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R'. RMEEXAE, L& gmaAha. ME. £4. £K &K,
B AR R R F AL ek KR F R (C-CORER(C-Cy)
AL,
A A"MBRBRRARE, B&EaIITA:
10 (C1-Co) AL T AR (C5-Co)IR bk
AREBARGFAE . FRASBBRGRL, FrRBRAEAHMEL. &
ABA A FAA. CRE. FRATZERA. AK. 84K, T
WA, BRA. FAREA. TREL. (CrCOBA. Z(C-COEAR
AL kR RETA. FARRTRA. Dok, g, TR
15 K. ANBLEA. TAARBAL. RETHRE RATHAFH—
G S
ARBAREG R A B AR g R, RAER—ANABRKLEF(C-C)
AR KA B BR ek, B L Kot
nA 1-4 8954, H
20 m & A 0-2 #g 4L,
2. BAERK 1 9o, sk g,
5,5 -3 [3-(2F F AR K)-[3H]- A H[2,1-b]rrh-3- 2 1-2,2'- BBy
5,53 [3-(3F F AR EK)-[3H]-RH[2,1-b]krd-3-5]-2,2 - BEE ) ;
5,5'- 3 [3-(3F B K K)-[3H]- R H[2,1-b]okrh-3- £ 1-2,2'-BLvE %)
25 5,5'-2[3-(4R AR )-[3H]- A HF[2,1-b]rtkwd-3- 2 ]-2,2 - BErE %)
5,57 R [3-(# T A R A )BH- F 5 [2,1-b] % v -3-



02821664. 4 /A E; Ok P oFE2/2m

AJ-[2,2',5',2",5",2""]- 09 BReE
5,5M- R [B-( A 2- A )[BH- & F [21b] % H 3
A][2,2,5'2",5" 2" - BEy; K
55" R [B-( A R K A FBH- F F [210] % vk -3
5 AJ-[2,2,5',2",5" 2" ]- w9 BAvE
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FERPHAARE LR, BEMRI, RAARME
REE ERES AP h R LR & AR 7 ik

ERARF
Edo LA A 6. AR MREE EALS 4, EFTRE A S
B, wAMAI ARG TERERACRRERAF LM, XEAE
RhlE A . B AGARE. REK. BN LE RS, BN
W HPEF.
R, Bl RA b0, BHEMNRRRFH NS
B. XTE&RE—EBEHEARAERE ZILRAERENERS.

Bk, &2 ENK(CUVIBREERRRE. EAHHEEERANF
KA HENEY.
XA R Efoh b T TR

KK RRAL B IR BME T B b B BAE IR E BT kAL E 2
FE BB R G, AdoRAB ik BA N R E R L E 6 W E o rd ik
¥, AEPHREF B EMEREERERS. REBER
JLFe B W IR M |

E—ANEHRFEF, REPARBJ—FEY, Friddh ass:

/4 XN
= %ﬁﬁQEC}mm
KD
£ X AHBRRE;
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R R"TUAMRARXKE, E& AT HE. B4 0F. AL, /L.
WRA. (C-CRaR Ik, (C-Crfitik. (C-Culfk.
(Cr-Co)lm i Tk . XA Thd . (C-Cataik. XATHE. &
R(C-Co)ltdh . BAR(C-CoFiti k. BAR(C-CooiEik. FK. F -
A A RAF R (C-CORER(C-COR BAEBRM L F A, FEABRAR
RFRBA, BA 5K 6 AMELB(C-Co)bt 2 3 (C-Co) bt BAIRA
BRTFHARRIR. NR)R,. CONR)DR,, £% R,. R, TvAF8E
XRE, B&EABRIAE. (Cr-Cutttk. (Co-Cho)¥hbt 2 Fuifit BAX #
#¥; -OCOR. -COOR #-COR, ## RAKEKA. (C-Cprlik. (Cr
Coo)5RbE 2 K 35 2 R A AF 154 (C-COME R (C,-Cobi B BAX G £ 5F

E-

A A"TAAMR KRR, E&aaA
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(b)
(c)
(d)

()

(®)

(CCARTARA . (C-CpIRE. FA(C-Cok
EBREFZE(C-COrE. (C-COmARC-CoE. (C-
Cdi. BR(C-Cpksk. (C-Cp)lRak. (C-
C)buai ik ;

BARR AR F A,

BAX SRR BRAR G 2 5 K

TREGAR:

\__.\a —=—B

H£ ¥ B AHE. (C-Cplnk ik BARK KRR F A&,
AR R E IR Aokt . ke B, sk kbR
ekt R R A, ATERAREAT GEHE—ANH(C-COr
A (C-COREAHE. A BERIEL;

EN:E- YA F

T X’

AF CHRDTUMEARTE, BE&EABKRIAK. & (C-
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C)be s RAR(C-C ) B A &
R, #2 R, & B A AK(C-Ctedk; A
P B iR RIS RAR(C,-Cp)ith . (C-Cp)bt fusk
(CrCr)Btik . AARKAMRIAK;
nA 1-8 e9&4; H
m 3 0-3 6984,

“EH 5 Ak 6 NRTFTHESREKR GFERBRT ot
(pyrrolidino). kR FA. BHAEE., “HE R BAR RHEA.
2R, RFAA. ARNE. ‘FRL AHEERRTERARE
A, “BFA aRERmTFokhi. EuR. kR, Rk,
Rotekmp il Ko, R A, ZFKphh. KRR
Faofo 3,

“BRAR G F AR F A CREERR TR EIRNK. KRR
REBREGFEREFA, FFARKER: &, A &% &
. BE FREA. LHEA. BRE BRACERE FTRATLRAL.
BRACERATCEE. FEATCAETREL; (CCE. (C-Ch
BEA(C-C A& . F R F I FE(C-Clik . F K (C-Cp)
WREA. (C-ClEAFE. AXKEC-Crsk. ARFAEA. (C-Cp)
T, RCCREA. FREAFE., FERACCHORE. FE
ACCHORAN%. AHBALGayloxy). FEAHEBRAL
(methacryloxy); 4 R & F B AR K6 4 N(C-Cp A k%H &
(piperazino). N-3% -7k % X (piperizino). *Y % %% # (aziridino). =&
w5 & (indolino). *H."&-4% 2k (pyrrolidino). sHe&ok K (pyrrolino). Yk%E
FH. (C-Colikoa T, Z(C-CHrAREFHE, 4RZTF AR
T A Bk, 2,6-=(C-Cluhduk k. ARG, AR%
¥4 (thioazolidino) . @ & fakik . w4 i; -NR,)R,. CONR)R,,
£F R A R, MEARKRE, EEaRIAHE. (C-Cpynik. (C;-Cp)
T R BRARRBIRAR G F L, XA -COR. -OCOR 2-COOR,



02821664. 4 o P E4/181

10

15

20

25

£+ R HA. (C-Cl. (C-C)Rkk. HR(C-Cotk. AI
REEBRREIRBAREGRE, ABRRIEBRAIMBEAGEL, £
BUAR B B R UIRAR b kv 2 2, A BT84,
B ARLERAEFTRET, AELPREX TS Y, L+
X ARRE;
R'. R"BEXAE, BZamzAa. A RE HEL. AKX,
2R K ZATFEA. ZRTFA. S E (pyrrolidino). k2 F
F.ovEeRkik, KA. FE (CCAARIARE. (C-Cormat
#-OCOR &-COOR, ¥ R A& (C-Cttsk. (Cp-CoiRtri;
A\ A"MEREAARE, BEAIRIA:
(@) (C-Co B Ak X X b . (C,-CoFrsnsk. FE(C-CORAR
ZFHE(C-CHBE . (Cr-CHOREI(C,-COri;
(b) REA, ZERRIBRARGFA, kTR i REAREL;
AT AL AN P B I
() REARREBARMGLFA, FALFEAvkvnit, Ei it
ek L wlmR . RAekewak . RFEe k. gk XK
Frekvdh . SRIPES AR ATRBRREANAE. &
A RE. B REA AACTERA. FRACAA, £
ALRETEE. FARATRATRE;, AR, K. EK.
R THEAIRRE. ZRTE XA, (C-Cotedk. (C-Cy
WHEKA. (C-CoFtni. IR(C-Comfbk. (C-COmAEEA.
Z(CColn k. —FHARE. FATHAIKEAUHAE,
BRBIBALL, Hl4e N(C-ColAvka i, N-FA kAL,
"l RIS ASIRA ke A bk | TReE T K (C-C)
BARRF A, Z(C-CORARE TR, 4-%EFARETF
AL Eak . 2,6-=(C-Cl ki . AARDakA. AR
% 4% & (thioazolidino) . W & &k A Kb o4 X ; NR)R, -
CONR)R,, #£% R R,BEAARLRE, BL&AMmIHEA. (C-
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Coket. (C-Coirlnik. K& HA-COR. -OCOR #H-COOR,
EF RAL. (C-Coii. (Cy-CoIrbih ALK,
n 1-6 ¥4, B
m 3 0-2 #&4¢,
EZRBG—AFHRTETR, REARMX] 940b4, HF:
X A #R;
R'. R'MEXAE, B&ARIBEA. AE A AR AR 2
R st kR T AL Tokd. KA. FAL (CCORARC
COR Uk,
AL A'BRIRAE, B&fRLA:
(C-CAAE R X etk . (C-CoERb A,
REARGRE ., BIARAELIRRIIRRGERL, RIFZH M,
S S B AL BBARE, ATRBRAT A, A, B, &
A FEE. ZAAE. FEECZEAA. fR. &K, THE B
Ak, TRERA. TEREE. (C-Cok. —(C-CORERAL.
Uk, RETFA. FRARRTA. Dok, bk, YRR
A AEBEA. FARBBEA. KA KA. RATHAYF
b —FF 3 B A,
ABRGETE. BRBRAREAPCCORARFALRNKMGLF
&, Bldeckohk . Eyk g A
nA 1-4 6454, EH
m IR A 0-2 # R,
E—ABRA FHFTET, AEP G R
5,5'- 3 [3-(*F F &£ )-[3H]-E 5 [2,1-b]oteh-3-4K]-2,2' - BheE
5,5 [3-(xF F AR )-[3H]-FH[2,1-b) k-3 -2, 2" -BReE
5,5"-3[3-(3F AR H)-[3H]-E H[2,1-b]etbrh-3-25]-2,2 - BRE
5,5'-3%[3-(4R AR A)-[3H]-Z5F[2, 1-b]etei-3- 2 ]-2,2' - B o,
5,5 -3 [3-(2F ¥ AR K)-[3H]-A 2, 1-b] ki -3-2]-[2,2,5',2",5",2"")-
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5,5"" -3 [3-(F-2-2)-[3H]- B H[2,1-b] ek -3-2]-[2,2,5',2" 5" 2" |- B
w3
5,5""- 3 [3-(AF IR A )-[3H]- A H[2,1-b]th-3- K ]-[2,2,5',27,5",2" - @
BReED,

TRBLFLRE A £D vEMBRANIE, RAAEX 1 69k
e, RFE, THRREE BRBHLBEGTE, R4&X]00EY, £
BE A ¥, BtARASRAME G FEE, LIZRETURETENE

| Fni&- L RAG 4% (Friedel-Crafts) R AL :

B A:
Aj‘m ’ ({P)nrz ____:'_:%___ o\ | k/ )-n 2
hi¢ fuu v

HX I AFHBARFEX I ATHRFRCEVETATE
¥, ERBZL MBI RS HILT, FFABARS KR NLE
MABE R, wEEARE . BN IV ATHRKRT 6558, RRE
A.R". X F=on B L& 3L, £ (3 28 7%-8 R A8 4% REL B A8 X REL ) (Olah,
George A., 3 “Friedel-Crafts and Related Reactions” Interscience
Publishers (1964))% , #i& 7T 9 % 4&- % kg4 R B VA BREATIZ R B 64
et

EBF B W, #X IV 6 5550 E£4E 5N #lde LK Rk
(“THF”), —F R EZR(DMSO)F ¥ 5 LIR4MRE, I mi8H
8. BEX VARTHRABE.
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STALETIRT, A 1-100 mmol #9HALBATZ R AL,

BB CF , 7T A LR MBI E 6 BB doxt T RALBLZE(“PPTS”)
WAL, XV ekREES —Fd X VI LT RBIRIL, A
4 B X VII AT e & Fokrdh. £ Helv Chim. Acta, 81 (7), 1293 (1998)
¥, R T R AR BATIE R 6 A

B C:
H "
. oo
ne * . -
&" Cch,GH,Gl )m
v Vi Vi '

F—FEBREGR, TR 3A 5 TFRER#TRE C. Tk
EAEEEMKHERNMLLER, FER, —FX. £F. LI- 28K, 1.2-
ALK, OEAER LA FEATHTZRE., ERAEEFTR
R1L2-ZRUEFHATERE., REBETIAAKY S50CE KL 160
C, fRik k% 80CEKY 140°C, /LK 90CE KXY 120C,
REBRTUAAKRE 1 DIFEKY 3 K, fhi K% 2 IiFEKRY 2
R, BMRZEKL 2 PIFEKRY 24 I, REYGKERER 1.1:1:05
£ X% 1:1.1:0.05 (V:VI:PPTS).

ERE D%, EAEMERNFAK THF 7, LA TE4E. &
B R EMAALER VII R Fokrh, A ZAd X [ A7 EE /B3
4.

10
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Wy ™ M@m
R R
vil 1

TUAEKY-T8CAMRERE Z M #ATIZR ALY 5 PNITERY
48 B, AR EMHEFUKRYG LILLL £2XK% 1:152
5 (VIL:BuLi:CuCl,)#) b 4% A .
F—F@, TAERE E FRFGHTE, R4& KA HRE
Fobrge . EREE ¥, @il X I &304 6 o #1850 kA3
R E, AKX IX R-RFE5R., SA TRk ER, T ZEF
AEAX IV R REE, EAENE G BRE doxt FRBRB LS
10 (“PPTS”)#HE LT, X X ¢4k AEEL X VI (4 REE5, K~
& P A B RS e 4

R E:
e Sy, e Sl
ic ’ ( A)L@)u 8Cl ,CHiCl "
A l R CHsCh « ' R"
i o v K
T o —
OMEO
R) H
. - Vi H H
(R‘)m « . AN
PP1S, CICH,CH,CI R"
1 X
15 AL SR M A A K B G A S a ), XETHREMASE

X IGETHAMGRAMIER . B, TUARE LA LA
BT EEME RS MG N, RIEF RKELP LS, FFiLik
AEE eSO ERRTFER wdh, BEE, 5-FREHE
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REEEEHAGREMHRCNAEE. F, TUAHELRLSMTF
A —F K S HFEEA Bl BAF] . —FF R B F UV BAH] )4 2-
BEFEFF = R 2-BHEEE =5, —FHREZAIH b EH 4
3o 5-LRAF TR RCAI 4L, ARELBKT E M,

AL PRS- AR NEER: SREHX VI AKETER
FokraAark, FHAX 1 REF b SR &1 XNBKAEET S
THESHOABERBRALE. UARABRKGFF. EERERT, KA
IS REAMUOEREE. SH UV BARESIoH LEHRE AR
FT 2R BT 69 MR BT, AR A AR S A4 o) R I Bk K A&
AP EE R EI B REWRBAZEAR, REN LS DY LEH
R, X GREAF st UV BHGRE R A C Frre). BB X
VII &R 6 R ek ey R L 4T % .

LRI R T IR Seh b LA 45 69 . AN 3 A 3] 300 # ey ZFF
EHiRE, YAREBAKT 100 Ao, X @GRAFdisPy
TREFUBTHAMNARLZETHRAZTATAMETHZHHOEE
B, ATHFREBGIEY, £ 3-FEGALEE N FBRK
A A TaBERRTEAGELERAE, SERBRERAAFEH,

LARE RV F 60 Aah, AKX 9H 6B oAk AR
Fg, X VI ATHARTEAFWHSHORTERERNGFA,
BT 3-RE AT Wik AR B AAME R, T
EE|Peik gk 6, SENERARECHEEARRT IR, FAE. TR,
A FE. RRTFARDRELA, RRBETHATFEEELIRTE
M EFEEREE N BT EHEE T,

T ASE Rk i KB MRS a . LRA B AK B X sk
A e E LT ARG L LK T ENSHHREDBAN
B —H AR B A FRIANB R A Z eG4, FFEEESYT
ACLIE B KLY BB EESY. ALK E ENAF R aiEY
TAFETFTRENERN Y, RETHETENREMERT.

12
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o RARR R, DIZIER T A LR SRR TR R K & R 644
TR, SEHBEN CFEERRTR, TR, FRE-CAER. RHEA.
LB, FE. HE. RAE. whckh. BN, LRCE. L=
Bf . — ¥R, FRTI. N-F 3 oeg %88 (pyrrolidinone) % %, WA E
MeyREY. JERLG FTIEMIT, HHEGHX VI ATEHRLE
kAL, KA AN ERRIFSHERERE KE), BRb
[ E % 6 UV B4,

Fa KK RS —RAL A E R TARE BT AR 645
HAAEATH A, BF, ATAXRAMHE2ZA VA, BRFLE
PRAFERGA M. IFGHHOEERRTRESS. £XK
DAL RAY ., SENEFAH QAT RT KRB REE) (ally
carbonate). RIREALHM (polyepoxy). RAWBMEEL. RTH. K&
W RECH. RYAAKKRE. RYEAABBRCCHRAR. R
WA & BR Ak 0% K B8 (polyoxyalkylene methacrylates). 8R4 4
LB %E. LRTRESE. LB EE. R(CRTKHER).
K(UHEE). REEE. RANKREATRE., REfUt. Ketk., K
RLW, BEARDOFERRTAKRKRE., FTHRE. TAARK
BPEs. LoBERAETIHME., LB OHEE. LHATE. A4AT
BB, MARRATRCE. —HEBEW(KBRERE)., —FEARFR
SHBEEEY . —RABAREUR TN,

BE, RAME—FEAGFE, AP REDBANB LR AA
¥, FRFHROELIRTER. o8 HEAAHHAGLCELSR
A BAEER TAMEARMHG—AKBERAFRELLEE. &K
#, TARITRSHENE A RAMA B EF. I, TUAASE
FEH G 7 Rl ook, ek, Rk, TARER. 2ERRER, &£
Frid oot iR AR AT A L.

B — B A RBEERANMRG LA 7 &, HleFERA
@, @E. PR BANEE. §F . AENEAYS . BKW)

13
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Yo oA Ak B B AR # R R & R A RARIAD . KA (Bl e
A E Ao BN . 55 IR T B ot B TR A LA VA R & A (]
doitdodr B, BRROIME. £ SFILGIEM) LGHERITILHT B,
AR AL B B R Sk A R L RA Y. AR R
LAY IR QAR ELY, FTARAHRFESYHEFRT
EAHERE. BAE. RRAMBERARLEZEGAREHH L CH
R Z A H4) &

FF R 64 A K B SRRk A 9 B BOE T AT A e R A,
SRt WIRRIL, ©RR—MEHTRALE G, b, AR
KEBEIETARBARNALKT EY R FE. AF, ke
BIBAHARE EHAMAS, CRHBEAR, HBX-TRE. L
ER, RBEFASSHHKREEE, RZETEHARY 0001%EKXRY
20%8 &, REARBEENTR.

JF &8 EAA) R ARL, ik RERE R ITE RS RR
HALBPEGRE., FEERFTATTFRAAABBEARAAR M ETREE
B M5,

Kb
364 1
TR 1
ERA T ABHEDERAHIV) =R T 5100 ml)iE & iE Ao 3
kb3 49 E (6.5 g, 77 mmol)Fert F I K F BLR(13.6 g, 79.8 mmol)
R T B0 m)ERT . A, HEARAHELIE 10 24,
KBTI THI 25 N, HMERKQ gk, 2BHANE, HA
R TS mD)EBRKE., RESFHHANER, AR EXIFLSE
., BAhEhaRETEDE, REA AT kE. REEMNA
FIT—ZAEHENGIEEDRY., AN R TR/TRTEL R
bk, RIARERK, AERREERNE, BEZFRAZAT

14
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WICHE T ELE Sk, FEELHGK, BEFE 1648 LY
(98%). ZAEER(NMR”)ER T, FIFIHhegh 5t T RELE
o-2- 2 R 6 — B,

F%&2

ERCHRABEHRMN, EREAFFMHT, IBHAKES
F A7K DMSO (25 ml)¥F 4 Z444(1.37 g, 33.5 mmol) o #An N B3+ F
SR A0 A (4.8 g 22 mmoD)F. WANE, ¥RERSMEE
BTHE 2 I, REWEMEAKE, A4 MEBREL, 53 pH
KA 6 #F A, AR R TR0 ml, RE 2x10 m)ERE, ER
MBI KRBRAT IR LR, RELBER, FEHRY, @i
B/ R TR DA RBA, ZdRY 2 F R R GEN T)kE
G, AU EHEMREARTHRE, AR EFEN, FHk
By A AR E BRI ) 1-(4-F ERE)-1-(BD-2-2) R-2-5-1-8F

T%3

AEA PPTS (0.05 mmol)&4#F LT, ¥k AH K2 4 1-4-FAX
H)-1-(FEwp-2-3) R -2-%-1-B%(257 mg, 1.05 mmol)5 2-£81(144.2 mg,
1 mmol)#= 3A HF ff —RALK 12- =R TS ml)F ek 2 /) BT,
AZRERFNER, AeYHELT—HRA_AFRANERER
ik, AREEANABA_RATR/CHETEL4HERZE, FIRL
& E k(340 mg). NMR 277, AF~HeisME 323 F aFE3-(F
w-2-)-[3H]-AF[2,1-b]Prrk e — 2K,

Y £ R4 T S A E 44 s Ak A6 1.,

TH4

ERAT, Hh8FR 3 35 FERE3-(E92-5)-3H-F
F[2,1-b]#t"#B(175 mg, 0.5 mmol)é§ XK THF (4 ml)&ERAET RK-R
SR, ABPHAETE4Z(1.6 M, 05 ml). FREHEH 051

15
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B, —RMANXKEN4(220 mg, 1.63 mmol). F4k L8t 2 it
R B EFTBFIRF IR, GEREREY FIAEKQ0
g). A 4 M HEBILE pH K44 1 2 &, A-RKTKRS ml, &
B 2x10 m)EBGR A4, S A R E R KABRMA TR, eRif

5 FETEREFTF_ATRY, NER R EMZEKR, SHEE
&, RETR., BF, BEIRABLI—RAZKATREFGRR
$AE, ERF_A[FRAZNEABRKAYGA Sml 25, FizlsbPin
REER, REAHTR, FLEEZTETHE. $AAFVEAKRL
R, RERAYVEH ATk, KEBAK, FEATA K/ AT

10 ¥ (methylene) (1:1)égAEIR & ishil, REMR R FR/TIFTEL &K
$ k. 53] 121 mg M EEIR, NMR #£2 -, Z S0 4H5 5,5
S [3-(3F F R A A)-[3H]-E S [2,1-b]brh-3-2]-2,2 - B 6 — 5K,

L b 2
15 T 1
BREHRG 1 PHTRIEZFRIATR, REFRLPHRAL
RIADMIRAFTEL. NMR BF, Mgy 33T AR
A 3-(ER2-2)-[3H]-AF[2,1-b]rrbrh éd — 2K,
V& E AR T U4 69 ik 52564 2.
20
YIR 2
HREMNG 1 FHTE A ATR, RERARATE 3 & 33T
FR A 3-(F-2-2)-[3H])-AFH[2,1-b]®#(177 mg, 0.5 mmol)X. % 3-
T F AR -3-(E-2-4)-[3H]-EA 5 [2,1-b]tk k. F 2Bk & B4 (136
25 mg). NMR #2757, ZZHEHE 5,5-R[3-0F FAFKK)-[3H]-&
F[2,1-b]etr-3-3]-2,2' - BAE b — 2K
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10

15

20

25

F#&b 3
T® 1
BRIEAL 1 FHSTHI ZEFTRIATER, ARFREATHRKE
R A4-FAATE 4FERE. NMR BF, FFEHshs 33T AK
F3-(Ew-2-2)-[3H]-ER H[2,1-b]re e — 2.
B EL AT XAk 64 b8 k3645 3,

%2

REAS 1 FHTRA4AHTER, REARATR 3 64 3-5FA
FHE-3-(E-2-2)-[3H]-AF[2,1-b]*17#(180 mg, 0.5 mmol)X A 3-%F
R 3-(E-2-K)-[3H]- A5 [2,1-b]ok vl . AF 2] R AR & B4R (98
mg). NMR #R %, #=Me%EME 5,5 -R[3-(3F #RL)-[3H]-E 5
[2,1-b]eted-3-]-2,2 - BEeE o — B

5] 4
FH’ 1
MREA I FPHTR1IETRINGTER, REFRLPORKE
R 2-AATZE 4-FEEA., NMR BF, FiEEHesms 3-4RK
F-3-(Em-2-4)-[3H]-R 2, 1-b]kh a9 — 2.
H 2R AT ARG 04 P 64 4.

T2

BREHAA 1 PHIR 4 KSR, RRARA TR 3 & 3-4FA
R -3-(E%-2-2)-[3H]-E5F[2,1-b] 7k "#(180 mg, 0.5 mmol)K & 3-xF
A A3 (E-2-4)-3H]- A A [2,1-b]tkrd. F R ML & E4R(130
mg). NMR #27, ZEWeEME 55 -0[3-(4F AR E)-[3H]-& 5
[2,1-b]rtbed-3- 2K ]-2,2 - B g — B,

17
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L H) 5

TR 1
ERAT BB H L RAHIV) M = T 15(100 ml)ia ik id he 2]
T E 26 HED(2 g, 12 mmol)Fest T EA K FBLA(2.72 g, 16 mmol)
5 HZR TS m)aERT. WmAE, EEERSHERE 10 24,
REEZBTHA2 DN, BAMEAKL0g L. 2BANE. A
SRATRAS m)FBKE, RESFHOHIER, UhERFHE
. REHEHARERTE, RER R TR/ LB LB(10:1) %%,
REBGR BT —H—LKERLE LG HRY., BEN R FTR/T
10 R Lk, JFHELEHRG06 g). HAEHRNMR)ES T,
FTAF = 4 9 45 1) 5 (2,2 - Bl m-5- 2 ) -3t 7 SR AL BReg — 2L,

TR2
MRS 1 FHTR2 TR, REBAQR-BEES-5-£)-2-F
15 FORAB R FRRAEN-2-2 -8, FEEAZEHRY, HEE
HBNMR)E BT, FIRZH%ME 1-Q2-BE%-5-%)-1-4-F &
RE)R-2-k-1-BE 49—, |

TK3 |
20 BREAEA 1 FHFTRIGTE, RAEM 1-Q,2-BER-5-2£)-1-
(4-F AFH)A-2--1-BE KA 1-(4-F BRK)-1-(EH-2-2) H-2-4-1-
B, HEIFEREEK. NMR 2T, el 3-2,2-BE%
-5 )-3-(xF T EEA)-[3H]- B FH[2,1-b] bk 6 —
P 5 A T LAG LG b 64 5,
25
T%& 4
BB 1 FHTRA QTR REM 3-2,2-BFEH-5-1)-3-
(3t F AKX K)-[3H]-F5F[2,1-b]#"#(230 mg, 0.51 mmol)XA 3-5+ F £,
H A 3-(FE-2-2)-[BH]- R 5 [2,1-b] vtk . 5] %4 & B 4K(191.6

18
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mg). NMR # 27, FIFZHe%mE 55" - 3-(%F F &K 4)-[3H]-
A H[2,1-b]rh-3-2]-[2,2/,5,2",5" 2/ ]- 9 BEE w0 — 2K,

Fb) 6
5 F® 1
BB IS S FHTRI1IGTE, REA2-RAFBHA(3.05 g 16
mmol)RA F AKX FELA. F2% EFHK(3.18 g). NMR £,
FTA% = 4 64 46 M 5 (2,2 - BB -5-38)-(BR-2- 1) R ) — 3,

10 F K2
BREAS 1 FHTER 2 OFR, RERQ2-BED-5-£)-(F-
2-H)ERAREST F ERA-(E-2-)8R. F2F4FEHKR%. NMR #
BA, FIREHOEME 1-Q,2-BED-5-K)-1-(FR-2-K) m-2-4k-1-
BE o) — 2.
15
TR’ 3
BB kA 1 PHTEIATE, REZA 1-Q2-FE%-5-4)-1-
(B2-3)R-2-t-1-BE AR A 1-(4-F B A)-1-(Fw-2-3)H-2-%e-1-BF.
FEAEEER, NMR £RF, Z5H04EMHE 3-Q2-FKED-S5-
20 A)3-(R-2-%)-BHI-FH[2,1-b]th 4 — 2.
P 3 AR T A8 6 phER 52564 6,

V%4
BRI 1 FHSEAATR, RER 3-2,2-BE%-5-%)-3-
25 (BA-2-5)-[3H]-AH[2,1-b]78(237 mg, 0.5 mmol)K A 3-24 F &K A -
3-(E%-2-K)-[3H]-ZF[2,1-b]erdh. 53] F 4% & FH /K208 mg). NMR
EBT, FREHNENRS 55 -R[(ER-2-4)-[3H]-AFH[2,1-b]rH-3-
#]-[2,2/,5',2",5",2"" -9 BeE w0 — K,

19
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AT &4 54

FEAE 1 EFEHS 6 HEF R BLESYHETESGO x 107
mol/l)¥ , ARG LB EF 366 nm 4§ UV B A1k 4 £-4F. A Varian Cary
50 4 kieRk UV &g, ER 1 v4HTERARZEKE). RRXR

5 A (Amax).

BT AB L ERGEREEZET UV BHCE § 3W BIPITH) 366
nm % INK) A 1 /BT egE TR MM AT A R KA, RIBATR MK,
ERRET, AR EBRH 1 I mE AR AR T ERegak, @
i$ UV BA4$(366 nm) 150 £k RAFIef L % E(AOD@IeF ).

10
&1
B 57 B Amed M (£/dM3 Mol cm™)® Al TV
] 308sh (25700), 318 (32340), 3348h (27610) 534
2 3068h (25700), 318 (32340), 3348h (27610) 630
3 306 (25480), 318 (32620, 382sh (27400) 525 |
3 3068h (22480), 318 (30670), 3368h (25660) 20,580 |
3 304 (16280), 318 (17450), 3668h (28360), 407 (40300) | 580
6 305 (16660), 316 (17730), 388sh (28220), 410 (#0780) | 555
WA 75 5) 1 304 (5630), 318 (5060), 247 (4750), 359 (4490) 492
PEAR A6 5] 2 |303 (5640), 316 (6030), 348 (4720), 369 (4420) 480
YL 32 76,5 3 |304 (5560), 317 (6B60), 347 (4580), 358 (4330) 41
PEE S 75 5] 4 |304 (5550), 317 (6720), 346 (4440), 357 (4260) 450
TeE 3275 5] 5(307sh (20350), 318 (22530) 528
WA 7651 6 [3078h (21680), 318 (16610) 522
*3f B 7 K o4 & R A
*x A R TR B
15 A 1 4R 5T, Sibd VILAatk, e 1 EARSHER

MR, BmEZESaRbi,

20
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%2
ot F3B* | AOD@IbA= A Ty, (N B )**
3 0.70 14.6
PLAZ A4 3 0.58 6.5
e 3 (5.0 x 10° mol/)F=rbsk E364] 3 (1.0 x 10 mol/)# £,

IR
HE R4 (366 nm)iE S B T AR E kA4, kA
5 PR NA BB BT A(AOD) T I3 Andat 64— 4 1k 64 BT 1A,
R2HERET, 5bY VIAR, Lo | RAEFIRGEE
FKIF 2 9 H 4.
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