AF Aol gl Bad 1 WA 60 Ea A4 mi BX 4 22 2, A v, o
H X ool a P S 20 P S AR R AT 20 05 B 1A 49

o Abgal7] 1% L wg el nih A @ SR ek [o]4 X7F-0-9) ShgHeln], o4

(1S,4S)-2-EA}-5-0} 2 -nlo]Alo] F 2 [2.2.1 | A H Q1 -5-F} 2 A4 (4-WEA] -7-RZH-4-A -l £ E]o}ZFH-2-)-0o}
u}o]lz_

3-dl E-3o] = FA|-g-obat-ulo] Abo] F R [3.2.1] S E] Q1 -8-7HE A2} (4-v| HA|-7- R Z R -4~ ZE| o} Z-2-)-
o].u}o]lz_

2-E-1-52-28-tpo]opxp-2 3] 2[4 5] HIAIRI -8~ 7} Ak (4-H| 5 A -7-EEHd-4-d -Hl 2 Eo}E-2-2)-o}r}o]
1-52:-2,8-tho] opab-2:5] 2 [4.5] ] A 21 -8- 72 A F (4-] B A -7- R E 7] -4 - - £ E] o} F-2- ) -o}mpo] =,
A=A -4-3lo| EEA W -3 o 2] D -1 -F} 5 42t (4-H| F A -7- R E-4-A-Wl 2 E| o} F-2-)-o}mlo| =,
3-0bAl -2 2 [5.5] & EI A -3-71 5 A2k (4-H] 54 -7 -2 E -4~ W 2 o}E-2-)-o}vlo] =,
8-opAt-223) 2 [4.5] A Q1 -8-FHT A4t (4-H| FA] -7 - R & -4-A -l X E| o}F-2-¢)-ofrto] =,
2-opA-nto|Abo| SR [2.2.2] SR -2-7F5 A4} (4-P H A -7- R &R -4- A -l E| o} F-2-)-ofro] =
1-SA-8-0} 2= 23] 2 [4.5] H| 71 -8-7H5 A4} (4-P| HA]-7-E &R -4 - -Hl ZE| o} F-2-%)-o}vfol =
(R)-4-(1-3to] =5 A - &)-7 A 2] D -1 -FF 5 22} (4= FA -7~ ED-4- AW 2E| o} F-2-)-o}m}o] =

g
(9)-4-(1-5}0] =2 A] ~of &)~ 5 2] €l - 17} A2} (4—vl] SA] -7~ % 2 -4 -~ 2 E] o} E-2-)-o}mpo] =,
4(ol) B 918 2 o] el ) o ] W -1 -7} A (4l A -7 -2 E -4 -2 Wl R o} -2 %) -ofulo] =
) 92 51,40l 75 A4k d-o}u o] E 1~ [(4-v] 54 -7~ 2 E R ~4-2) ] 0} F-2-))-ofrfo] =],

1-(4-H| 54 -7~ 2 -4 Wl 2] o} F-2-2)-3~(H E&}lo| =27

R
I
v
e,
T
Ho
=)
o
-

4-oko) 22 B3] 3 2hl - 1-7HR A4F (4= H A -T- R E R -4- - 2E] o}E-2-9)-ofvo] =,

43193 A 2 -1 -7 B A4 (4] B A7~ E -4 -l -] o} E-2-9) ol o] =,

_15_



=53] 10-0659793

1-Abo] 2 234 -3-(4- M 5 A -7- 2 E -4 -9 Wl ZE| o}F-2-) -1 vl D -2l o,
1-(4N2-E 70 Ao R A)-3-(4-T F A -7-RED-4-A-W %
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ovary, CHO) AlZell A Azeh AT ALE AF sk ddtelol osf 23] Al#shar, s 7]an vha] ol
o & AlH ek #HF A WH ) AL 120mM NaCl, 5mM KCl, 2mM CaCl, 3 10mM MgCly(pH 7.4)($+5 <} A)

Z 3Habe EYA(50mM) $E 9 Foll A der it [PH]-SCH-58261(F] &1 2 El(Dionisotti) 52| #& "Br J
Pharmacol 121, 353"; 1nM) A3} £A4& FHZ Hy] 20009 &= Zo A 2.5uge] WH el vhwza 0.5mge] Ysi-Z
g]-1-g}o] Al SPA H]= %2 0.1 U ofd| =4l Eﬂo}‘j]uro}xﬂ«] EAstoll 96— Ed| o] Eo A A A3 Th. v 5ol A @%LO
A o}9l 5 A (xanthine amine congener, XAC; 2uM)E A}&351o] 34Tt 3 ES 10L1M ] 0.3nMe] 1074

o] FLol A Al BE B S o]z o R Fdstglom 23] o] HEESIITE 4 SY o EE Ao A 1A &
oF kst &, Aieslal ool At = E "“ﬂ = g71¢E AE# ol A 7+l (Packard Topcount
scintillation counter)& A&k S8 IC;,) #h2 I E =4 A% 22093 AMRsho] AF=skaL, Ki ¢h2 A-=

F A2 (Cheng-Prussoff) WA 21 & Ab-&3}o] A&319 o)

vl 2 3 813 E-o pKi > 7.5 Bt}
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Ard WS hAs(pKi) AN W hAz(pKi)
1 8.5 19 8.4
2 7.9 20 8.5
3 8.1 21 8.6
4 8.2 22 7.8
5 8.2 23 8.1
6 7.7 24 8.0
7 8.1 25 7.7
8 8.4 27 7.9
9 7.9 28 7.9
10 8.0 29 7.9
11 8.2 30 8.3
12 8.6 32 7.6
13 8.6 33 8.3
14 8.1 34 7.8
15 8.1 35 7.9
16 7.8 36 8.1
17 7.7 37 8.1
18 7.7

ok

T2 10) Shebe B o) of el 0. R 38 be g A o A=A, el oF st AlAle] FEj 2 ARSE 4= alvh. oS AlA
B, AA A, 89 AAl, e, A e oA AE g, 8o, f3tel B dgele] JH R Fold 4
o =3 Ago R o Hoke] FE R FAHAY, BE N A TR A FA 90 FE R FojE 5 9l

¥ rr o

sleh2] [9] 313HE-2 oFg AlAl o] AZE e ofstH o w Bl Y] B 7] FAlle} ¢ 7t E 4 )k SRS,
S5 A B 19 §EA, 4, 2HolEA e 119 9 T2, A AA, IR GA, G 2 A Agd
S At GARA AFEE vk AF Agd g A4S AR =, G0 A ES, o, A, waA 2 A Ze
< 5ol Atk ey, g4 Ed ] Ao mEt Ad Autel AE] A9 TR gAVE A 8% A gk &
2D Al o] Az AEsl dA R AY B ZE)S AR A, SRS So] Q) Fokol AdE GA 2= 4
A AAF =5 Ay, 2, A, vk A = 9 28 o] Ak

H
ot
2
&
S
2,
e
[
g
R
B
op
:‘?L_‘l
X

TR W W] bl WM 5= Qa1 o= =& 4o 54 Aol iRl ar el stAl AR E Aol A
Fololl A, A ]lell ek Fol &2 shehy 19] 8let& = 19 et ol et or 5187 ed 95 ¢k 0.01 Wi oF
1000 mg/L = MSAA o= St} A Fogke 13] Fof e B Fold 5= 9lom, B3 Fo] A3A= AAH o] =

.
o = BN
BT 29E 7= U
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B A8 mg/ 3 A
o= 3% 5mg | 25mg | 100mg | 500mg
1 3tet4] 19 FgHE 5 25 100 | 500
2 FE2 Y4 DIG 125 105 30 150
3 Sta-Rx 1500 6 6 6 30
4 nAZAdd AgE2 30 30 30 150
5 |mlauvlg 2H"Holdole]| 1 1 1 1
A 167 167 167 | 831
A% Ax

5mg 25mg | 100mg | 500mg
1 35ty 19 39E 5 25 100 500
2 >3 gEX~ 159 123 148 —
3 e AR 25 35 40 70
4 4 10 15 10 25
5 |ulavdlg 2golgolE 1 2 2 5
| A A 200 200 | 300 | 600

7] Az R AN B e A AolA 19 MAE BT RO ArHA gt
A9 1

(15,49)-2- 8 A}-5-0A-uto] Abo] 2 2 [2.2.1] FE) A -5-7H B2 (4-W] B A -7- R E A -4-A-AZE|o}E-2-2)-0}

ulol =

tho]l 222w HA(15m) T2 4~ EA-7-EEZ U -4-L-ZE|o}E-2-Uo}l1(265mg, 1.0 &)< & 5
(0.24me, 3.08 8 =) B #Hd FEEIEWO|EE o]o]A Hrletal, A E &N F9 oA 4531 &<k wytkat
t}S (1S,49)-2-& A -5-0}A}-1lo]Ato] &2 [2.2. 113 H 21(490mg, 3.6 & =)< H7tetar, &S 1658
Eoﬂﬁ WHESEAL, 2,541 7F B 40Tl A ke Tth 9] 252 YAA 7 &, 23} e ER 8 A(15m)S H st
i, 57188 BEEta, A2, §ulE JEste] SEAZIY ] A2vtE (P et &9 tol S22
H| Q1 hr e (58] 0 W H] 5%))°ﬂ olaf) WA Ao g EA =S F5FATHI35mg, 35% T&). MS: m/e=391

(M+H").
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Ao 19] AnbzEQl v ol whe} Ao 2 WA 379] 31gHE-S A =38t
A Ao 2
1-(4-HBA|-7-2ZA-4-Y - ZE|o}ZF-2-U)-3-(H EFslo]| =2 -0 F-4-Y)-F# o}

HEgslo| =2 -y h-4-U-o}7 & AL&-5to], B4 3lgES WA Ao 7 6292 &= AR MS: m/e=393
(M+H").

A 3

3-AE-3}o| EF A -8-o}R-Hlo AL 22 [3.2.1] §H U -8-7H AN (4-TFA -7-EED-4- I - ZE| o} E-2-D)-
ojulol &=

8-o}x}-ulo|Alo] F 2 [3.2.1 | FE-3-N=-&S AFE5Fe] A4 33ES WA A 02 A 49%9] &2 A2}
MS: m/e=419(M+ H*).

AA e 4
2-vQ-1-$2-2,8-Tho|opal- 23 2 [4.5] Y| A 91 -8-7HE A2} (4-H| B A -7- B E W -4- Q- ZE| 0} F-2-Q)-0}vlo]
4-229)2-[3-(N-W 2 -2-9) 22 9£) ]93] ) D& ALgato] A B WAl AG o 2A 43%9] F&2 Az ATt
MS: m/e=460(M+H").

A4 5
1-52-2,8-0o| opA-23 2 [4.5]E| A Q1 -8-7H5A A (4-W| SA-7-RED-4-A-HZE o}E-2-)-o}vpo| =

4-29 2 -[3-2-9Z92) A2 d & AFEste] Al shehE & WA Ao RN 40%] &= Axsith MS: m/
e=446(M+H").

A 6

4-otol 2 X2 - F A -1-75 A 4-HEA-7T-RED-4-L -2 F o} F-2-¢)-o}no] =

1-2-Z29)-T e & AHE8e] A SFES WA Ao 2N 62%2] &2 Azt MS: m/e=420(M+ H").
AAe] 7

4-¥d-9 9 A -1-FHE A (4-H B A -7T-EZ2A-4-d-AFE| o} EF-2-)-o}r}o] =

-9 -9 AR & Agato] A 3HeES WA A o2 A 53%2 &2 e MS: m/e=454(M+H").
A 8

4-AA-4-FHo| ESA W& -] ¥ 2] A -1-F} B A4 (4-H FA -7T-EEA-4-Y-AFE| o}F-2-L)-o}rlo| =

(4-19-3) 5 2] -4~ ) - &2 AL§3he] 3
e=497(M+ H").

\:Ll

A AL e A aAZA 6% F&2 AZ3 T MS: m/
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AR 9
1-Afo] 2288 -3-(4- M B A -7- B EA-4-L - M 2E| o} -2-)-1- D2l o}
Apo] 28 - Y -0} ¥ & ALgte] A S-S WA A4 024 73%] S AlEF Tk MS: m/e=405(0M+ HO).
AA 4 10
3-obR-271 2 [5.5] L WA A-3-7HE AN (U~ FA-7-RED-4-L- A2 E o}F-2-W)—okvhol =

3-0} A=~ 2 [5.5] U AN S AH&5Le] BA| 3HES WA A o7 38%2] &= A X MS: m/e=445
(M+H").

AA ) 11
8-okAb-29 2 [4.5]H A 21-8-7HE A2 (4-H| B A -7- R B3 Y -4-L-ZE| o} F-2-)-okvfo] =

8-of2A-2T 2 [4.5]HARJNE AFE-3ste] %A SFES WA A 02 A 48%°] &= AT MS: m/e=431
(M+H").

AR ¢ 12
2-obRp-tko] Aol 22[2.2.2] SEA-2-FHE AN (4~ B A -7-HEA-4- Q- EE 0} F-2-)-c}who] =

2-ofat-ulolAbo] 22 [2.2.2] S EIQN S AHE-8ho] A shgtaE S WA A 0= 47%2] &= AT MS: m/

e=403(M+H").
AA4 13
1-SA-8-0bA-29 2 [4.5] AN -8-7H 5 A4 (4-FIZA -7T-EEA-4-L-AZE o}E-2-D)-o}vho| =

1-ZA-8-ol2A -2 Z [4 5] H AN S AH&3te] B4 SFES WA AG o2 40%2] &2 A 23T MS: m/
e=433(M+H").

AA A 14
(R1-4-(1-31o| 28 A -0 &)~ 5 2] D -1-7+ B84 (4] 54| -7 -2 E R -4-L-WZE| o} E-2-Q) -0} o] =

(R)-4-(1-3Fo]| =5A] ol &)~ H 2| & AFE-3Fe] A SHHE-S WA AA o 2 A 21%2] &= A x33th MS: m/
e=421(M+H").

AR ¢ 15
(9)-4-(-30] EFA]-o] D)~ 2] D-1-7H A (4-P) HA)~7-RE D -4-A-WZE| o} -2 Q)-clwho] =

(S)-4-(1-3to|=FA| - &)-T A 2] S ALg3to] A SFES WA A o2 A 53%] T&= A 3T MS: m/
e=421(M+H").

AA 4 16

4-( = AAH ZLopr| - )3 H Z D -1-7HE5H L (4-H| B A -7T-EEH-4-d -Hl X E| o} F-2-Q)-o}mfo| =

_23_



gdu-4-drd -7k t-5E A AHE ALESEY, [1-U-HEA-7T-2 & -4-d
= A e -7kt (-5 o ~H & WA 3| ZA] A| 23T ERfo| EFLZ oA E
zAs A2 HEHJIAEEL FReto|=/u 2 d o] vh-gof ol&) WAl Aoz A 4
Folth MS: m/e=482([M-H*]7).

B[ B SO %
Q
RN
o

)
ol

AN 17
352 9-1,4-Tho| B4 4-obvhol = 1-[(4-THA -7- 2 ERA-4-L-WEE| o} B-2-)-o}vho] =]

v 2l d-4-7H5 25} ofnfo| =5 ALE-Ete] FA BHgHES WA A 0B A 44%2] 8= A ZEATE MS: m/e=420
(M+H").

AR 4 18
4G -3- 523 o 2 - 1-7HR AN (4-F1 5 A -7-5] A & -1 - L - 2] o} F-2-Q)-o}wpo] =

4o %A 73 2 F-1- - o} -2 obul B 4-wd-3-% 2322 S ALgshe] A SAFES T4 A

24 84% &= A Z3HATH MS: m/e=404 (M+H").
A A9 19

1-2A}-8-0bRb-29 2 [4.5] 8] A1 -8-71 54 (4-7] %A -7~ 9 2] ©l-1- L - Z F] 0} F-2- D)~} o] =

o

4-m| EA-7-T gD -1-d -l 2 o}E-2-doprl B 1-FA-8-ofAp-A9 2 [4.5]H7Q1& ARE-sho] A4 8 eh=
o] x| A7 0 ®A] 5299 FE& R A F3FATE MS: m/e= 431(M+H").

A4 20

4-30| ESA-4-(4- G- D)-3) A V- 1-FH2 AN (-F22-7-5 A 2D - 1- - EE| o} E-2-F)-clwho] =

e~

~F22-7-vHgd-1-d-MzEo}E-2-doll H 4-3o|EFA-4-(4-vE - A)-3 F 2] D& AL-&35te] FA I}
S WAl A 2A 70%] FEE AZREI T MS: m/e=431(M+HY).

AX ) 21
1-4-222-7-9 e d-1-Q-AEE| o} F-2-Q)-3-Ato] F2 AU - o}

4-222-7-v9 g d-1-d -t xEolE-2-dolrl % ApolEr e ol S ARE-sto] A shetES WA A=A 73%

o] &= A Z3Th MS 394(M+HY).
A Ao 22
4-A2 -9 d-1-7H544 (-2 2-7-9 9 g d-1-d-H xEo}Z-2-Y)-o}rleo] =

4-FR2-7-9Hgd-1-d-MxEo}ZF-2-Yo}wl & 4-H A1 H 2 HE A}-&5lo] TA| FFES WA 1A 2 A 80%9]
FE 2 A Z3TE MS 470(M+H").

AA 4 23

1-(4A) 2~ B3 2 2-ALo| 2 HA)-3-(4- BA -T-REA-4- A2 E| o} F-2-)-1-Hl -l o}

_24_
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(AN 2)-(4-FFez-Ato] 22 d)-md -olul & Abgato] 4] 3heh=s WA Ao nA Axe At a4 24%, 83

201 WA 204C). MS: m/e=423(M+ H").
2 A d] 24
1-(4,4-T0| ZF Q2 -Ao| 22 A)-3-(4-H|FA| -7-EZ I -4-L-A ZE|o}Z-2-U)-1-H & -Flo}

(4,4-Tho] B 70 2 -Abo] FR N A)-v| -0l 11 & AL§-3to] TA| BHTES
189 WA 192C). MS: m/e=441(M+H").

w8 Ao 2N AXSATHEE 44%, 3

ﬂlO

AX e 25
(A 2)-1-(4-HEA|-Ato] 22 A H)-3-(4 -1 FA|-T-RZH-4-L -l X Eo}F-2-A)-1-H & - & o}

(A 22)=(4-H FA]-Ale] 28 A~ e -0l 7l & AL8-3}e] A s}3tES WA A o2 A Axs A HF& 39%, &4
198 W= 2007T). MS: m/e=435(M+ H").

A 26

(1R)-1,8,8-EZ o] A d-3-ckr-ulo] o] 22[3.2.1] 4 H A -3-FHE A2k (4-FI FA -7-RED-4- Y- ZE| o} Z-2-
Q)-okapol =

2 AaE ALgete] B4 =S WA Aoz A 23 AtHGE 75%, &4 185 A 189C). MS: m/e=445(M+H")

AA 4 27
(E@2)-1-4-3to] SFA|-Ao] 22 AA)-3-(4- M| HA|-7- 2 FA-4-L- W £ E| o} F-2-&)-1-W B o}

(E92)-(4-3}o] = B A]-Abo F2 )~ F-0} ¥l & ALg o] Al GBS 39 A TA A A £ ACHEE 44%,
&% 158 WA 1627T). MS: m/e=421(M+ H").

AA ) 28
(141 AR Q14742 84 (-5 8 4] -7- B E A -4~ -2 E o} E-2-)-ofsho] =

[1,4]SAFA A Q1S AFE3Fe] 4] 313t E S vre A A 24 A=A TH G 57%, 58 171 WA 1727C). MS: m/
e=393(M+H").

AA 4 29
(F12)-1-(4- o) =F A -Apo] 2 2 A ) -3-(4-F A -7- 2 FW-4- L - 2|} E-2-)-1- P Frel o

(A 22)-(4-3lo] =F Al -Ato| 2 23 ) - e -0} & A§-5lo] A 8}EE-S WA TA| 2 A A Z23ATHTS 66%, 87
169 WA 1717TC). MS: m/e=421(M+ H").

A4 30

2-$AL-5-okA-Hhol Aol 22 (2,221 §H A-5-FHE A4 (47 HA-7-BEA-4-L-WEE o} E-2-Q)-o}vho] =

_25_
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2-GAL=-5-olxl-nlolAlo] F R [2.2.2] S EH 1S AFE-ste] Al SH3HE S WA w A 2 A Al ZEATHEE 69%, &3 164

WA 1707T). MS: m/e=405(M+ H").
A A 31
1,4-t}o]opr}-nlo|Alo] E 2[3.2.1]15 B2 -4-71 522t (4-H| BA-7-2Z2 P -4-L-Hl X E]o}ZF-2-Y)-o}m}o] =

La-thololxb-rhol Aol F 2[3.2.1] S HI 1S Abg-dhel Al HEE-S whe F4) 2902 Alxs

m/e=404(M+ H").

A& 51%). MS:

A 32
(E@2)-1-(4-MFA Ao 22 A )-3-(4- W FA -7- 2 2D-4-L - 28| o}F-2-)-1- & -Fel o}

(Ed2)-(4-vFA -Ale] 228 d)-md ot & ARgsto] 4] 3hgh=& WA A 24 Al 28k vk (& 48%, &4

211 WA 2137C). MS: m/e=435(M+ H").
A A€ 33
(1S,4R)-2-okAp-HEo| AL 22 [2.2. 1] F B A -2-7HE AL (4-PI BA-7-EE-A-4-L-H ZE| 0} F-2-)-o}rho| =

(1S,4R)-2-o}x}-nlo]Ato] FZ[2.2. 1] 8| Q1S AL-&31e] ¥4 3ES WA AH oz A|Z3ATHTE 67%, &4

1497C). MS: m/e=389(M+ H").
A Ao 34
3-(4-HEA-7T-EEZH-4-d-HlZEo}E-2-A)-1-HE-1-(H| E& 3ol =2 -F &-4-L)-F-d o}

(4-BlEeketol = 23 )= W -obyl & ALgte] A SHEHES WA A ZA AEHATHEE 56%, §4 240 hA

242C). MS: m/e=407(M+H").
A A4 35
1-A|EZ2 P E-3-4-HEA -T-EEZT-4-L-HZE o} F-2-A)-1-H L -F o}

AtolZm e -v e -opbl & Abg-sho] A ShgHES WA LA 2 A Al Z2sATHEE 70%, &3 198 WA 200T). MS:

m/e=419(M+ H").
A A ¢ 36
1-Ao| 22 Y -3-(4-H B A -7-EEA-4-d -2 H o} E-2-U)-1-WD-FH o}

Aol Z 2 E - e -obl & AFE-sho] Al shgta S WA aLA| =A Al 2SI THEE 48%, €3 110 WA 125T). MS:

m/e=391(M+ H").
A A ¢ 37

I-Afo 22 MY -3-(4- A -7- R FA-4-L-ARE| o} F-2-2)-f- ok
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Aol Z 2 olnl & ALE-5te] A 3etES A Ao 2 A A HETE 57%, &4 191 WA 194C). MS: m/
e=377(M+H").

AA e 1WA 229 NG FHA ) A=
A 38
4-HZ-4-3to| =2 A FE - #H 2 d
thol 2= 2l E1(20me) o 1,4-ttelfld-4-3to] =5 A -9 A 2 d(1.0g, 342 E)S -S| P-S2=X
H o] E(0.48ml, 4.34 &, o] FZ 2 el 1.5m Foll &)= Heleta, A €95 301 ek 0TA wrks}
Atk EiE Estel AAsta, AdE ol ES 'R (20m) F ol A 402 Eot SR AR T Aol A 3t AR

AAZ 7, FA shghes o5 ARvEAY (D7 SE o tol 2R 2 E]l/mg-E/Eetol o olrl(9:1:0.1¢] ©]
o] 4:1:0.1, ©]F 3:1:0.1))ell & A FAZA 40%2] F&= FalsArh. MS 206(M+H").

A 39

—

A-trol il d -4-3to| EZA v E -3 # g d

XT38k HEGSto| =25 ol A BlE &F g stol=gtol = e o&) 1,4-tho|wld - 7 2]l -4 -7} A
Ao E | AE 2 RE A %R Chem. Soc., Perkin Trans. 1 1996, 20, 2545-2551.). MS 296(M+ H™).

AA o 40

3-ofA-29 2 [5.5]2H A

XT skl HEZ S| =275 FolA 2lF &F v stol=gko] = g 93] (3,3-HEZGHEd=FEIZoln =
ZHE Az 24 ZA2vE DYy (de 7t 859 ol E 22 Ql/H e /Egolddolrl 10:2:0.1)e 2] 3
EA S A o A7 FESFATHGE 94%). MS 140(M+HY).

A 41
8—olA-2A0 & [4.5]1dAI
sl BlEgtslol =2 FolA g fF &F ]"1'3‘ stol=gfo]l = BHglol 9 & (3,3-FE e A ZFFELEojn| =2
Act. ZY 4] AR EH Y (A7), 59 tro|F 22 /v ere/Edto]oHolwl 10:2:0.1) 28] &
S e A o A7 A FEEFATHGI5RS] &), MS 154(M+ HY).
2 A 4] 42
(EW2)-(4-3to| =FA|-Alo] S 28 H)-H e -o}7]
¥A SFES (EWR)-(4-3lo]| EEA| -Alo] F 28 H)-ol 1 0 2 HE] 3 st 4 FAJUEF Foll A tho]-t

8 el b el Este] 95 5 KE 23] THE S04 o F 5l ool Eelelohe) 347 2] o8 A%
st

{1

b4

et

2 71 AR A @ @, e N-vl g5} obul s BAG Ao A=A
AN ¢ 43

(N2)-(4-FF 2 2-Ao] 22 82—t d-o}7

_27_



%53 10-0659793

EA SEES (Ali)—(4—QEEE—A}O%EZ"J@—?}%& WA o ~EZHE 5 2435 gF &5 E sto]=glo]
= 3o &) 91%9 &= A x5}

A X6 44
(N 2)-(4-BF.2 2-Ato]Z 28 4)-7h4t WA o 2H

(Ef)-(4- *‘a}o]tiﬂ Apol S 23 A)-FkAF A o ~E](900mg, 3.6 2] =)S tho] S = = v €] ¢1(30me) 5ol &3A]
7131, vl dopn] e -3 Eglo] FF Q. fo] =(1 mfa, 7.2“‘31*1)& Aot A2 A 1A7F =, 5% 74 gakgAay
E F(15.3g, 7.2%1?4%)2 A7¥elaL, F7H] 1AIRE &9t A &4 02 wnksint, S8 sk ar, 448 22 20mee] o
ol == HIeR 23] &3, FAHX 7 %—% Al GO R AFA )AL, ZUA 7T S ]f/_gu]-ij_aﬂ,q
(A2 7E 0 WA 30% g otAlEl o] EE dh-f-ah= dlAQD)el o3l A SHHES W 3 A o2 A F53 v
14%, €7 105 W= 107C). MS: m/e=252(M+ H").

A Al 45
(4,4-Tho| B2 ¢ 2 -Alo| Z282)-vg-o}dl
A BHES 4,4-THO| Z 50 2-Ao| ZRANL(EE 230 GO 2 BH T ko] §,8-Tho] T 2 -1 ,4-Tho] &AL
—~H 245171910 20E Az8) D eyl o 2 RE| £3 2AGH(MEE o] Pd SOl =EA =, Tatm 52)e
ok

E] 1 3%
A SHAA ofrIstel] olelf of 50%9] &= AlEskl Tk ol g /tholo| Holl el 2 = 5E o] st ao] A A A S}l o &
0

Ao ¢4t BAS 5 we 24 31A), g3 137 WA 144°C. MS: m/e=186(M+ H").

=
i

c:{o

A A ¢ 46
8,8-Tho|Z 29 Z-1 4-T}o| &A-AH 2 [4.5] A
1,4-tfo] SAL-Au Z[4.5]HZH-8-2(9.0g, 562 & &) & (Go|deoln| i) Egfo] ZF Q80| =(19g, 1128 2] &)
S ol F 22 E|0(180ml) Foll A A0 A 2A]7F FoF vk A 71t} E3ES E(300ml)ol B, =& B85k, 4
kU

& vhol 2 == A H Q1(50m) & 23] ZHTEO]'O:]E]F FAX G715 Al o= A2A 76, SEAIR Y. v 1E
Z=(vigreux) Z-5 el A o] ke el o3l oF 30%°] 8-FF Q2 & -1,4-tho] FAL-223] &[4.5]& v 2 -7-1(MS: m/

e=158(M")) 0.2 % 74 A=A o] FA 813H=(6.0g, 60%)2 532 H13 WA 1dmbarel 4 2] )5 65 W]
72°C). MS: m/e=186(M™).

A Ao 47
2—2-A}-5-0} &} -v}o| Ao E 2 [2.2.2]1 2H Q1

T4 31 EL 2-2 A -5-0olA-n}o|Alo| F 2 [2.2.2] 2 E-6-(/] Polymer Sci, 1990, 28, 3251-60) =58 & %7
sloll A 2] F &FuF sto]l=glo]= &) oa) & 84% = A 23 th MS: m/e=113(M").

A ¢ 48
1,4-t}o]ofr-rto|Alo] E2[3.2.1]5H <)
n =t 53] A 3,954,766(1976) &0l F/E Akl whet Az MSim/e=112(M").
A ¢ 49

(1S,4R)-2-o}A}-n}o)Alo] S 2[2.2.1] e &)
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FA4 3HHES (1S,4R)-2-0}A-H}o] Aol 2 [2.2. 1]} EH-3-2 0 2 RE FF A5 A g F ¢FvF dloj=glo|=
o] o) 88%2] &= A3kt MS: m/e=97(M™).
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