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bR R4 CL A REA. F. Cl. L. Br. CF;. CHyF. CHF,. CN. OH.
SH. NH;. (C=O)R'. SR'. SOR'. SO;R'. NHR'. NRR", H ¥ &HAH%
8 RAfEk RS AR LB R I C el AAR, FEAFFAL
BTh % —MELEVE-RRGL-RSEAARKRAGE S, LERLE.

fofa R A A 0 b -2 30, 3P R R H e/ R AR SR E AR — A 2
% gk 5 dbik B oA T8I AR Cla A d. AL Clelt
£ A, F. Cl. I. Br. CF3. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'.
SR'. SOR'. SO,R'. NHR'. NRR", ¥ &BMK MK RfelEik R"IR I3
RE AR L Cle-ltARRA, FEAFLETAMFRLE S N2V 2
WA E-REARERIRE RS, FAEVE-RRO R FTALR;

(C=0)-R* £ H: (C=0)-OR’ 4 H; (SO)-R*#AH; (C=0)-NR’R*HH;

HEF Y Fo Z Z M a4 2 009 (Y-2),

Y & & C-R''R. CH-(C=0)-R® 3% H . CH-SO,)-R"7 A & .
CH-(SO,)-NR'™R'® # H. CH-(C=0)-NR'™R'® A B B Z KX4%& CH-R®.
CH-CHR'R™ . CH-(C=0)-R® # H . CH-CHySO,-R® # H .
CH-CH,(SO,)-NR'’R'% 3£ B %% CH-(C=0)-NR''R'™ 4 H;
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RS, R!' =z RV B RA|ZR 5894 X;

R2. R’. R*. R’. R®. R’. R, R R’. R!° R!, R". R™.
R, R RY. RBF= R™ EHARAIZR 16543,

fEik oA —FF AR MR T XA A, ik lxd s 7 AR KA 2 Bk 53
MK, SRIN M XAE, RAVUARTRAE S 2 ) AR LK F4)
IR (Rt sk F MR Ao/ R AE AT B F AR ) . AR e, RAAR R 4
A 6 R 04 T R AFE.

8. MAER 1-7THEE—T LAY, LHFELAT R, RF R RE
ARTF; HERIME CmAXE, AWM —ANRE NI LML f A
TEBRARERR: ClumARLR., AR C Atz AR. F. ClL
I. Br. CF;. CH,F. CHF,» CN. OH. SH. NH,; 4&fes T 18f=8) IRz,
HARE HAERE RS AR LML AT HRARARK: Cy ik
HEHA. H4ER L4 C AR RERA. F. Cl. 1. Br. CF;. CHyF. CHF,.
CN. OH. SH. NH;; FHXAH, HMER M —AXRENIELLAUT
HBERERA: Cumt LR, AR H CiRAKLLRA. F. Cl. L
Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; ZFAXH, Hitikik
—ARE A HE B A T OIRREIA: Crg WA R . AsER T4
Cis AL AR, F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH. SH.
NH,; taAn R R e fedpbe A - A A R, L ¥k AR A/ R IR R A
fER AR — AR S AR ik AT ABRKIERAAK: Cla iR H . B
RE4 CL A AARA. F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH.
SH. NHy; MA-FAAR, L4t m AR5 2R AEdig— AR
B A S Mk A A T BRI IRAR: Clu e, AR I Cla
£ 34X HA. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NHy;
FHERAH. RN eF A IRA AR, H PR /R R
RHEAL LA — AR Z MRk AT B EIRAR: Ciy SR H .
B4R %4 Cle B HA. F. Cl. 1. Br. CF;. CH,F. CHF,. CN.
OH. SH. NH,.

9. MAER 1-7 EEF—RGLEY, EHFELET R RARE X
RE, REARTF; BERIE Cl AR, SMEAH—A K2 ANk
TRk B THBRARAERNK: CuitAirl. A4R T4 C ittt
B. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; #4842
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TroFa by Hde AR A, HAF B —ANRE AN L Hit § AT BRI
R Clult AR, A#REHE CLem8iAEHA. F. Cl. 1. Br. CF;.
CH,F. CHF,. CN. OH. SH. NH,; F#&AXEH, HIFdB—AR 2% NIk
ZHE A THRARARNK: CukiAir. AR CaRatRk
H. F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; %%
AB, HEERE—ANRE AR LML G LT BRI Cy Ak
H. H4R %4 ClelmB L3, HA. F. Cl. I. Br. CF;. CH,F. CHF,.
CN. OH. SH. NH,; 4afek Fiaf el ii-rc i, L PREAKR
Fa /R I A A kAR — AR E AN IR Hik B oA T A BRI AR: Coy
AR, AéR i Co maAkHE. F. Cl. 1. Br. CF;. CH,F.
CHF,. CN. OH. SH. NH,; sA-FAAH, L P AREAR/RFTHE
A BAELRAR AR S AR L A A T BRERK: C AKX,
AeER T CemE8ALA. F. Cl. 1. Br. CF;. CHF. CHF,. CN.
OH. SH. NH,; ¥4 X H4. tofe Rof e i-2rEidm, £+
ST IR ) Ao/ SR B R AT A — AN R S AR bt B VAT A B R BRAX:
Crg AR AR C s BIHAHR. F. Cl. 1. Br. CF;. CHyF.
CHF,. CN. OH. SH. NH,.

10. MAIER 1-7THEE—RGEY, EHELET R = RPARE X
AR, REAET; AR Cl oA, AR —IRZ R
Tk AT IRARAIRK: Cla ikl AR Camatit
A. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; A4
4 Cro i BAAR, HELRM—ARZ AN IR T3k §d T BRI
R Crude AW, B4 C i LXA. F. Cl. 1. Br. CF;.
CH,F. CHF,. CN. OH. SH. NH,; 4gfex RMefegiiz A, L1E
HAR— RS AT T MR A T BRI IR Cry S . Aa
¥4k Cle mEALRA. F. Cl. I. Br. CF;. CHF. CHF,. CN. OH.
SH. NH,; FAARA, HAERM—ARZ AN Lk f L T 6 BUAR
R Cruabp AR, A4RE4 ClmaEAR. F. Cl. I. Br. CF;.
CH,F. CHF,. CN. OH. SH. NH,; #FAXH, LE#hi—A RZ A
B dbit A TR IBRARARK: Clalihtil. AR E Cmask
£H. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; /&#fe
KA A - AR A, P IR AN A/ SR I R B AR —
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AR S AR T B AT A IRARAIR: Crat R H . A4 R 24t Cr
WA EHE. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NHy;
A AER, AP RAAAF/RFEARADERBE—ANRE AR
G A T BRI Cry i AR A . AR X4k Co AL LA F.
Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; X4 #4%. 48
Fo R AAoFa 0 b -2 IR A H, B AR e/ BRI AL A
RE ML T ML A THBREARNK: Cly AR, A#R T4 C
AL AR, F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH.,.

11. BRAIEZR 1-7 £E—ReGdd, £424£F R R R,
RY“. RP. RFRVKREERT; HeERI4H C AR R, HAEkik
—ARE AR IR LT HBARARNR: Cy AR, EéEX i
Cis A A XA . F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH.
NH,; A# R T4 ClemBFIEA, HEAR—ANAREZ NI ZIE f A
TERARERRKR: Claliidhl. A#Ri4 C oA KEHE. F. Cl.
I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; #48f=s I ef=d) bt
HEERA, HIFRE—ARE ATk i h FaBRAREIRA: Cry Bk
EH . AR I Cl oA AA. F. Cl. I. Br. CF;. CH,F. CHF,.
CN. OH. SH. NH,; F A AR, HFhHE—ARENMBIHEHAT
IR EBAR: Cla A A A, EM R4 C el AAR. F. ClL L.
Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; ZFi iR, HiFidkik
— AR B A TR Mk A TR EIAK: Cly AR, A 4t
Cis AR AR . F. Cl. 1. Br. CFs. CH,F. CHF,. CN. OH. SH.
NH,; 4efe sk Ra e b in AR - e 358 A, 3 AR B Ao/ R0 A L H
fRik Ak — AR S MR ik Aol TR BRAREBRAK: Cy AR RE. B
RE4k CemALLHA. F. Cl. 1. Br. CF;. CHF. CHF,. CN. OH.
SH. NH,; stA-FAAA, HLdinitl B/ AR AERs—A 2
S ARk oL FRBRARAIRK: CuiiAl. AR I Ck
£33 HA. F. Cl. I. Br. CF;. CHF. CHF,. CN. OH. SH. NH;
F AR A, MR R T AR AR AR, £ R A A R
RHAT A — AR S AN Ik 5 3bik L F BRI Clu AL R.
A4S X4 Cle B E AR, F. Cl. 1. Br. CF;. CHF. CHF,. CN.
OH. SH. NH,.
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12. BAER 17 EE R, LHEELETF ROF R 4R
KRR, REART; AR ClamANR, LERE—INRNEAN
B 53k B AT A BARAIRAA: Cra bt H . AR 4 Cl e ik
A H. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; ##4%
REHE CLe B AR, AL —ARS AN LHE AT IR
BAR: CluA A l., A#RE4E C AL LA. F. Cl. I. Br. CF;.
CH,F. CHF,. CN. OH. SH. NH,; /& Tiefetifim i A A, H/F
AR — AR B AT Tk B A T A BRARERK: Crg AKRHE. AR
4% Cro WAL ARA. F. Cl. 1. Br. CF;. CHF. CHF,. CN. OH.
SH. NH,; FAAR, HAFRM—ARE AR § A TF e BRARAR
R Crud kA, AR CLema AL LR, F. Cl. 1. Br. CF;.
CH,F. CHF,. CN. OH. SH. NHy; #FHAAH, HERBE—-ARE A
M3 dik AT RBRARAR: Cla A E. AR LE Clo ARk
JHB. F. Cl. I. Br. CF;. CHF. CHF,. CN. OH. SH. NH,; 4&#=
KA Fa b R AR R A, P R R A A/ R IR R B AE i Ak —
MREATEZ R { VAT BRI Ciu btk E . ARk L4 Cis
A EH. F. Cl. I. Br. CF;. CHF. CHF,. CN. OH. SH. NH,;
WwA-FAAR, LV RARAF/RFEADERR—ARE AN LH
% B VAT BRI Clua e AR A . AR it Cl AKX A. F.
Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; X#X#%. 10
Fa X A0 e - A A H, E P AR A o/ R A I AAF R —A
RE MM AT HBRREBK: ClywAAR. BRI Cu
A A ALR. F. Cl. 1. Br. CFs. CH,F. CHF,. CN. OH. SH. NH,.

13. MAZR 1-7EE RS Y, LHFELET R F2 R A0F K
FE, REART;, AR LE Cl AL, HAEEH ARSI
T3k AL TR BRREBRAK: Cumiidi . A4R 4 Ca itk
A. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; A4k
X4k Cro B AKHE, HARRB—ARZ ANk LT BRI
R Cluln . A#R 4 Cioma4AEH. Fo Cl. 1. Br. CFs.
CH,F. CHF,. CN. OH. SH. NH,; 48R R ibAntg Ik |, 15
HAR— K B MR T ik A T A BRI Crg A H . A
4% Cle A4 XA, F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH.
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SH. NHy; FHER, HAERB—ARZ ALk A T BRI
Ko Cialmih il AR T4 CamakAW. F. Cl. 1. Br. CF;.
CH,F. CHF,. CN. OH. SH. NHp; ZFAXEH, HEsH—AHRZA
A5 Heik AT A IRARAIRAR: Cra iR H. BRI Ca ik
#H. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; 4&#f=
R Fe b A - A AR, P IRARREA /R IR A R R ik —
NS A ik B A T BB Cra bt A AaE R 2 4% Crs
wEIE LA, F. Cl. 1. Br. CF;. CHF. CHF,. CN. OH. SH. NHy;
A-FAAR, L PRALEAF/RFEEABDELRM RS AN IR LM
B A TR IRIRBUR: Cr AR H . A 4 C o maAAH. F.
Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; X4&sx f 4. 10
Fo R A0 Fe 0 S IR - R AR A, SR AR B e/ R R SRR R AR — A
RZMEZHE AT EIRREIRA: Cry WAKXR., AR E4 Cl
AL L R . F. Cl. I. Br. CF;. CHF. CHF,. CN. OH. SH. NH,;
(SOy)-RP-; H-NRYRP-#; &2 R"F= R REHFREAFELRXTR
HAREART.

14. BRAVER 1-7 2E—Fthiesdn, LB EAeT R R A
RARF, REARTF; AR T4 Cl ol l, LEEE—AREAN
bk f A TBARAIRNK: Clu A dl. B4R 48 Clamakt
¥ H|. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; A%
RE4H CremBARRA, HERE—ARE AN I HE § AT IR
BAX: Clubns AR, AR Ceadki |, F. Cl. I. Br. CF;.
CH,F. CHF,. CN. OH. SH. NH,; 404 refeagifiz AL A, A4+
WA — /RS NI Mk B VAT B BUR: Cry AR H . A4k
$ 4 Cle mELAKLHE. F. Cl. 1. Br. CF;. CHF. CHF,. CN. OH.
SH. NHy; F# 3R, HEEk—NRE MRk §oh T ey BRI
R CradtAiAdl., AR E4HE Cl i AAH. F. Cl. 1. Br. CF;.
CH,F. CHF,. CN. OH. SH. NH,; #F A AR, HEdBFE—I RE AN
A5 ik B AT QBRI IRAR: Cra e AR H . sk L4 Cig Bk
% H. F. Cl. I. Br. CF;» CH,F. CHF,. CN. OH. SH. NH,; &=
KA G- A AR, PR A AR/ R A A Btk —
AR EZ AR MR A T 8 BUR B Crg A AR . A 4% Cop

17



200780013408. 0 A o ok P E17/260

&AL HE. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NHy;
A -FEAAR, EvRALRAR/RFTEARERE—AREZANIRIH
g A TR BRI Cra A E . AR L4 Cea B AKH. F.
Cl. I. Br. CF;. CHyF. CHF,. CN. OH. SH. NH,; X4 RXA4%. /&
Fa i R e In A - AR E, L FIRE R A e/ R R R AR —A
RS AME Mk B A TR Crg AR, AR I8 C
wEMAEHE. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,.

15. MAIEZR 1. 2. 4 R 6 EE—RGEY, EHEETF R'KA
FIRA-FAAR, P RAARF/RFALDERM—NRE ML
ik G AT IR IR Cry e AN H . Aad s 48 Cre A AL .
F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'.
SOR'. SO,R'. NHR'. NRR", # ¥ &BMAKHALH RA1EiL R"ME 2K %K
BRI Ce-AAd, FHETFAAALE A —MELE ) E-IR
REGE-REATIR A G E; —RKFARAR, AMERB ARSI
i B LT A BRI Crlum i A A A# R 248 ClamAKRKR. F.
Cl. 1. Br. CF;. CH,F. CHF,. CN. OH 2 SH;

Y e Z Z 0 6958 E e b9 (Y=2),

Y 4% CH B Z K& C-RC A H;

RO A A4 4t Cre AL, HAERM—NRZ AR LML
VA F eI BA4K: F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH. SH.
NH,; FXAAH, HAEdE—AR S AR T Hik § o T e BRI
Cra bt A, R E VR BREGRA. AR Cla ALK,
F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'.
SOR'. SO,R'. N(C=0)-OR'. NHR'. NRR", # ¥ &BNK&LH RF=1Eik
R 53R R R T4 Cle-tniihl; wmA-FAAR, APk
B Fo/ R 55 I B AER A — AR S ANk 5 dbhit B VA T8RRI Cry
AAE. AR T4 Cs AIKRIKLR. F. Cl. I. Br. CF;. CHF.
CHF,. CN. OH. SH. NH,. (C=O)R'. SR'. SOR'. SO,R'. NHR'. NRR",
Sk BB RAER RIE SR A AR Z 4 Clem 2 A

3k VA —FF AR AR T XA, ok A 3T B 7 A4 2 3 2 Bk -
MR, SNIHRMG T RAGE, REVEFTRALEW ZE DV BA ZKFH)
PR (AR AT B AR T/ R A AT B AR ), REAB G, R AAR 8
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R 6 R T XA AR

16. BAIEEL 1. 3. 5 R 7THEE—FRGnsd, EHEETF R'K
Rk AAR, AFRAAAF/RFEEIBERE—ARSZ MEL
Mok A TR RARAIK: CrutAAE. AsR 4 Cl B BALA.
F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'.
SOR'. SO,R'. NHR'. NRR", H ¥ &I RF1EiL R"E 3R E
AAER 4 Cre- A AH, HARAFFEAARAE S —NMMERLE ) F-R
REGE-REHRTIRE S, ZRKFTREER, AFEM—NREZ AN L
A TR BRI Cra bt ARE . AKX T4 Cl o maAAH. F.
Cl. I. Br. CF;. CH,F. CHF,. CN. OH 2 SH;

HF Y Fo 7 Z 08 W4 24 F b (Y-2),

Y &% CH,. C-R'R'?, H 7 4% CH-R;

RO A A4ER X4 Cro A AR, HEAB—ARE NI LG
VAT & BAR ALK F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH.
NHy; FAAR, HAERM—ARE AR5t § T 8B IRAR:
Crym A H ., EREVE R RL, AT CmaNAR.
F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'.
SOR'. SO;R'. N(C=0)-OR'. NHR'. NR'R", £ ¥ &EX Lty RA1EiL
R"E T AR E BRI Cle-m AR, WA FAAR, L¥RERL
H Fr /3 55 2 A B AR A — AR 2 ANk s ik B oh T OB AR Ciy
AR HE . AR i Cs ALK HA. F. Cl. I. Br. CF;. CH,F.
CHF,. CN. OH. SH. NH,. (C=O)R'. SR'. SOR'. SO,R' NHR'. NRR",
H o BB A 4G R'An it RIS 3R R A4 R 4 Cre-n A A,

R''F= REABI R TF, KE AR L. ol Tofe, FLE Y
¥ RARMBE A, AR L. WRR Rl FLE Y B RAK
MR AL, el R R jefe. ER BV R RKE . EREVER —ARR
FHHRBRFHIRBELELD, LTEH—ANZE DV FE IR E-R S FIRK
Byl HEVEBRRGFALAR, ETE5-AMELE VA
¥ R B IRIIK AR G A ﬁﬁiﬁi ARG RFE, LTIk E
VR E- RS RIMIRNR A, AR, Ml N efe. 1Tk
E OB k- Tfﬁkﬁxlzl f—t‘#%’:ﬂ\%_fmﬁ 55 —ANEVERRK
ME-RDIRIFKA LGS, M2 R RUTARBRERELR, K
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FE HAREERT;

R VA —FF TARF ARG XA, Kk AX B F AR K AR A B
MR, SN RBE, B AETRAL RN Z )RR LR FH
IR (a5 e F M AR Fo/ R AE AT B AR ), REARE 4G, RALATE 4G
R B R 6T KA.

17. AA|ER 1 #9teedh, HL4ieaT

R' &R &

WAE-FEAA, AP RALRAF/RF AR R—ADRE NI
i G T oG BRI Cra i AR Ak X5 Co A KHE. F.
Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'.
SOR'. SO,R'. NHR'. NRR", #F &I L4 RAfEiE R"IKZ AR K
AH#RIHE Cl e AAR, FARXEFTFATEH —AMERE S F-BAK
B3R S IRIRAR B 45 A

ZRFTEAAR, £AERE-ARSANAR L AT HRARER
R CruA . AdRE4 Clora LA RA. F. Cl. 1. Br. CF;.
CH,F. CHF,. CN. OH 3 SH;

Y Fo 7 Z 064 RAEA(Y-2), Y K& CH,. C-RYRY, 5+A
Z X% CH-R®;

KA

£ Y Ao Z 209 694 R A (Y=2), Y KX 4& CH, B Z K& C-R®
A H;
RO &

HeER T4 Cl oA AR, A — AR %N IESHE G AT
BAEIA: F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH. SH. NH;;

FRHER, HFRE AR S AR f A T eI IR Cry
WHEEE. ER 2V E R FEALA. AR I8 CLamatin.
F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR',
SOR'. SO;R'. N(C=0)-OR'. NHR'. NR'R", #H ¥ &K A4 RAIEik
R"IE 3 Kok B AR X 4t Cre- A A A,

A -F AR, S A K E) e/ S AR AR — AN R B Ak
it AT BRARAIA: Cly i A, AdR 4 Ce Bk
H. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'.
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SR'. SOR'. SO;R'. NHR'. NRR", H# ZIAKH) R'F=fEit R"I% 2 3,
REABEREH Cle-IAH; X4

e -9 38 %

R H= R bk S 3R E 4., BRI, AR Tief. FhE
Y RS kAT HAER E M. MR Rlbfe. [ELE VB
REGEEIL,; AR T iofe. ER E V£ R, TR E VSR — A%
BIEARBRFTHIEALR, ATE5 ML E ) E-RKGL-R 5
RIAR A A FREVERKGFA, A TE5-NMELE S E-BRAK
WE-RZIAIIKE A, FLE V- RARMEA-FEAAR, ﬁ75¢
Aﬁﬁiwﬁﬁﬁﬁﬁxyﬂ% R YA, AR E Y B RRE S
A, AT E-NELHEVE-BRRNE-RBILAKRRES i%%ﬁ%
tofe X R4 Ae . fEiL £ BB LA - AL A, f—t‘?%’“—%}tﬁﬁl
Fik 5 B —AZ2 VB BRGEL-R S IRIAR R4 4A; 2 RY F= RY
RE B AR A REL A,

R VA —AF SARF ARG TS XA £, Ak A3 B F AR 3 2 sk 3
MR, SN T RAGLE, KB DAEATIRA LR 6 £ A SARKFH)
R (it s Fa R fo/ R AExT e F MR ) , R4 e, R4 ey
AL 6 RAM 0 XA

18. A Z R 17 e9tbodn, H4Fe T

R' R &

A -F AR, LA A A fe /R F R R AR — AR E N T
B A TR Cla AL R, A 4 C e mBAARA. F.
Cl. 1. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'.
SOR'. SO;R'. NHR'. NRR", 3 ZBARIK#) R'F{Eid R"I% 530K &
A#ER I Ce- AR, FAREFTFATE S —MMERE VL BA
8 R B IR A 45 A

ZRTARA, HELRE—ANAREZ NI ML G AT e BRI
Ko Cladmsh A2 l. AR EI4 CmaEEHE. Fo Cl. I. Br. CFs.
CH,F. CHF,. CN. OH 3 SH;

b Y ez Z 4R 0FH(Y-2), Y X 4%& CH,. C-R'RY, SFH
Z K% CH-R;

KA
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Y FoZ L 4R R A (Y=2), Y K& CH, B Z K& CR°
A,
RO R &

BRI 4 ClLe AL, £MEEE MRS NMRIHL AT
BARALTA: F. Cl. I. Br. CF;. CHF. CHF,. CN. OH. SH. NHy;

FHEAR, HAERE AR S A Z Rk f A TR RRERK: Cry
WAAE. FREVEBRROFRALR . AT Cl A ALH.
F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'.
SOR'. SO,R'. N(C=0)-OR'. NHR'. NRR", H ¥+ &RKHL4 R'Airik
R"J& 5 3R R AL 4E R X4k Cre-tm LA

k- AR, H P RAREfe/ R F AR AR AR AR
I Mk A T8RRI Cig A A H . AR C sl aAAL
A. F. Cl. 1. Br. CFs. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'.
SR'. SOR'. SO,R'. NHR'. NRR", H ¥ &I RA EiL R"IR 7 3
RAE LR 4 Cro- AR R, KA

Z YA,

R K E &

REREE, HBRIHE. PR Tibf. EH 2V E-BARH Cle-
Pe ik A H; AR I, iR, FHhEVERKE Cei
UL, et RE-Riede. ERE S ERRY Cug- IRt 1afR
¥ A Fe, fFRE VR BRI -Cue- TR R R, AR E Y E K
FERAR, LR EVE BRI A-FEAAR; FhE )L RRG L
FEAEA, HRE S ERRORE-ZICEAR;

it K E AR T, R R0, FEE ) EIRKRE Cle-fs
WA H; Ei 2V BRGFEAR;, KMELEY LR R F A
KA

fE ik A —FF STARF ARG T KA AR, ik AT il 3 A AR S 3B 2 a5
MK, SMH MG TS RAGL, REAEATIRALE W 0V AFF K F M
IR (it sk F M Ao/ AExT B MR ), ARG, A4 4
R 6 R 8 T R A

19. HRIFB—AREIRANER 1 891004, 1L H:

[1] 2-F & -5- K 3 -(3a,6a- M7)-1,2,3,3a- 19 & 3K /% = 5 [c] HL %

22
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-4(6aH)-Br ,

[2] 5-3K & -2-((S)-1 K T A )-(3a,6a-40)-1,2,3,3a-19 £ IR K= H H-[ ]k
%--4(6aH)-BR

[3] 2-(4-F &F #)-5-F & -(3a,6a-40)-1,2,3,3a-19 E3R R =M - [c]it
#%--4(6aH)-BR ,

[4] 2-F 2 -5-(4- K H)-(3a,6a-40)-1,2,3,3a-79 SR R =M 3 [t 7%
-4(6aH)-BF ,

[5] 2-3F £-5-(4- L3 F H)-(3a,6a-/7)-1,2,3,32-19 23R /R M FF [c]wb
w4--4(6aH)-BF ,

[6] 2-F % -5-(2-R F 2 )-(3a,6a-47)-1,2,3,3a-79 £ IR K =W 7 [c]wh =%
-4(6aH)-tR ,

[7] 2-F F-5-(4-
-4(6aH)-Er,

[8] 2-F #-5-(3-F K 2 )-(3a,6a-47)-1,2,3,3a-19 S IR K= M FF[c]mib s
-4(6aH)-BH ,

[9] 2-F 2-5-(4-F &I K3 )-(3a,6a-47)-1,2,3,3a-9 AR /R M 5[]
weg--4(6aH)-BR

[10] 2-7F 2 -5-(B& K -4-2)-(3a,6a-47)-1,2,3,3a- 19 SR R =1 F[c]tt
w4-4(6aH)-B ,

[11] 2-F A -5-(4-4 T 2R F AL F 82 85 KX 2 )-(3a,6a-47)-1,2,3,32- 19 £.3F
=W [ ]t -4 (62 H)- B,

[12] 2-3F & -5-T % -(3a,6a- 47)-1,2,3,3a- W £, 3R /%, = 3F [c] "t =%
-4(6aH)-Er,

[13] 2-= & ¥ H-5-K 3 -(3a,6a-/7)-1,2,3,32-19 EIL /R M 5[] 7%
-4(6aH)-Er

[14] 2,5-=F % -(3a,6a-/7)-1,2,3,3a- 19 EIL /R =M 5[]t "%-4(6aH)-

S

AR A)-(3a,6a-M0)-1,2,3,3a-29 AR R =M I [c]tt %

AR,

[15] 2-(4- £ F & )-5-FK 2 -(3a,6a-47)-1,2,3,3a- 19 B3R R =M F [c]7tt
w%--4(6aH)-BF

[16] 2-3F 3-5-(= F A 5205 30)-(3a,6a-47)-1,2,3,3a- 19 230 R =M 5[]
ot e&-4(6aH)-EF) ,

[17] 2-F 2 -(3a,6a-/7)-1,2,3,3a-v9 R IL R M F ]t %--4(6aH)- TR,

23
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[18] 2-3F A -5-8 T # -(3a,6a- 47)-1,2,3,3a- W9 & 3R /R — 4 7F [c] b =%
-4(6aH)-BF ,

[19] 2-3F & -5-K H -(3a,6a- 1 )-1,2,3,3a- 5% £, 3R /K = % IF [c] wb =&
-4(5H)-Br;

[20] ((R,S)-5,6)-2-F # -6-F H -5-3K 3k -(3a,6a- )l )-1,2,3,3a- 79 S IR /X,
Z W [c]rhe&-4(1H,2H,5H)-87 ;

[21] ((R,S)-5,6)-2-3F #-6-T #-5-K 3 -(3a,6a-/11)-1,2,3,3a-55 &I %,
= H HF [c]&--4(1H,2H, 5H)-BR;

[22] ((R,S)-5,6)-2-3F & -6- T # -5-3K 3£ -(3a,6a-7)-1,2,3,3a-55 £IF /X,
=W [c]rt -4 (5H)-BR ;

[23] ((R,S)-5,6)-2-3F #-6-F 7 2k -5-3K 3k -(3a,6a-17)-1,2,3,3a-55 & 3R
IR =M FF[c]reE--4(SH)-BR;

[24] ((R,S)-5,6)-2-3F # -5-3FK 3k -6-7 35 -(3a,62-1)-1,2,3,32-5% 23K,
Z W H-[c]reeE--4(SH)-BR;

[25] ((R.S)-5,6)-2-F A-6- T &-5-(4- K A )-(3a,62- 1 )->% 23R K=
W 3 [c]oHhe-4(SH)-BR;

[26] ((R,S)-5,6)-2 FH-5-(4-# FHK)-6-7 H-(3a,62-1)-1,2,3,3a-5% &,
IR %M FF [c]theE-4(SH)-FR);

[27] ((R,S)-5,6)-2-F #-6-T 3&-5-(4- K 35)-(3a,6a-/1)-1,2,3,3a-5% &,
R S [c]Pre -4 (SH)- R

[28] ((R,S)-5,6)-2-F & -5-(4- B K )-6-F H-(3a,6a-7)-1,2,3,3a-5% &
IR %W - [c] Pt eE-4(SH)-BR);

[29] ((R.S)-5,6)-2-%F #-5,6-=— T #-(3a,6a-17)-1,2,3,3a-55 &IF R4
F[c]rtt -4 (SH)-BR);

[30] ((R,S)-5,6)-2-3F #-5-T #-6- T #-(3a,62-7)-1,2,3,32-5% &IL K,
=5 F[c]mkoE--4(5H)-BR;

[31] ((R,S)-5,6)-2-F 3 -5-T #-6-F ¥ -(3a,6a-))-1,2,3,32-55 AR /X
=¥ H[c]B-4(5H)-FR;

[32] ((R,S)-5,6)-2-7F #-5-T A -6-3K % -(3a,6a-1)-1,2,3,3a-55 AR X,
=W H[c]HE-4(SH)-BR ;

[33] ((R,S)-5,6)-2-F 3 -5-(4- 8 F 3 )-6-F 3 -(3a,6a-M1)-1,2,3,3a-7% &,
%W I [c]k-4(SH)-BR
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[34] ((R,S)-5,6)-2-"F Z-5-(4- 8K 3 )-6-F #-(3a,6a-1)-1,2,3,3a-5% &
IR R =M - [c]otE-4(SH)- B ;

[35] ((R,S)-5,6)-2-7F #-5,6- =K 3-(3a,6a-/l7)-1,2,3,3a-7% RIR XM
F[c]tes-4(SH)-BA;

[36] ((R,S)-5,6)-2- F & -6-(3,5- — ¥ % & 3 )-5- X X -(3a6a-
17)-1,2,3,3a-75 &R /k»b%fﬁ[c]vtt%\A(SH)-@ﬂ,

[37] ((R,S)-5,6)-2-F #-6-(4-F £ I K I )-5-K 3 -(3a,6a-1)-1,2,3,3a-
5% 2R R M I [c] Pt es--4(SH)-BR;

[38] ((R,S)-5,6)-2-7F & -5-(4-2 K 3 )-6-FK Ak -(3a,6a-1)-1,2,3,3a-5% &
IR %= W F-[c P E-4(SH)-BR;

ik A —FF SARF MR T XA, Kk dxd k7 MR X AR B 7
MK, SNEFRM T XL, REMEATRAERG E VAT LR FM
R (AR st e F AR Fe /S A AT B AR ), REARE GG &, AR 4
@ﬂ%%%& o XA

. — R & X (DA IR R Srbed b ap o 7 ik, Bl X

(ID)#Y —-/\W&vttvﬂ%/\% 5@ (s MR p, #5238 X (a)eéH,

¥
R' A RAZR 168X,

N

()

£+ 7z K& CHR® £ B . CH-CHR'R™ £ H . CH-(C=0)-R® £ 7.
CH-CH,(SO,)-R’ 2 B . CH-CH,(SO,)-NR'’R'* 3£ H] & CH-(C=0)-NR'’R %
AR,
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o)

—
Y

(la)

£ Y foz Z A 694 R A (Y=2), £F YKREACHAR, BLZE
ABRFER 1683,

21. —#r 4| &8 X (D)4 IRAR IR W S bbb a- M 64 7 ik, 1B idid X
(Ta) 8y — IR BALS W 6 R EL, 4538 X (Ib)fba-,

1—
Y

(ta)

g RIEARFZR 16943, ZHK & CHR A H. CH-CHR'R™ 4 7).
CH-(C=0)-R® £ B . CH-CH,(SO,)-R’ & B . CH-CH,(SO,)-NR''R'* 3 | .
CH-(C=0)-NR'R'™ B, # B Y &K% CHALRA,

0O

Y

(1)

AF R BEABANZRIGEX, YFZ, 4o L LHT R, W mAeAndE(Y-2),
FE Y KA CH, A H. CR'R"” £ H . CH-(C=0)-R'® £ H . CH-(SO,)-R"
# H. CH-(SO,)-NR™R'™ & B & CH-(C=0)-NR'R'™ } H .

22. —HHMALEY, CEE Y —AMARARR 1-17 T ahE X (1)
69 A IR Sttt odh . PP iR AL 1E ik vA — A SEAR AR89 T X
B, R ASTBRF AR R AR 3T B R AR, MR T XA A, R
AR R to 304 B0 B AY AR R MR (A e 3 B 7 A ARk o/ 2R A 2T i 53

26
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MR ), REAE G E, REAR A EF YGRS T XALE; K
F e gL,

23, AR A K 1-17 89— R K % M eyl (DLW EF S H4
¥ R IE,

24. ARFEARAZRK 1-17 8§ —A K MG E X(DILSW e A4 &5
Ve AR, PR MA T BT RG o SARMNF4 KRR B

25. RAER 22 9, HBAELETHE o LARNF0 %R
TE R BT R KRR,

26. BAER 22 A&, LBIELETAE o TARNFHRRF R
EAEE, BEaE, him, RHE, XTX, ok, SELT,
T, FA. W AERE NG, AR, ST HER, PSR
J, STEIETFE . KA. BT T AN GG DIl F YR R,
RENVIZFH R, Sefn T R, BR, TR, B, &5 R IR,
LERIPAR. BRI RIE, KEROT LEER.

27. BAVER 22 9 ik, HHFEAETAHE o TARANF &R FRBF
ERE VTR AR HHZBKERE., LEMERE. hBIEEES
FE. SEEOME. HiE0E. RAESEAE. SEEBEAE. f5
EOE. HH G BB DE. HAMSH W EIBREoE. B4AM S
= BRBS A/ R PSR SR

28. AA|EK 22 A&, HBFAETIE o LARNFHRRRR
iRﬁSUT%&%'ﬁﬁ %ﬁﬁ MR KR R A R R

MBI e R B B R R AR

29ﬁ%ﬁﬁ%kln%*ﬁxgﬁ% XMLt b 383 1
Loy Az,

27
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IR VY SR AW

B AR

AL BT o RAEA HEFF ALY, BEAERT T A—
o SR IR VY SR AT A A, A B R AL A ik, BTN B, W
BEA 2276 77 A Bl R T8 77 FT R KBBR8 A g,

K ORHF

BT 7R B K R(AD)R —Fr A7 . RETE e b ee & 7g, HLih
E4n ey R B RiE77 7 k. HAMGEREHEDILE L. T4, Bt
AP ARKE ., REORBABETHELEE., MAXERKH BT
R, R AR R T X,

1R IE £ B 1 B3 80 L 42 (AHAF), #it 450 H e £ B AGAA EH M
RFRIK Am5F B5) 2050 5, KETMmE 13205, AHE—ARE,
TIAF A Hn, B REBRKB L RELLIE I, B RFBRK R
EERBHNE HERER., AALITEITESHRA 1800 5 AEBA M R X
BB K. TR 2025 FRXANRF K IUFmAEE R 3400 7 A

ZEB B RELERAAKERTNEEL, &FRIEF
AD #3 Irik.

o TAREAZ Y AAEA, SNV A8 X 2k 3G FE M e 5K
HAEM B MR ATIRA] . SKF 10047 2 o-1 428 LA B R FEFa Ay,
FH B3 6-2 428 A ME R FA N, ROk BT AT 1A EA 4840869
EFAe ), BROUHMAEPEIAZ A BRME o Btk —, 12K RM% o Bk
1R ARFl, TR o L ENFH B YT CIE LRI BRI, A
235 R AL AP ZARAP . AT A FeiA S 6998 3 (Quirion, R A, Trends
Pharmacol. Sci., 1992, 13:85-86), X Z AR LR T 0 &1L 5 ()
AAETHF AR FIRAAM . L2 LREGERFN o-BLIRH WFN A
¥AY 4 # % (Hanner, M % A, Proc. Natl. Acad. Sci., 1996, 93:8072-8077).
A CNS. 2 ARA G ZEY o RIKNGFERPALTRAEAX ZAN R4
K iEED.

H i, 5 o ARG A HAE AT X & TIRGSY A TG F/R04
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TE o TRKIELN KA.

BT €42 K I o1 ZART H3 BT AR K B K R 8 47 A3 (Uchida
% A, Am J Geriatr Psychiatry 2005; 13:1062-1066).

Blt, AKBAE B 4R RBE T FREE RSO,
Bl My, XEFEMRSFIESIAY o TR, B E o1 TR,

il iR —AY T @ 4 h 4938 X (D)) ARAIR T St sb it ot . 5
PRI AR R 6 B BAR L 69 s A A M b 7 ik A B T B 4.

B b, AR —7 @ BAE X ()6 AR IR ot B o4

)

£ F

R'REAARTF; HERIE. X Titofe. FLE V2 RKH
ME Wik ik, toFe R Riode. ERE VLK, AR EV SR —ANLRTF
AR TFHTEAARD, ETE-MERE VL K E-R S TR Z
Yb; RAERAMA-TORARE, ¥ AR AF/RI AL EE
HE VBB, RERAHE. R TR, ik 2 ) E KA k-
FAAR, AFFAEATE S —AMERE VKRG L-N B MK A
Gl ZAERAHE. R RN, FiRE D B BRI -SRI E R
B, EF&IRARAELEE S A2V E KRG E-R S IR EEL,
fEik 2 # B KT AALHA; (C=0)-R* 4 H; (C=0)-0R* 3 &;
(SO,)-R* £ Hl; (C=0)-NR’R™ A H;

A Y Fo Z 2R 4T R R b AR eh (Y=2) R4 Fe 40 (Y-2);

4o B Y A2 Z #(Y=Z), M Y K% CHH Z K% C-R®. C-CHRR™.
C-(C=0)-R® & Hl. C-CHy(SO,)-R’ LA . C-CH,y(SO,)-NR'R'" 2 @ %,
C-(C=0)-NR'R'™ 3 & ;

4o Y A2 Z R(Y-Z), M Y AR & CH,. C-R'RY™. CH-(C=0)-R'® %

29
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B . CH-(SO,)-R" A H. CH-(SO,)-NR"™R™ 3 H &% CH-(C=0)-NR'*R'®
A B, B 7 &K% CH-R®.CH-CHR'R"*. CH-(C=0)-R® & B} . CH-CH,(SO,)-R’
A B . CH-CHy(SO,)-NR'R'™ % H] & CH-(C=0)-NR'R'™ 4 H;

RE R R ROKRAART;, AHRLE. Wl Rib0f. £k
N EFXRé’JHSHﬁﬁ;‘é%EI; toFfa R T Fe, ER 2V E- AR, ER-E
VAH AT ARBRTORERR, T 5 — A MEk E 0 £,
28] ﬁi—ixé f/T\ RUuEA; RS- FTRAER, LPRALAL/
RFEEAE L RIFAE VR K XEREE. WFoR R0 F. TR E )
F BRI A-FALE, AFFEALAATE S —MER ZE DV E-BR4
¥ REWIRE L FHRAE. Wl T Medfe, A 2V E K
AR, AP EAFTELRAFEREF—NEVERKAOEL-RZ
AR 245 6

R>F2 R* AR XTFE, REAERT;, HER M. BFRXTi0h.
frik 2V H B RE 2 R el RMefe. (iR 20 £ K. 1F
EE VAR —ANERTVARBRTFHTRELR, BT ANFLE ) #
ARG R - R SRR G A, AER AL R ARA, H ‘1’}9@}‘&%
AA/ AL B ERE VLB, LR EHE. PR ot 1
ﬁé%ﬁﬁﬁ%%gﬁﬁ£@,%*%EEEW%%*¢&@£&$_
BARGE-REARALGES; XEXAH. ol Tof. FRZE V%
ﬁ&%mﬂfﬁﬂﬂa Hofp R EARAERE F A2V IR
R 5 IR ARG A

R%ﬂﬂﬂ@ﬁXE,&i%&%;ﬁﬁii%\%%ﬁx%%\
fEh EVE RRGIEIARAR; LERAE. PR Ti0f. F1E D
# BRKRMHIRERL; MR RieH. FREVE RK, FREV AR —
MNERTHRATRTOFRARLR, ATEH-AMELE DV E K E-
SRR A, AN AR TEAAR, PR LA f/RIRE
AARAELREVE K, ZHBRAHE. BRI, FEE ) 2R
R A-FARRE, AP FEAEBTE S —MEik 20 LA -5,
ZIMRAGA, XHERAH. Wfd TMofe. FikE )V £ BRK 65K
ZTAAE, EFLFALARERE S —AE VL BTREE-K L TR
P e

R:. R’. RV, R"™. RP. REFRVREAEZRTF; AR I, 1ok
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R A AER F Y F BB IR AR R A L4 A Wfe R R,
fEik 2V $- BRI AL AR T e, HREVERK, R ZE
VR —ANRRTAEARRFHIARA, LT H —AMER 2V F- IR
WM .3 2 HIRA LGS AR AMRE-TEEALR, L ¥RAL R/
R E A AFRE S E B, R AL, Ofe R T fof. FhE D
¥ BRI A-FAER, AP FAARATE R —AMELRE ) LB
B N STARA LGS, RERAE. R Rk, £ E VR K
A ATALR, AP AHRAARTRE S ANAEVERKRGE-R S
NN R

RUFRPHEARTE, REART; AHRIE. 10X T0F,
ik 2V - BRI AL, RERALE. o RMofe, FLE )
B R EL: MR R afe, FiAEV R IR, ERESESH—
M BRFEARBTHRELR, ETEHE-AMELE ) LK) L3
SRR A, XERAEKEFRALR, L PREADR/RINR
EAAERE VL RKR, LBRAE. BRI F. FLEVEIR
R A-FEAW, AV FALRATE H —MER 2V -GG L -2
ARG L;, AHRAE. BRI TP, Fh 2D E- Rk
RTEARAR, EYRFRALARAERE F—AE VY E RKGE-R S IR
R A

R F= RPARR X AE, REAETF;, AR . ofF R iedf.,
fEik BV 2 BRI AL, XERAE. WX bk, F4 23 )
# BRI ENL; MR Riek, FREVEIRK, FEEVAH —
MNEBRTHEARBTFTHOTFELR, L TEH-MMERE ) F AR -
BIHARAEGES;, ABRAE&RAFRALR, £ RALBAR/RIIE
EAPMERE VR TR, XKL, WA TR, 15V 2 IR
R - AAR, EFFAERTE S —AMMER £ ) -GG LK
LIARE A, XHERELE. AR Riof. FERE V2 BRK L
o EAR, EPLEHALATERE G AV R BRKGE-K S K
2454 -(SOy)-RP-Z B S -NRYRP- A H;

RBA R™®AFAXTE, KREASZRTF; AR LE. X R 05.
fER 2V BRGNSk Al AMRAK. Wi ok, F41E)
¥ EARGIEEL: BAR A, FLE VR IR, TR E VAR —
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MNERFHEARBRTHIRELAAD, X TEH-MELE D) F-RARGE-K
2R EEA;, RERAERLA AL R, LFREAKEAR/RINR
AAAFRE Y BK; TR WX Ti0R. FRE)FE IR
RS AR, AP FEARTE H —MEiL 2 2-BRARG -
SRR A G A, LHRAE. AR ede, 1FiE E D F-BR e b -
AL R, EPLIMELRTERE F ALV F KRG E-RZ LK
U548,

FEE VA — A AR F M ARG T X, Ak vA st Bl 7 A9 4R 2 3E 23 Bk 5344
K, SNE#RBEGT R, REUEFTRACEY E V AAZARKFMIR (44
3T B B M AR Fr/ R AE ST B AR ), AN 69 2, R IEARE 65 IEFI AL
M 8y R 89 T K.

BEETLFP, R EAATH—A SARTAZH, NAZ#LL
:

r SGP 3

e 4R Y F2 Z RA(CH=CH), W R' "AEF A,

« R Y Fo Z KK

5’%

) R} RR2-(C=0)-0-RTAEA K 1-2-F AL KAL) Lix-2-7-2- 4
A H;

ot /3K,

« 40 Y F2 Z RAE(CH-CH,), W R' "R EK AR T; AR A,
tofa RAt0 A0 B8 e A H) IR, RIOREG T AR, IR
KRG Hh, ZEAAERE —ANABRG RIEFRIFAIK R %A -(C=0)-0-F %
A H;

2 XA 6 BTAR G 4 64 AT M AR E R L A GTEEZ A, R
BRARGEYAELR A ELFEA, FELOEAREERARILA K
KAt A Y, X EITA M T AAURBEAAR AR H 8249,
FERESTFFHELEYERAD, QFRRRTUATRELANSGHITE
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dp. BsE . RAEBASR. BRERREER. £ BHE. e E. RAFTERE
K ABLRR K, APT R 4ot B & O 4 b e AR AL TR B W 04 o ok
&4 5 )3t F RARBRILARA R £ %Y, F B9 f£ #) 40 Krogsgaard-Larsen
% A, "Textbook of Drug design and Discovery" Taylor & Francis (April
2002)F X ..

AR % SMALBA, RKAMLEYIE E AR E—NREANREE
T EBTHGLE LT GO, Blde, BT EEARMER, KKK
Be-fk MC-g oK UN-E Eeh AR, B REMLEHE
REAANTEA.

RBHEF T LR IEREPNASYZ o TAREIFR 6985 BAR
G MR, R R LB P AT 6 R (DMe =T AR EEH o
ARG A AR, ) dodk B B 69 AT B, BT A TAEM S
o ZRAR K G HIEAEA

RGBT IR A R T AR R AR 6 E AL AT X, B
BARBTHARAFTELHOARSE FHE T (BB T RN B T)B R
ERBRY, EXE, LHEBATHIOAYDELTC S TFTRETHLLY,
R R BEBEFAEERILSNEEY.

REARETEZOR " ERLA ETXFRFEME, ZH4R
ER TR AR BT AEF/ RSB T, & A 2T
ZR(BHWN A A TRALFH-LARR - FHS T3l 26 5H),

XA WLTEZONETASMBE FRBH R, FFEERLAET
F, WILMEA RTE Y A RE A PTAER 6948w A (R TAR)
BRAEARBEFEEY—A, KEARGHANIEETFHE-LELZA
FAEA/RHI Y L. BE itk R 4F R RE, FF TR
2 NH, 2, ZHRHZCE)-R(Z)M. (B)-(=)8F. 54,

R A EFTELGHELTAEMNBEFREBEH R, FELERKA E
TXPWREMBAETE S —ARLAEA GBI T, Hlhe
AREMAMEFEES - AARRZHNE FOLE-LELLIATAX
Fo/HRI M L, EXE, ERKA LTI PHAEMA, 54 WA
T BRI A 8 B, AR LAF R E ALY B & B 09 AU HUBR
G- AAEZRTFAL/ KRB L, AEA T GFIREIRG L6 E 62
TiABRGG . HER. SURER. ABR. TAIM. VB, LB, HE. 3£
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B, ERBK. BLB. AR, TL8R. LRIATRRA.

AL A 7T VA R dh T K A A i B 69406~ RAE A A
A, FEEEEREN X CHERLAGTEN ., B 7 EE T
R AR T Nt A EANY A B FTEZLQERNYS., KA
89 KB R A " B AR IR fF A BT AL E RS T X, L
AW BT RN RS LSS A TETRABRMERN ) E,
KA Qs R A FeBE L 4] 4o F BRI,

RE R ARIE UL R TIHRRIKIRE B A — NI RIFK A &3,
7 AR5 "H 3R 44 (annulated)" 2% " AR 49 (annelated )" €A RATIR AR A
RPe MK E R,

AE R RIB IR "R O A, REFRFHERIATIRA 4
FRAR, BEERKRLRRKALSHELRE Y —ALBRTFHEHIRETFFEL
fEik BV R, TR IRAR R AR C AR IRIAR & 5 2R K H) L AR
A. #FAAA. KEALRDFES.

MERE N —ANERFEARRT RS RRTEAFRE T
—ANERTEATRRTREANRRETHEATLRRT.

"Lk E O E R SUA AT AT RA S B — A~ 4e Cl. F
IR, RAEFEEF —ANERT —AEB 4 Cl. FFHABAR, KA
Frid o $ANEF —AE 40 Cl. F F BT BAR( 2 X)),

"Rk F K B AR A A AT A RA G B — A4 Cl. F
TR, RERLF —ANEEH —ANE64 Cl. FFHBRK, RE
Bk 3 % N2 A — A 44 Cl. F FAARAR(Z BRK).

ik AR S AR BT R R R AR — AN Bl4e ClL F F AT
R REAREF —ANEAEH —AEF 2 Cl. FFHRN, XAeTEL
¥ 2 AR B — A 40 Cl. F F AR (Z BAK).

o KL BB R, A AL e E et . Tofe R 5 A IR
Wa, BHREEHIERE Y —NRBRTFHEARRTFELERLE V£
B, BRARARR AT RFE M. R /RERINK
% .

Jo KK B BTRSL, IR @A EMIe A Do 55 £ 4R
KR, ARARRESERRIFALEHES —ANRRTHEAKLR
T XA MRKGEETAH N, SKO.
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do R E AP A, MERhakk/ kA EiR e R ZBAR, FETUAZX
R AL, AR, AR AL, Rieffskild ads
Wk Fob . do KZ R PTE X, tofmfig kAl adElnik, Rikeg Rk
BARS Pk e ds e R F P, A, THA(THR). Tk, AA.
ERE. FRA HRLQ-AHL). 1-ARA. FRTE, TEA, ET
B, BTA. TR, RTE, THA., THE, -FEAE 2-F31
. LI-—FA A, &RA. EB&RE. LI-ZFRERAE 12-Z2FKEA
A, 22-—FHEA. A -FAEKE. ERA. EFA. EXKA
TR, RARAMRL GGk BRA R Croln AR H . A Lt
Cie B8 E £ H. F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,.
£&X. (C=O0)R'. SR'. SOR'. SO,R". NHR'. NRR", ¥ &RAKIL#Y
R'feiEi R"IR 23R R A4 R 4 Cre- o LA .

o K Z AT IR B, A RAeF G eI RA. BT AR AR X4
F BAE AR IRAX,.

EXEAAY, C-mEKE CI-R C2J4, Cus-siARK Cl-.
C2-3% C3-k, Cia-miEREk Cl-. C2-. C3-3x C4-4uk, Crs-tnikiaX
% Cl-. C2-. C3-. C4-3% C5-%dk, Cre-iif& Cl-. C2-. C3-. C4-.
C5-3% Co- 3, Cir-mitaR % Cl-. C2-. C3-. C4-. C5-. C6-3 C7-%
A, Cie-tmEARE Cl-. C2-. C3-. C4-. C5-. C6-. C7-3x C8-ktik,
Crio-¥a &R % Cl1-. C2-. C3-. C4-. C5-. C6-. C7-. C8-. C9-2 C10-
WA S H Cs-tn XK & Cl-. C2-. C3-. C4-. C5-. C6-. C7-. C8-.
C9-. C10-. Cl1-. ClI2-. C13-. Cl4-. C15-. Cl16-. C17-3 C18-#t3k.
Fridm Ak 2 WA, A mE. PRCE., T 1-FAARL. 2-
WHEHE., LI-—FHAGE. RE. LI-—FEFL. 12-2F4ARA
22-ZF A KL TE-F IR RA . R RAKEML R CHF,. CF; 3 CH,OH

AR5 (CHy)s.6 AL % 3L H F 7 -CHp-CH,-CH,-+  -CH,-CH,-CH,-CH,-+
-CH,-CH,-CH,-CH,-CH,-#»-CH,-CH,-CH,-CH,-CH,-CH,-; (CH,);.4 L 4% 3%
fi# h & % -CH,-. -CH,-CH,-. -CH,-CH,-CH,-#= -CH,-CH,-CH,-CH,-;
(CHa)ss /2 #% 32 % 4 & 7% -CH,-CH,-CHy-CH,- ## -CH,-CH,-CH,-CH,-CH,

Yo R K B TR, R AE R ) R T e fefo e A (12 R 2 5 & 49)
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N, ETOAMERAAPRNK, EXEPRNK, AXEEREAT, 4o Cu-3F0%
AR E Ci- Co-3Rip k. Cis- SR AR E Ci-v Cu-R Cs-Fln . %
FRmik, RELOfEhFNEL, P E) —ANRETTHIELESRR
F#ik S. N. P& OBK, Ao, REFXBRLAREFHEKRE, KF L
HEBFHERS Ti0F, ik A IR A4 B M )2 N RIE IR
. B, G- EARE Ci-R Ce-3htn ik, Cis-FRlAARE Ci-v Cy-
R Cs-FRIR I, Cre-FRIRiEAEK Ci-v Cy-. Cs-3 Co-I 2L, Gyt
K& Ci-v Cy-v Cs-v Co-R Cr-33 K, Crp-FIIEARE Ci-v Cy-v Cs-n
Ce-+ Cr-R Cs-IRIE 2, Cyus-FRtn AR E Cu-3k Cs-IRdn L, Cuge-FRbr i
& Cy-v Cs-R Co-FRIx i, Cig-IRtii AR A& Ci-v Cs-v Co-3 Cr-3Rdn K,
Cso- SRR AR K Cs-R Co-FRt 2k B Cs-3n iR & Cs-v Ce-R Cr-3Ri%
-

F A EHR A O RRTIRAL. 22FERAL. RALT
ALOIRTAEL R, FRARAETR. RO, KER, RFR. TELA.
BT . 2Rk, mbefok, wheB )T ER . whedok. sbedorER. AR
dhEF . R, CERLES. WA, KA. HRAAK. ZHARA
Y. WAk . ALK, AR, BRI, Rer . B
AR, AR T . WAL R (thiolane) . thiane. SE-&JT. Wk,
TR % 2 Gk

do AR BA BT R SL, SRR AT AR 5 ik B T 5 e IR - B IR
R Crad AR, A4R T4 Cl Ak A, F. Cl. 1. Br. CF;.
CH,F. CHF,. CN. OH. SH. NH,. &/&. (C=O)R'. SR'. SOR'. SO;R'.
NHR'. NRR", 3 ¥ &AL RFAEi4 R 5 3 AKX A 4R Z4HE Co-
IR .

do KRR OAF HTiEd, FHRBEABRARTFTEASHES —ANFERL®
B A% A 89 — AR P A R TR &, Xk PR ST AR 5 3
it g T BRAREE-RZ IR Cra AR HEaESR I Cla Ak
AR, FEEVEBRKGEILRLHA. F. Cl. 1. Br. CF;. CHyF. CHF,.
CN. OH. SH. NH,. &4. (C=O)R'. SR'. SOR'. SO;R'. N(C=0)-OR'.
NHR'. NR'R", 3 & BUR 3 49 R AL R"IR S HoAX R LA 4% Croe-
SR A, e BEH BN, ARk eg 3 e ) e e R T RO
. KR A (fluoranthenyl). % 4. w9 A5 3 (tetralinyl) R #p it Ak &K,
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A, ERERTAREE-R S BRK.

o REABT AL, HA-FAOSHAMR LM, TLE)E-BRAMK
Hak, 443 do EA TR L6 F AR e AP R R T ALH,
B b AT R R AR RARIBAK . R A A - A A R AR R R
F. Cl. Br. I. NH,. SH. OH. SO,. CF;. 4. &4. 4. R ¥&t
. oREA. XA FH. -SONH,. Cightifo/k Cre-maik.

REHRAREBARTREINRE, LEAE Y —AFER, AT
HEE—ARENLHR. B/ RAGERTF, A TR T Mk
B F 7 a9 B L - B AR Crg bk ). ARk U4k Cre AL
B . F. Cl. L. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. &/X.. (C=O)R'.
SR'. SOR'. SO;R'. NHR'. NRR", #+ &BAKIA# RF1EiL R"IE I3
RE BN T Clo A B ikt e 2 0 24 @312 RIRFekvd,
Fifekrh, Eoyr. FIPeEw. wbek, wbug. ®uw. vk, bk, Bk,
Fobok, BkA. RH-12,5-F vk RIFeEek, vk, K=, R
ZER R AL T Rk, efe foekok,

o RZ AT AT AL, A-FAERA-ETNOA S AERL
e, ERE Y ERREE, L5634 Bk AT Ly 5 R (R K)
KA.

*FARELAHBX(IMESY, Y Fo Z TTH i F BT 7 6 e fe g
(Y=2)FortoAn4E(Y-Z).

Ri—N A Ry——N 4
1 // 1 /
Y Y

(Y=2) (Y-2)
KRR BRAR 2 8 KA 7 A e B IR S8 X (D)L e 4,
HoF

R' REEARTF; A#RIE. oA FTiof. FiLE ) 23R
A& Wk dk; dafe R R0 fn, ERE D E- K. FRE VSR —ANRRT
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AR FHFRALAR, ETEH ML E VLR E-R S KA
Y A HERAMEKRA-FRIARLR, E¥RALAR/RIORELRIE
HEVERK; XERAM. R oA, FiRE D E BRK -
FAAR, AFPFEAAATE S ML E V2R LK TA A
Yo, HAERBAE. MR T, FRE SR BRI A SIA R
B, AP AR AEXAERE R —ANEV L2 BRGL-RNZINRELES,

FRZE2 Y ERRG KT EER; (C=0)-R* £H; (C=0)-0R’ & H;

(SO,)-R* 3. H; (C=0)-NR’R™ H;

H ¥ Y F= 7 Z 8] 6942 & R F 49 (Y=2),

Y 4% CH B Z &% C-R®. C-CHR'R™. C-(C=0)-R*® £ 7.
C-CH,(SO,)-R® £ B . C-CH,(SO;)-NR'"R'* £ B 3% C-(C=0)-NR'R'** 3%
Hl;

R%. R} R* R°. R®™ RO R’. R™. R®% R’. R R A 4w |
F S S SIS

BERIY, 4R AT 4N ZAAE YR

SR, R ZKREACHAR, N

R' "R AFEAA.

AE B B —Ahik 5 E R e b SR el X (a4,

£

R' REERT;, AHERELE. MR Aol TERE DV E KLY
MER kL, M R fodfe . AZR 2V 2R, HERE VSR —ANRET
AR RTHTALR, BATE5 - NMERE Y £ BRRGE-R LK E
Ya AR AMKA-IRARR, £ ¥RAAE/ RN AT
HEVE K, LERAKE. RO, ERE ) F B e b
FERAR, AFPFHAAATE S —MERE VLR L-RE MK A
Wb R AER A, MR Tk, FEE D BRI E R
B, AP AAAMEARE S —ANEVE R E-R L TR ELEGL,
FLE Y BARH ZRKFAAR; (C=0)-R* £H; (C=0)-0R’ A H;
(SO,)-R* £ H; (C=0)-NR’R* % H;

HF Y Fo 7 208 6942 2 4e A 09 (Y-2);

Y &% CH,. C-R'R'’. CH-(C=0)-R'® 2 H. CH-(SO,)-R" & H.
CH-(SO,)-NR'"®R"™* £ F] &% CH-(C=0)-NR"™R'™ & B, H 7Z K% CH-R®.
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CH-CHR'R™ . CH-(C=0)-R® # H . CH-CHySO,)-R’® # H .
CH-CH,(SO,)-NR'°R'% 3 ] & CH-(C=0)-NR''R'* 2 H;

R%. R} R* R, R*™. R®. R’. R™®. R R’. R, R', R!. R!2,
RB. RY¥, RP. R RV, R R B 40 k7 L84 L.

BEARIF, WmREA—A 3NRIH AT FF R EH R KL
#):

2,

4R Y F2 Z KA

5

R' TR Z-(C=0)-0- T A A AR 1-(2-F &I FKRL) L Ig-2-57-2-
HAA,

I

4o R Y F2 Z KA(CH,-CHy), R'TREATART; XMRAH. 16
Fo R A4 F 0 N8 R B, SO HE,; RMefegFAAH,; k-
HAR; BRGFALA, ZFETEH AR TIefIRIK R 4554
A -(C=0)-0-F F Ak H.

ARE B B — Ak 3 F R e L AT L8 X (e,

£ ¥

R' REERT;, AHRIE. tofR Tiofe. Tk 2 ) F GR
JE Rk, fefe R0 A, (R E ) 2B ELRE S 2R —ANERT
WATRBRTFTHTALR, ETE MR E VT ERRGEL-KS INAKR
el RERAMKA-ITARR, EYIRAER A/ RIALRE
HEY BN AFREVERRORA-FALR, LA FPFARARTS
F—ANELREVEBRRGE-RE IR AE LGS, LR AH. HfR R
bofe, L E SV FRRGRA-LTALR, EPLHRALATERE
"/l\i/%é» PR R SRR YGEA, AR EVERRG KPR A
; (C=0)-R*#H; (C=0)-OR’ 4 H; (soz)-R“;_%ﬁl, (C=0)-NR’R™ %
EJ;
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£ F Y Fo Z Z 9 69422 R F 09 (Y=2),

Y &% 4% CH H Z &% C-R®. C-CHR'R™. C-(C=0)-R® # H .
C-CHy(SO,)-R? & Hl . C-CH,(SO,)-NR'R'™ & H & C-(C=0)-NR'"R'* #%
A ;

R%. R, R* R°. R® R’. R R:. R ROFR'EAf 4 LT
SUEg A

RC RAR B4R L. AR Riofe. 1EiL 2V B B8 By sk &
H; oo R T ofe. R EVEBRK. FELE VAR —ANRRTHESHK
BFHHRARA, £TE5—AMERE YV L BRRGE-RZ MR E EHS;
FHEREERA-FRALRD, EFREAA ARSI EALDELE Y
B, AERAE. R Rief. (FRE VBRI AT
B, £ P2 ALARTES —ANMEREV L RRE-R L KRR LEL,
FAHRAH. R T eA. FRE VR RG-S ARLR, £
FRAAAAMFERE S ALV EBRRGE-RE IIREREHSE.

REERH FH — APk F 37 £ R 4w b XA L ahid (D) e-4

£ ¥

R' REAER T, A#HR L. BFATof. FiLE VL3R
Fe Rk, o Riohe. R E V£ B, FREVSH —ANRET
AR FHOTRELR, ETEHE-NMERE SV E BRARE-K L KA
Yo EHRAMRA-RAAR, LA AM/ XA LAE
HwE VB, XERAE. MafR et iR E ) £ BUR e kT -
FEAW, AFYFEAABRTE S —ANEREVE FRGEL-R L TIKE
Yad, XAERAHE. WBFRAI0Fe, (FiR E ) BRI -RIRA L
A, £FAFARAELE S —AZVL-BRGE-RSHNEKREES;
fFiE 2V - BARG KT EAR; (C=0)-R* £H; (C=0)-0R’ A H;
(SO,)-R* £ H; (C=0)-NR’R™ A H;

LY Fo Z Z 08 842 = A0 A9 (Y-2);

Y 4% CH,. C-R"R'. CH-(C=0)-R'® 2 H. CH-(SO,)-R" #H.
CH-(SO,)-NR "R '™ 3 B & CH-(C=0)-NR'"™R'™ 3% &, H Z X% CH-R®.
CH-CHR'R™ . CH-(C=0)-R® # H . CH-CHySO,)-R’ #* H .
CH-CH,(SO,)-NR'R'* 3 B & CH-(C=0)-NR''R'** 3 H);

R%. R:. RY. R, R™. R’. R R®. R’. R, R!%, R''. R,
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RE. R™, RP. R RY. RB A= R™ A 4o b 7 L4 X;

Iﬁﬁﬁﬁ%ii%\%%iﬁ%%\ﬁﬁéﬁﬁﬁﬁﬁﬁﬁﬁ%
H; tafe Rk Riofe. R EVERNK, ELRE VAR —MNEETEH R
@%%%ﬁgm,%ﬁﬁ*Aﬁﬁiwﬁmﬁﬁﬁidﬁﬁé%a,
R AERAINEAAR, AP RAAAF/ IR ELEAMIERE D
¥R, RHARAE. MR AR, R E S RRRA-FEL
A, By ZEEARATES —AMELEVERRG LKL HIRRLES,
FHRAE. WA TR, FRE VS RRORA-ZIRALR, £
PRATRAADELRE H —ANEVEBRRE-R L TIKRRES.

R A REPABARIE, REERT; AR . Bl Tief,
fEk E Yy B BRR G EA R, AERELE. WX T ef, TR E )
¥ BRI EL; MR R R0 R. AR E VIR, FEEVAH —
MNERFEARBRTFHTRARR, L TE5-AELE ) E B L
REFIKRAGLS, FREVE BRRGFELA, ETE5ALEE V£ IR
M’:’ﬁ REIATIRA S, FrE S E-BRGRFELA, LTHE

VR -SRI R A, TR A%. Wt R et
43’:1@.1—_& BOEAR A A-RIA AR, AP AR AAAERE R
EVE R LSRRGS, -(SO)RP-E; - NRURV-E; %
#H2 R" = RERR AR EAFERF FRIHREART.

KK A B — Ak T3 7 2 4 £ I 2 X o8 X (DML &-4

H A

RIREASRE T, A4ERIME ClmALAR, T FRE KB A
T ik A TR, Cry ik A, 4R 4k Cea Atk
. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'.
SR'. SOR'. SO;R'. NHR'. NRR", ¥ &I K49 R'F=1Eik R"I% 5 4
RE LR L4 ClLe-m A AR, ofe R Mof AL R, HIEkik—
NRE ARk A AT IR Cry b 2 A H . A aE S 4% Cr
WAL A, F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,.
(C=0)R'. SR'. SOR'. SO;R'. NHR'. NRR", # ¥ ZIK It RA=1Eik
Rk Z KA AR XM C oA A, SFEALTEHE -/ MERE V&
BAR K A dh 2 vk B VA TR 69 -3 8 SRR R 456 Crydn ik
H. AR x4 Cle B AR, F. Cl. I. Br. CF;. CH,F. CHF,.
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CN. OH. SH. NH,. (C=O)R'. SR'. SOR'. SO,R'. NHR'. NRR", #
T ARG RA(Eid R'IRZHARER AR X4 Ce-n iR, FX
HEH, LT EEE—A RS ATk foh THBREBRK: Cukik
AR, AEERIHE CshEBALH, N-(C=0)O-RTAAH, £i& F.
Cl. I. Br & CF;-BAX 4% 4, F, Cl, I, Br, CF;, CH,F, CHF,, CN,
OH, SH, NH,, (C=O)R', SR', SOR', SO,R', NHR', NRR", #£F &
AR RiAfefEsk RUR IR R AR T4 Cle- A, JFRALT
B —/Arik B0 BR GG A IR bt B L TR R 69 - % IRIRA
BUgA: Cul kA H. #R24 CwaHEEH. F. Cl. 1. Br. CF;.
CH,F. CHF,. CN. OH. SH. NH;,. (C=O)R'. SR'. SOR'. SO;R'. NHR'.
NRR", & &3 AL 4 RA1EE R IR 2R R AR L4 Conit it
A; #FAAH, TAERB—ARE A LR A LT SRR
Cig B AAR . AatR T4 CeaAAHE. F. Cl. 1. Br. CF;. CHyF.
CHF,. CN. OH. SH. NH,. (C=O)R'. SR'. SOR'. SO,R'. NHR'. NRR",
Hd B BR A RAFiE R I AR AR T4 CloldAAl, &£
T —ANMERE VR BRRGESA IR L G TR F-K Z IRIR
REG A ClumARrR. AERIE CmaLdEA. F. Cl. 1. Br.
CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'. SOR'. SO,R'.
NHR'. NRR", £ ¥ &AL R'AIEE RIS T 3R K 48R 4 Coe-
WARR,;, I A#SRA-RALR, AV RAAARALAR/RK
Yk B AR AR — AR S AR Mk L T BRI Cg e
. A4R T4 Cle w8 L ER. F. Cl. I. Br. CF;. CH,F. CHF,.
CN. OH. SH. NH;. (C=O)R'. SR'. SOR'. SO,R'. NHR'. NRR", i
F ARG RFefEit R"IR 5 3R A48 8 Cre-to AR, Sik-
FHAER, £V Fo/R 5 AIERE—ARE A IR L3k f 2
T BRAREIRAK: CluAiR. A#R 4 CmaALRA. F. Cl.
I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'. SOR'.
SO,R'. NHR'. NRR", ¥ &EX k69 RF1EiE R"IE 5 34X R A4 K
X4k Cre-i AR, FEAFTFEARAATE H —AMERE DV F- AR
P REZIARMIRE G L, THERAME. o Mefed k-3 E, &
b Ak Ak B Ao/ R A SRR B AR — AR B A 3k B 0L B IR
R Cruatm A, A#RTL4 CmaARLERA. F. Cl. I. Br. CF;.
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CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'. SOR'. SO,R'. NHR'.
NR'R", £ &KL 8 RFfEE R S R R A R 4 Cletn i
B, AL P T ERE SN2V EIRREFE-K B AR ER S
fFR Y E R KT EEHE,; (C=0)-R* A H; (C=0)-0R’ A H;
(SO,)-R* £ B; (C=0)-NR’R™ 3 H;

H Y e 7 Z W R 0T 6 (Y=2),

Y X% CH H Z % C-R°. C-CHR'R®. C-(C=0)-R® # H.
C-CH,(SO,)-R? £ B . C-CHy(SO,)-NR'R'* & B 3 C-(C=0)-NR'"R'*
Al ;

R%. R R* R R®™ R’. R™ R:% R°. RUBREAEHA b2
SLeg 43

R® BA 4o b X2 L8943,

AL H — Ak F e R AR e b BT R SR X (IMLEa4

£ F

R'RA BRI ClLoln i, AR —ARZEAMEIHL]
AT BAREIAA: Cilulazhi . AR 4 Clsmat L. F. Cl.
I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,;. (C=O)R'. SR'. SOR'.
SO,R'. NHR'. NR'R", H ¥ &BAX L4 R'AfEid R"Ik R & 45K
T4k CrLem A AR AR T b n ki H, kg —A-3R % A gk
Sk AL T HIRARAIR: Clult il AMR L4 C Akt
. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'.
SR'. SOR'. SO,R'. NHR'. NR'R", H ¥ &K A RFnfEit Rk
REALHR I ClenAAH, FEATE-MMEREVE KA
Ak Mk BA FTERARLAGE R L HTAREGE L Cu bt m., 4
RE 4k CronBAXEHA. F. Cl. 1. Br. CF;. CHF. CHF,. CN. OH.
SH. NH,. (C=O)R'. SR'. SOR'. SO,R'. NHR'. NRR", # ¥ &K%t
4 RFnfEiE RS AR R A4 R T4t Cle-n Ak l; FALR, £
FER AR — AR B AR ik A TR IR Cry AR, A4t
RE 4k Crem AR, N-(C=0)O-RTH¥XHA, F&£ F. Cl. 1. Br X
CF-BRX# % %, F, Cl, 1, Br, CF;, CH,F, CHF,, CN, OH, SH,
NH,, (C=O)R', SR', SOR', SO;R', NHR', NR'R", ¥ &FAX A4 R
FofFik RS ZHAREREBR T4 Cl it AA, FRETE ATk
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EL# BARGESA IR A TERAGE-RZFIRKELES: Cry
WA AR BRI Cl AR, F. Cl. 1. Br. CF;. CH,F. CHF,.
CN. OH. SH. NH,. (C=O)R'. SR'. SOR'. SO,R'. NHR'. NRR", #
T AR RAITE RV TR A A4 R 34 Ce- i ANA, 45
HEAR, EAERBE—ARS ATt ol FERAREBRK: Cuy ik
EH. HERILHE Cl«mBEAR. F. Cl. I. Br. CF;. CH,F. CHF,.
CN. OH. SH. NH,. (C=O)R'. SR'. SOR'. SO,R'. NHR'. NRR", #
FABARKLY RffEL RUIR SRR AR Z 4 C -l A LR, H5T
B —/M1ik B0 # BUR GG AR S sk B A T BUR R 09 R IRIRK
RUgEA: Clualniid. A#Ri4 ClamBEARA. F. Cl. 1. Br.
CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'» SR'. SOR'. SO.R'.
NHR'. NRR", & ¥ & B A4 R'AFfEid R 2 AKX R AL 45 3k 4% Co-
AR, XX ASRA-TOREALR, L9 R RA K AR/
YA B AR AR — AR S AR Sk g TR IR Crg ek
. HaRL CewaARA. F. Cl. I. Br. CF;. CH,F. CHF,.
CN. OH. SH. NH,. (C=O)R'. SR'. SOR'. SO,R'. NHR'. NRR", #
T ZABAR ) RA EL R" M 5 KR B 48R 8 Cre- AR B, -
FHAAA, P A E e/ R SR B — AR % MR ik B A
TFEBRARERNK: Crat AR, A4 ComaALA. F. Cl.
I. Br. CFs;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'. SOR'.
SO,R'. NHR'. NR'R", # ¥ &FK 48y RFafEid R"IE 5 AR 4K
X4 Cre-mBAH, FEEFFAAATEH S —AMELE ) £-IK Y
¥ RS E LGS, AR, R Tiafee -2k, &
¥kt A B e/ R A IR E A AN R B AR Rk B A T A AR R R
R Crade i l. HEERE4H CedaAXA. F. Cl. 1. Br. CFs.
CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'. SOR'. SO,R'. NHR'.
NR'R", H 7 &I 49 R'A1Ek R"IE 7 b X R A4 R 4k Cre-o i
B, #BEFRHRAMAEE D ALV F IR LR B IRIRAR R %A
ik £ F ARG KT A KR, (C=0)-R* £ H; (C=0)-OR’ A H;
(SO,)-R* L H]; (C=0)-NR’R™ & H;

HF Y o Z 200 6942 2 oAty (Y-2),

Y &K & CR'R"™. CH-(C=0)-R'® % Hl . CH-(SO,)-R" # & .
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CH-(SO,)-NR¥R!® # H . CH-(C=0)-NR'*R'** # H B 7 4% CH-R°.
CH-CHR'R™ . CH-(C=0)-R®* # H . CH-CHySO,)-R’ 3 B .
CH-CH,(SO,)-NR!’R'% 3 ] % CH-(C=0)-NR''R'" 2 H;

R, RYM e RY2 A4 4o b 7 L4 X

R%. R*. R*. R’. R*®. R’. R, R R’. R'. R, RP, RM.
RP. R RY. R¥#= R BA 40 £ 2 L4943

RE B H — AL T F ER Ao E LA LB X (D,

£

R: R RPREARTF; AR T4 ClomiAAH, Lk —
AR B AWk B AT AR Cr it AR H . AR 4 Crs
wEEAH. F. Cl. 1. Br. CF;3. CH,F. CHF,. CN. OH. SH. NHy;
toFe R AT IR AR, RS — RS AR ik fh T a9
REBAK: Crue AR, AaER T4 Cle AL AH. F. Cl. 1. Br.
CF;. CH,F. CHF,. CN. OH. SH. NH,; F#&£H, HLifikik—/ K
EAM i AL FHBRARAIRK: Cuktilil. AR EE Cuki
f%EAH. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NHy;
ZeFRAAR, EAEERBE-ARE AT ML AT HBRARARNK: Cy
ALHE. AR I C mAIKER. F. Cl. 1. Br. CF;. CHF.
CHF,. CN. OH. SH. NHy; 4afek Rbaf et A- R AR, L+ m
AA A F/ R AR AR — AR E A0k Z st f 2L T e IRAR IR
R Crut A H., A4RE4 Cl w8k 3E A, F. Cl. I. Br. CF;.
CH,F. CHF,. CN. OH. SH. NH,; sti-rA A @, Lzt X Afa/
RFE A B ERR RS AR T Mk AT IR Cy Wik
AF. AR X4 C B ALR. F. Cl. 1. Br. CF;. CH,F. CHF,.
CN. OH. SH. NH,; X4 X AH%&. o Moo i-L3mE 4R,
A A Ao/ R L IR AT R AR — AR E AN L ik B AT e BRRE
BAR: Ciudt A4, AR X4 Cl At iA. F. Cl. I. Br. CFs.
CH,F. CHF,. CN. OH. SH. NH,.

AK R B — Ak KT R Jw E AT R S X (e,

£

RO A= R*ABRI R AR, REAARTF; AR CmiAR, &
FERAR— AR S AR Tk A T oA Ciy AR, A4
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RE4E Cre B AL A. F. Cl. 1. Br. CF;. CHF. CHF,. CN. OH.
SH. NH,; tafeR Riefe e R AR R, HERM—A R 2 Mk 2 ik
B VAT e BRI Cradt A H . et &4k Clo B A H. F.
Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; FAALHR, #HiF
AR — AR S NI Mk B oA TR EBAR: Cig AR H . 4R
4 Cle 8 A AR, F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH.
SH. NH,; ZFHEAH, HAHE—ARZ AMNIRZ ML f A T BRI
BAR: Cratpib A, AR T4 Cl At iA. F. Cl. 1. Br. CF;.
CH,F. CHF,. CN. OH. SH. NH,; 4afeR Ribfedyir -0 A L 7,
H ke R A A/ R IR A A Bk A — AR S AR5 ik B L T IR
REBRNK: Cuitd. AR ClomatiLH., F. Cl. I. Br.
CF;» CH,F. CHF,. CN. OH. SH. NH,; Wi -Z A H, L+t
Ao/ 5 A A B ERAR AR S ANk A T IR Cry
AL, AHERIE Cs WAAARA. F. Cl. I. Br. CF;. CH,F.
CHF,. CN. OH. SH. NH,; X#iX A4k, 105K Tiof oo k-2 303k
(B, AP AL fo/ R LA AIE R —ARE NI L B AT 8 IR
ARAEBA: Cryt AR, BRI CmaLALR. F. Cl. 1. Br.
CF;. CH,F. CHF,. CN. OH. SH. NH,.

RE A H — ik R F A 4w LT R L ehiE A (a4,

£ F

R’ = R*AABE R AR, REAELTF; AfR 4t C oA AR, £
LA —ANRE M T Hit VA T OB AR, Cu ekt l. A4
KE 4 ClemBHE KA. F. Cl. 1. Br. CF;. CHF. CHF,. CN. OH.
SH. NH,; A# R L4 Cilo A AKE, AR —ARE AN T ik
B AT B ABAR: Cradt AR, AR Cis AR KHA. F.
Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; 4842 R4 F by
HIA AR, EERE—ARE ATk § ol THBRRERA: Cy
AR, AR Cs mAAKLA. F. Cl. 1. Br. CF;. CH,F.
CHF,. CN. OH. SH. NH,; F#HAH, HELK—/NRZ IR
A VAT B AT Clyat A, AR Cla AR, F.
Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; # ¥ £ 1 H, #
ik — AR E AT Mk A THBRRARNK: Cu AL R. A4
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RE4E Cle B A XA, F. Cl. 1. Br. CF;. CHF. CHF,. CN. OH.
SH. NH,; oA Riaf ey ii-Son A A/, £ Pk B fe/R 3005
F AR — AR S ANk ik § A F e BARAIRA: Cru e 237,
AR T4 Cle AR ERA. F. Cl. I. Br. CF;. CH,F. CHF,. CN.
OH. SH. NHy; #stA-5 A A H, H¥ AR A/ R ARERE—
AR E AR Rk B A TR IR IR Cra i i B AR 24 Crs
a8 E A, F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH. SH. NHy;
FERAYE. AR T et e k-2 A A, L PR R /R
REAL AR — AR EZ AT it A T BRI, Cg AR,
AR T4 ClLemALARA. F. Cl. 1. Br. CF;. CHF. CHF,. CN.
OH. SH. NH,.

RE PR B — Ak R 7 2 Je E AR LR X (De,

£

R®:. R’. RV, RM. RV, R #= RV REAERT; A T4 Cu
WREAEH, HERE AR AR A FTHBRARLARNK: CulE
EAA. A#R L4 CoaAAA. F. Cl. 1. Br. CF;. CHyF. CHF,.
CN. OH. SH. NH,; #A# & ¥4k CmaEER, HERBE—IRZ
AAE T Hik B A T BRI Ciu kel BER I CukA
A A HA. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; 44
Fo R A A TR R R, EAF AR — AR S Ak Hik § A T IR
HEIBAR: Clua A l. Ba L4 Ce ALk HA. F. Cl. I. Br.
CF;. CH,F. CHF,. CN. OH. SH. NH,; F# ik H, HAEdkik—AK
ZARR Gk A TR CluiAl. A4S T4 Celx
£X A H. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NHy;
ZeH A AR, HAFRE AR S AT ML LTI Cy
AR, AR k4 C s A AH. F. Cl. 1. Br. CF;. CHSF.
CHF,. CN. OH. SH. NH,; #fes RiafeyttA-Zn A K E, £ ¥ix
HK A Ao/ AR — AR E ALk ) vd T e BARAIR
R Crud AR, AR ZHECmELLRA. F. Cl. 1. Br. CF;.
CH,F. CHF,. CN. OH. SH. NH,; s A -F A AR, L PRrL L Af/
RFHE A AR AR S AT MR L T RARERA: Cy ik
AR, BRI C B ELR. F. Cl. 1. Br. CF;. CH,F. CHF,.
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CN. OH. SH. NH,; X # X H%. tafei ottt ik-230E AR,
Ao b AR A Fo/ R BRSNS M B A T A B AR
BAR: Clulm AR, AR 4 Clam8at @, F. Cl. I. Br. CFs.
CH,F. CHF,. CN. OH. SH. NH,.

RE A6 A — Ak Fab 7 B2 4w L LA S ey X (a4,

£

RV RI"AAR AR, REZRT; AR Z4 CamAER,
HATRAR— AR B AN ik AL T IR, Crg AR, A
HR T4 CmELALRA. F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH.
SH. NH,; H4# X L4 Cil o ABARAR, LERBE—ANRE ANkt
VAT #BRERA: ClyAXE., A4S 4 ClamALLA. F.
Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; 4o iaf=dg
T A A, HAERAR— DR E AN Tk gL F e IAREBRK: Cy
AR H. AR I Ce AKEER. F. Cl. I. Br. CF;. CHyF.
CHF,. CN. OH. SH. NH,; FHAAH, HERB—ARE NIRRTk
BT & BRI Cryb A, AR 4 C o ALK A. F.
Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; ZF*#H, #
R — AN REANIR L A T BRAREBRAR: Ciy AR, 54
R T4 Cig AL RA. F. Cl. I. Br. CF;. CHF. CHF,. CN. OH.
SH. NH,; 4afeR Rigfrtgte -t A 2 B, it A B f/RFR
A AME LA AN RE AR 2 301E f LT A BREBAK: Cram AR H .
A4ER T4 C B HEARA. Fo Cl. 1. Br. CF;. CHF. CHF,. CN.
OH. SH. NHy; #tA-FAAH, H itk Efe/& 5 RN RFgR—
A E AR T Mk B AT 8 IR B Cra A A4k K4 Crs
WA E A, F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH. SH. NHj;
XAARAEE., R el e AR - R R AR, A A e R
REAF AR —AR S MLk A T BRI Cry AARA.
HER L4 Co B ARA. F. Cl. 1. Br. CF;. CH,F. CHF,. CN.
OH. SH. NH,.

PR, AKIAE R — AR F 5 R R e LA LR X (D)iké
Y,

£
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RUFRPARAXTR, KEABRT; AR X4 Cl i ir, £
R —ARE AR Lk A T HBARARK: Cy Al l,. a4
RE 4k Cre B A LA, F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH.
SH. NH,; H4EX X4k Cle it BAAE, HAFRB— RS N5 ik
AT OIRAREBAR: Clubeik Al B8R4 Ci e kAR, F.
Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; #4&#e3x ~iafe
I AE A, AR — AR S A HE AL T BRI Ciy
WA AR, A4ER T4 C.s WAILKLHA. F. Cl. I. Br. CF;. CH,F,
CHF,. CN. OH. SH. NHp; FAKH, HFAM—ARZ kst
AL TR EBAR: Clabe A AR, a4t CiamaAAA. F.
Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; Z&xAXH, H
R — AR S AR AL T IRARERBAR: Cry iAW, A4
RE4E Cle )t 8L AR, F. Cl. I. Br. CF;. CHF. CHF,. CN. OH.
SH. NH,; #afR R iafegie k- AEd, L+ rALAF/a0km
AR SR — AR EZ ANk A A T e BRI BUR: Ciy AR H .
B4R L4 Cg w84 AHA. F. Cl. 1. Br. CF;. CHyF. CHF,. CN,
OH. SH. NH,; #3-FAAR, H ik ilfe/a 5 AR BTk —
ANRE AR MR B AT IR Cry bt ikl H 4R 4% Cos
WwE A LA, F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NHj;
XX A R T of e - A AR, AP A AR /R
FAAERAR AR S N ik A T 8 BURAIR: Crg SRR
HHR I CmEa ALk W, F. Cl. I. Br. CF;. CH,F. CHF,. CN.
OH. SH. NH,; -(SO,)-R"”-%; H-NR"RV-#%; £#2 R''4= R"” 1R
BARA R R AR R A SR T.

R, RKEBRE H — ARk K5 H R 4o £ AT e X (Ika
4,

£ F

R f= R ARR A AR, REAZRT;, ARI4E CoAiR,
AR — AR F AN ik g TR Cly AR, A
R K4 Cre B AL A, F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH.
SH. NH,; B4R T4 Cia B ALR, HFEEM—NRE N THL
VAT BRI CrgAAR . AR ComatihA. F,
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Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,; #&fe af=é
HARR, FERR—ARE N LML G T HRRERK: Cy
AR HHER T4 C WWAIKIKH. F. Cl. I. Br. CF;. CH,F.
CHF,. CN. OH. SH. NHp; FAKH, HERM—ARZNME L
BVl FegBREIAR: Cluabnsk . AaR 4 016}%;&0%&3 F.
Cl. 1. Br. CFs. CH,F. CHF,. CN. OH. SH. NH,; Z¥AAH, #
&ﬁmﬂ4ﬁ§$ﬁi%ﬁauT%ﬁﬁgﬁﬁ:Q4m££@\ﬁ%
RE4E CretmBAEARE. F. Cl. 1. Br. CF;. CHF. CHF,. CN. OH.
SH. NH,; oA Fafdgiiil- A i d, L RAL R/
AEAE R ARE AMNRZHE A AT AGIRAREIRAAR: Cra iR A
AR 54 C B AR A, F. Cl. 1. Br. CF;. CH,F. CHF,. CN.
OH. SH. NH,; sA-FHAAH, H¥RAELEAR/RFEEAELEHE—
A% ANk 5wk B AT S BRR AR Crg s 2 A H] . 4R 24t Cr
WAL ERA. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,;
XeER A, R T of e AR ARE, AP A AR A Rk
RAAT R — AR Z MR 2k g TR Cry A,
H4ER X4 C e B E A, F. Cl. I. Br. CF;. CH,F. CHF,. CN.
OH. SH. NH,.

AR BA o BAR L kT R 4o b XA L Hy il X()E4

HoF

R' KA A-FAAR, L PRENAF/RFELBERBE—A K
2 A 7 Mk A T AR AR Cra AN E . B4R X4t Clo it
£4A A H. F. Cl 1. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'.
SR'. SOR'. SO,R'. NHR'. NRR", 3 ¥ &IAKHA e RA1EiL R"IR 53
RE AR Cr oA AR, AT FEAAAE S —NMERLE S £
SBAREE- RS AR EE S, KT EREH, SFRH—/REZ A
T MR B A T EBURIRIRAR: Cla kA, A#s 4 Cis Ak
A. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH # SH;

HF Y Fo Z Z 8] 6942 2 T a4 (Y=2),

Y &K% CH B Z R4& C-R° 3 H;

RO R B4R 4t Cre AR, HAFRR— AR S AR T ik
VAT 89 BAX 3 BK: F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH.
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NHy; 2R, HAEdE— AR S ANk L ik § oA T e BRARRIRAR:
Cryti AAA. T2 E V2 RARGEA, AR CloRAAKLR.
F. Cl. I. Br. CF;. CHy,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'.
SOR'. SO;R'. N(C=0)-OR'. NHR'. NRR", #H ¥ &BKAL RF1EiL
R 7 AR A AR Cle-n A, WR-FAAR, Akt Rk
B Fa/R 5 R AR — AR S AR ik § oA TR Ciy
ALH . AR i Ce A KEHE. F. Cl. I. Br. CF;. CHyF.
CHF,. CN. OH. SH. NH,. (C=O)R'. SR'. SOR'. SO,R'. NHR'. NR'R",
Hoop R BX L 6) RS RS S 3R R A4 R 4% Cre-tni A A,

FER VA — A TARF ARG TS X, A%k vA 3T B - Mg AR S 3R 2 Bl -4
IR, ST R, RE VBT RALEY E Y A/ ZIRFMHER (K
BT F MR A/ R AR AT B AR ), SR EAR R GG H, S IhAE L 69IEF L
My o R T .

R & Ao AR kTR R 4e b SRR @ X (a4,

A ¥

R' REMH-F A AR, P AL A o/ 5 AR B AE AR — A 3K
% A gk 3 dbit A A T BRARARAK: Cla AR R. AR L Cielt
£4 4 A . F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=0)R'.
SR'. SOR'. SO,R'. NHR'. NRR", H ¥ ZIMAKHAe RFefEiL R"IR L b
RE LRI Cr o ARAH, FAAYFAEAE R —MELEV #
BRI E-R IR R A, R TERAH, SMERE RS A
L B A TR Clu AR, AR 4 CamaArRk
H. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH 3k SH;

HF Y Fo 2 28] 8942 R A0 HF=69(Y-2),

Y X %& CH,. C-R''R"Y, H 7&K %& CH-R%;

RO A B4R X 4 Creln A H, SRR —ANRE AN IR G
VAT 9B 4X L B4X: F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH.
NH,; FAAH, HAERE RS AT it g vd T o) BRI
Cig A, i E VERARGFE. AR Cl i AAR,
F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'.
SOR'. SO,R'. N(C=0)-OR'. NHR'. NR'R", # ¥ &ZEKHe§ RF=1Eik
R"JR 2 3R R B A Rk Cre-bo A, SA-FHEAKH, LPii
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A #a /3 35 R B ERAE — R E NI ik A T A BRI Ciy
A AR R4 Co AKRKHE. F. Cl. 1. Br. CF;. CHyF.
CHF,. CN. OH. SH. NH,. (C=0)R'. SR'. SOR'. SO,R'. NHR'. NR'R",
H b RBR G R AR RV SRR A4 R 4 Clelm i A |,

R Fo REAABI R AR, RE AR ZE. PR ol £ E Y
b BRAREIE AL E,;, AR IE. WA, FiLE Y F RN
AL, R Riofe. FLE V2 BKY. FLE VSR R
FHRARBTOREALR, L TE5-ANE2 VL BKEGE-R % TR
Bt HREVEBRKRGFALA, ATEHE-MESLE D E-BRARE
FRE MR A LGS, ELESEBRRGEFE, ATH-MELE
VEBARGE- RS IR AERAES;, ERAE. R ek, ik
ErR BRI A-ZIRARA, AV 20 EAELE R A2V E-BA
WHE-R S IRIR ARG L 22 R A RZPST B BARE KA A, &
RE A ARE AR T

fEE A — A AR B MR GG X, AR 2k Ak AR 30 JE 2T ik F A0
IR, SR ta T X, REVAEATIRA LM E R SIKFAR (4
xR F M AR A/ R AR AT BR AR ), AR 83, R EAR L B9 IEF AL
Yy o R T X

i AE AL e R E X (D) eed, L

R' K&

A -FAAR, EPRARAF/RFEELEE—ADARE AN LR
it B VATF BRI Ciua A IRE . A4 X4 Cie i A AILH. F.
Cl. 1. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'.
SOR'. SO,R'. NHR'. NRR", #H ¥ &K EKeg RFa1Eit R"E AR
AR I Celn AR, SFAEFFAETE R —/AEik £V £ 04K
B3R % IR B 45 A

ZRTHEAA, AR —ANR B AR it B LT e BRI
R Crade iR, AR LM CmatLR. F. Cl. 1. Br. CF;.
CH,F. CHF,. CN. OH 2 SH;

fd Y Fez XA EGEE R a8 (Y-2), Y R4& CH,. C-R'RY, #F A
Z K % CH-R®;

KA
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L F Yoz 200654 R R (Y=2), Y K& CH, B Z X & CRS
A H;

R &

AAER T4 Cro A AR, ik —ARE MR HE G AT
BAX A IA: F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NHj;

FEER, E Ak AR S AR b oL T IR Cry
WARE. AL E YL BRRGFRAAR ., AR ClLamBAAR.
F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'.
SOR'. SO,R'. N(C=0)-OR'. NHR'. NRR", # ¥ &BKHt) RF=1Eik
R" 5 ¥R AR Z 4k Cre- KA,

A-FEAR, E P RAN R Fo/ R F AR AR — AR B ANk
T ik B A T OBRREARK: Clumi AR, AaR 4 ClsatAxk
H. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'.
SR'. SOR'. SO,R'. NHR'. NRR", H# ¥ ZBAK K R'FefEidt R"IE 5 3
RE LR T4 CLe AR, R4

=W AR A

RU e RP G SR AR, AARIE. R T tofe. T4 E
Vi RAR GRS AL R, 4RI, MR RE. FREY R
R AL, WM R T fbfe, FEE VK. TR E V5K —
BRIVARBTHTRRAELAD, A TE M £V ERARNE-RZ
IR R G, FREVEBAKGFTA, L TE-MERE V2L BK
B R B IRAR A G54 ELE ) - BRI E LA, £T5#
A&@;yimﬁﬁﬁxy%%w$%é,&@L»ﬁﬁﬁm
A, LT H—AMER E VL BRAREFE-R L IRITIKE %A i%&ﬁ%
tofe X R0 Fn, 1R 2D BB A - HA, ﬁ# 3795 9r]
5 R —ANEVE-BRRGLE-REAIIKRE LS, 42 R = RY
R B AR AR R AL ;

PR VA — A AR F ARG TS K, ARk vA 3T B 7 A9 AR 31 3F 2 e 744
IR, SN TE R, RELEATRALEN Z )V AA SARFHIR (4
ot e AR/ R AR AT B AR ), S AR GG, B3 AR a9 AL
My b R0 X

A F ARk 69 28 X (Ieadh,
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R' &

A -FAAR, P IRAA A f/ R F AR RS R
i AL TF IR AIAR: Clute il . A4 4 C oA kAR, F.
Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'.
SOR'. SO,R'. NHR'. NRR", H ¥ &K LH RF1Fit R"EZHAARE
AR I Ce A AR, FEATFATES —AMERE ) E-RA
B -3 % IRINR B 455

ZRFEER, HEEB—AREZ AR IR AT A IRARAIR
R Cruadt i AR, A8 X4 C oA EALRA. F. Cl. 1. Br. CFs.
CH,F. CHF,. CN. OH # SH;

Y FoZ X4 RA0F0(Y-2), Y R4& CHy. C-RYR', F+H
7 X% CH-R®;

KA

HF Y o Z 20 8442 b A8 (Y=2), Y K& CH, B Z X & CR®
A

RS R k&

AR T Cleln AL, FIERE—ARE MR L LT
BAREIAK: F. Cl. 1. Br. CF;. CH,F. CHF,. CN. OH. SH. NHj;

FEAER, LAERAE AR S AR R AT IR ERK: Cry
AR R E VB BRI AR ., AR C oA AR H.
F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'. SR'.
SOR'. SO;R'. N(C=0)-OR'. NHR'. NR'R", H# ¥ &kt R'F1Eik
R"i& 5 WX R B X 4% Cre-tn AR

Y- A AR, AR R e/ Ry AR B AR AR B AR
T Mk VAT IR AIRK: ClulAird. Hee 14 Clolnaik
H. F. Cl. I. Br. CF;. CH,F. CHF,. CN. OH. SH. NH,. (C=O)R'.
SR'. SOR'. SO,R'. NHR'. NRR", # ¥ ZBMAKA 49 R'A=1FiL R 7 3
RE AR I Cl AL, &

= WAL,

R REE;

REREAEA, ABREIHE. AR Aef. FRE VL BKRH Cre-
ME iy i B, AR T4, WBlRA T, FREVERKY Clelt
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5 tefRE-Riofe. EhE D E-RREY Cus- A H; fof X
# RS AL R Y BRI -C - TR R R R ) B RAK
W AAR,; FRESERRAORAFARA; FikE VL BKRE S
FERAA, R E VL IRGA-Z I AR,

it KA AR L. R Ri0fe. FLE Y ERMKE Cre-fF
Mk E; FHREVE KRG FTALAR,;, RITFREVERRGLEFH
A A,

FEik VA — A AR MR GG TS X, Ak A3t B 53 MR 2R 3F 2 B 34
K, SNE AT X, REVAETRAL R E DV BA TIRFMK (£
b 5 ik F A AR S/ AE X B AR ), SRALAR R 69 3, KA A 69 A L
My oy B 89T X

B 2 o b Pk 648 K (Dbt , Prfiedit A

[1] 2-7F % -5- K 3k -(3a,6a- 47)-1,2,3,3a- 79 5. 3R /% = B 5 [c] b &
-4(6aH)-BA,

[2] 5-3 3 -2-((S)-1 T3 )-(3a,6a-47)-1,2,3 3a-79 SR K= 7 [c]t
%--4(6aH)-ER

[3] 2-(4-F &5 £)-5-F H -(3a,6a-40)-1,2,3,3a-79 SRR FF[c]t
%--4(6aH)-H ,

[4] 2-3F £ -5-(4- B K #)-(3a,6a-47)-1,2,3,32- 19 EER R M H[c]b %
-4(6aH)-BR ,

[5] 2-7F 2h-5-(4- T K 3 )-(3a,6a-/47)-1,2,3,3a- 79 SR M [ ]t
w4--4(6aH)-ER,

[6] 2-F £ -5-(2-8 K 4 )-(3a,6a-/7)-1,2,3,3a- 79 £3R /K= 5 H [c]tb

-4(6aH)-BF,

[7] 2-3F 3-5-(4-8 K 4 )-(3a,6a-47)-1,2,33a-79 SER R =W - [c]tb %
-4(6aH)-BA,

[8] 2-F £ -5-(3-& K £ )-(3a,6a-47)-1,2,3,3a- 9 SLIR /K =M - [c]th
-4(6aH)-BA,

[9] 2-F £ -5-(4-F £ I )-(3a,6a-47)-1,2,3,3a-19 SRR =W [ c]

"kb%-4(6aH)-?§@ )
[10] 2-7F 3 -5-(BR K -4-)-(3a,6a-/7)-1,2,3,3a- 9 S35, = 4 F [ c] 7t
w%--4(6aH)-BR ,
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[11] 2-3F 2 -5-(4-B T A R T 8285 K 4 )-(3a,6a-/7)-1,2,3,3a-79 £ 3K
IR, =M F[c]PH-4(6aH)-BR

[12] 2-F 3 -5-T 3 -(3a,6a-/7)-1,2,3,3a- 19 530 R = M 5F [c] 7tk =&
-4(6aH)-BA,

[13] 2-=F& ¥ A -5-3K & -(3a,6a-47)-1,2,3,3a- 79 EL3F R =55 5F [c] o5
-4(6aH)-BA,

[14] 2,5-=F ¥ -(3a,6a-/7)-1,2,3,3a-v9 E IR R =M F[c]H -4 (6aH)-
AR ,

[15] 2-(4- #F 2)-5-K & -(3a,6a-47)-1,2,3,3a- 79 23R R = 5[]k
o%--4(6aH)-BF ,

[16] 2-F 2 -5-(= F kst d5 20)-(3a,6a-/40)-1,2,3,3a- 79 IR R =M 5[ c]
k. e&--4(6aH)-ER ,

[17] 2-7F #.-(3a,6a-/7)-1,2,3,3a-19 £ 3R /X, = M 57 [c] "t "E--4(6aH)-FF ,

[18] 2-F 3L-5-8 T 3 -(3a,6a-/7)-1,2,3,32- W 23R K =M 5 [c]b "%

-4(6aH)-BA,
[19] 2-3F 2 -5- K H -(3a,6a- 7 )-1,2.3,3a- 5% £ 3R X = M FF [c] it %
-4(5H)-#A;

[20] ((R,S)-5,6)-2-"F 3-6-F 3 -5-K # -(3a,6a-)7)-1,2:3,3a- 79 £.3F X,
Z W H[c]t"5-4(1H,2H,5H)-R ;

[21] ((R,S)-5,6)-2-3F F-6-T 3 -5-FK 3 -(3a,6a-1)-1,2,3,3a-5% E3IR X,
=¥ F[c]HbE--4(1H,2H, 5H)-BR ;

[22] ((R,S)-5,6)-2-7F #k-6- T -5-F 3 -(3a,6a-)l1)-1,2,3,3a-5% 2R /X,
=W 5[]k E-4(SH)-BR;

[23] ((R,S)-5,6)-2-F £ -6-F & 2 -5-K & -(3a,6a- 7 )-1,2,3,3a-5% 3R
R =M HF [c]ths-4(5H)-BR ;

[24] ((R.S)-5,6)-2-3F £ -5-F 3L -6-F 3 -(3a,6a-/11)-1,2,3,32-5~ EIR /X,
Z W 5[]tk s-4(5H)-BR;

[25] ((R,S)-5,6)-2-7F #k-6- Lk -5-(4- 8K )-(3a,6a- 1 )-7% 23R R —
W H[c]5-4(5H)-BR ;

[26] ((R,S)-5,6)-2 “FF-5-(4- A K& )-6-% 3 -(3a,6a-l1)-1,2,3,3a-7% &
B R, = M FF[c]mkE-4(SH)-BR ;

[27] ((R,S)-5,6)-2-7F £ -6-T 3 -5-(4- A K 3 )-(3a,6a-M7)-1,2,3,3a-5% &,
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IR %, =W - [c] vk -4(SH)-BR);

[28] ((R,S)-5,6)-2-F 2 -5-(4- 8K 3)-6-F & -(3a,6a-1)-1,2,3,3a-55 &
R H [c]ott -4 (SH)-BR);

[29] ((R,S)-5,6)-2-"F #-5,6- =T #-(3a,6a-M1)-1,2,3,3a-5% ZLER /R =M
F[c]t=E-4(SH)-FR;

[30] ((R,S)-5,6)-2-3F 2 -5-T #-6- T #-(3a,6a-/1)-1,2,3,3a-55 £IF /%,
Z W 5[] & -4(SH)-BR;

[31] ((R,S)-5,6)-2-"F #-5-T #-6-F H-(3a,6a-11)-1,2,3,3a- 5% IR X,
=M FF[c]Hks-4(SH)-BR;

[32] ((R.,S)-5,6)-2-F #-5-T #-6-FK # -(3a,6a2-M7)-1,2,3,32-5% £ K,
=% FF[c]E-4(5H)-BR;

[33] ((R,S)-5,6)-2-7F 2 -5-(4-A K H)-6-F #5-(3a,62-M)-1,2,3,3a-5% &,
IR %, = M FF[c]PeE-4(SH)-BR ;

[34] ((R,S)-5,6)-2-F & -5-(4- B K 2 )-6-F 3 -(3a,6a-l7)-1,2,3,3a-55 &
IR KW S [c]t-4(SH)-BR);

[35] ((R,S)-5,6)-2-"F #-5,6- = 3 -(3a,6a-/1)-1,2,3,3a-5%x K3 /%M
F[c]r5-4(5H)-FR;
[36] ((R,S)-5.6)-2- F % -6-(3,5- = ¥ 3k X 3 )-5- X Xk -(3a.6a-

JIR)-1,2,3,3a-55 230 R =M FF [ ]t e&--4(5H)- R
[37] ((R,S)-5,6)-2-7F #-6-(4-F £ KA )-5-K K -(3a,6a-1)-1,2,3,3a-
X AR R[]t né-4(5H)-BR ;

[38] ((R,S)-5,6)-2-F #-5-(4-F K H)-6-K I -(3a,6a-1)-1,2,3,3a-5% &,
IR KM S [c] otk 254 (SH)-B ;

FE A — AN AR ARG T X, A ad o M AR 3 3E AT e 7 A 4K,
SR T R, R AR RA L E ) 2V B LKA MR (R xd
Be M AR A/ R AR B R AR ), R FLARE 693, REAR R A A 1L Y
BA T X,

$i%%%#ﬁ@i%fﬁﬁﬂiﬂmﬁﬁKu%wﬁ%%%A
Mol 7 ik, FA4Fiech, @ X ()8 £ U — IR AT beg kb4 & 1L A
C0(CO)s. MR F] 40 DCE (=& LHz ) A= i An #) 4o DMSO 4 £ T, ﬁ@
AR JE 20~ 100°C, ik 50~90°C, ik 80~90°CTF, Hid X ()49
et R, 432 X (la)dg b4,
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o RVEA Ex el eh43,

(1)
#£9 7 K% CH-R® £ H . CH-CHR'R™ % H . CH-(C=0)-R® £ H .
CH-CH,(SO,)-R’ £ B . CH-CH,(SO,)-NR'"’R'* 3£ F] &% CH-(C=0)-NR'’R %
A A,

1
R'—N //Z

(la)
HF Y Fo 7 Z R 6422 R Ay(Y=2), EF YREACHARALZ &4
4o b S 4L
SH Y An 7T R R Fakt(Y=2)8 18 X (Ta) b4 ¢ — Ak 75 78 VA

THEDFT 48
7 % (1)
() .
o— g = 7/ Co,y(CO)y
R'—NH, >  R— @ —— R— P
DCM %Mgc}%gjj Y/
1) g OF (Ia)

i X (11)8G 1-BAR-3-rk ook 8 B R 2 ANATUR AN J AP B 4m 89,
#4314 F 4] 4= JP2001278857, JP2001270862, Synthetic Communications
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1990, 20(2), 227-230, Synthetic Communications 2004, 34(23), 4421
JP2005120067 ¥,

SR Y Fu 7T R A (Y-2) 8918 X (1) ey L-b-4pid i #4718 X (Ta)
At 1,4-hn BB RAF, 4538 X(Iby b4,

R'—N Z

(la)

£ R'EA o kL AFikeg4 L, Z K& CH-RCAH. CH-CHR'R™ A H .
CH-(C=0)-R® 2 B . CH-CH,(SO,)-R’ & Bl . CH-CH,(SO,)-NR'"R'% 3 H .
CH-(C=0)-NR'"R'™ % B, #+H YXK&CHAR,

/
Y

(Ib)

AP R EA W EXHEZXHEL, YFZ, o EXFEX, Hibfabt
(Y-Z), 7+ B Y &% CH, #H. C-R'"R" K. CH-(C=0)-R" % H.
CH-(SO,)-R' 2 B . CH-(SO,)-NR"™R'® & B 3% CH-(C=0)-NR'"*R'* 3L H .
FIT ik 1,4-h0 iR BL 6 45 AR B RATIR B AN R ARFT Bl #atdy, FF H AR
BEAEAF] do st 4R K, Rh Fe AL M & 4 %0 6O S ="k A4 42 F 347,
% 1, 4- B ¥ 69X F TTA R4 B RAEE B 6. Kk, XA 24 B,
4B IR AL EHZ Y-Li 2 Y-Mg,, £F Y K& CH, £H.
C-R'"R"™ # B . CH-(C=0)-R' 3 H . CH-(SO,)-R" # H .
CH-(SO,)-NR'"¥R"™* % B . CH-(C=0)-NR"™R'"™* L H; # HIkEFEAL Y,
X 48 Mg 69 RFH. 3E2 B X A 6 e Rk K H) - Y-B(OR), (#EL R
FRBR L), b Y REFAREFANA,
A Y A0 7 T e se Aot (Y-2)89 18 X (b o é) —f 5 LAV TF
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FEADF 4
7 & (1)
0 0
R'—N Z Ejﬁ&i Ry—N Z
N4 Et,0 v
(la) (Ib)

B EAFEF, BB RRAN GRS RLE /AR, T
LR FP3E A 4G 51 AL B A TR ST vA 38 3 AR AT AR A B AR BT B 4 8 o ok
# AT,

do Rl X (A A L AR FAR RS 8T XFKAF, LR
3t B B AR 3R JE AT B AR GG T X, ATk RAdh 7T A id i KA R A
R Ot i B0 B, Ol &z XA F XN S BLEH. W RAE
Fid s, AT AT X4 &, K@t seF — o RRF
o R & — g 3k MK,

i X (A HADR 6 SARFAIR, AR 8 3 e R A
ik B EALY, BT VLR I AARBEARA B Cde b 47 R A AT,

4o R E L, KEANHE XM . R4 6 5K Rk,
RIE RN RAEAT R AKFT A 38 1 RARIRIE RA R Ot A %, )
oG AR E L MRS,

B LRI (DS A R T Ees e, Lo hFMK, amd
HABAD P E EFN AT 6 ZAREA GFEAS SN, BFENALFE o K
4G B AR S LR X 38 2 AR EAE AR A, Bliedd A . K& s R sh
il

T4k 6@ X (DS, Sk Fab. HAnm o) vl 20 R 4
R A M R T % 6 I LR ME AE b B A SR A T
ZH A

— AN TEZOE R DR X, QEEHDBASDHTH
A H X, s T hAmf sy, Bt B FFaRHo L MR EE.
AEPGEHTHELERR NS d B X, KL G A QI X &H
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EW

KK D —F @B OLE Y —ANBX ()W, Eik
— A AR TR TS X, ik A3t B S AR R AR T B AR, Sl e dh
K, RAVUEFTRA LR £ ) BA LR F AR (R B F AR
Fo/RAEXT B FMAR ), RIEAD 49, SRIEA L IR 6 RS 8
B, XFLATKREY.

BEREPAG A —FRFTETY, HHNOLEE ) —ABXEY, FT
AT R VA — AN AR ARG TS X, ARk vA 3t B A AR 2K 3 2 Bk 7
MR SN IE 3 8975 X, KB VAEATRA R 2V BA TARF MR (L
X B M AR A /S AR AT B R MR ), RELAR L 69 3, AR 4GB F L
Wy 0 B H TS

KA B — 7 @2 LARERLP IS M FERL—ANKE A
T AR E S A A A,

EREBAG—/F3aH5 EZF, FFA TG F/RE T RRBERK
I

BERERH—/ANEHFTEF, $F A TG Fa/ K067 —FF RS A ik
A TFaeRE: BB, BEAE, BERB, BHE, XTX, HaokE,
SERE, B, FT. RN EENENG, KRR, WWETRER,
LA SR, sTOIETFE. RAE. BERREETERN NN
YRR, REMIEFHER, bt b R, Fm, TR, A, &IEX
AP RAEIR, LERZIPAR. BEIHEMN AR, KEXRA T LAEERA.

FERK R —AFE35EF, FIF A TG A/ R0 —HA X% ik
b TFolegsmam: b ZBKFE G, JLEMEhE,. o B EEEFF.
SR E A ME. S5 0E. RfkGlElE. HEEEEQE. BEOE.
S h S BAS A E . RA M SH I ZBRAEShE. BAN S HE K50
JEA/ R A B IS EE FF .

BERZRE B —AFkT T, 5 A %%%%@%f#ﬁaéﬁ
B T mE: B, KA ZEEE. K HER R R FT M
T A | 2B 00 G B R R T

BT iR H) 3 5T VA L8 — AN % AN B4 6938 X (D kad. H 24k
AR, EA RS P EZ ORI A S TR RN AT
2i o
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REAE H—F @A TFHFATHERT o LRGHF], Kk A
T Ao/ T T RRBRR ARG LA £ —AMMEAHE L R BORS
6 E I 698 X (DALSd, ARl —AS AR SR e X, fhikxtak
FMRR AR B MR, ST X, RF VAT RALR G E Y
B A AR MR (L 2T Bl AR Ao/ R AR 3 BR A4 ), SRALAR R 69 3,
KEAR R IR A A 6 RS T X, JF BAER— AR B AT A 65
#t.

AL B QGBI F) T AR E T R T AEFe/ A IS M e ET T X, 4L
AL BIFEIL. ILEFRA, FH AT LB E RKARERA R C4nbl
ARREBAER S, B GESYARIBEL HERTAKRE.

AK PR 8 F) ST AR ke 5 H AL IR 6 IBAR AR, deRREE L 69 B3
RULLAFGML T, wETIEHGESWT A LS F I ES A A5
#, hefa g ). BIRAFZFH] . B FH T AF LR . IR A R
BRES.

Bl 4k 0 JR4E A (5 AR 0 IR 48 A A A8 bb 2L R 45k #9) T8 iR
Fo. RHERERQFFT EHE&. TLRABET A THERNN>H A
AREAE ) K B3 AA GG EANBEY Y. X ERE AR 2 F .
R AT 4l 4o iRk R TR 444 &, FRELATHYERFT N 40095
EEROR, LELREABERBTOR,

KA # 4 G YE T Ao £ B 23R EMEAE LT T L RIS B 6947
BT R RIS PTR B A F .

KK BR 6 4 ) 5T A B B R T O IR 4T 49 B AR SORARTE X 69 414
Y, LA ANREANEEFAEGGBRRIAA, XM EHT 4
THLLL ) Je kAR AR REF R EERN . AT LB
R, AWM T VA KIBAEF F1E G X, B4, H A HFH . KRE.
R KEBRER., BRER. LA REATETAKRLCE S 69RAK
TR E H) 6T A

0 AR 25 2h 8 IR AR T RAE ST VA 8 — 8GR, B3 HrR . 35
F o BB ADABRIALH] . BT AH & T IR 2 60 AE RIBARL SN, E4A
S TR A, RN AW T VA F R MR TF T T B 4o,
oA I i £

AR GRS M ATV B R E e F 4T,

%
4
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AEFrB e B R ETUARE, XBETELEaWMEAREZE
RECHFE, wFdh. HAl. RERAREESF. AWAHETHEE
B R —RR S KIBRBE LT 1 ~2000, £ 1~1500, 4% 1~ 1000
T A AR

AE A T —F5 @ Be—FF Ty Fa/ 2R I T R R ER KR8 7 ik,
Fridor ik @8 TRAFE Y — A LATde@ X()éd, FELT
ZRFELE Y —ANFBINGE R R I/ AR E S — AN .

RERE H—F @B —Fr s Fa/ G T7 VA T RAE 7 % BE,
RGO E, kR, RME, B ZfRKPEs, LEMERE, @ p
EEAOFT, oEahE, HiEoE, RS 0E, H2EE A
E, BEAE, SH O ZBRAESME, WS Hih ZREs0E, J44H
SH W ZBRELERD BBEEAT, XTP R, HoE, @ﬁ%%,ﬁ
%, F3 . FER J'J%kFa,iké‘ﬂJ%f AEE M IR A, PRSI,
ﬁ@%ﬁ%ﬁ\$ﬁ&\@ﬁ%ﬁ#TéW%%%%%?%ﬁﬁ%;i
KMWIZHER, b F R, R, TR, B, BEXFNRER,
RARIPAR, BESMATSHE; KEREH LBEAR. TEF L0
T Pk 2K 2 — Ao B BT 6918 X (DLW vA B F A if 2K
HAER E V — A F IR BORA F /| RAFRE S — AR .

AE P b — ARk KA Ty B B —FF TRy A/ R 36 IT VA T IR R A
R B ZESKENS. LEMERE,. BBEEART. 5590
. SEhiE. BRASKAE. SHEEELE. KEAKE. SHW=
BRES fn JE . BA M 5 Hh B ES fJE . AR M S H b = BA BS o g e/ SR
pREE AT

VAT 523600 48 B A0 LA AR R IR, 3X sk ) 38 33 52 46 0) S IR 5F
B R A AL A 69 — AR AT

5% 5,15

g 8] R 84 B AR,
F A 0: 1-F L -3-nbr&uk
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0

AR T 7)) ANTF 89 5 ik BEAT Ak 69 15 A AR, 1-TF 3R -3-mk Ak a)
EP0985664, b) Synthetic Communications 13(13), 1117-1123 (1983).

%) R-1,4-—£.-2-T %(0.76g, 5.77mmol)#)F SCTAEHIHH LK AT
R(Aml)Zm ¥, BiFMANFRE(3.75g, 34.66mol). BAME SCTTIH
10 047, REheZRTHF 24 b, 4 é@ﬁr‘ dﬁﬂ‘}ﬂ——ﬂ?}%/ﬁ:
. 2 O0CAIE RS, AN HCI37% (0. 6ml) TR 6 G & B
FHA R Tk, REERRFIREEHRY, £ H&:iéi%iif%%:
ARk, T CERTBE(1:1), 133 =4(0.76g, 82%), h& e mkY.

'H NMR (400 MHz, CDCI3) 8 (ppm) 7.38-7.21 (m 5H), 5.78 (s, 2H), 3.80 (s, 3H),
3.81 {s, 2H), 3.48 {s, 4H). "°C NMR {76 MHz, CDCl;} § (ppm) 139.67, 128.69, 128.34,
127.78, 126.96, 80.40, 58.70.

A9 0-A: 1-(4-F 8L F 3K)-3-mk ok

#) 1,4-—F A ARBLIL-2-T H(2.15g, 11.64mmol)#) =& F #.(40ml)ix
P RN 4-F B F R (6ml, 44.24mmol), FEAFIE T IHIFER
20 ANAF, TR B SFAEIE A K (2x30mD) e A, A Na,SO, T, ik
JRR%E, Mot dkik &kt AR, BEMNTK: LER B 3:1
Z 1:1, 133 7 4(1.4g 63%), A& e bRy,

'H NMR (400 MHz, CDCI3): 3 (ppm) 7.29 (d, J=B.5 Hz, 2H), 6.87 {d, J=8.5Hz, 2H),
579 (s, 2H), 3.80 (5, 3H), 3.76 (s, 2M), 3.48 (5, 4H). ’C NMR {75 MHz, CDCl,) &
(pom} 158.83, 131.85, 129,83, 128.03, 114.31, 59.69, 59.56, 55.23.

F M) 0-B: 1-((S)-a-F A FH)-3-mbokobk
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3B T 7 IT 49 7 & HAT M5 BE AR 1-((S)-a- T 2L F A )-3-n1t
®5ok: a) EP0985664, b) Synthetic Communications 34(23), 4421-4430
(2004).

® 1,4-— 9 X ARBLIL-2-T H(0.52g, 2.86mmol)#) =& F A (10ml)&
B A (S)-a- F 2 F B2 (1.31g, 10.87mmol)Jf B /£ £ & T H & 20 /)
B, 3369 BARAEIE, JRHE IR A K (2x30ml)2b &, A Na,SO, T AR .
W RYE, HManid itk &8kl AR, BENTIKETK TR
LB 1:1, 133 F4(0.45g, 90%), H&H &bk,

H NMR {400 MHz, CDCTI3): & (ppm) 7.42-7.28 {m, 5H), 5.80 (s, 2H), 3.53 (q,
J=6.5Hz, 1H), 3.44 (m, 2H), 3.36 {m, 2H), 1.44 (d, J=6.5 Hz, 3H). °C NMR (75 MHz,
COCI) 8 {(ppm) 145.90, 128.47, 127.67, 127.28, 127.07, 65.30, 58.58, 23.50.

) 0-C: 1-(= K F 3L)-3-wbkak

J 0

] B A R F 5(9.70g, 51.46mmol)#) =2 F bt (6ml)ia & F s
IR-1,4-—8-2-T H(1.18g, 9.02mmol). R4 & TR FHHE 20 B, 35
a &R LEIF A AW kidk., £ 0CAhHERY, S HCI
37% (2.5ml), ¥ RBRBHER, LEMFIGEERKFTA AT
7P %’rﬂ.if‘ém%)ﬂ*@ﬁu NaHCO; &% . Kiki&, HA Na,SO, F A, if
TS RYE . Ml i ik gk sl B, BENR—AFTRE_AT
Y. WEE 4%, 133 #(0.90g, 43%), A @ E&EK., Mp. 90-91°C.
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H NMR (400 MHz, CDCI3Y: § (ppm) 7.54 (d, 3=THz, 4H), 7.31 (t, J=7Hz, 4H), 7.18 {1,
=THz, 2H), 5.81 (s, 2H), 4.62 (s, 1H), 3.43 {s, 4H). C NMR (75 MHz, CDCly) §
(ppm) 144.12, 128.56, 127.62, 127.50, 127.00, 76.00, 50.37.

23645 0-D: 1-(4- 3F 3L )-3-nh ook

#)A-1,4-=F.-2-T #(0.50g, 3.8mmol)#)-F 0 CA e LK _RAF i
(AmlygaF, BiFMAN 4-5F KM (2.94g, 22.8mol). A& 0°C FIHRA
W10 47, REAEZETH¥E 24 00, LR ERAKIA ATk
A, A 0C T A A HCl 10%E pHAE A # B8, LEF3 6 G
EEARFA R FIdhidk. Ry IRR I i i bk &8 kLR A Y.
B, Thi: TERRTES(1:1), 153 74 (353mg, 52%), A K &R,

H NMR (400 MHz, CDCI3): § {ppm) 7.31 (m, 2H), 6.99 (m, ZH}, 5.78 (s, 2H), 3.77 (s,
2H), 3.46 {5, 4H). C NMR (75 MHz, COClL} & (ppm)} 161.91 (d, Jer=243Hz), 135.41,
130.14 (d, Jee=8Hz), 127.78 , 115.05 (d. Jor=21Hz), 59.59, 59.52. MS (ES+) m/z:
178.1 (M+H").

Pauson-Khand 52 s ¥ 6- B 09 —RRARAE . &) TH(1.1 )87 1,2-= 5
LI T A Coy(CO)s (1.1 %8)3 BA TR THIL RS 2 Dot
Mgk (1 B )89 1,2- 2R CIRBE R AR A (= F A LRI TAI)
(3.5 %%), FAE ICHREMAnK 20 | 0,

B R A i@ id Ak iR A CHLCL, #hik. R4 E RS B &
8 i Peik &k sl

6] 1: 2-F £ -5-F A (3a,6a-40)-1,2,3,3a-79 SR R =M e %
-4(6aH)-R .

©/\N 5
e
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# K T #(5.0g, 48.3mmol). Coy(CO)g (16.5g, 48.3mmol). 1-FH-3-
be&ak(7.0g, 43.9mmol). = F & T AR(12.0g, 153.8mmol)F= 12- — & T K
(200ml), #hfb: AR, BWEA A FRE AT FE 1%, /53~
H#(5.9g, 46%), H & E kiKY,

'H NMIR {400 MHz, COCL): 8 {ppm) 7.72 (m, 2H), 7.65 (4, J=3Hz, 1H}, 7.40-7.18 (m,
8H), 3.45-3.83 [AB & &, 2H) 3.36 (m, 1H), 319 {d, J=DHz, 1H), 284 (m, 1H),
2.8% [d, J=0Hz, 1H), 2.43 {t, J=9Hz, 1H), 237 {1 J=9Hz, 1H). ¥'C NMR (75 MHz, CDCI)
f {ppm) 208.84, 150.74, 143.78, 13830, 131.47, 120.45, 128,38, 128.34, 1249.18,

58.91, 56.79, 55.89, 50.24, 42.58, MS (Ef+) miz: 289,14 {M}.-

FHM) 20 5-F I -2-((S)-1-K T #h)-(3a,6a-40)-1,2.3,3a-79 IR K =M
H[c]HhE-4(6aH)-BR ,

CK\N -
e

8 K L #(37mg, 0.35mmol). Co,(CO)s (121mg, 0.35mmol). 1-(S)-a-
F 3 -F A -3-mk oA ok (S56mg, 0.32mmol). = ¥ A B A(72ul, 1.01mmol)#=
1,2-ZR. % 2ml). #hib: #IR, #BEAZRATRE AT TEE 1%,
132 FH(70mg, 71%), H & CidR4, HAAEFTBIR e RAM(1:1).

'H NMR (400 MHz, CDCly): 5 (ppm) 7.76-7.71 (m, 4H), 7.70 (d, J=3Hz, 1H), 7.59 (d,
J=3Hz, 1H), 7.44-7.16 (m, 16H), 3.41 (d, J=9Hz), 3.38 (m, 1H), 3.28 (m, 1H), 3.21
(q, J=6.5Hz, 1H), 3.18 (q, J=6.5Hz, 1H), 3.01 (d, J=9Hz, 1H), 2.96 (m, 1H), 2.94 (d,
J=9Hz, 1H), 2.88 (m, 1H), 2.63 (d, J=9Hz, 1H), 2.42 (m, 2H), 2.31 (t, J=9Hz, 1H),
2.21 (t, J=9Hz, 1H), 1.30 (d, J=6.5Hz, 3H),1.29 (d, J=6.5Hz, 3H). °C NMR (75 MHz,
CDCly) & (ppm) 209.33, 208.88, 160.05, 159.82, 143.72, 143.60, 131.51, 128.89,
128.50, 128.37, 128.31, 128.27, 127.93, 127.92, 127.16, 127.14, 126.90, 126.88,
126.84, 126.20, 64.31, 64.13, 55.53, 55.28, 55.16, 54.44, 50.11, 50.03, 42.39, 42.27,
41.74, 23.07, 22.65. MS (EI+) m/z: 304.15 (M+H").

F A 3: 2-(4-F B FI)-5-K I -(3a,6a-/4)-1,2,3,3a-W9 R IR
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M I [t wE--4(6aH)-BFR

e

B K L (930mg, 8.93mmol). Cox(CO)s (3.0g, 8.93mmol). 1-(4-F &
HO)-F A 3omheEek(1.3g, 6.86mmol). = ¥ 2 A (2.1g, 27.47mmol)F= 1,2-
SR CH30ml). B EE] 48 B shAb: AR, BEAZRFTREZ
AT TBE 1%, 133)79(985mg, 45%), H & €ibK4p.

M ONMR (400 MMz, CDOLY 5 (ppm) 7.75-7.71 {m, 2H), 7.66 {4, J=3Hz, 1H), 7.42-
7.31 {m, 8H), 7.12 {d, J=8.7Hz, 2H), 6.80 (4, J=8 7Hz, 2H}, 3.78 (s, 3H), 3.57-3.44
(AB i E , 2M), 3.37 {m, 1H), 3.17 {d, J=8Hz, 1H), 2.95 (m, 1H), 2.82 (d, J=9Hz,
TH), 2.42 {1, J=8Hz, 1H), 2.36 {4 J=OHz, 1H). PC NMR (75 MHz, CDChL) & (ppm)
209.07, 159.87, 158,63, 143.70, 131.46, 130.42, 120.66, 128.36, 127.14, 113.53,
$8.25, 56.68, 55.77, 55.18, 50.22, 42.56 . MS (El+) r/z: 318,15 (M),

EAP) 4 2-F F-5-(4- 8K 3K)-(3a,6a-47)-1,2,3,3a-19 AR R M 5
[C]#L7-4(6aF)-FA,

Oy 0
&

F

B 1- & M A -4 5K (151mg, 1.25mmol) « Coy(CO)s (472mg,
1.38mmol) . 1-F & -3-#k %% 9k (200mg, 1.25mmol). 2R T A% (436mg,
4.39mmol)A= 12- =& T4 (20ml). #hik: A, Th: TR TBE(1:1),
1#3) 4 (126mg, 33%), A& & bRy,
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'H NMR (400 MHz, CDCly): & (ppm) 7.75-7.71 (m, 2H), 7.63 (d, J=3Hz, 1H), 7.29-
7.24 (m, 3H), 7.21 (m, 2H), 7.07 {m, 2H), 3.63-3.50 (AB 4k % , 2H), 3.38 (m, 1H),
3.19 (d, J=9Hz, 1H), 2.94 (t, J=9Hz, 1H), 2.84 (d, J=9Hz, 1H), 2.43 (t, J=9Hz, 1H),
2.37 (t, J=9Hz, 1H). *C NMR (75 MHz, CDCl3) & (ppm) 208.92, 164.04, 159.37,
142.72, 138.28, 128.99, 128.91, 128.45, 128.24, 128.19, 126.94, 115.41, 115.19,
58.91, 56.80, 55.87, 50.18, 42.53. HRMS (ES+) m/z: it {5 CyHioNOF (M+H"):
308.1451; £ M{E: 308.1446.

KB 5 2-FHA-5-(4- LK HK)-(3a,6a-47)-1,2,3,3a-79 23R "M
S [c]to-4(6aF)- A,

@N o
[

W 1- & & -4- T 3K K (168mg, 1.25mmol). Coy(CO)s (472mg,
1.38mmol) . 1-7F ¥ -3-#b %% 9k (200mg, 1.25mmol). 3f T % (436mg,
439mmol)A= 12- =& TH(20ml). #hik: A, Thk: THBRTBE(:1D),
F3) % (40mg, 10%), A F EdRY.

*HONMR {400 MHz, CDOLY & {(ppm} 7.65 (m, 2H), 7.81 {d, J=8Hz, 1H), 7.28-7.17 {m,
FH), 354340 (AB 4%, 2H), 338 (m, 1H), 319 {d, J=08Hz, 1H}, 234 (m, 1H),
283 {d, J=0Hz, 1H), 2.86 {g, J=BSHz, 2H), 2.44 {1, J=0Hz, 1H), 2.37 {t, J=8Hz, 1H),
1.24 {1, J=8.8Hz, 3H). PC NMR (75 MHz, CDGL) § {ppm) 208,17, 158.03, 144.68,
143,73, 138,49, 128.00, 128.45, 128.19, 127.90, 127.16, 126.89, 58.98, 56.89, 55.03,
50.27, 42.59, 28.70, 15.54. HRMS (ES+) miz. B {4 CutaaNO (M+H'y 318.1858;
S ¥4 318.1854.

Faehl 6: 2-7F H-5-(2-AFKA)-(3a,6a-4)-1,2.,3,3a-29 RN R =M 5
[c]7t"&--4(6aH)-FF .
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B 1- & -2- & H & X (171mg, 1.25mmol) . Coy(CO)s (472mg,
1.38mmol). 1-F & -3-#b"&9K(200mg, 1.25mmol). = ¥ A LA (343mg,
439mmol)Ae 1,2- =R TI(20ml). #htk: AR, Thki: TR TER(1:1),
133 =4 (128mg, 32%), A& &bk,

TH NMR (400 MHz, COCI3): § {ppm} 7.68 {4, J=3Hz, 1H), 7.45-7.18 {(m, OH), 3.88-
344 (AB 4 & , 2H) 346 {m, 1H), 320 {d, J=8Hz, 1H}, 2.84 {m, 1H), 2.86 (d,
J=OHz, 1H), 2.46 {t, J=0Hz, 1H), 2.38 (1, JeoHz, 1H). PC NMR {75 MHz, CDClLy) 5
{ppm) 20828, 16370, 143.22, 138.65, 133.05, 130.80, 128.80, 128.25, 128.29,
128.18, 126.89, 120.490, 58.73, 56.05, 55.66, 48.17, 43.37. HRMS (E5+) mizx: 5+ 8
{& CorHoNOCHMHHY 3241155, % 4 {2324.1140,

FAH] 70 2-FH-5-(4-RFKHK)-(3a,6a-/0)-1,2,3,3a-79 SR KM 5
[c]wttb-4(6aH)-BR.

@ﬂN o
&

Cl

B 1- & -4- T B K K (171mg, 1.25mmol) . Co(CO)y (472mg,
1.38mmol). 1-F 3 -3-#b7& 9k (200mg, 1.25mmol). = ¥ & T 2 (343mg,
4.39mmol)fr 1,2- =&, Zk(20ml). #hft: AR, Th: B TE(1:1),
133]  #(148mg, 36%), H & &k,
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H NMR (400 MHz, COCLY: § (pom) 7.74 (m, 1H), 7.69 (d, J=3Hz, 1H), 7.63 {m, 1H)},
7.32-7.49 {m, TH}, 3.83-3.50 (AB & %, 2HL 3.38 {m, 1H), 310 {d, J=8rz, 1H),
2.85 (m, 1H), 2.85 {d, J=8Hz, 1H), 2.43 (1, J=bHz, 1H), 2.38 (1, J=9Hz, 1H} “C NMR
(75 MMz, CDCL) & {ppm) 208.83, 160.63, 142,63, 138.30, 134.38, 133.21, 129.65,
128.48, 128,28, 127.24, 127.00, 125.33, 58,94, 56.87, 55,84, 50.27, 4269 HRMS
{ES+} miz: i+ £ {§ CuthoNOTH (M#H) 3241155, 53118 324. 1144,

EH#H) 8: 2-FA-5-(3-8H)-(3a,6a-40)-1,2,3,3a-19 B3R KI5
[c]7H2-4(6aE)-BR .

SR ¢
CI

W3- & -1- T ¥ ¥ K (171mg, 1.25mmol) . Coy(CO); (472mg,
1.38mmol). 1-F 3 -3-7be& 9k (200mg, 1.25mmol). = ¥ A A (343mg,
4.39mmol)A= 12- =& T (20ml). #hib: AR, Th: T8 TE(1:1),
133 =4 (143mg, 35%), HH EhkdY,

HOANMR (400 Mz, COCLY: 8 {ppm) 7.69 (m, 2H), 7.87 {d, J=3Hz, 1H), 7.35 (m, 2H),
7.26-7.18 {m, BH), 3.64-3.50 (AB 4 £, 2M), 3.37 {m, 1H), 319 {d, J=8Hz, 1H},
2.94 {m, 1H), 2.85 {d, =Mz, 1H), 2.44 (1, J=8Hz, 1H), 2.38 {1, J=0Hz, 1H). PC NMR
{75 MMz, COOL) & (ppm) 208,78, 150.03, 142.67, 138.31, 134.36, 120,89, 128.59,
128,47, 12B.22, 126,07, 58.92, 56.85, 55.86, 50.24, 42.64, HRMS (ES+} mfz H ¥
14 CaoHsoNOCH {IM+H} 324.1155; 23114 324.1150.

KB 9: 2-F I-5-(4-F I K I)-(3a,6a-47)-1,2,3,3a-19 AR /R
1 S (] 4(6a )T,

Q\N o
&

OCH,

B -k IK4-F ALK (166mg, 1.25mmol). Co,(CO)s (472mg,
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1.38mmol). 1-F 3&-3-wt &9k (200mg, 1.25mmol). = ¥ 3k L A (343mg,
4.39mmol)#= 1,2- =&, THX(20ml)., #htb: A, Thi: TBER TBES8(1:1),
33| M (166mg, 41%), HH e Ry,

HONMR {400 MHz, CDCLY § {ppm) 7.71 {d, I=8.8Hg, 2H), 7.58 {d, J=3Hz, 1H],

7.26.7.19 {m, 5H). 8.92 (d, J=B.5Hz, 2H), 383 (s, 3H), 3.64-3.50 (AB & %, 24},
3.36 (., THY, 3.18 (¢, J=OHz, 1H), 2.84 (m, TH), 2.83 (g, J=0Hz, 1H), 2,42 {1, J=8Hz,

1H), 2.38 (1, J=gHz, 1H). PC NMR (75 MHz, CDCL) 8 (ppm) 209.35, 158.78, 157.98,
143.09, 138.43, 128.47, 128.43, 128,19, 126.90, 124.12, 113.81, 59.00, 56.84, 58.08,
528, 50.26, 42.49. HRMS (ES+) miz it 548 CpHpNO, (MHH): 3201851 F#H
320.1549,

ZH4) 10: 2-F H-5-(BE K -4-2)-(3a,6a-/0)-1,2,3,3a-19 EIR KK
FH[c]rtoE-4(6aH)-BR .

B 4- T ok K -1,1- 8% X (246mg, 1.38mmol) . Coy(CO)s (472mg,
1.38mmol). 1-F #-3-wbo&ok (200mg, 1.25mmol). = ¥ A L R (343mg,
4.39mmol)#= 1 2- =R T (20ml), #hfh: AR, Thk: T TEQ2:1),
733 FM(163mg, 35%), A& & kR,

*HONMR (400 MHz, CDOIRY & {ppm)y 7.82 (m, 2H), 2.71 {d, J=3Hz, 1H), 7.64-7.59
(m, 4H), 7.47-7.20 {re, BH), 365-350 {AB 45 %, 2H), 3.38 {m, TH} 3.21 (4, J=0H2,
1H), 2.87 {m, 1H), 2.86 {d, J=OHz, 1H), 2.45 {1, J=8Hz, 1H), 2.38 (1, J=8Hz, 1) ¥C
NMR (75 MHz, COCL) & {ppm) 20810, 150.85, 143.40. 141.21, 138.43, 13180,
130.48, 128,78, 128.48, 12822, 12758, 127.41, 127.10, 127.05, 126.94, 58.98,
56.91, 50.32, 42.70. HRMS (E54) miz: 1 ¥ 8 CoeHpNO (M+H"): 366.1858; 52114
366.1848.

72



200780013408. 0 o 15 3E46/6510

EHH) 11 2-F HA-5-(4-R T A AL F 8B R A4 )-(3a,6a-40)-1,2,3,3a-
9 SR 5, (] -4(6aH)-FR

B 4- T k& 3K -Boce- X B (202mg, 0.93mmol). Coy(CO)s (319mg,
0.93mmol). 1-F &-3-she&ok(135mg, 0.84mmol). = F & T A (232mg,
2.96mmol)#= 12-— &, Tx(14ml). #tk: EIR, Th: B TE(10:1),
%3] F 4 (50mg, 15%), HFE kY.

*H NMR {400 MHz, CDCliy 8 {ppm) 7.82 (m, 2H), 7.53 (d, J=3Hz, 1H), 7.32-7.10 {m,
7HY 3.55-343 (AB % &, 2H), 3.27 {m, 1H}, 310 (d, J=8Hz, 1H), 2.85 (m, 1H),
2.78 {d, J=8Hz, 1H), 2.35 {1, J=9Hz, 1H), 220 (1, J=0Hz, 1H), 1.45 (s, 8H). *C NMR
{75 MHz, COCL} 8 (ppm) 215,15, 158.64, 152,60, 143.08, 138.63, 138.41, 12855,
12827, 127.86, 126.95, 12664, 126.21, 118.14, 81.20, 59.08, 56.81, £8,03, 50.34,
42 56, 28.38. WS {E5+) myz 405.21 (M+H')

EAA) 12: 2-F3k-5-T #-(3a,6a-44)-1,2,3,3a-19 SRR M - [c]#t
&--4(6aH)-FF .,

0

5

B 1-T ke (26mg, 0.31mmol). Coy(CO)s (118mg, 0.34mmol). 1-F &
3-mheE ek (50mg, 0.31mmol). = F 3 T A(86mg, 1.1mmol)F= 1,2-—&. T
(ml). st AR, T CLERTBES(1:1), 53 F%(45mg, 53%),

G IR,
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'H NWMIR (400 MHz, COCL): 3 (ppm) 7.30-7.16 {m, 5H), 7.11 {m, 1H), 3.67-3.45 {AB
A, 2H), .23 (m, 1H), 3.07 (d, J=9Hz, 1H), 2.75 (m, TH), 2.71 {4, J=0Hz, 1H),
2.35 (1, J=9Hz, 1H), 2.28 (1, J=GHz, 1#), 219 (m, 2H), .50 (m, 2H), 1.38 (m, 2H),
0.92 (¢, J=7Hz, 3H). PC NMR (75 MHz, CDCl) & (ppm) 211.29, 158.46, 146.98,
138.62, 128.38, 128,13, 126.84, 58.91, 56.67, 55.98, 48.18, 43.03, 20.83, 24.42,

22.28, 13.83. MS (ES+} miz: 270.2 {M+H"),

EH] 130 2-—K T K -5-K K -(3a,6a-40)-1,2,3,3a- 79 SR KM 5t
[c]Pthe4--4(6aH)-BR .

~

B K L (22mg, 0.21mmol). Coy(CO)s (90mg, 0.26mmol). 1-7F 2-3-
g ok (50mg, 0.31mmol). —F A B A(58mg, 1.1mmol)F= 1,2- =& TH
(2ml). #hib: AR, T CERTBE(10:1), 133 =M(16mg, 21%),
F e bRy,

*H NMR (400 MHz, COCL): & (ppm) 7.77 {m, 2H), 7.67 (d, 3=3Hz, 1H), 7.55-7.35 (m,
4H), 7.32-7.11 {m. 9H), 4.17 (s, TH), 3.34 (m, 1H), 3.16 (d, J=9Hz, 1H), 2.92 (m, 1H)},
2.80 {d, J=0Hz, 1H), 2.31 (m, 2H). ¥C NMR (75 MHz, CDCh) & {ppm) 208.91,
15972, 144.01, 143.35, 142.99, 131.63, 128.51, 128.48, 127.30, 127.23, 127.02,
126,96, 74.38, 56.08, 55.46, 50.10, 42.35. MS {ES+) m/z: 366.2 (M+H").

) 14: 2.5-=F & -(3a,6a-40)-1,2,3,3a-v9 IR KK F [c]rthi

_4(6aH)-FA,
o

® 3-F & -1-% ¥ (37mg, 0.31mmol). Coy(CO)s (107mg, 0.31mmol).
1-F 2-3-7tb 79k (50mg, 0.31mmol). = ¥ X LA (86mg, 1.1mmol)F= 1,2-
ZHRTECml). thik: AR, Tk B TE(10:1), 53] 4 (44mg,
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46%), HEEwIRY.

ONMR (300 MHz, CDCI3)Y & {ppm) 7.33-7.15 (m, 10M), 7.01 {d, J=3Hz, 1H), 3.58
(AB syslem, 2H), 348 (AB 4% £, 2M), 3.23 {m, 1H), 3.10 {g, J=BHz, 1H}, 279 (m,
1H), 2,70 {d, =8z, 1H), 2.38 (1, J=OHz, TH), 2.25 (t, J=8Hz, 1H). C NMR (78 MHz,
COCHLY & (ppm} 21081, 160,12, 14632, 138.82, 138.59, 128,80, 128.43, 128.36,
12817, 126.88, 12618, 58.84, 58.71, 55.77, 40.21, 43.13, 31.13. M5 {ES+) mix
304.2 (MR},

L) 15: 2-(4-#F 3)-5-FK 2 -(3a,6a-/4)-1,2,3,3a-1 AR R =M HF
[C]#Lo%-4(6aH)-BR.

0

-0

B 3K T E(29mg, 0.28mmol). Coy(CO)s (107mg, 0.31mmol). 1-(4-#)
F K -3-nkeE ok (50mg, 0.28mmol). = ¥ A EZHR(77mg, 1.1lmmol)F= 1,2-=
A LHEOml), #iik: BIR, T LR TE(S1), 52 % (41mg, 47%),
h & &R,

F

TH NMR {300 MHz, CDCI3Y § {ppm} 7.72(d, J=THz, 2H), 7.65 (d, J=3Hz, 1H}, 7.41-
7.31 {m, 3H), 7.15 (m, 2H), 883 {1 J=8.8Hz, 2H), 3.58-345{AB & £, 2H), 337
{m, 1H}, 3.17 {d. J=8Hz, 1H}, 2.94 {m, 1H), 282 (d, J=8Hz, 1H), 240 (, J=8HZ, 1M},
238 {1, J=OHz, 1H), PG NMR (75 MHz, CDCL) 5 (ppm} 208.95, 150.58, 143,74,
134.22, 13150, 129.95, 120.85, 1238.50, 128.35, 127.21, 11514, 114.81, 5832,
56.87, $6.02, 50.05, 42.48. MS (ES+) miz: 308.2 (M+H'}.

L) 16: 2-F S -5-(= F I a4 3 )-(3a,6a-/0)-1,2,3,3a-79 SR K=

W 3 [c]vHhE-4(6aH)-BR .
DAOsq
7

™

75



200780013408. 0 oo 1 3E49/651

W = ¥ A A M 3k Tk (283mg, 2.82mmol) . Coy(CO)s(96mg,
2.82mmol). 1-3F #-3-wt 7894k (300mg, 1.88mmol). = F & I ZW(588mg,
7.53mmol)#= 12- =& T (15ml). #htt: AK, HEMA R FIE T EE
8%, 32|~ #(150mg, 28%), A A% & ibR4,

'H NMR (400 MHz, CDCI3): & (ppr} 7.82 {d, J=2.6Hz, 1H), 7.28 {m, §R}, 3.57 (AB
B &, 2H), 3.35 @, 1H), 347 {4, J=UHz, THY, 278 (d, J=8Hz, 1H), 2.74 {m, 1H},
2,37 {m, 2H), 0.24 {5, 9H). PC NMR (75 MHz, CDCL) 8 (ppm) 215.10, 172.72,
147.88, 136.99, 128.29, 128.22, 126.86, 58.567, 56.84, 55.90, 48.80, 46.85, -1.78.
HRMS {8 MM, 286.1627, 42318 286.1818,

F A 17: 2-3F & -(3a,6a-47)-1,2,3,3a-19 &30 R = H ¥ [c] %

_4(6aH)-A,
oy

B 2-F 5= F Ak 3R)-1,2,3,3a-19 &R RS S [c] e %
-4(6aH)- BR (50mg, 0.17mmol)# F BF (3ml)% & F A2 A K,CO; (25mg,
0.17mml), H &£ & TFTHRAMIHE 18 o, Ao ANKFALRLEF
B, A4efe NaCl &k ki, Na,SO, TrE, i iR%. @idpeik &
shehib: AR, MEM R FTIRETE 1%, 1337 (18mg, 48%), #
S RE

M NMR (400 MHz, COCISY 5 {ppm} 7.56 (dd, J,=2.8Hz, 1=5.6Hz, 1H), 7.26 (m,
5HY, 6.24 (dd, J=1.7Hz, J;=5.6Hz, 1H), 3.55 (AB & %, 2H), 3.38 (m, 1H), 3.10(d,
J=0Hz, 1H). 2.79 (d, J=GHz, 1H), 2.73 (m, 1H), 2.35 (m, 2H). C NMR {75 MHz,
COCK) & (ppm) 211.93, 16569, 13840, 134.92, 128.51, 128.26, 127.02, 58.90,
56.52, 55.49, 4B.58, 45.58, HRMS 7+ £ 40 MeH": 2141232, 383344 1 214.1230,

LA 18 2-F 2 -5-4 T H-(3a,6a-40)-1,2,3,32-19 B3R R =M 5[]
b ek--4(6aH)-BF .
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%] 3,3-= ¥ & -1-T #(29mg, 0.34mmol)#]F 0°C4A3785 1,2- =5 T
(1m1)i% & F Jm A Coy(CO)g (118mg, 0.34mmol), 7+ B A& 0°C T ¥ iRb-4h 4
15 o4r, REAEFTRTHIE 40 04, A 1-F K389k (50mg,
0.31mmol)# 1,2- =R T (Iml)F= = F 2 ZAA(72pl, 1.01mmol)#)% %,
HFE 83CTHBRAYm#A 20 JBF. R RSB LAZE L LIEHFA
CH,CL, #e 4. KRRk Fid i beik &k ol oe: AR, —&a Tk,
%3] = #(11mg, 13%), HFEHRY.

'H NMR (400 MHz, CDCIS): 8 (ppm} 7.29-7.17 (m, §H}, 7.08 {d, J=3Hz, 1H), 3.58-
347 (AB 15 4, 2H), 3.7 (m, 1H), 3.04 (d, J=OHz, 1H), 272 (m, 1H), 268 (4,
J=GHz, 1), 2.35 (4, J=94z, THY, 2.30 {4, J=0Hz, 1H), 1,20 {s, 8M). 7C NMIR {75 MHz,
CDCL) 5 {ppm) 209.28, 156.44, 154,52, 128,27, 128.19, 126.88, 58.69, 58,78, §6.15,
50.23, 42.00, 31.72, 28.33. . MS (E1#) miz. 269.17 (M),

LA 19: 2-F K -5-3K 3 -(3a,6a-M1)-1,2,3,3a-55 B IR R M 5 [c]7tk
w%--4(5H)-BR .

OO

2-F 3 -5-3F 1,23 3a-v9 S IR % = M T [c] Pk #-4(6aH)- BRI (100mg,
0.34mmol)F= &, & 4L42(20mg, 0.14mmol)iRaH ) LEE(8 mD)iEi&k, £ H,
AFAF TR FHAE 4h, @B iddkik &k, 2K, BEMNTREDT
Y LB LER(5:1), 133 (47 mg, 47%), HE EbRyy, FExTeR A
IR RAY

17
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'H NMR {400 MHz, CDCI3): 8 (ppm) 7.38-7.15 {m, Z0H), 3.77 (d. J=10Hz, 1H)}, 3.66
{1, J=14Hz, 2H), 3.56 (m, 3H), 3.27 {d, J=9Hz, 1H), 3.08 {d, J=8Hz, 1H}, 2.96 {m, 1H},
2.81 {m, 5H), 2.66 (m, 1H), 2.55 (m, 2H), 2.32 (m, 4H), 1.85 (m, tH). MS (ES+) 292.2
{M+H").

8 iF Cu B HAZ Fo HU4E 1 4-D0 AR A W BR &9 — R 3R4E A Ar T,
@E-SO"C?/\%P\&‘J Cul (0.2 K 1eq)% LEBUREBR T, ImAH HIAZRA AL
X7, FHFRASMT-50CH I 30 4]\%\%0 e, £-50CTF, @idF
EERERT AGIR(] eq )t CEBEIR . SEHHE 30 047, RAER
IR B AL 44 B, BRL A4 I NH,CINH; 10%52 & 3 K, FH48 34 3
TR, 0B E&E, KA REIR, &43F 0K #u48 A NH,CI/NH; 10% 3%
A, it Me,SO, T8, LB FR% 2%, ddbeik kb,

647 20 ((R,S)-5,6)-2-F & -6-F H -5-% % (3a,6a-/1)-1,2,3,32-W £,
IR R =W F[c]Hh"&--4(1H,2H,5H)- 57 .

©/‘N 0

& Cul (66 mg, 0.34 mmol). MeLi (0.43 ml, 1.6M T A& R). 2-F A&
-5-3K K -1,2,3,3a-19 SR R =W 5t [c]mth5--4(6aH)-BF (100 mg, 0.34 mmol)
Ao LBE(S ml). 13 3] 4 3% & R4 o9 = # (76 mg, 72%). BF 7 shég L4t

' NMR (400 MHz, CDOI3) § (ppra) 7.38-7.20 {m, 8H), 7.09 {m, 2H), 3.70-352 (AB
s %, M, 351 {0, J=0Hz, 1M, 3.3 {d, J=0Hz, 1H), 284 (m, 1H). 2.83 {d, J=8Hz,
14, 242 {m, 1H), 2.32 {m, 3H}, 215 {m, m} 109 {d, J=8 SHz, 3H). HRMS (E5+)
Mz b E 3 CoMaaNO (MeH'Y: 306.1858; 55 %)% 308.1854.

£3#4] 21: (R,S)-5,6)-2-F #-6-T & -5-F3h-(3a,6a-11)-1,2,3,3a-5%
5K K I [c] e -4(SH)-FF,

78



200780013408. 0 o8 15 ZE52/6561

©/\N o

# Cul (66 mg, 0.34 mmol). n-BuLi (0.43 ml, 1.6M #) TITER&). 2-
F 5K &4 12,3 ,3a-v9 &R K M H[c] s -4(6aH)-BA (50 mg, 0.17
mmol)F= ZEE(5 ml), #BiLtkik Eksi: B, HANTHEE DI
LB LER(2:1), 133 F (34 mg, 28%), HFEHRY,

M NMR {400 MHz, CDCI3) & {ppm)  7.40-7.20 {m, BHY, 7.11 {m, 2H), 3.80 {AB
o F.PHD), 3208 {d, S0z, 1M 3.20 (d, J28He, 1H), 284 (L J=GHz, 1H), 2.83 {4,
JeOHz, M), 2.53 (m, 1HD), 2238 {m, 1H), 233 {1, Je8Hz, 1HY, 244 {m, 1H) 1.88 {m,
1M 1.40 (m, 1H), 1.20-1.11 {m, dH), Q78 (& J=7Hz, 3H) MB {ES5+} nve 348.2
{taeH'y

%G 220 ((R,S)-5,6)-2-F &-6-LH-5-F K ~(3a,6a-1)-1,2,3,3a-5%
SRR =M HF [c]rns-4(SH)-BR .

©/\N 0

# Cul (13 mg, 0.07 mmol). #A T #4(0.15 ml, 25% THF i&R).
2-7F 3 -5-FK 3-1.2,3,3a-19 £ IR R M 5[] %--4(6aH)-BR (100 mg, 0.34
mmol)#= LB (5 ml). i@idbeik &kl B, HENIKE K.
LB TER(3:1), 133 H(17 mg, 15%), A& E@RY.

HONMR (400 MHz, CDCI3Y § (ppm)  7.40-7.20 (m, 8H), 7.12 {m, 2H), 3.62 (AB
G &, 2H), 300 (0, J=0Hz, 1H), 3.23 {dd, Jy=13Hz, = 1.5z, 1H), 2.95 {8, J=BHz,
1HY, 2.85 {d, JeOHz, 1HY, 254 {m, 1H), 2.38 {m, 2M), 2.33 {1 J=8Hz, 1H), 2.10 {(m,
1H), 1,66 {m, 1HY, 1.43 (m, 1H), 0.B8 {1, J=THz, 3H). HRMS 13118 M 320.2014,

F ) 23: ((R,S)-5,6)-2-F A -6-5+ F 25 -5-K K (3a,6a-)l1)-1,2,3,3a-
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> AR R = I [c] e o-4(SH)-BR
SR

A Cul (329 mg, 1.72 mmol). #Ab# &£ 4£(0.95 ml, 2.0M &) THF &
). 2-F A -5-KF-1,2,3,32-9 SRR M S [c]Hb&-4(6aH)-BR (500 mg,
1.72 mmol)#= LBk (11 ml)., @idpeik &k sb: I, HEMNTKE
O LR LEE(3:1 ), 3 F (250 mg, 50%), HF & bR, dFAfek
SR G RS

5,6- I X, 4k #F B % #45 'TH NMR (400 MHz, CDCI3): & (ppm) 7.40-7.20 (m, 8H), 7.11 {m,
2H), 3.61 (AB 4% , 2H), 3.39 (d, J=13Hz, 1H), 3.10 (m, 1H), 2.94 (m, 1H), 2.85
(m, 2H), 2.73 (m, 1H), 2.62 (t, J=10Hz, 1H), 2.30 (m, 1H), 1.78 (m, 1H), 0.93 (d,
J=7Hz, 3H), 0.59 (d, J=7Hz, 3H). MS (ES+) m/z: 334.2 (M+H).

L34 24: (R,S)-5,6)-2-F 3-5-K &K -6-% JK(3a,6a-/1)-1,2,3,3a-5% &
IR %= W F[ ]t "&-4(SH)-BR .,

©/\N 0

# Cul (10 mg, 0.052 mmol). FAL & HK4(0.06 ml, 2.0M & THF &
). 2-7F 3k-5-FKK-1,2,3,3a-19 AR R =M IF [c] Pt %s--4(6aH)-BR (30 mg,
0.103 mmol)#= L EE(6 ml). /4 vh AF 3 B F AR 69 iRE- 445 5] . 4 HPLC
4i4k: Cl8-sunfire, CAF:7K(6:4), 25 ml/min.

5,682k xud Bty nTH NIMIR {300 MHz, COCI3Y 5 (ppm) 7.36.7.22 (m, 8H), 7.08 {m,
2Ry, 3.80 (AB B Z, 2H), 3.34 (4, J=13Hz, 1H), 296 {m, 3H), 2.84 {m, 1H]}, 283
{r, 1M}, 2.48 {1, J=10Hz, 1H), 2.38 {m, 14}, 1.368 {m, 3H}, 115 {m, 1H}, 8.80 {4,
Je=THz, 3H). HRMS F 548 MM 3342171, 819048 334.2158.
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5,6- R X kxtskF#sk  'H NMR (400 MHz, CDCI3): § (ppm) 7.36-7.22 (m, 8H), 7.11
(m, 2H), 3.61 (AB 4k % , 2H), 3.28 (d, J=10Hz, 1H), 3.20 (dd, J,=1.7Hz, J;=12.6Hz,
1H), 2.94 (m, 1H), 2.82 (d, J=9Hz, 1H), 2.51 (m, 1H), 2.35 (m, 2H), 2.15 (m, 1H),
1.34 (m, 3H), 1.16 (m, 1H), 0.80 (t, J=7Hz, 3H). HRMS i S {5 M+H: 334.2171, 3, 50|
{8 334.2159.

& B 25: ((R,S)-5,6)-2- F % -6- & 2 -5-(4- # X A )-(3a,6a-
)-1,2,3,3a-55 2R R M F [ ]t ns-4(5H)-BR

O 0~

F

# Cul (31 mg, 0.16 mmol). & T H4£(0.2 ml, 25%%) THF &% ).
2-3F 3 -5-(4- 8K H)-1,2,3 3a-19 AR R M 5[]t E--4(6aH)-BR (100 mg,
0.32 mmol)#= Z &% (6 ml). £ HPLC #4:4L: Cl8-sunfire, T A :7K(6:4), 18

ml/min.

HONME (400 MHz, CDOIBY & {ppm) 7.30-7.14 {m, 8H), 5.57 {m, 4H} 3.54 (AB
B4, 2H), 3.21 {d, JeBHz, 1H), 3.14 (dd, J=18Hz B=125Hz 1H), 288 &,
=0z, 1H), 2.76 (d. J=8Hz, 2H), 2.45 {(m, 1H), 227 {m, 1H), 1.95 (m, 1H), 1.56 {m
141, 135 {m. 1HL 0.78 {t J=THz, SH) HRMS R EE MM 3389920, 51w

450338.1028,

# B 26 : ((R,S)-5,6)-2- F 3k -5-(4- #. K # )-6- & A -(3a,6a-
IR)-1,2,3,3a-75 SR R =M 5F [c] Pt -4 (5H)-BR .,

©/\N 0

F

# Cul (31 mg, 0.16 mmol). AL & £ 4£(0.19 ml, 2.0M #§ THF &% ).
2-7F 3 -5-(4- B K HK)-1,2,3,3a-19 R IR R =M - [c] L B--4(6aH)-BA(100 mg,
0.32 mmol)A= LB (6 ml). & #vA IExF B F MR e RAMIFE]. 4 HPLC
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44t Cl18-sunfire, T A 7K(6:4), 25 ml/min.

5,60 X, 32w #4k "H NMR (400 MHz, CDCI3): & (ppm) 7.28 (m, 5H), 7.03 (m, 4H),
3.60 (AB 4k % , 2H), 3.34 (d, J=13.6Hz, 1H), 2.95 (m, 3H), 2.83 (m, 1H), 2.61 (m,
1H), 2.46 (t, J=9Hz, 1H), 2.33 (m, 1H), 1.36 (m, 3H), 1.15 (m, 1H), 0.81 (t, J=7Hz,
3H). HRMS 3t J {8 M+H: 352.2077, gL m|{4: 352.2061.

5,6- A X Fstuk M4k 'H NMR (400 MHz, CDCI3): & (ppm) 7.28 (m, 5H), 7.03 (m,
4H), 3.60 (AB 4k % , 2H), 3.28 (d, J=13.6Hz, 1H), 3.19 (m, 1H), 2.94 (1, J=9Hz, 1H),
2.82 (d, J=9Hz, 1H), 2.51 {m, 1H), 2.34 (m, 2H), 2.08 (m, 1H), 1.54 (m, 1H), 1.36 (m,
2H), 1.16 (m, 1H), 0.80 {t, J=7Hz, 3H). HRMS i} 4" M+H: 352.2077, 37|
18.: 352.2066.

556 B 27: ((R,S)-5,6)-2- F K -6- T & -5-(4- & K & )-(3a,6a-
IR)-1,2,3,3a-7% 23R R =M F [c]tb=&--4(SH)-FA

@AN

# Cul (31 mg, 0.16 mmol). n-BuLi (0.13 ml, 2.5M #) TICIER). 2-
FH-5-(4- UK H)-1,2.3,3a-19 AR R = e A [c] i eE--4(6aH)-BF (100 mg,
0.32 mmol)#= Z & (3 ml). =Mk EsT ok ARG REHTH X, & HPLC
ghAb: Cl8-sunfire, CAF:7K(6:4), 25 ml/min.

8 80 3X8F bul Bt R TH NMR (400 MHz, COCIZYE 8 {ppm) 7.28 {m, SH), 7.03 {m, 4H},
359 (AR 5 A, 2H), 3.3 {d, S=13.8Hz, 1H), 2.96 {m, 3H) 2.83 {m, 1H), 2.80 {m,
1H), 2.48 {1, J=OHz, 1H), 231 {m, 1H) 140 {m, 1H), 1.20 {m, SH}, 0.80 {1, J=7Hg,
3H). HRMS oF 548 Mo 3668.2233, 22007 < 3882930,

8.8 5 AL o 56 B A H NMR (400 MMz, COCI3Y 8 {ppm) 7.28 {m, 5H), 7.08 (m,
4H), 361 {AB % %, 2H} 3.28 {d, J=8Mz, 1H). 38 {dd, J=1.8Hz, L=13Hs, 1H),
2.83 {8, =@Mz, 1H), 2.82 (4, J=OHg, 1H), 251 {m, 1H), 2.33 {m, 2H}, 2.07 {m, 1H),
1.56 (m, 1), 1.38 (m, 1H), 118 {m, 9H), 0.78 {4, J=7Hz, 3H). HRMS #5738 Ml

986.2233 MR 368,222,

A

445
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3 B 28: ((R,S)-5,6)-2- F 3 -5-(4- & K 3 )-6- F 3 -(3a,6a-
W )-1,2,3,3a-55 8RR =W FF[c]hb-4(5 H)-BR .

©/\N

F

& Cul (330 mg, 0.16 mmol). F342(0.11 ml, 1.6M #) TILIER). 2-
F A -5-(4- B K H)-1,2,3,3a- 19 £3R R =M HF [c]rE--4(6aH)- B (500 mg,
1.72 mmol)F= ZEE(11 ml). =i IEt B F Ak e R WIFE], @bk
GRS BRR, BEMNIKETKH B TE 1:1.

630K wF rh B A TH MMR (400 MHz, CDCISE 8 {ppmd 7.28 {m, 5H), 7.04 {m, 44},
59 (AB A &, FH), 3.31 {d, J=13.8Hz, THY 2.87 {m, 2H) 2.88 (m. 2H), 281 4,
JgHz, 14, 2.41 (m, 2R, 1.03 {d, J=7Hz, 3H), WIS (ES+) oy 324.2 (MM,

8§64 85 pF b H A H NMR (400 MHz, COTISY § (ppm) 7.32 {m, BH), 7.08 {m,
443, 3.84 (AB & &, 2H), 3.33 {d, J=BHz, 1H), 3.15 (dd, J,=1.5Mz, I=13Hz, 1H),
297 {1, JuBHz, 1H), 2.87 (d, J=8Hz, 1HY, 248 (m, 1H), 2.35 (m, 2H), 2.12 (m, 1H),
1,92 {d, J=THz, 3H). WS (B8 miz 3242 (M3H),

§

EH#4) 29: (R,S)-5,6)-2-F $-5,6-= T % -(3a,6a-1)-1,2,3,3a-7< £&.3F
%= 3 [o]H A -4(S H)-BR.

©/\N

# Cul (141 mg, 0.74 mmol). E T #42(0.3 ml, 2.5M & TITIER).
2-F 3 -5-T 3-1,2,3,3a-%9 EUER R - [c] b &-4(6aH)-BR (200 mg, 0.74
mmol)Fe LB (12 ml), @idpeik &k sbb: 2K, BENTKRE K
LB T B 1:1.

83



200780013408. 0 o 1 ZE57/6561

HONMR (400 MHz, CDCR): 8 (prow) 7.25 (m, 5H), 355 (AB <& 4, 2H), 3.10 (g,
JedHz, 1H), 2.75 (1, J=9Mz, 1H), 2,60 {d, J=8Hz, 1H), 2.36 {m, 2H), 2.25 {t, J=OHz,
1844), 1.96 {rn, 1H) 1.73-1,18 {m, 13H), 0.90 {m, 6H). MS {ES+) miz: 328.2 (M+H),

£ 364 30: ((R,S)-5,6)-2-F #&-5,6-= T &-(3a,6a-)-1,2,3,3a-5% SR
IR FF[c] P E-4(5 H)-BR.

©/\N

# Cul (33 mg, 0.17 mmol). £AL T H4%(0.13 ml, 25%%J THF &R ).
2-F H-5-T #-1.2.3,3a-19 &R R M 5[]t "%-4(6aH)-BRA (100 mg, 0.34
mmol)#= LB (6 ml). = VA JE 2 B F AR 69 R KT . & HPLC 2k
C18-sunfire, ZAF:7K(6:4), 25 ml/min.

5,6- X Fxt s sk 'H NMR (400 MHz, CDCI3): § (ppm) 7.25 (m, 5H), 3.54 (AB
4K %, 2H), 3.10 (dd, J;=1.8Hz, J=0Hz, 1H), 2.73 (m, 2H), 2.37 (m, 2H), 2.26 (t,

J=9Hz, 1H), 1.98 (m, 1H), 1.75-1.20 (m, 9H), 0.93 (m, 6H). HRMS it f {4 M+H:

300.2327, 3,7 {4.: 300.2330.

56- 5 X itk EAk  'H NMR (400 MHz, CDCI3): & (ppm) 7.25 (m, 5H), 3.54 (AB

K% , 2H), 2.88 (m, 1H), 2.81 (m, 1H), 2.71 (m, 1H), 2.63 (m, 2H), 2.44 (t, J=OHz,
1H), 2.07 (m, 1H), 1.86 (m, 1H), 1.71 (m, 1H), 1.52 (m, 2H), 1.30 (m, 5H), 0.91 (m,

6H). HRMS i F {8 M+H: 300.2327, sLm|{&: 300.2325.

EH#4) 31: (R,S)-5,6)-2-F -5-T #-6-F H-(3a,6a-1)-1,2,3,3a-5%
IR S H[C]Ph -4 (5 H)-BR,

UL

# Cul (141 mg, 0.74 mmol). &4 F K4£(0.24 ml, 3.0M &) LELRE
). 2-F 3k-5-T A-1,2,3,3a-m9 AR R =K A [c]tb2E--4(6aH)-BR (200 mg,
0.74 mmol)F= ZE (10 ml)., @idPeik &8k, Ak, BHEMNTKE
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Tkt LR TEg 1:3,

W ONMR (400 MMz, CDCI3Y 5 (ppm) 7.25 {m, 5H), 3,83 (AB & £ . 2H), 2.27 {m,
3HY, 2,53 {m, 2H), 2.38 {1, J=OHz, 1H), 2.04 {m, 2H), 1.61-1.18 {m, 6H), 1.08 {,
JsBHz, 3H), 0.50 (m, 3H), MS (ES+) nvz 286.2 (M3H),

E364) 32: (R,S)-5,6)-2-F #-5-T #-6-FK & -(3a,6a-)-1,2,3,3a-7
SR R =W I [c] -4 (S H)-BR

©/\N 0

& Cul (70 mg, 0.37 mmol). X 42(0.39 ml, 1.9M &5 =T A B IER).
2-F H-5-T #-1,2,3,3a-W9 &30 R M 7+ [ ]t "5--4(6aH)-EA(100 mg, 0.37
mmol)F= Z &k (4 ml). =4 A dE 3t B F AR 69 IRAE M RAF . & HPLC 21k
C18-sunfire, ZAF:7K(6:4), 25 ml/min.

5,6- X JE sk f 45 'H NMR (400 MHz, CDCI3): § (ppm) 7.30-7.10 {m, 10H), 3.53
(AB 4K % , 2H), 3.24 (m, 1H), 3.07 (d, J=9Hz, 1H), 2.76 (m, 1H), 2.71 (d, J=9Hz,
1H), 2.35 (t, J=8Hz, 1H), 2.28 (t, J=9Hz, 1H), 2.19 (m, 2H), 1.60 (m, 2H), 1.48 (m,
2H), 1.35 (m, 2H), 0.92 (t, J=7THz, 3H). HRMS it F 4 M+H: 348.2327, W7
{4: 348.2321.

5,6- R XJEstme sk 'H NMR (400 MHz, CDCI3): 8 (ppm) 7.32 (m, 4H), 7.25 (m,
3H), 7.17 (m, 3H), 6.96 (m, 4H), 3.78 (dd, J,=1.5Hz, J;=13Hz, 1H), 3.65 (AB 4k % ,
2H), 3.39 (d, J=9Hz, 1H), 3.26 (m, 1H), 3.12 (t, J=9Hz, 1H), 2.93 (m, 2H), 2.38 (t,
J=9Hz, 1H), 2.25 (m, 1H). HRMS +} J{& M+H: 386.1920, JLMI{4: 386.1910.

x 3 ) 330 ((R,S)-5,6)-2- F A -5-(4- 2 K 2 )-6- ¥ 2 -(3a,6a-
IR)-1,2,3,3a-55 AR R =M F[c]7th"b-4(5H)-BR
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Cl

# Cul (18 mg, 0.09 mmol). F£42(0.07 ml, 1.6M & TILIER). 2-
F o -5-(4-8 KA -1,2,3,3a-9 3R R =M H ]t #E--4(6aH)-BA (50 mg,
0.74 mmol)fe ZB (4 ml), @ik &k shtb: AR, BEANTKEDT
Y LB L ES 113,

%

HONMR (400 MMz, CDCIY 3 {opm) 7.30 {m, 7MY, 7.02 (m, 2ML, 359 (AB & 3%,
2HL 3.31 (d, J=13Hz, tH), 288 {m, 2M) 2.88 (m, 2H), 281 {m, 1H), 2.42 {m, 2H),
1.02 (4, J=7Hz, 3H). MRMS S5 5.98 M4 340.1468, 312048 1 3401454,

5

4 B 34: ((R,S)-5,6)-2- F & -5-(4- & K #)-6- K ¥ -(3a,6a-
JIN)-1,2,3,3a-75 23R XM F [c]otkeb-4(S H)-BR .

& Cul (62 mg, 0.32 mmol). X A&42(0.30 ml, 1.9M #) = T A EBIRIR).

2-3F 3 -5-(4-A ) -1,2,3,3a-19 AR R M FF [c]7th%--4(6aH)-BR (100 mg,
0.32 mmol)Fe LB (4 ml). @iLdeig &8R4 2K, BENTIKET
W GER LEE 1:1.
'H NMR (400 bHz, CDCI3Y § (pprm)  7.26-7.00 (m, 15H), .80 (d, J=13Hz, 1H), 3.65
{AB ix &, 260 3.39 {4, J=10Mz, 1H) 335 {m, 18y, 391 {4 JegHz, 1M, 292 {m,
TH), 239 (1 J=OHz, TH) 225 {m, 1M} HRMS FE3 MM 3682004300
4 368 2028,

® Rh #1069 35 A ANER 49 1 4-hn R 69 —AL3RAE: W BR(1 eq). F A
B2(2.5 eq). [RhCI(COD)], £4-#1(0.03 eq)F= LiOH (5 eq)ifba-# # —*%kz.
K41 )Ek, £ AT AT, THARE T, AMKGERKIDFE 150 BL4%)
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F 150°C 44 30 min, 2RH B ZHAAAALLEER., s NHCl lef sk,
St LB LA F IR, ﬁﬁmaﬁl JKF= NaCl 4aF5 0% ik, % Na,SO, T &,
W F R, Fapi@ilbik &8k, B, BENMNOKELIK TR
LB 1:4,

F 34 35: ((R,S)-5,6)-2-F -5,6- =K J5-(3a,6a-7)-1,2,3,3a-5% &3
=M I [c]othrb-4(S H)-TR.

w KA ME (63 mg, 0.51 mmol). [RhCI(COD)], (3 mg, 0.006 mmol)-
2-F H-5-FK K -1.2,3 3a- 9 S3R R =W S [c]tho5-4(6aH)-BR (60 mg, 0.20
mmol). LiOH (25 mg, 1.03 mmol)A» —"&hz:7K(4:1, 1.2 ml). 33| =#(30
mg, 15%), AL & @Ry,

*H NMR {400 MHz, CDCI3Y § (ppmy) 7.38.7.00 {m, 15H), 3.80 {0, J=13Hz, 1H), 3.85
(AR 5 %, 2H), 3.39 {d, J=10Mz, 1H), 358 Om, 1HY, 311 (L =g, 1H), 292 (m,
1HY, 238 { JeOHz, THY 225 {m, TH) HRMS FE8 MR 3682014 85y
53882028

£ 36: ((R,S)-5,6)-2-F 3-6-(3,5- = ¥ &K K H)-5-K 3k -(3a,6a-
)llﬁ)-l,2,3,3a-/\ %L%}&‘%}ﬁiﬁ‘[c th%-4(5H)-§|;] °

[ j N . O
# 3,5-— ¥ A R A AEL(78 mg, 0.51 mmol). [RhCI(COD)], (3 mg,

0.006 mmol). 2-FH-5-FK-1,2.3 3a-19 SR /%= FF [c]th -4 (6aH)-BR
(60 mg, 0.20 mmol). LiOH (25 mg, 1.03 mmol)A= =*%}kx:7K(4:1 , 1.2 ml).
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152 = #1(22 mg, 26%), A K &bk,

TH NIR (400 MHz, COCI3) 3 (ppm)  7.33 (m, 3H), 7.28 (m, §H), 7.04 {m, 2H), 6.79
{m, 3H), 3.80 {d, J=13Mz, 1H), 3.84 (AB K £, 24, 3.36 (d, J=0Hz, 1H), 3.29 (m,
TH}, 3.08 (1, J=DHz, 1H), 2.93 (4, J=0Hz, 1H), 2.88 {m, 1H), 2.23 {5, 6H). HRMS it5
4 MeH: 396.2327, S48 39623385,

% 364 37 ((R,9)-5,6)-2-F # -6-(4- ¥ &I K K )-5- K 3L -(3a,6a-
IR)-1,2,3,3a-55 E3R R 5 [c]oHho-4(S H)-BR .

B 4-F fAFKAHBEL(157 mg, 1.03 mmol). [RhCI(COD)], (6 mg,
0.012 mmol). 2-F3-5-FK3-1,23 3a-19 &R /% =M F[c]b4-4(6aH)-BR)
(120 mg, 0.41 mmol). LiOH (50 mg, 2.07 mmol)F= ="&kz: 7K (4:1 , 2 ml).
33| =485 mg, 51%), AR EHKY.

H MWK (400 MMz, CDOIBY: 8 (ppml 7.41-7.21 {m, 8H), 711 {m, 3H), 8.83 {m, 2M),
3.80{d, J=13Hz, 1ML 3.77 (s, 3H)L 371{AB A &, 2H), 344 (d, J=10Hz, 1H), 3.35
fm, THY, 301548, J=BM2, 1Y, 2,95 (m, 263, 244 {d, J=OHz, 1H), 2.31 {m, 1H). HRMS
i A MeH: 308 2120, 50048 30882137

% % ) 38 ((R,S)-5,6)-2- %F & -5-(4- & K % )-6- X ¥ -(3a,6a-
IR)-1,2,3,3a-55 £ R =M SF [ s--4(5SH)-BR .

H F LA E(385 mg, 3.0 mmol). [RhCI(COD)], (18 mg, 0.036 mmol)-
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2-F H-5-(4-8 K 2)-1,2,3,3a- 19 £ R =M 5[] 2E-4(6aH)-BR (400 mg,
1.23 mmol). LiOH (151 mg, 6.1 mmol)F=="8}t:7K(4:1, 9 ml). 33 =4
(160 mg, 32%), * 3% &mR4.,

M ONMR (400 MMz, COCI3Y B {ppm)  7.37-7.13 {m, 12H), 6.84 {m, 2H), 3.77 {4,
J=1aMz, 1H) 365 (AB & &, PH) 239 (d, J=10Mz, 1H), 3.27 {m, 1M}, 312 (1
J=OMz, TH) 2.92 {m, 2H), 2.38 {, J=SHz, 1H), 2.2 (m, 1H). HRMS 358 M
4021525, 302045 - 402, 1608.

A ApiE
MR T KL R LR EMNEMEA o (0-1 F= 6-2)I7H|F 9 F M
12 F 5 iK3 5 %

o-1

A% B Ay 3k s 452549 (DeHaven-Hudkins 37 A, 1992) A7 i 84 7 ik 4T
ol-Z R IBRA AL SN E. MdmEZ, £ 104K (W/v)8) Tris-HCI
50mM 0.32M E A& . pH7.4 #9%%& ¥ , 1A Kinematica Polytron PT 3000,
£ 15000 rpm. FTHB G Z 304, £ 4CTTF, A2 1000g ¥4 X4
B8 10 547, A EFRIFAE ACT, vL 48000g BR B 15 547, &
10 484749 Tris-HCl 48 77 & (50mM, pH7.4)¥ £ &Y, £37CTHE
30 o4, &£ 4°C T vk 48000g B 20 4F. e, EFHEE Tris-HCl £
7% (50mM, pH7.4) ¥ & &R M H Kk L HERM,

H— N REAA 10pL #PH](+)- /K2 F (R EH 0.5nM). 900uL
AR ER, ERANZAREA ImL FERLULLREH Y 30mg 48
RAE/mL., BT ANLRESD 1uM & Bk B T EE e A, £
1# /i Schleicher & Schuell GF 3362 3% 38 4 42 J 4K [ 6 12 0.5%3E LW T i
BRFRMEY 1 P REEERLER B, FeHKXELITCT
BE 150 o4F. RE1EM 4mL % Tris-HCl £ A% (50mM, pH7.4) #%&
JEHR 4 R, JE AR JR 38 BB (scintillation cocktail) & , A& AR se TR
1% A Wallac Winspectral 1414 BAK A MRIT408, @13 & A 3 (liquid
scintillation spectrometry)# E A4t 4 4% . @i Lowry F A(1951)#)
7R R AR,
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c-2

15 R B A 3 245 2089 40 (Radesca A, 1991)FT L 89 7 % AT 62-%
eGSR, MmEX, EARY 10ml/g BB FETORANESE
320mM E . pH7.4 % 10mM Tris-HCl (Tris-EAEL A R)F, 1£ 5
Potter-Elvehjem %) 3 25(500r.p.m., 10 &) I & ¢ 24K (c-1)3 R e ) K69
AR, Re, £4CT, L 1000g ¥ 9 R4 B < 10 047, KE LFRE,
i 1 % 2% £ 2mL/g kA 6 Tris-BABZ & ¥ £ B ILE M Hvh 1000g F K
B3 10 447, £ 4°C T, ¥4 31000g ¥4 5F 49 1000g L& R B 15 5-4F.
1@ 13 iR W A £ 3mL/g 10mM Tris-HCl + & &, F ¥ RE%AE 25C
TFARFF 15 54, A 31000g B 15 4475, @it i& #= Potter-Elvehjem
XA, BREHEETEAR 1.53ml/g 10mM. pH7.4 4 Tris-HC1 ¥,

W IREAH 10uL 9[°H]-DTG (KA A 3nM). 400uL 692042 5%
& & (5.3mL/g, 50mM Tris-HCI, pH8.0), &R A& AARH 0.5mL. i
T A AR A 1uM 8 Bk BE A 2 JE4F 4 8. /2128 Schleicher
& Schuell GF 3362 338 4 4 K[ £ 0.5% K T IR IE R T iR it £
T B beak iR R AL R AT, 43R E £ 25 CTF®RE 120 44, 1&
A SmL AR AR 494 Tris-HCl £ 4 7% (10mM, pH8.0)%e A4 3 k. AmA
W Mk 28 B, (scintillation cocktail) & , &4 &% -F#rid L. £ A Wallac
Winspectral 1414 &KW IRH4028, @13 %& A 6%k (liquid scintillation
spectrometry)# £ AT 894 6F . B i Lowry FA(1951)8) 7 %4 8 &
8 RE.

DeHaven-Hudkins, D. L., L.C. Fleissner, and F. Y. Ford-Rice, 1992, “"Characterization
of the binding of PH}{+)pentazocine to o recognition siles in guinea pig brain”, Eur. J.
Pharmacol. 227, 371-378.

Radesca, L., W.D. Bowen, and L. Di Paclo, B.R. de Costa, 1891, Synthesis and
Receptor Binding of Enantiomeric N-Substituled cis-N-{2-(3,4-Dichlorophenyt)athyl}-
24 t-pyrrolidinyljcyclohexytamines as High-Affinity ¢ Receptor Ligands, J. Med.
Chem. 34, 3085-3074.
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90



200780013408. 0

o 1 ZE64/651

2003, Generation and phenotypic analysis of sigma receptor type | {Sigmal)
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Lowry, Q.H. MN.J. Rosebrough, AlL. Farr, and R.J. Randall, 1951, Protein
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BRI - g X I T TROF:

&)
5K 76,45 %fﬁ%ol %1%_/?;401
: 794 46.8
3 2 40.1 23 —
3 473 11.3
) 88.9 57.4
. 102.3 54
B 6 92.7 455
! 675 46.9
8 104.1 683
0 97.5 73.4
1o 57.0 34.2
! 23.3 177
12 101.7 537
13 27.6 48
5 557 310
15 71.7 29.8
e 41 333
L 19 43.9 53
20 103.3 %0
! 723 28.2
- 983 80.3
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23 103.2 94.8
24 R X, 47.4 16.7
24 B 76.1 25.2
25 83.2 37.2
26 R 70.5 16.7
28 M X, 89.6 100.5
29 32.5 443
30 IR &, 91.9 65.2
30 RA, 96.3 84.2
31 93.9 81.7
32 A X, 70.3 39.8
32 AR 99.6 78.2
33 95.1 69.9
37 56.7 39
84 28

L 38
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