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R1 & §:

-C-Ce- 3ok, BRATUAR AN, FTRHH L1,

BM—ANRFHAREZIIE A -O-R”, -0-Ar, -0-CO-HetAr, -CO-Ar,
-CO-0-R”, ##-N(R”), )RR ERXK4-C-C- X,

FEFAFR-C-Co- A, HFARTEAXR, 23-—HAHF X,
Fe X, RPARAREAFSTAERBR-ANLELARRK; L TAH
RERARSTUERBRRE AR IHLH KK, -O-R”, -SO,-R”,
-S0,-N(R”), ¢4 BRI, , A 1% F A T A EE A% 48 ) 48K R F
L, HELRELESHARS AN O RTF AR S XK 6 LKA H
ANEEBRNR, £ FAHARIRRK A TAEL#—F B EARKRRK;

RFEFRFTEC-Cot R, mBFENRSLHEHE, Er X,
A, kA, work, wEK, FEYK, EFEEFALAT
BB — AN AN R G K, -C-C-HEA-CO-0-R”H I
R

RIAREFBRRE-C-Co- A, ERIRAFLSLARTA,
ok, wARE, IEKHE, FA_REXIHE, HTPETR
EIESTAELMES BRI B K, C-Co-t X (RBLFR)

15
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Fa-C-Co-t -Ar (REFEAKX L) I BRRERA,
R2 it §
i) RADHEH
R7

R8

R11 R9
R10 ()

HF

R7 4, 0%, £EAK C-C- AL, #HiETFEHXE,

R8 &£, C-Cof A, RATFTRA, £X, M, %, XK
C-Co-3t 2, M= ATFE,

R9 &£, C-C,- Ak, A TFHE, £X, B, 8%, & NN-
Z-Cy-Co- B - AR BLE

R10 24, C-C,-mmE X, HRitFEE, BE, ., 5%k, X
R C-Coti ke, H=ZRTFE,

R11 &£, BF, £EH C-C-REL, HEFTHRXE,

Fa ii)

-C-Co-in ik, HREATURAMMN. KK, K RFHRIE
oty

WA RFAANL A TAGBRAERKRN-C-C- A -CO-O-R”;
-O-R”; -0-Ar, ¥ ¥ Ar RAFEM G ERKHEXK; -0-CO-R”; FiEik
EEERSTHRES ZA C-Co- A, Rt FRERKGELIRK
XK

-CO-0O-R”,

-CO-R”, #i%&-CHO,

RE,

eF A, AT g ED A, vk, ok, AR A
i, RPHALFALATAFRMEBIE HHE, C-C-iR

16
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X, AR C-Co-itk, RAEZATFTE, EEPZXEXG—AIABHAIR
REBK, BPEATUELABME S =N EFRK;

R3 &% B £, &K, -O-R”, -O-Ar, -0-CO-R”, 5%, AKX, -S-R”,
#a-S-Ar;

R4 it A £, FihRZEERKEY C-C- %X, -CO-R”, -CO-O-R”,
B XA

v

Ar A TR —ARE AL G HE BEAR T REAGRARERN
GES

HetAr A =& A, kwhk, i, 4

R?ATEHR C-Cotikh, RATEAKTE.

25. A &R 24 R XK HTesdh, L+

Rl £ H:

“Cs-Co-bo k., HBRATARIEHEL. KRG X Z 1,

WM ANRFAANEIRE H C-CREAL, ZEEXA-0-CO-HetAr &
BARLBRAN-C-Co- K,

RA-C-Cotik, RV EIFARSTUELHEES AR IE
BRE, Cr-CotEAFLEHRRERN, |

RFE-C-Corik, HEAFERMEAERE, ki, wRE
Fovkop &, P A KA TIAERR A XA RIRE A DK,
Ci-CoRELA P2 X RARARNK, Fo

RIRBE-C-Coti X, ERTREARNIL A WERBE, RRXK,
ok i, Ferbedbt i,

R2 i A

i) X(IDWAR

17
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R7

R8
R11 R9

R10 (I

R

R7 4, #, AR,

RS 4, C-Co-EE, HETFTHRE, LXK,

R9 &, C-CoiAk, HATHRE, LXK,

R10 £ £, C-CEE, RATFHRE, XEZX,

R11 £ &, #o

i)

-Cs-Ce-p ik, HRATUAR L. KRG X LE; 1F£5848
—~0-CO-(C;-Cy)- A H—-CO-0-(C;-Co)- A X AR ;

RFE, AT AERE, kA, X, XAEHL, F
b K

R3 & A&, fK, B4, C-C-HAX, -0-CO-C,-C- A #n
Ci-Co- AL

R4 LA, BF, HX,-CO-C-Ci-itk, F

R6 &R,

26. A &K 25 TR XD HTsH, £ 7F

RIZAFTE,I-FETE, FA OHKHETE, bl TE,
5-ifekvh-2- KA FA, S-B2-FREAXTE, B9 2-RBLE, TR
ATEK;

R2EAFREAXK, =FHREXK, 2-£-345-ZFREXK, 2-
£-345-ZFHRERLK, B9k, AL,

R3k H£E, £K,-0-CO-CH;, #-S-TXK;

R4 L A&, &, fE;

R6 Z £ 3k,

18
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27. BAIZRK 25 FrR G XM #Lddh, ¥

R1 R H4EH . R R LIMK-Co-Co it X ;

R2ZAZFEEEL, 2-£345-ZFREEAR 2-£-345-=F
RARK,

R3 & KK,

R4 £ &;

R6 R & X ig, #H

£ & 68,4134 -C(R3)-C(R4)-C(R5)-C(R6)-# X LR R FF K,

28. KA EK 5.27 PAEE—AHFRHX (1) o4, ¥ X K

TI‘-So

29. RA)EK 6 R XMW NAYW, L TAKEH:

3-F A-8- LA E-2-(p- F A A KE)-4-AK-3,4,5,6-79 £- K [4,5]
worHF[2,3-d]"H=-7-F B,

3-F K -2-(p-F B A X A)-4-BA-34-= 8K [4,51F% I [2,3-d]
ez -7-F B,

3% 8- TAE-2-(p-F LA X E)4-BAR-34-Z A FH[4,5]1F%
#F12,3-d]E-7-F &,

3-F A 8- A2 Eu-2- K 3H-K I [4,5]F% I [2,3-d]|FR-4-F,

2B B 2-(8- A -4- FAR-2-E D -2- K -4H-KHF [4,5]F % 5
[2,3-d]"% % -3-K)- LB,

3-TA-8-£X-2-3,4,5-= F EEXX)-3H-F I [4,5]F% 7(2,3-d]
%o -4 ,

3% A 3-(5-ik-2-FRERXTE)8-£4-2-A K -3H-KH[4,51%F%
#12,3-d]"% "< -4-87 ,

Lk 3-FE3-5-2-2-FRARTE)4-AR2-AK34-—HF
#[4,51%F % #[2,3-d]F 2 -8-5 B,
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3-(5-i ek -2- K F 5)-8-2 % -2- R X -3H-K 5 [4,5] 8% #[2,3-d]
"W -4-F

B 3-(5-8kh-2- K F X)-4-FR-2-H X3 4-— KK H[4,5K%
#12,3-d]E "2 -8- % B,

8- K-3-FTX-2-2-£-3,4,5-= F LA X X)-3H-KH[4,51K%
#12,3-d]E"Z -4-87,

3-F K-2-2-8-3,4,5-= F REA X XK)-8-2 X -3H-K i [4,5]F %
[2,3-d]E "= -4-FR,

7-if-3-2-F AT £)-2-3,4,5-Z FREXK)-6,7-— £-3H5H- %
FH[4,5]E% H#(2,3-d]E=Z-4,8- =,

8- K-3-2-FATHE)2-34,5- = F RAXKK)-3H-KH [4,5] %K%
#(2,3-d]E 2 -4-5,

5-8-3-FTA-2-3,4,5-Z F LA KK)-6,7-= £-3H,5H-K #[4,5]
w9 I [2,3-d]EK-4,8-— 8, |

2-2-£-3,45-Z FREXK)8-£X-3- (WA %kH-2-£ F X)-3H-
K H[4,5]F% H#[2,3-d]"F 2 -4-B,

2-(2-#-3,4,5-Z FRAKK)-8-£ K -3-2-F AT £)-3H-XH[4,5]
- [2,3-d]E =R -4-8A,

7-38 8- A -3-2-F AL T X)-2-E%-2- % 3H-K 3 [4,5]F %
[2,3-d]"E € -4-BR,

3-TA8-ZX-2-2-FREXE)IH-XH[4,5]F % H[23-d|ER
-4-, =

3-T X-2-2,4-= K K)-8-2 K -3H- K 5 [4,5]F % 5 [2,3-d]E "X
-4-B7),

RKEMHEBRRTHELGE,

308 Fie F A ITRARA| R 520 PAEE—RATEHKX (1) 1LE
¥ .
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31, ATRARA)BR 529 PEE—AFRHX (1) B ELH R
U ACES S L LR 3 K YR

RAHER 3 HAR, RPAREARERMMERKEFE
T2WH 17p-2 8 APLEEE, Mk 17p-HSD 1 &, 17p-HSD 2 # K
17B-HSD 3 & 85 84 & 3 M 4R 1M ok 5% 3, R A,

33. WRARF)BK 5-29 PHEE—RATRHX (1) 1LoH L4 %A
T A/ XA & R MERMM R R, Rk T 24 17p-£2 8
KBLEBN G EAMERAMAAXEAR, RALLTEE2HW4) 178-HSD 1
A, 17p-HSD2 & K 17p-HSD 3 &85 64 & 8 FARMbE & A X, B 7544
HoT AL,

4MRFNER 32 R IIAAENGAR, XPATEY XBERMMAR
ML G ILRAE, AIMRB, TRB, FER, FEARRSFTY
MBLHAE, FERAERE, FEWE, TTLRNE, FETRILRA,
Mz, Ards, FTEHAL, WHIMRA, REWHREEL, WFRX,
wR, RIBE, 2428, REEMMA, FREAY, TLRMA,
SEIPRGEAIE, HAARER, FRASE, $RMEEL XRNE
MRF R, MERRERRK, £, ARG, LRAEFGARK,

35.—FrHMmuot, OB AFRNGE Y —FITERFBR
5.2 PIEE—ARGX(1)1LS%, REV —FHEHFTHTHRK,
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et eMigits A&

KR AR,

EAFBMEH 17p-2 8§ APEH, Kt 17p-L Y AMEAH 1 &
(17p-HSD1), 2 & (17p-HSD2)3k 3 & (17p-HSD3)& &) 47 #4444 &4 #F
Wy B RATA Y, EMNKE, SFXELGHGTHFHFHE
XS FE. I, REPATRITRBEYERFAITEDCE ST
AR, HARCMNAELAITG EARETRMMARIER, LwE
E34 17p-2 & ABLEEE, 452 17p-HSD 1 R EFH/ATZ AT AR
P d) 17P-oR = B e/ S R E 60 8 K MR ARBM K AR X AR 4 A
i,

ARAEE

AXFPATHARL AN TR FBANZARBXT AN L
WEE A B EH AL MR, RBLIARESELALT.

& SL3h M oY 17p-¥2 & % Bl £ (17p-HSDs),Z NAD(H)3& NADP(H)
AR, XAPEBEREL LT R A AS, MEALARM A b
ABRTHEETR, XEBH¥AFENN 17-8 8 KR HiLAEM
W e 17p-2 AT XML 17p- B A X ALK 17-8 § B9,
B bl E A EARE 17p-BAHB XN ENYZAAARBNF
Abe, Bt 17p-HSD B A A LA BS AT R EARENERTREE
Z0EA.

B, BRiERT 10/ MNAKY 17p-HSD BE KA AR (-5, 7,
8, 10, 11 f= 12 &), A% 4 17p-HSD RABR R ACMEY—REM T
BT 30%8 £ MK, 17p-HSD A RE X AKX, REAXEH
NTF, AERHBRX KA., RE XA 17p-HSD LA €M 6 &k Fodf
BFt—MF5ERE. ARG PHcEmietd, 17p-HSD RE & &
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FRXBLELE 1, 3, 5F 7 B4R NADP(H)E A B T i HAE R
BE(ERAMER), ™2, 4, 874 10 B4 NADH) A 4 B FHAAE
WEE(REKA). [L#l4e Labrie ¥ A, (2000) Trends Endocrinol
Metab., 11:421-7].

& F 17p-HSD ALAFAEHEMATHYARENELT T RN
A, 17p-HSD TrAik & 2|t R KA REF Bl E. TR,
FERFERARBFF) R EHBAGAEZHI NI RE, R
WATHI R A, A, BEARFFINALALAT. i, TEEHR
H S AP 17p-HSD HEHRZHALRBHLRNER X, Flie, Lie
17p-HSD3 58 7 Mok 64 L RA %, 17p-HSDS £ $ L Bk + &4
A, % 17p-HSD4 ERA kB 2 B L AR X, BAME2AY
TEEL TN 17p-HSD Bdr 4l H k6 57 5t b RN WA
B, R A R AR AR E B AR E B BKA (labrie
F %A, (1997) Steroids, 62:148-58].

& F 54 17p-HSD LA G ERGRMFAY, AXEERTHE
QCERBEM)EN, FREHERTH, B 3 Ak A e T
it Z @ FHZH 17p-HSD R B R ER, Bitd e 17p-HSD
HMAZIAY, TABAE ER40EERRRELETRQRAR T H
VL 2 Y

176-HSD R AWM R F R REHAR A 1 B 17p-HSD
[EC1.1.1.62]. 87T i £ RFl 4 F bk (4l do A Fo A Betk Ao/ B4R B
F kA T4 M. 17p-HSD1 A4SHEMMR § F(ED)FR =R (E2)Z
W R AR, Rf, EAREELGT, EBUERERE
5 (E1)2) ¥ = B¥ (E2) 49 32 R BB . AN A FL 17p-HSD1 £ & A 4R A
WM, Flied, URERKTFETRTETARES T SHMRE,
o= BE ARG & —FFAEE A B MK, A REENAE /KM E T
jask, LiBitHHnMESALARATEREARYREA, ik
B EE ST RESOHER. AENARRER A TAR
W BRI B, AR S SUMR @0 RARE Bt T 6 M= BT
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RMH, s, RBRAEF I FE B AL (endometriosis), FE
Tk I (F T B RIE), FET MK (adenomyosis), A Lit %,
FEHOFREHNALEIRBEAEREFHGR_BAEH XK.

TFTEARAER—FRATRLEEH 10 3] 15% Tk e
MERE, CER—FREER, BEXAETFTERINGEEETHT
TABKRAERER. EREFETERBRFHRAA, EBXA AN
FEeHBAEY, BLHTASHEABBBEERTRANE)VGFETAR
BLonfo LA MW E| e BABEAENEED, FLRERBHARLE K,
HAMARMTEFEFHFEARG T XA BAHG GERBEH®
g, FEARBEMRERRAXEREGREET SRR TS
BARALHEE. FEARAEARTLAERERZ, HIAR
(R A, RLEBERGLXAEAERENREAKX, —REFPE
HFETAEREHERRAERY, REABMRTETABRR SR X
THAPCENHAR. TEARRABAZESO%NNY RF B TRELN.
R, BWEBRAATFERTFEARACFARFLAGERXANE
B, PEIPENTFEARRBETUAFEETEHORS L, Nh
SFHARE, BATFTTAEAENEHRABAR, 28 TFTARAL
HUEGFREREATAPRELRGE). ARTRLYGEFEFRIRAK
A R E LT RILEAS.

FERRENB(TENEINE), RHHGAMEEE, FLAAR
FEHEHRNE, EMEFHEL 25%HBELPRBALARY, A
RFEBHE—. RETALNELE. ENFEBEFHRR, %
Atk kENsh, FEEAFER, HRPM, FEVHERL
THLEBMNEER, PBHARELEFERARBIFRTR. WEBA
BEFEFTART), BAEFENEZIF)REXETAFETHX
EEREE)LR, 2X$AXIHRRAXEBGREH X, Tamaya F
AFFR T R ILIE A F & LR A A [Tamaya F A, (1985)
Acta Obstet Gynecol Scand., 64:307-9). #{1iEBA, & -F7& LA+
BESAREZAG O FRBEELARRKEHTHEANEFTHTFENE
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T sl, KBARFREEANABGY L5k, s, ZRARS
ANBHER T EOHELARARAZH GRS Y, pRBETEA
danazol & gestrinone, GnRH ¥ H| & X, KL EE4H
BFPEEHEEA.

AEXTF#FTFELRNEBATFET HNRRALATES A W LR
ERTRERMOBEMAZREL, HANZFERNA, NERARK
$ATThh, ZERUEGEHNFRERZIATREEKEY, HTH
EMXFRXTFFETFRNERTFETABRAETREEMGF X AEF. R
MR BEMETEARENEIRESE, -2 HAEARELST
W RAEE T EB R SMPILEST, HEREALTHFLERER,

HF LAY ERGF R RELRE 17p- R BRMMY, B
AT LR P A BRM17p- R B R B FRAFTEER T 17p-%=
B en A M B R Y. BB TAHRBT, 17p-HSD1 &6 ikt
FF A IRIFIRELR THBANE. FEARAL., FERMLAFMTF
THBMALRFAREREKE, HAR17p- BB AE T, RPFai
L AE AR BALE R R A H 17p-HSD1 # £ HMFHIH, & FTH
AR AP H SRS G F MR BT R AL, B H e ) R
ZBERE. Bk, 17p-HSD1 & T# )R & E R TH 454 A TA £
WA/ RETEERE . HANR 17— BB A ERERTRE
B4R . b, 17p-HSD1 & i 69 & H £ R T 3 69 37 4| A B 3% xF 98
B AR, AR R E SRR RA R LN RRLESEN,
BAMBESARGUHLLOHEFRHELER, FhBIEHFEAELY
AR S HIemP Ak, MR, BEETKRGRRAA, BFAHTER
HABEE, TFHREFENTAREOLES, HREBFLEAREBER
FRBEMNAFRHLES LS., BIHAIKRTZRET TAALL Fik
F M4 17p-HSD1 # 41K K6 57 BA B WA R I IUIRE, 7 RAE,
PEE, FTTR, TTAERFRTTAMMEE, BRI, BEHY
178-HSD1 4 M TARA TG LRGRERBLEE, LERILR
% .
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WX KT B4l — AR Y ARARY 17p-HSD1 B #) T
BHRRTHEAHA ., XKRPLERETXIE T2 LA EMNED K
WETFH LRGP ER S TR [42E T | Poirier D. (2003) Curr
Med Chem. 10:453-77].

178-HSD R #% 6 A5 — AN MARIFRAEGG A R £ 17p-HSD 3 # &%
(17p-HSD3). 17p-HSD3 5 £ '€ 17HSD A8 A RE I 44E | CHRE
RAILFIREEHRLABREE, RACRABHERFERF LM
A3, 17p-HSD3 ARBEAMESBRFEAXBEUER. B 4-BEH
-3,17-BR(A)SE4L % EBR(T). 17p-HSD3 AN FEXR LA RTHIA
MAEBFEEM, LCAA 17p-HSD3 HABFH R ETSHBILE
b THARNRY, I BB T MR 6 5 FaARE
[Geissler WM ¥ A, (1994) Nat Genet., 7:34-9].

EWFMRBLELES T, RARGRKS ACNGHE, 544
XEMBEYRBEEGRATHRAT FPRIFEMNTREEN ALK, B
W AREHNSATA TN MRBYE—ARNSFRBELT T,
17p-HSD3 #9i% £ bk 37 4] 7] 64 B 4] B —FF 06 77 B AR MM & 5% 69 37
8974 55 i 42 [Labrie ¥ A, (2000) Trends Endocrinol Metab., 11:421-7].
I, Oefelein F AR T KB GnRH £ 1A% £ JU-F 20%4) 7% 4] b #8
Rk FAP T 6 E)KF [Oefelein MG & Cornum R (2000) J
Urol.; 164:726-9]. A T & E & A 7T 5 M8 64 F AT A 25676 57 64 -R &
B, i EMRITE EHL 17p-HSD3 ER TR EEH. KRIT7IMRE
PASh, TiAifitihdS v 4] 17p-HSD3 FE MR & T F 5 L et R
EHBHERR, FPLAARIRROBEREGEHRBIGER, XBERK
FHOEETEHRTRMGITFIMRAEL, IR, i, LKA, %
2, BEEAMBL, FRFEAY, FLREL, 5 RIFRELE,
sush, ZKE 178-HSD3 T EAEAFTHREARNER, AMNTHA
Y FEL T M T R A Aot S F A T 8 M 69 A A B A 6 AT H R B AR
4.

MXRT LBl — L GRPLEFGARRY 17p-HSD3 B
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THHEARTEGHHAN ., XIRTLBRET X BHHHN S F ek
[48i£ F : Poirier D. (2003) Curr Med Chem. 10:453-77]. 43w,
US6,541,463 FAF THTA G R4 17p-HSD3 7 &) | . X b1k 4
E2ifit T BAFRALELERSRER, B—2HEHET
B R ARBE R A-—FRRG AEFHAGERS 2 2| 18 4w 7%
M. s, BEEF P W0 01/42181 PAF T FEWER, E4F
M 54 A 17p-HSD3 74| A 694 M & biochanin 1L F L&MA
%, ust, B ¥4 ¥ WO 98/32724, WO 98/30556 F= WO 99/12540
AT T BA 17p-HSD 7 417 bk 64 v SR8 . K I vib vy Fo K Sk o B A7
A, ATFEATHEKBRAER.

Wit RA A EAETALTFE ABARER G MK 178-2 8 XK
£.B5 (AR A 17p-HSD 2 & X 17p-HSD2), # L L R H AR A BB K Fo s
ak E Ak A B AL R i LA B 47 M [Andersson S. (1995) J. Steroid
Biochem. Molec. Biol., 55:533-534]. ¥41 17p-HSD2 ¥ 5 & M 49 17p-
B Kpoik — B (E2), ER(T)F:EERDAT)#LAEMAFE MY
MX. F9, 17p-HSD2 ETiAAB A2 EH 20p-2 K F 5 (208P)
$:40h 28 (P). 17p-HSD2 #9) ZB RS HUR SR 6 iE K
AU, A TIAERERN 17p-RY R REERA TRINTRNGHEA,
SR ERERTRBEEKELEA . Dong ZFFiEA T ARFHAR
BRE@pfERTERTAZEE MG63 o TESS ¥ H R F 4
17p-HSD2 7 ¥, Ak Sa0S-2 ¥ EAFM [Dong Y FA, (1998) J.
Bone Min. Res., 13:1539-1546]. B sti# i3 F @M E1 2] E2, T 2| A,
Fo DHT 2] A W98 ELE TR, TUARRERTARALETE
HAA W BB LT RRE AR E G TR BN BABRLNA
HAFHEENS, XGRSV RKENAFTTALATFENEN
#, QETEXE . FRADENTRERERF, TREBEGET, UK
BEERH, FEABBNSES, TEABRRENES, WHMRAENS
57 A/ AR EARBEPLK H96 5T .

XK OBl —k kel 4G AKRRG 17p-HSD2 84
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THYRXARTHAGF A, XRFLBRET XLBIFFH ST ohsit
[4%3& F : Poirier D. (2003) Curr Med Chem. 10:453-77]. %%}, BEFs
% #) ¥ 3 WO 02/26706 F AT T 4k G2k kR 49 17p-HSD2 #7 4 H) .
EXRFLEAFTTRATAETHXREERYPHERFITLY | B
A% F)F JP48042271B (Yoshitomi Pharmaceutical industries Ltd.)
AT T TR R BRI H F A KA 61044, US ¢4 5,597,823
(Abbott Laboratories, Inc.)™FF T T Al Fi6 57 R ATF MM A 4 L
BE LI FAA . B K+ A $iF JP62132884 (Mitsubishi Chem. Ind. Ltd.)
AT T T AR i 34 69 F X E HERFIS 4. Manhas FA
AT T X B RAR A K FFE 2 BR 49 & A Ae 4 X 7 M [Manhas MS et al.
(1972) J Med Chem. 15(1):106-7]. Gadad FAAF T ¥ 2- KL T
%-3-% %-5,6,7,8-19 E K H (b)/5,6- = T 2 ES I (2,3-d)-FR-4-FA
A B AR E %M [Gadad AK et al. (1996) Arzneimittelforschung.
46(10):981-5]. Manjunath FANF T 2-8 FE-3-N-BRAK# FAK
W9 (2,3-d)BR-4-BA BAT A W A RIF RN T H FRATE R AW H7E
M [Manjunath KS et al. (1997) Arzneimittelforschung. 47(9):1005-8].
M B, —itE e R SRR A Y LR AT, [BiES AL
BEVBREMEHAERE, Fldo, LEBHG-FEAT-RTEA4-AK
-3,4,5,6,7,8-5< £.- K5 [4,5]F% HF[2,3-dFR-2-%)- LB TE (CAS &
it% 423749-31-9)F= 2,3-=F A -7-8, T %-5,6,7,8-W9 £.-3H-K 5 [4,5]F
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BRTAFEAARATAG Y EARERARLRRRAE, HHARTEW
4 17p-# $ A BLEABATHSD)1 &, 2 B K 3 B B4 XM ERMM &
LN 2
T B K kM4 17p-HSD1, 17p-HSD3 F=/3, 17-HSD2 &,
Fdo B B L A R4 17-HSD B A RAH L E AR he#, R
MRS HERRFRGILCHRAH. Ak, AXAN—/IBH
R FF & 17p-HSD1 Btk Hb v S H], F shiX oo dsd & 4K

28



200480013515. X o 5 ZE8/158m

(oF PR HA)EA RBH LB RMELF K.

b L:L %

B, REAPH—-NEHNRFANGEAARANHEFHRHE
AT i MM E AR M b & 5 Fe A4 178-HSD1 A= 17p-HSD2 847 4]
M., AEAHF—ANEHEAFAFO AT AN BEEZRRHEST
76 7 B E AR MM ik A Ao R FE 49 178-HSD3 B39 #I A

AEER, AEPHENSERFAITERELT T, HAREY R
BMERMEER IR, wF2E 17p-42 & LM EB5HSD)BEH &
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RiBCBRARGRERIBA R BEGRE, BREL RN, EHRE
E3=/, BERB AXANMARKERNK, FFERREBRI LR
wAXEHELGRE, BL, RE, A, B REE, FRXK,

34



200480013515. X oo P 5E14/1581

BEX, X, A, BEAE, RAK, FRE, K, BX, £
BB, BRBRAFKARBEL, XX B TAEEI KA
FMERTLE. BRRARERER THAEAARK: L, O%, C-Cs
SAA, FEABE, KREXEBRE, XAE, XFHRE, C-C-RA
£, BEAREL -NR”,, ££-(C=0)-0R”, REBAL-0-CO-R,
REEBEAL-0-CO-HetAr, £+ R” REALAK C-Co- %, kK
R E R IR C-Co-Be X

BASEEA, HBARAEAFPIRREALRZBALATREANS (KR
(C-Co) ., EHik (C-CORE, ERBFTE)RSALLHAE,
B AR ABRRGRARE, IHEORKREARAERHZZRT
A, ZATERA ZATHRL, —ATE, ZRACZE, —&AL A
RFEF— AT E.

RiERELZHEAR OR, ¥ R TURRKIFHAEXM K
A FRA RRAFRE. 2FEREIBRKGRFERE, KT
B A TIE LRI AP TR X AR — TR, KRk, K
FEGREETRE -0-(C-COR A (R(C-CoBRK), HF(C-Coft i
dovh ERF S, RAERAE —O-(C-CHrAEE, REFAEAKXET
i, EREZAIHESAABIABEHRAL, FHREL, &
£, (C-Co-B %k, (C-Co)-mEE, BAR(C-Co-RARHR(C-Cy)-
REABAK,; EABRKAAKENTFRERAES HEA, BN TH
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—(C=0)- £, Rik—~(C=0)~(C,-Co)’t%.
REFEABEIRARBBRE G —FREHL, RELE
~CO-Ar, £ ArRAWAXFAHELGFE, RARE, KTk
FE B A F AT R X BRI,
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[2,3-d]"% 52 -4-BF

No.37 2-FHREAFTA-3-XE.6,7-=£-3H5H-KH[4,5"F% #
[2,3-d]"% "% -4,8-—FF
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No.38 2-2 X FA£-3-X%-56,7,8 W £ -3H- X 3 [4,5]F% 3
[2,3-d]%% % -4-BF

No.39 Z 8 4-FR-3-K%-3,4,5,6,78-5 &-KH[4,5]FE%H#
[2,3-d]E"%-2- K F A8

No. 40 4-FAK-3-K%-3,4,5,6,7,8-5 £-K H[4,51F % 3 [2,3-d]"E
w-2-ME LB

No.41 3-F %X-2-3,4,5-=£ %% %)-5,6,7,8-9 £,-3H-K ¥ [4,5]
w5 [2,3-d]EZ-4- B

No.42 3-FXE-2-3,5-—£%-4-FREXK)56,7,8-WH-3H-F
H#[4,51F % 7 [2,3-d]"E L -4-FF

No. 43 3-%%-2-(3,4,5-= 8 £ X %)-5,6,7,8-79 £-3H-KH [4,5]K
w3 [2,3-d]E "% -4-5F

No. 44 7-i8 2-F % 3- X X% -6,7-= £.-3H,5H- % # [4,5] &% i
[2,3-d]"% 2 -4,8-— &

No.45 7,7-=ik2-F %-3-K#k-6,7-= £-3H,5H- K I} [4,5] K%
#[2,3-d]E "2 -4,8-—F

No. 46 3-FA-7-i£-2-(3,4,5-= F f A X X)-6,7-= £-3H,5H- X5
(4,51 % 3 [2,3-d]%E % -4,8-— 8

No.47 3-F % -7-18.2-2-i£-345- = F REKK)67-= &
-3H,5H-X 5 [4,5]F % 5 [2,3-d] % "2 -4,8-—

No.48 3-¥ £.77-—if-2-2-i£-345 = F REKK)6,7-— &
-3H,5H-X 5 [4,5]F % ¥ [2,3-d]F 2 -4,8-—F

No. 49 3-F %-2-(2-i£-3,4,5-= F R A X XK)-8-# X -3H-X 5 [4,5]
E 5 [2,3-d]E R -4-FR

No.50 C& 3-FHh-2-2-i£-3,4,5- = F AEXEK)-4-AMNK-34-—
£ K H[4,5]F % H[2,3-d]E = -8- 5 B

No.51 3-F%-2-2-i£-3,4,5-= F LA K K)-3H-KH [4,5]1%F% 5
[2,3-d]"% € -4-F

No.52 3-FA-7-1£-2-2-£-3,45-ZFEERXE)8-ZLXIH-X
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H[4,51F% H#[2,3-d]E " -4-F

No.53 3-FX-8-2K-2-3,4,5-= F A X K)-3H-KH [4,5] K%
#[2,3-d]"HE K -4-F

No.54 T8 3-FA-2-345-ZFHAEXEK)4-AK-34- 8K
¥ (4,51 % H[2,3-d)H % -8- 4 BY

No.55 3-F XK-7-#£-9-fK-2-(3,45-= T LA X X)-5,6,7,9- 9 &
-3H-9A*4*-F 3 [4,5] K% #[2,3-d]"FE°Z-4,8-— B

No.56 3-F#%-2-%X%-56,7,8-09 £-3H-K 5 [4,5]B% H[2,3-d]E
" -4-BF)

No.57 3-FK-2-F%-6,7-=£.-3H,5H-K H[4,5]F% H[2,3-d]F
"Z-4,8-—

No.58 3-F X-7-if-2-K £ .6,7-= £.-3H,5H- X ¥ [4,5] K% ¥
[2,3-d]% "% -4,8-—FF

No.59 3-F%-7,7-—i8-2-X %-6,7-= £,-3H,5H- % 5 [4,5]E %
#H12,3-d]"E "2 -4,8-— &

No.60 3-FXK-8-#K-2-KX-3H-KH[4,5]F% H#[2,3-d]"E"2-4-
&R

No.61 3-F X -2-E%-2-%-56,7,8-09 £-3H- K i [4,5]"K % #
[2,3-d]%E "% -4-FF

No.62 3-F £ -2-Ew-2-% -6,7-= £.-3H,5H- X 7 [4,5] F % #
[2,3-d]%"Z-4,8-— A

No. 63 3-F X -2-&w-2- X -6,7-= £.-3H,5H- X # [4,5]"E % #
[2,3-d]%% "€ -4,8-— 8

No.64 3-F K-2-(5-if-E%-2-£)-6,7-= £.-3H,5H- K [4,5]K
%3 [2,3-d]"% "2 -4,8-— A

No. 65 3-F K -7-i-2-(5- 2 E%-2-%)-6,7- = £.-3H,5H- X 5 [4,5]
E0 I 2,3-d] % K -4,8-— B

No.66 3-F%-7,7-=if-2-(5- £ E%-2-%)-6,7-— £.-3H,5H- K 5
[4,5]F % #(2,3-d]"E K -4,8-— &
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No. 67 3-FK-8-£XK-2-E-2-K-3H-XKH[4,5]F% #F[2,3-d]"F
%% -4-HF)

No. 68 3-F X -2-(5-iEwr-2-%)-8-2 X -3H- K 3 [4,5]"B%
[2,3-d]"% %2 -4-BF)

No. 69 E%-2-R B 2-(4-AAK-2-E%-2-4-5,6,7,8-19 £ -4H- X ¥
[4,5] K% #[2,3-d]E =2 -3-%)- T B

No.70 E%-2-RB 2-4,8- = K AK-2-K%-2-%-56,7,8-79 &
-4H-X (4,5 % #[2,3-d)F2-3-X&)- LB

No.71 "Ew-2-BB 2-(7-£-4,8-— AR -2-E%-2-4-56,7,8-W
A-4H-EHF [4,5]F % H[2,3-d]"FR-3-K)- L 8

No. 72 HE%-2-H 8 2-(7,7-=#-4,8-= AR -2-E%-2-%-5,6,7,8-
W9 §-4H-F 5 [4,51F % HF(2,3-d]"E 2 -3-X)- T &

No.73 Eu-2-3# 2-(8-Z A -4-FK-2-K%-2-K-4H-F I [4,5]
w5 [2,3-d]"E2-3-%)- LB

No.74 3-2-FHRECTHE)-2-K%-2-%-5,6,7,8-19 £.-3H-K H[4,5]
K5 [2,3-d] 2 5L -4-BR

No.75 3-2-F R X T %)-2-Ew-2-%-6,7-= £.-3H,5H-K 3 [4,5]
w5 [2,3-d]"H "X -4,8-—F |

No.76 7-#&-3-2-F £ £ T %) 2-E%-2-%-6,7-=&-3H5H-K
H14,51F % #[2,3-d]"EZ-4,8-—

No. 77 3-F & -2-Ew -2-%-5,6,7,8- 9 £ -3H- X ¥ [4,5] K %
[2,3-d]"E "= -4-5R

No.78 3-F & -2-(m-F 8 A K £)-5,6,7,8-09 £&-3H-K 5 [4,5] K%
#12,3-d]"% 2 -4-F

No.79 3-FX-2-(m-F EXEEK)-6,7-= £-3H,5H- K [4,5] K%
#[2,3-d]"% € -4,8-—BF

No.80 3-F%-7-£.-2-(m-F RAEXKK)-6,7-= £.-3H,5H-K 5 [4,5]
Ky [2,3-d]"E "2 -4,8- =B

No.81 3-F%-7,7-=i-2-(m-F REX%K)-6,7-=£-3H,5H- K
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[4,51F %3 [2,3-d)"# "X -4,8-— R

No. 82 3-FXK-7,7-=f-2-(5-if-3-F A A K %)-6,7- = £.-3H,5H-
X H[4,5]FE% H#[2,3-d]"H % -4,8-— R

No.83 3-FE-8-ZXK-2-(m-F L EXK) 3H-KH[4,5]F%
(2,3-d]ZE %= -4-B

No. 84 T8 3-F A 84-FAK-2-(m-FHEEX)-34-= £ KH[4,5]
¥ [2,3-d]E = -8- X 8%

No.85 3-T%-2-(3,4,5-= F XX %)-5,6,7,8-19 £.-3H-K ¥ [4,5]
Y H[2,3-d]E =R -4-8

No. 86 3-T%-2-(3,4,5-= F A K %)-6,7-= &-3H,5H- %K 5 [4,5]
K #[2,3-d)% % -4,8-— &

No.87 7-#-3-T%-2-(3,45-Z F A A XK)-6,7-—£-3H,5H-F
¥#[4,5]F % F[2,3-d]"F"Z-4,8-— 8

No. 88 3-T X-7,7-=i£-2-(3,4,5-= F S X X X)-6,7-= £.-3H,5H-
A H[4,5] K% HF[2,3-d]"E = -4,8-— &

No.89 3-TA-8-£%-2-3,4,5-= F AKX X)-3H-KH[4,5]%F%
3#12,3-d]% "€ -4-BF

No.90 7-£-3-TX-8-£%-2-3,4,5-=FH LXK X)-3H-K H[4,5]
K5 [2,3-d]"F "2 -4- 5

No.91 3-F%-8-FHK-2-(2-1£-34,5-= FHRERXK)3H-K I
[4,51F % #(2,3-d] % %€ -4-BF

No.92  3-F%.7-1£-8-% % -2- K& 3H-KH[4,51F % #[2,3-d]
oL -4-BF

No.93 T8 3-F&-7-i8-4-FMK-2-KA-34- =K KH 4,519
[2,3-d] % e -8- A B

No. 94 3-Q2-FERAEEXTFTX)-2-%%K-5,6,7,8-19 £-3H- X [4,51F
w5 12,3-d]E 52 -4- 5

No.95 3-2-F AA XK T £)-2-/ % -6,7-— £ -3H,5H-F 5 [4,5]1%F
w3 [2,3-d]"F L -4,8- =&
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No.96 7-if-3-2-F H AKX F K)-2-% % -6,7-— £-3H,5H- X 5
[4,5]F% 5 [2,3-d]E % -4,8-—

No.97 7,7-=i#-3-5--2-FEREAXTF X)2-% %£-6,7- = &
-3H,5H-X H[4,5]F % H[2,3-d]E 2 -4,8-—H

No.98 3-FA-3-5-£-2-FREXTFTR)-8-£X-2-/ X -3H-KH
[4,51F % H[2,3-d]"E 2 -4-F

No.99 T8 3-FXK-3-(5-i-2-FRERX T K)-4-AMNK-2-A X%-34-
= S EH[4,51F % [2,3-d]H o2 -8- X BE

No. 100 3-(5-:&-2-#Z A X F K)-8-£ X-2-7 X -3H-X H#[4,5]%%
#[2,3-d]% "R -4-8R

No. 101 3-#kvwh-2-K F X-2-% %-5,6,7,8-W9 £.-3H-X ¥ [4,5] K%
#12,3-d]|E "= -4-B7

No. 102 3-skwh-2-X F&-2-F £-6,7-= £.-3H,5H-K H# [4,5] K%
¥#[2,3-d])"E "% -4,8-— &

No. 103 7-if-3-(5-ik sk h-2-K F X)-2-% %-6,7-— £-3H,5H- X
F#[4,51F % H[2,3-d]"H"2-4,8-—F

No. 104 7,7-=if -3-(5-if vk -2- K F X)2-AX-67-= &
-3H,5H-F 5 [4,5]K % ¥ [2,3-d]) % = -4,8-— &

No. 105 3-(5-ifvkh-2-% F X)-8-%2 % -2-7 X -3H-FKH [4,51%F%
#12,3-d]% "% -4-8R

No. 106 T8 3-(5-# sk w#-2-K F X)-4- 8 AR-2-A K-3,4- = £ X5
[4,51F % 5 [2,3-d]"# 2 -8- K B

No. 107 7-3-3-(5-i sk "-2-K F X)-8-#2 K-2-7 X -3H-K 3 [4,5]
g H[2,3-d]"E 2 -4-BF

No. 108 3-2-F LA T £)-2-3,4,5-= F A X 1)-5,6,7,8-19 &
3H-K (4,51 % H[2,3-d]E = -4-FF

No. 109 3-2-F R A L X )2-B45- = FR AKX X)6,7-— &
-3H,5H- X 5 [4,5]K % [2,3-d]% X -4,8-— &

No. 110 7,7-= % 2-2-#£-34,5-Z F R A K £)3-Q-FRA T
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%)-6,7-— £.-3H,5H-¥ 3 [4,5]K% 5 [2,3-d]|E"Z-4,8-— 8

No. 111 7-#-2-2-3%-3,4,5-Z F RA K L)-3-2-F RE T X)-6,7-
= £.-3H,5H-% 3 [4,51K% 3 [2,3-d]"F "2 -4,8-— BF

No. 112 2-(2-#£-345-Z FHREXEX)8- £ X 3-2-FTRAT
%)-3H-% 5 [4,5]1F % 5 [2,3-d] % € -4-FF

No. 113 3-F T X-2-(3,4,5-= F X ¥ %)-5,6,7,8-W £.-3H-X
[4,5]F % H[2,3-d]"H "2 -4-8

No. 114 3-F T X-2-3,4,5-= F R A X %X)-6,7-— £.-3H,5H- X 5
[4,5]K % #[2,3-d] "% 2 -4,8-— 7

No. 115 7-i#-3-% T £-2-3,4,5- = F £ L X %)-6,7- = &-3H,5H- X
H#[4,5]"K% #[2,3-d]"E"Z-4,8-—FF

No. 116 7-i£-2-2-i£-3,4,5- = FEE X E)3-F T X-6,7-= &
-3H,5H-% #[4,51F % 5 [2,3-d] %" < -4,8-—F

No. 117 8- A 3-F T A -2-2-£-3,4,5- = FHE X K)3H-X 5
[4,5]F % H[2,3-d]"%E = -4-F

No. 118 Z B8 2-2-i£-3,4,5-Z F RARK)-3-F T X-4-AK-34-
= £ K H(4,51F% H[2,3-d]E 2 -8- K B

No. 119 3-%k %#-2- & F £.-2-(3,4,5-= ¥ AL A X X)-5,6,7,8-w9 £.-3H-
X HF[4,51F % H(2,3-d]FE 2 -4-F

No. 120 3-skwh-2- £ F A -2-345- = F R AKX K)6,7-= &
-3H,5H-X 5 [4,5]F% #[2,3-d|E % -4,8-—F

No. 121 7-3&-3-(5-i vk -2- K F £)-2-(2-1£-3,4,5- = FREAX
£)-6,7-=£.-3H,5H-% 3 [4,5]F% 5 [2,3-d]"E K -4,8-—

No.122 3-5-f vk wh-2- A F X )8-F A -2-B45- = FHAX
£)-3H-X 5 [4,5]F % 5 [2,3-d]E R -4-FR

No. 123 3-F £ -7-£.-2-2-f-3,45-= F R AKX XK)-6,7-= &
-3H,5H-X 5 [4,51F % #[2,3-d]"F =% -4,8-—F

No. 124 3-F A-2-2-£-345-Z FREXK)8-&2 K -3H- X5
(4,51 % #[2,3-d] "% € -4-7
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No. 125 3-2-F AT %X)-2-3,4,5-= F R E X %)-5,6,7,8- 0 £
-3H-E (4,5 %% H[2,3-d]E " -4-8

No. 126 3-Q2-F X T £)2-3,4,5-= F LA X %)-6,7-= £
-3H,5H-% 3 [4,5] K% H[2,3-d|"E "2 -4,8-— &

No. 127 7-£3-Q-FEATX)2-345-ZFHREXL)6,7-— £
-3H,5H- X H#[4,51F % [2,3-d]%E =R -4,8-— 8

No. 128 7,7-=£-2-2-#£ -345- = FREXX)3-Q-FEAT
%)-6,7-= £.-3H,5H-K 5 [4,51F% #[2,3-d]"E"Z-4,8-— 5

No. 129 8- K-3-2-F AT £)-2-3,4,5-= F RAXX)-3H-X 5
[4,5]F % ¥ [2,3-d]"E 2 -4-5

No. 130 3-(W9 £k -2- K F %)-2-3,4,5-= F A A K X)-5,6,7,8-w
£-3H-K 3 [4,5] K% F(2,3-d]"E = -4-F

No. 131 3-(W fiskwh-2- K ¥ %)-2-3,4,5-= F REA X K)-6,7-= &
-3H,5H-% 3 [4,51F % #[2,3-d] %2 -4,8- —

No. 132 7-i£-2-(2-i£-34,5-Z FRE XL )3-(WEKH-2- £ F
£)-6,7-= £.-3H,5H- K ¥ [4,5] K% ¥ [2,3-d] &2 -4,8-— B

No. 133 2-(2-i£-3,4,5-= F A K K)-8- K -3-(W ok h-2-A F
A)-3H-E H[4,5] %% [2,3-d]"H R -4-F

No. 134 3-T A -2-K%-2-%-6,7-= £.-3H,5H- % # [4,5]F % ¥
[2,3-d]"% %2 -4,8-— &

No. 135 5-if-3-F T £-2-(3,4,5-= F fE X %X)-6,7-= £.-3H,5H-
I (4,5]F% 5 [2,3-d]"F R -4,8-—F

No. 136 3-F T A-8-F £ X -2-(3,4,5-= F A A X X)-3H-K 3 [4,5]
Ky H[2,3-d]% 5L -4- 5

No. 137 3-¥F £-5-i£-2-(3,4,5-= F A E X %)-6,7-= £-3H,5H- K
H (4,5 % [2,3-d]F X -4,8- = FF

No.138 3-F £ -8-F H E-2-3,4,5-= F LA X L) 3H- K H[4,5]K
w#[2,3-d] % 22 -4- B

No.139 7-#.-2-2-%.-3,45-Z FHREFX L) 3- (W &h%H-2-KF
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£)-6,7-= £.-3H,5H-% 3 [4,5]K% % [2,3-d]"E"L-4,8-— &

No.140 2-2-£-34,5-Z FREAXR)S-L A 3 (WEAH-2-A F
X)-3H-E H[4,51F % 5 [2,3-d]E L -4-57

No. 141 7-8-2-Q2-8.-3,45-Z F R EEXE)3-2-FA T X)-6,7-=
£.-3H,5H- X 5 [4,518% H[2,3-d|E R -4,8-— &

No.142 7,7- — £, 2-2- R -345- = FRA X L) 3-Q-F 4 T
£)-6,7-=£.-3H,5H- %5 [4,5]F % [2,3-d]H "% -4,8- =8

No. 143 2-2-£-34,5-Z FEEA X X)-8-2 X-3-Q-FA T X)-3H-
R [4,5]F % (2,3-d]F =K -4-FF

No. 144 3-"2-3- X F X -2-(3,4,5-= F X X %)-5,6,7,8- £.-3H-
X HF[4,5]F% 3 [2,3-d]%E R -4-5

No. 145 3-F X-8-£%-2-3,4,5-= F A X %X)-5,6,7,8-W9 £.-3H-
F 14,519 H[2,3-d]F X -4-F

No. 146 3-F %-7-38-2-p-F f A X X -6,7- = £.-3H,5H- K5 [4,5]K
%3 [2,3-d]"% %2 -4,8-— &

No. 147 3-F %-7,7- =i -2-p-F R A X %K-6,7-= £.-3H,5H- K
[4,5]F % 3 [2,3-d]F % -4,8-— &

No. 148 7-i£-8-%2 %-3-2-F £ X T %)-2- K% -2-X-3H-K ¥ [4,5]
w5 [2,3-d]"% " -4- B

No. 149 7-i£-8-£ £ 3-2-B X T £)-2-E%-2- X 3H- K5 [4,5]%
wH(2,3-d]E R -4-F

No. 150 3-F A -8-F.-2-(2-#.-3,4,5-= F R A X £)-4-AK-34-=
£ K H (4,518 % H[2,3-d]F=-T-F &

No.151 8-ZX-3-FTX-2-3,4,5-= F AA X A)-3H-XH[4,5]K
w312,3-d]"E = -4- 57

No. 618 3-RHF[N 3= HFRE-S- K FA-8-2K2-2-FHRA
R R)-3H-F H[4,5]F % 5[2,3-d] % 2 -4-BF

No. 633 3-TA-8-£4-2-2-FHAXE)-3H-EH[4,5]K% I
[2,3-d) "% %2 -4-B
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No. 637 3-TX-2-Q4-=FKXKX)8-£ X 3H-KH[4,5] % #
[2,3-d]"% %2 -4-§F

No. 674 2-BA4-—FHEAXTFTE)S-LA3-2-®Hr-2-£ T
X)-3H-FH [4,5]F % I [2,3-d]E R -4-FF

E—AREGERFTEY, KXAF AL EH THHERLSHY
a4

No.16 3-F XK-8-TAK-2-(p-F FA KK )-4- K K-3,4,5,6-m9 £-
FH[4,5] K% H#[2,3-d]FR-7-F @

No.17 3-F&K-2-(p-F AKX X K)-4-AAK-3,4- = H X HH [4,5]F%
H[2,3-d|"E=2-7-F &

No.18 3-FX-8-TAA-2-(p-F AEXK)-4-HKR-34-— KX
[4,5]F% 5 [2,3-d]"F=%-7-F B

No. 67 3-F#-8-& £ 2K 2-% 3H-KH[4,5K% H#[2,3-d]|F
% -4-F]

No.73 Eur-2-H8 2-8-FX-4-fK-2-Ep-2- K -4H-KH#[4,5]
w3 [2,3-d]ER-3-K)- LB

No.89 3-TH-8-£X-2-3,4,5-= F HAEXKL)IH-XHF[4,51K%
#[2,3-d]"E"Z -4-B

No.98 3-FK-3-(5-if-2-FHRERXTHK)-8-#K-2-A K-3H-XH
[4,5] %3 [2,3-d] "% 2 -4-5

No.99 ZB3-FHA-3-(5-i-2-FREXTK)-4-HAK-2-AK-3,4-
= 8K [4,5]F% H[2,3-d]E-8- X By

No. 1053-(5-i ek vl -2- & F £)-8- 2 X -2- % X -3H- K HH [4,5| K%
#12,3-d]"% 2 -4-5R

No. 106 Z8 3-(5-if ek vh-2- K F K)-4- K -2-7 K -3,4-— S X H
[4,51F % [2,3-d]"E 2 -8- % BF

No.1178-2 X -3-F T £-2-2-£-34,5- = FHA X L)3H-X ¥
[4,5]1F% ¥ [2,3-d|"E % -4-8

No. 124 3-F % -2-(2-#-3,4,5- = T L X X K)-8-% X -3H-X H [4,5]
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E 3 [2,3-d]EX-4-8

No.1277-% -3-2-F A T %)2-345- = F A A X X)-6,7-= £
-3H,5H-X 3 [4,5] %% F[2,3-d] "L -4,8-—F

No.1298- 2 X -3-2-F A T X)2-B345-Z FREA X X)3H-K 4
[4,5] &% 3 [2,3-d]"E " -4-5F

No.1355-i&-3-F T %-2-(34,5- = F A X X X)-6,7-= £-3H,5H- X
F[4,5F % 5 [2,3-d] "X -4,8-—FF

No. 1402-(2-#-3,4,5- Z F R A X K)-8-Z A 3- (W &R h-2-£ F
X )-3H-K 5 [4,5]1F% 3 [2,3-d]F"2-4-5A

No.1432-2-f.-3,45- = F R A X X)-8- 2 X -3-2-F X T £)-3H-
A HF[4,51K% #(2,3-d]FE 2 -4-F

No. 1487-3& -8-% % -3-2- F A& T X)-2-K%-2- K -3H- K 5 [4,5]
- 2,3-d]ER -4-F

No. 6333-T & -8-% & -2-(2- F A X K)-3H- X ¥ [4,5] K% 7+
[2,3-d]%H 2 -4-FF

No.6373-T %-2-24- = R X X)-8- & X 3H- X [4,5] K % #
[2,3-d)%E "= -4-FF

RKEMYAEBFTHRLGE.

REPRAH T FTH LR AR TR QIR 4 Foik ok
WA ERRBHELEERLAGTEEA,

ARPEGRGHELY, LOSEABFENG—FREFRL
Ao, REMNHERTERBEY, FRES —HHFTHELHRK,
B A Z TR A RAFILEEF PHAR.

B, AEATEAREN AT EZXNFHESWELT K
BRI, HARALT G RBERMMARIEARTY A K,
PR3 TR S o F AR b o R B AR R o R R ERAR MM R R K
5,

BE—AMREHEAFTETY, RLXRATRARENRLRAFEZXL
B 76 T BTG 7H L34 44 & K MR AR & R R FE F 4

64



200480013515. X o P 5E44/1581

R, PR EXMERAEERS AT 276 17p-2 8 XA
B (HSD)B, ik A K 17p-2 & XPLEBEHSD) &, 2 A K 3 A8,

EALAH S —AMREHGERFTEY, BIGHF /BTG £ ¥
FRAMEARIERTEZU LN/ RBERE—RG T XEIKA R
ME 17p-9k = B X F BF 69 R K.

AEPEFRIEFEA L 17p-2 8 APLEBMHEHSD) &, 28K 3
REMA XGRAABIN I ALY FTE, EFEQLELTHAR
LA H— R ENREPRAWRL LR TRE Y, TRETURAK
BRHIERL, AELARESHERATEAMRRAG R CHHEKLSLEH
ATARE &,

EAEAF, WEAFERBEHRACLIEERTHRT: LA,
WHMRAE, PRE, FTETR, FTARR, FEARMLE, FTAR
Rz, FEWE, FEFRNE, FTERNAK, B2, A%L%, F
Thd, WHMRA, RHITHIMELE, WHMRK, B2, LRHA, %
2, BEENBE, FREAN, FLRMA, FLTFRELLE,
ok, EALRPRAER BTG HREECRALLQET AR
ANJE

T A K EH IR BRA ST F/RTAG HC B EIRM
MEkFBRESEBAEN, KRNEREFT K, MRXEGEER, &K, 4
g, RBRAEFGAR,

E—AMREHERFTEF, ALARTEAREHGRLALESWE
HRAFG AL IO LR ARIERZ—~FHAE, X FPHASHY
BAR, Rt ZHK, BALREABARFHNLE2HITRABELLE
8 S

sesh, XSS TR FrREHFRAERAETHBRE,

iRt hETRAARLEAEIRAEAE 17p-2 8 AP A%
(HSD)1 &, 2 & Fa/K 3 B 7E M 645 07 XA (B) 3o £ 587 XA £ F KA
FRAEEE).

BB, AERHFTETUELINEHHBXGERFTEFY, AR
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A BERTRBATFELALY., FRABBRARERHRLH A,
LERAFTRRAEN, FAXEBRLP G, Bit, HERY
REFRANAMY, ARERENAERIRS MG,

kX

FAEAGFT I RN TFHAFNHY, REAXBRLECR KLY
HRAMERBMARIER, B3R B RHANERRER, L
Frid § RBERMBAAIEALLT ZHE 17p-2 8 X B A5
(HSD)&&, 4Rik 1 & 17p-¥ & % Bt £.B6(HSD)E [EC 1.1.1.62].

&M TIAAM ELEH MG B X0 RLH. BABKLH.
Bashsedh (Bitid s, BEMEIRER), XETLE., EHANHE
i, RiF<BLEMHLH QIEHKRA, XA, LWAR@F itk
Bz A, RFPEBASY G KRB H LR RABERXB| R F, FHM
MEJ/FRBFEET), BBEA, LA, ATAHNESH, AREAR
REGER ., RREBTACER/HRARNRERLL ., —F RS
MTAE —~FHRASHAFHHEETRLHBA, tlBBH, £ @
IR R), BAR, WHERBEEN, SFH, HGEA, HH, BEH,
HWEAAR, BRRBMA, L£HARNBERGH, REHMFE, BAFHR
R, BEHNF, PRETENE, KACERRAIHLELAE.

FIT 38 8 4 4R.4- 9 T vA B % BB do B B 20, 3 4R MK, BRsh#EAK.
AFRETEK RBRIRCHRRAEBHHH.

A K BR &4 35 My 4R A4 04 )18 T VAR R ARATK B 4m 89 Sk AT, HF
BRETEBERRL, REFTENLHEFT XNARTER HFMRLAE
M LR ERE. AWAREF, TURART Lrfd A6
HETEXNOHMNARLCSEGHER, HA%K, #iH, FHEMN
. EEHNBHFEERSTARFIRIBEER T HZFE, Lkl
KANRG AR, HFAARERS FRRMBHE, K FDA #ARF £
“GRAS”E R F ) (‘“DNAZLGRBFmA ) FDA B Z(GRAS)).

BADOKEHR LS —FAEMH RSO HALS WY

66



200480013515. X o P 5E46/1581

—FRAHEF XA, FleBdhH, B, BRAL, BFRERE,
BA, DA, KRER, BRER, HERIALTER, ARIKE
MILA), BAAR, RERHEEER, BX, BN, BALRER, BA
SBERTHRERK., ATHERLHNBHELSY, TkHiE
A ARZ R B A EAT R e 5B Ssefuld A 64 H A
H R, PR fol A R G FTEGME, &8, &8, B@H
HEE, FALSEE, SUB), AR, ROEFHN, BIBKRE, 2KHK
RoARER, BT EY, KBEM, S8, LR, BEN, BEN,
AR (Fltethilr), BRERB[AH X T BRFEBRIXTH)X LM A
R & A (B4 Gelucire™), £ HWHBESH T, FHRILETIARS
BKEBBES oy KBIL LS W T,

STFHEILH, TARERMNERIBFELBFTRLHM
BH, Bl XA BAEEMN. RBEMA . 58HRILH 4K,
BARIBY., A, TAEAG B RIRTFRMSH, LLd, 48
Fib, B, RRGBFZREB, E—RAT, SFHEILYE,
EMRTAARMKE, BBE, UL CHAYERIEFRANY XL
B, AELEABRAARIAKREFRGB LN,

FEAREGTARLRAN A ELAEFERR MR, e RARE
FTOhHSENEARER, FHARZHEERRENHGELET.
ssh, L&, HF, BB, LT A RBBN LT AR TR,

A—HETHLHEFAZBLREAYBERG RERXTFE
AALAUS), XEAFAFEENMAKN N QEFBRGBE. KT A
REDAHAAMBE A ALY, FRARKADHETUAARFGH LS, T
ABE R EETGAR KB GRYH RS R SiX Rmsd, £
FPHABHUANAEASGEGBETAR A LAAHIMENEETRR
B, HEELHRAE PSRt 4,

F—RRAHFARAANCSEUEBEEMH, FleTEIERHR
oM R BRRAEER e R KBNS . XA G AN DL AR
A K et 8 B A (Bl 3 3] 5 )R R H) 6 F XBAEMA .
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AFBHAARKSER, BAHLEFERBRETEHEE,
L8 vA 6 T R B BT AT X 2 B E R E ARBE R

st FAEATARL B A, RRAEZHRLAHHGH EHRR
FEFAERE, QEERRTARAGLERLSHGEL, RETHE
A HSD 1 &, 2 R H 3 ALK, FriedlegRkass, &5
A X, WA fFgeE, LHEERREFTHAERLE, F
st E A GER, EAHRE, EEG—REE, BHGHA, BF
GARA, HEMMRE, BWRAFRTETGRAGEELA.

AFBHEARAARLHER, REAYLFIR, FEFHTXF
BIRERAHKHAX TREGHEAABFTELNENFIRNK, TAd
ABHERARAERN LA RELRAZ., S TFLEZRAGREN T
TA B AABHAAR A FAGH ER KL, FREZMALESHHN K
BiBERAE, TR, BERAKNEEBMNESY 0.01pg/kg &
KEF Y 100mgkg EAE, BALRTARESCEYNANBRTEL
#AF. WARBHHLBETUAEZLFERALSHHAERERS
HAREREHANE. BMFSLBHEMNERETAY 0.01pgkg &BH
¥ 34 100 mg/kg EAE. AL R EHEEFTH 0.01pg /ke
BARES Y 200 mg/kg BARE. RELHEFRHBANETETAHY
0.01pg/kg SR EE % 100mg/kg EHE, BHLBH RGN ERY
hERBE—F WA, £F4 0.1pg 2% 100 mg. FEREABFTRE
BaAEAHY 0.01pgke SR ETE Y 100 mg/kg EA TR ERARA.

BERMOGFTERE
AXF AN TIHREEAFHBHAOESX .
20BP 20B-# &8

A 4-#8 5 -3,17-B7
Ac Lk
AcOH 3

HSD LY EABER
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DHT * 8 ¥
DMF N,N-= ¥ &K 7 Bt

E1l W B
E2 Yy
ER 2§ L

EtOAc LB T B8

GnRH PR MR AR

MS TR

NAD(P)[H] & ®tAk-5% R %- — 4% F 8 (B8 21 )[3£ & #9 NAD(P)]
NMR Y T

P Z-#

PCC PO o R4 BR £
T ¥ &

TBAB i T X4
THF W £k

TOF CRATH )

LR R

AEPHABTIAMER LA ERERF EFE&. R, #
BT EGERAFEFTEAFBEA SR 17p- 2 ABLEBITHA, £
8 40 A T ARG BLEA 8 T AR SR A6 4) oY SRR3R 4 R AR,

XEFENFATELR, wREFETEREAZL, Nio—
B4R P PR,

B EiNiRE, EESBREPHELAGTHRANRLALEDH R
THRBALATH EAERFTEHE. EEAFTHHERR, FEHR
RETHAE XM KT RALE, LTHEAHARS KB A 5Nt H 3
AE5AR. ARAAFABRERAR ReotF ik, TERBRALAHLS
WA R B H R IPE) Gl NFe/ R X KA.
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A2 H
RAEAHLEHT AR B 1 2] 4 FF 74 4.

REBE 1. &5 EnH TR )8 B4,

+ O
Q. foe 25,
R1
POClDM: /\

R _ R

T\ >\m L HO I\ /)\Rz

R3 ® R3 s 0
f 9

B HERFAGERILEERER 1. X o 9EY HE R G4 A&
TANTE 6 2-8K-4,5,6,7-19 KX HF[b]ES-3-RER LB a 45, H
EL5EBE b AZREABALETEAEHB AN ¢ 8944 (Ref.
Kapustina, M.V.,, Kharizomenova, I.A., Shvedov, V.I., Chem.
Heterocycl. Compd. (Engl. Trans.) 1991, 425), 4A-3i&#) N-BRAX 69 BLEE b
TUARAERHERFT H4E&. A—BBEAEBDZH&BEY—FE A
7 ik i id4E A BALH de PCC (Lo 56 RU44-BL 35 /71044 ¢ 49 Bk,
Bl X de 48-=F. £FA L DMF YRR A8, g 0o dk
 Vilsmeier B A PR FEBA, LHX e & F A B (Ref. Koeller, S.,
Lellouche, J.-P., Tetrahedron Lett. 1999, 40, 7043. #= Kapustina, M.V,
Nikolaeva, L.S., Kharizomenova, I.A., Shvedov, V.I.,, Pushkina, T.V.,,
Fomina, A. N., Pharm. Chem. J. 1992, 789). F 5% #=35 X 88 5, 5088 £

B AETREENE ¢, HBAK (HREH.
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BT A 3T £ #iE R F) (440 LiAIH, # NaBH,)i£ R &, — A8, BF
A g e d.

BEBE 2 FHT

Ri
4 e /\)\,a2+Br ‘>\m

(o} o

BRAEBE? RNjk 9FERAHTARLX hF itk
57 My 6 BLoR A EAE A k&, B4R A i Fe AL Jo K T BRI R
M, X cHEEMNOHE RS E KN R W RLY, ZBRTERE
%, B%AE R BEH 345-ZFTREAFXLALAME LA, H %0
R -Fro,o- = REEITEY .

Bite MK ERF ML, EREACRRT, BEEmELEAN
¥ 5 ¥ £ 3 4 ) (Ref. Lidstroem, P. et al. Tetrahedron 2001, 57, 9225).
B, TABEEZAPIHFAEAGENGFAREGEREE 2,
BMENFBEEASTFERUFRE, RERFIELT KRS, £
Fath Wb, B AME, ETRM/THRERGALET, HXh &K
i 89 180 °C Aa#, TARE X j 8 A X k 8 TRANLEH.

\j

REBLE3 BFRAFTBA
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[}
RS RS R1 RS
RPRL

8 R1

N 4214 N

R4 N R4 N

S OH S

R3 R3 R3 O\\(
| m n

Bk &4 B 2T A 8 AR B AT KA, B de R E) 49 BME K H) 3 Lewis 8
REA, BREAESE 3, BLRAZ LA, TAXHRBETEL
FEMTEY IPLT R, Bid4e A8 A F ik (AcOH, o) 5 m LBk
ARALA-4 n,

KB M.

ﬁﬁ§f%Tm*%%wﬁ£ﬁ£%A%#wﬂm &%&ﬁ%
RAVEREBE, XN cWEEA LS TURe-ZELRa-EENL, F
—AMB BB RS ook REENASH G BEARE, LHHK o Ha-&
AFFX p Hho-—H.

Wi T @ FIRM 6 KRS EFHLARLA.

LBHL

#l & B R 7 ik (KR 60-99%, BRRETBE).

RERHF: N-FR-345-ZFEEAXTBENH &

% 345-ZFRAXTHBRAG0g 21.7 mmol)ERE—K T (50
mh)¥ . ¥R RASH A KRGS, FREAANFTEBEMG.74 ml, 434
mmol). #FitidRR BARAH. RARMEIN 30 ml KF¥. HHAA
KAk, HEDARABELER,

5% &5
HT ELEEH AR AR A RRILAGF X, R4k
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T TR RES, (2L 0 KA T EBAERBRF MY,

4.4-4% No. 1.
3. ¥ %-2-3,4,5-Z F S A XK E)5,6,7,8- 09 £-3H-K 3 [4,5]F% 3
[2,3-d]"E "2 -4-B o) ) &

o
N OMe
Q{ )\Q
s~ N OMe
OMe

o 2-8K-4,5,6,7-9 XK (b)ES-3- KRB TB(6.0 g, 26.6
mmol, 100 mol-%)# N-F#%-3,4,5- = F LA K F B (104 g, 34.6
mmol, 130 mol-%)EBE TR 12-—RTKET. ¥R RESHA XK
Bisdip, A EF A POCL(.7 ml, 24.6 mmol, 130 mol-%). &K
BRAHE R 24 1o, ERAEEF, HARMA POCL (340 pul). I
B RA MBI ERKY, FELATLRATR, REXKFHERE =
TP, A Mt A e Ff s B A4 (3 x 50 ml)sei, H A MgSO,
F, ANFEBETELLE, KEH 83g (KE 68%).

NMR: 1.89 (br s, 4H), 2.82 (br s, 2H), 3.09 (br s, 2H), 3.59 (s, 6H),
3.84 (s, 3H), 5.23 (s, 2H), 6.48 (s, 2H), 7.02 (m, 2H), 7.22-7.31 (m, 3H).

MS (TOF, ES+) m/z 463 (M + 1)

44 No.2
3-F £-2-3,4,5-Z F £ A K K)-6,7-= £-3H,5H- X 5 [4,5]F % FF
[2,3-d]"% "2 -4,8-—FF

o ;
N OMe
T\
s N OMe
(0]
OMe
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KEBRETHRAG_ATR GO mDHFH 3-FX-2-34,5-ZFHLE
A XK)-5,6,7,8-19 £-3H- K [4,51F % H[2,3-d]"ER-4-8F0 (1t&% No.1)
(8.2 g, 17.7 mmol)bki& fm A %] PCC (19.2 g, 89.0 mmol, 500 mol-%)Z
ZHFREQ0 mHF RS, ERALREY, KAMAPCC, L
RETR. WRAERSHTRBLARL, A-—KTRitk, AF
M@ it beik EATSEAL. LA No.2 HIKE A 4.1 g (48%).

NMR: 2.28 (m, 2H), 2.72 (m, 2H), 3.36 (m, 2H), 3.60 (s, 6H), 3.88
(s, 3H), 5.25 (s, 2H), 6.53 (s, 2H), 7.04 (m, 2H), 7.25-7.32 (m, 3H).

MS (TOF, ES+) m/z 499 (M + Na)

4% No.3
3-F A -8-f-4-AAK-2-(3,4,5-= F LA KK)-3,4,5,6-m9 £,- K H[4,5]
w3 [2,3-d]ER-7-F B

¥ POCI; (3.5 ml)R AR Am A 2] 444 F & DMF (2.3 ml) ¥ . ¥ /£ 1,2-
—f P e 3-FA-2-34,5=FRAXK)6,7-= £-3H,5H- K5
[4,5]F% 5 [2,3-d]"BZ-4,8-—8 (1t44 No.2) (0.5g, 1.1 mmol)f %
A AEFTiE Vilsmeier AH P, FEZETHHE 3 I, REHAE
BAMEARI5 4. EERTHHALIRE, REAELREGWA—RTR
A NaOAc FR(12 /100 mhF Fe. FHA—KFHR 3x30ml)
X IR, A AR KB &I T IR, B Rk BATHAL. IR A 0.45
g (82%).

NMR: 2.85 (dd, 2H), 3.36 (dd, 2H), 3.60 (s, 6H), 3.86 (s, 3H), 5.25
(s, 2H), 6.52 (s, 2H), 7.28 (m, 5H), 10.24 (s, 1H).

MS (TOF, ES+) m/z 523/525 (M")
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4% No. 4
3-F B 4-FAR-B-RRK-2-3,4,5-Z FRAKK)3,4,56-9&-%K
H[4,5] K% ¥ [2,3-d]F-7-F &

° ;
N OMe
s~ N OMe
o
OMe

# 3-FA-8-R-4-FR-2-(3,4,5-= FRAKK)-3,4,5,6-9 £-F
[4,5]K % [2,3-d]"B°2-7-F B ({L4% No. 3) (50 mg, 96 pmol), K&
(13.5 mg, 143.4 umol), KOH # K (8.0 mg, 143.4 pmol)# TBAB (1.0 mg)
A 85°C Thudk 5 B, H/E 60°C Fhudk 4.5 JBf., ¥R ERAHiL
B HE AL, R B ig EATLIL. 184 No. 54 % 8
FE o BBk,

NMR (CDCls): 2.88 (dd, 2H), 3.60 (s, 6H), 3.86 (s, 3H), 4.31 (dd,
2H), 5.23 (s, 2H), 6.46 (s, 2H), 7.04-7.34 (m, 10H), 10.14 (s, 1H).

MS (TOF, ES+) m/z 581 (M + 1).

44 No.5
3-F A 4-F RS- KAKX-2-3,4,5-Z FREEKLK)-34-— A XK HF[4,5]
EoHH[2,3-d]FE=-7-F &

N OMe
s N)\Q\om
0
C} OMe

NMR (CDCl;): 3.59 (s, 6H), 3.87 (s, 3H), 5.56 (s, 2H), 6.53 (s, 2H),
6.98-7.34 (m, 10H), 8.62 (d, 1H), 8.66 (1H), 10.44 (s, 1H).
MS (TOF, ES+) m/z 579 (M + 1).
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4% No. 6
3-F A-8-TARE4-BAR-2-34,5-Z T A KK)-3,4,5,6-09 §- %
¥ [4,5] % HF[2,3-d] B R -7-F B

0 ;
N OMe
°VQ/_§L ’)\Q
s N OMe
S
/ OMe

FikEHE No. 4 HREKFEAE, B LABREER,
NMR: 1.30 (t, 3H), 2.76-2.99 (m, 4H), 3.31 (m, 2H), 3.60 (s, 6H),

3.86 (s, 3H), 5.23 (s, 2H), 6.51 (s, 2H), 7.02-7.34 (m, 5H), 10.52 (s, 1H).
MS (TOF, ES+) m/z 549 (M + 1).

4-#% No.7
3'% E's' & i£'4'ﬂ4&'2'(39495'i ? ﬂiﬁi)—%%iﬁ-m g&-i
H [4,5K % H#[2,3-d|HL-7-F B

)O OMe
FiEkE/HAY No. 4 BRKF EARE, A KBRS,
NMR: 1.57 (t, 3H), 2.76 (m, 2H), 3.29 (m, 2H), 3.60 (s, 6H), 3.86 (s,

3H), 5.25 (s, 2H), 6.51 (s, 2H), 7.02-7.55 (m, 5H), 10.19 (s, 1H).
MS (TOF, ES+) m/z 533 (M + 1).

44 No. 8

3-F A 4-BAR-8-FEAK2-(34,5-Z F HAKK)-3,4,56-7 £
FH4,5]F% H[2,3-d]Fx-7-F i
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OMe
°v@\/—ﬁL '/B\Q
s” N OMe
S
@ OMe

FixHA% No. 4 BRQFHAE, BAXRBEREXSR. 1L
24 No.9EAHE ML Bk,

NMR (CDCl): 2.90 (m, 2H), 3.32 (m, 2H), 3.56 (s, 6H), 4.30 (s,
3H), 5.21 (s, 2H), 6.46 (s, 2H), 7.04-7.26 (m, 10H), 10.54 (s, 1H).

MS (TOF, ES+) m/z 597 (M + 1).

.44 No.9
3-FA-4-FAR-8-FAE-2-34,5-Z FEEEL)34-—H XK H[4,5]
w3 [2,3-d] o -7-F @

NMR (CDCL): 3.60 (s, 6H), 3.86 (s, 3H), 5.36 (s, 2H), 6.53 (s, 2H),
7.04-7.52 (m, 10H), 8.20 ( d, 1H), 8.84 (d, 1H), 10.81 (s, 1H).
MS (TOF, ES+) m/z 595 (M + 1).

144 No. 10

3-KK-2-(3,4,5-Z F R AKK)-5,6,7,8-79 £-3H-K 5 [4,5]F%
[2,3-d]"% "% -4-BF

Qi
Fik A No. | HRWHEAMF, RA N-EE345-ZFR

(i
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AP BORRAE A BLAR,
NMR: 1.88 (m, 4H), 2.83 (m, 2H), 3.03 (m, 2H), 3.66 (s, 6H), 3.77
(s, 3H), 6.54 (s, 2H), 7.15-7.40 (m, SH). MS (TOF ES+) m/z 449 (M +1).

44 No. 11
3-K%-2-3,45-= F REAXX)-6,7-— R-3H,5H-F 5 [4,5] K% 5
[2,3-d]% "% -4,8-— B

q_ﬁ:; OMe

FiEENAY No.2 BANFEAME, RALEH No10 EAH&E
¥ R,

NMR: 2.28 (m, 2H), 2.72 (m, 2H), 3.36 (m, 2H), 3.60 (s, 6H), 3.88

(s, 3H), 6.53 (s, 2H), 7.04 (m, 2H), 7.25-7.32 (m, 3H).
MS (TOF, ES+) m/z 463 (M + 1)

444 No. 12
3-FA-2-(p-F RAEXK)-5,6,7,8-19 £-3H- K5 [4,5]F % 5 [2,3-d]

o5 vE - 4- R

Fik5 e No. 1 HEHFEAR, A N-FE-p-FEREXYT
B ARy B Ak

NMR: 1.88 (m, 4H), 2.80 (m, 2H), 3.06 (m, 2H), 3.83 (s, 3H), 5.27

(s, 2H), 6.84-6.99 (m, 4H), 7.17-7.30 (m, 5H). MS (TOF ES+) m/z 403
(M + 1).

144 No. 13
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3-F K-2-(p-F LK K XK)-6,7-= £-3H,5H- X 4,5 K% #[2,3-d]
R -4,8-— 5

o E
( N
Z Z/ S )
s N)\©\OM9
o]

FikH5AY No. 2 RN FHAE, #ALESS Nol2 AR
¥ B#.

NMR: 2.25 (m, 2H), 2.69 (m, 2H), 3.33 (m, 2H), 3.85 (s, 3H), 5.30
(s, 2H), 6.89-7.00 (m, 4H), 7.25-7.36 (m, 5H).

MS (TOF, ES+) m/z 417 (M + 1)

44 No. 14
8-F-2-(p- T K K H)-4-FlK-3-K % -3,4,5,6-9 £-KH[4,5] %%
#12,3-d]"E"=e-7-F 8

o E
O / \
\/Q_Sﬁ;/ OMe
Cl

Fik5AY No 3#AMFEARE, #AMLESY Nol3 AR
¥ RH. A No. 15 A S ZHBoE E k.

NMR (CDCly): 2.82 (m, 2H), 3.33 (m, 2H), 3.85 (s, 3H), 5.30 (s,
2H), 6.90-7.01 (m, 4H), 7.19-7.36 (m, 5H) 10.22 (s, 1H).

MS (TOF, ES+) m/z 463/465 (M*)

.44 No. 15

3-F X 2-(p-F B EKHE)-4-RAK-3,4,5,6-T K- K5 [4,5] K% HF
[2,3-d]"E = -7- K 8 T B
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NMR (CDCly): 1.41 (t, 3H), 2.88 (m, 2H), 3.34 (m, 2H), 3.84 (s,

3H), 4.15 (g, 2H), 5.30 (s, 2H), 6.89-6.98 (m, 5H), 7.04-7.55 (m, 5H).
MS (TOF, ES+) m/z 473 (M+1)

.44 No. 16
3-FK-8-TAE-2-(p-F AAKXK)-4-£4K-3,4,5,6-19 £.- K 5[4,5]
w5 [2,3-d]ER-7-F 8

o ;
N
0\\/< Z S\
rs /S N/>\©\0Me

FiEHASY No. 4 HRAFRAE, BANLESY Nold AR
e EH, 1R CRBERBER. 1A% No. 17 F= 18 44 8] F ik

R L
NMR (CDCL): 1.29 (t, 3H), 2.75-2.98 (m, 4H), 3.28 (m, 2H), 3.85
(s, 3H), 5.30 (s, 2H), 6.89-7.02 (m, 4H), 7.24-7.35 (m, 5H), 10.51 (s, 1H).
MS (TOF, ES+) m/z 489 (M + 1).

&4e-# No.17
3-FK-2-(p-F EEEXL)-4-FK-3,4-= £ K 3 [4,51K % 5 [2,3-d]

ey -7-F B
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NMR (CDCL): 3.87 (s, 3H), 5.43 (s, 2H), 6.92-7.06 (m, 4H),
7.26-7.41 (m, 5H), 8.03 (d, 1H), 8.39 (s, 1H), 8.83 (d, 1H), 10.13 (s, 1H).
MS (TOF, ES+) m/z 426 (M + 1).

%44 No. 18
3-FA-8-TAE-2-(p-F REAXEK)-4-EAR-34-— F XK H[4,5]F%
#[2,3-d]"E2-7-F 8B

5>

NMR (CDCL): 1.25 (t, 3H), 3.00 (q, 2H), 3.87 (s, 3H), 5.42 (s,
2H), 6.92-7.05 (m, 5H), 7.25-7.43 (m, 4H), 8.11 (d, 1H), 8.74 (d, 1H),
10.86 (s, 1H).

MS (TOF, ES+) m/z 487 (M + 1).

444 No.19
¥ A8 TAET-BETA2-(-FREAER)34-Z £-3H-K 5
[4,5]1F % 3 [2,3-d])"E 2 -4-BF

o
; f\N
HO \
) / s N/)\©\0Me
/

3% NaBH, (26.2 mg, 0.05 umol)ZE LR TBQ2 m)¥. HiLs
% No. 16 ZMETRIEGm)THARAZMERLRESHT . F 2.5
NI R ARB A, A 20 ml EtOAc. ¥ B A B4~ 145 £ K (10 ml)
¥, FmAteF NH,CLERAO mI). 4% &40, KA EtOAc(3x 10
ml)E IR, NI EREEFERL.

NMR (CDCly): 1.23 (t, 3H), 2.00 (br s, 1H), 2.64-2.79 (m, 4H),
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3.25 (m, 2H), 3.83 (s, 3H), 4.60 (s, 2H), 5.28 (s, 2H), 6.86-7.01 (m, 4H),
7.15-7.35 (m, SH).
MS (TOF, ES+) m/z 491 (M + 1).

1t.4-% No. 20
3-FA-T-BEFE2-(0-F REXE)S- KX 3H-KH[4,5]1%F%
#12,3-d]"% 2 -4-5R

5

Y& THF 2 ml)¥ #5444 No. 14 (49.9 mg, 108 umol), X&
(21.1 mg, 216 pmol), KOH # K (13.0 mg, 216 pmol)#= TBAB (2.3 mg)
B 2.5 DEF. REABEN, AR ARWEBE-_LTRY. $EL
BAYTRBAEMENRL., BAEHE Lk BEMshik. 4% No.
2046 A4 8| oo B & k.

NMR (CDCl;): 3.84-3.89 (m, 4H), 4.80 (d, 2H), 5.41 (s, 2H),
6.88-7.42 (14 H), 7.69 (d, 1H), 8.56 (d, 1H).

MS (TOF, ES+) m/z 521 (M+1)

1L4-4 No. 21
3-FET-FE2-(p-FRAXL)S- KRR IH-KH[4,5] K%
[2,3-d]"% "2 -4-BF

5
3

NMR (CDCl;): 2.56 (s, 3H), 3.86 (s, 3H), 5.41 (s, 2H), 6.85-7.40 (m,
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15H), 8.5 (d, 1H).
MS (TOF, ES+) m/z 505 (M+1)

144 No. 22
3-KK-2-(p-F LA XK K)-5,6,7,8-09 £.-3H-X 5 [4,5]F % #[2,3-d]
T -4- 7]

ot

FEEWNEY No | #HRYFEME, A N-FEp-FHREAXRT
BLIAE A BB

NMR: 1.88 (m, 4H), 2.81 (m, 2H), 3.05 (m, 2H), 3.74 (s, 3H), 6.69
(m, 2H), 7.12-7.40 (m, 7H).

MS (TOF ES+) m/z 389 (M + 1).

444 No.23
3-EE-2-(p-F AKX E)-6,7-— £.-3H,5H- X 5 [4,5]F % H#[2,3-d]
T -4,8-— BF

3 @

FEHKEY No.2 MR FEME, RANKESY No. 22 AR
¥ BH

NMR: 2.25 (m, 2H), 2.70 (m, 2H), 3.30 (m, 2H), 3.76 (s, 3H), 6.71
(d, 2H), 7.14-7.36 (m, 7H).

MS (TOF, ES+) m/z 403 (M + 1)

44 No. 24
2-F K-3-%K-5,6,7,8- 19 £.-3H-K 3 [4,5] K% H[2,3-d]"F L -4- 5
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Ot e
S

FiEHNAY No | HREKFEME, ®A N-XEX TBEMEN B
B

NMR: 1.84 (m, 4H), 2.20 (s, 3H), 2.76 (m, 2H), 2.97 (m, 2H),
7.20-7.26 (m, 2H), 7.45-7.6 (m, 3H).

MS (TOF ES+) m/z 297 (M + 1).

4.4e-% No. 25
2-F X -3-K X-6,7-— £.-3H,5H- K 5 [4,5]F % 5 [2,3-d]"E "< -4,8-
ey . |

&Q; >\CH3
s
(o]

Fik5NAH No. 2 BENF AR, EALESY No. 24 AR
¥ Bt

NMR: 2.19 (m, 2H), 2.27 (s, 3H), 2.68 (m, 2H), 3.24 (m, 2H),
7.22-7.27 (m, 2H), 7.53-7.56 (m, 3H). MS (TOF ES+) m/z 311 (M + 1).

144 No. 26
2-(L B F 88)-3-F %.-5,6,7,8-9 £,-3H- K 5 [4,5]F % FH[2,3-d]E R

-4-BF)
5
Qﬁ&;\/coom
¢/ N

FiE 54 No. 1 RN F HARE, A N-FEAABER T &
Ak ) BERE.
NMR: 1.87 (m, 4H), 2.79 (m, 2H), 3.05 (m, 2H), 3.68 (s, 3H), 3.80
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(s, 2H), 5.36 (s, 2H), 7.13-7.32 (m, SH). MS (TOF ES+) m/z 369 (M + 1)

%44 No. 27
3-F A-2-F AT £-5,6,7,8-79 £-3H-K 5 [4,5K % H[2,3-d] &

°Z -4-FF
R
oty
s” N O—

FikE5HA Y No. 1R FEME, RA N-FEA2-FERELH
FEAE F) BRI,

NMR (CDCl;): 1.86 (m, 4H), 2.79 (m, 2H), 3.05 (m, 2H), 3.41 (s,
3H), 4.39 (s, 2H), 5.51 (s, 2H), 7.15-7.36 (m, 5H). MS (TOF ES+) m/z
341 (M + 1).

4% No.28
3-FR-2-2 X F X-56,7,8-9 £-3H-K 5 [4,5]F % HF[2,3-d]"E L

-4-BF)
S N

¥#104A% No.27 (1.0 g,2.94 mmol)FM A —KFRGEOm)F, A
Kb, HEAHE+F A BBr; (2.9 ml, 2.94 mmol). TE T4 48
5 VB, ARAK( ml)FHRKIEN. e 10% NaOH & & (10 ml)3f
4oH4 10 min., AN HCLHER&BA., A EtOAc £, F
AR, BENRTBRELH.

NMR (CDClL): 1.25 (s, 1H), 1.88 (m, 4H), 2.80 (m, 2H), 3.05 (m,
2H), 4.55 (s, 2H), 5.21 (s, 2H), 7.15-7.40 (m, 5H). MS (TOF ES+) m/z
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327 (M + 1).

1.4-4 No. 29
8 3-F K-4-§4K-3,4,5,6,7,8-5% XK H[4,5]K% 5 [2,3-d]E R -2-

AT B @

#1644 No. 28 (200 mg, 0.61 mmol)E % £ LB 5 (2 ml)F=rib"
Am)KERTY, FETBTHEL I, mAKGH)FSE & EAK
Rk, THATHEIKE A 213 mg (95%).

NMR (CDCly): 1.88 (m, 4H), 1.99 (s, 3H), 2.80 (m, 2H), 3.07 (m,
2H), 5.04 (s, 2H), 5.36 (s, 2H), 7.12-7.36 (m, SH).

MS (TOF ES+) m/z 391 (M + Na).

w44 No. 30
TR 3-F K -4,8-— FK-3,4,5,6,7,8-5% 8K [4,5]1F% H[2,3-d]"E
S

I oy

FikE5/EH No.2 MR FEME, EANKESH No.29 AR
¥ BAt.

NMR (CDCL): 2.07 (s, 3H), 2.26 (m, 2H), 2.70 (m, 4H), 5.08 (s,
2H), 5.37 (s, 2H), 7.15-7.37 (m, 5H).

MS (TOF ES+) m/z 383 (M + 1).

86



200480013515. X B P 5E66/1581

4% No. 31
3-FA-2-FHREAF £-6,7-= £-3H,5H- %X 5 [4,5]K % H# [2,3-d]F

®Z-4,8-— B
e
Oty
(0] S " 0\

7 k5 4eH No. 2 #iR&FEAE, RAMEY No. 27T HHE
¥ RH. e No. 3244 RS FHHS B & XK,

NMR: 2.25 (m, 2H), 2.69 (m, 2H), 3.33 (m, 2H), 3.45 (s, 3H), 4.44
(s, 2H), 5.52 (s, 2H), 7.17-7.54 (m, SH).

MS (TOF ES+) m/z 355 (M + 1)

144 No. 32
3-F X-4,8-= £.14K-3,4,5,6,7,8-5° £ K 3 [4,5] K% i [2,3-d]E K -2-

BBL T B
G
N
/S\ N)Yo
d O~
NMR (CDCly): 2.27 (m, 2H), 2.70 (m, 2H), 3.33 (m, 2H), 3.35 (s,

3H), 5.51 (s, 2H), 7.18-7.33 (m, SH).
MS (TOF ES+) m/z 368 (M + Na)

144 No. 33

3-% £ -4,9,9-= 8.4K.-4,5,6,7,8,9- 5% £.-3H-9A*6*- K 5 [4,5]"K % i
[2,3-d]F "% -2-F &
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0 ;
Oty
043‘\0 N '0

B R KBER T 4 SeO, £ 50-55 °C Tan#h, HIAABK
P FHE AR ImAALA Y No. 27, B RA- W EMEE L E T T 160
°C Aok 15 44, LREAE RS, HWRREL. BEDAENE
ik,

NMR (CDCl;): 1.89 (m, 4H), 2.8 (m, 2H), 3.09 (m, 2H), 5.84 (s,
2H), 7.26 (m, 5H), 9.60 (s, 1H).

MS (TOF ES+) m/z 357 (M + 1)

1.4-#% No. 34
3-FE-S-K-2-FHRETF A -4-H.4K-3,4,5,6-19 £.- X H#[4,51K%
[2,3-d)%=e-7-F &

o ;
N
o]
N /s\ N/)\
Ci 0\

FikH5AY No. 3 #AKNF HAE, RANLESHY No. 31 EHR
%% B A

NMR (CDCLy): 2.82 (m, 2H), 3.32 (m, 2H), 3.50 (s, 3H), 4.43 (s,
2H), 5.52 (s, 2H), 7.17-7.78 (m, 5H), 10.23 (s, 1H).

MS (TOF ES+) m/z 401 (M + 1)

144 No. 36

2-FH AT A-3-K%-5,6,7,8-19 £.-3H- K 5 [4,5]F% 5 [2,3-d]"E
"% -4- B
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5.

FiEEAEYH No. 1 BRENFEAE, A N-KE2-FRALH
FAE 2y BLRE

NMR: 1.87 (m, 4H), 2.79 (m, 2H), 2.99 (m, 2H), 3.28 (s, 3H), 4.09
(s, 2H), 7.24-7.32 (m, 2H), 7.46-7.60 (m, 3H). MS (TOF ES+) m/z 327
M+1)

4% No. 37
2-F A AT A 3-KE-6,7-= £-3H,5H- K H [4,5]"B% #[2,3-d]F
% -4,8-— K

q &
N
/s\N/)\|
(0] o0

FEEHAY No. 2 Bk F kAR, EALESH No. 36 4EAHA
%6 B H.

NMR (CDCL): 2.33 (m, 2H), 2.69 (m, 2H), 3.26 (m, 2H), 3.32 (s,
3H), 4.12 (s, 2H), 7.19-7.29 (m, 2H), 7.52-7.56 (m, 3H).

MS (TOF ES+) m/z 341 (M + 1)

6% No. 38
- R FR-3-KK-56,7,8-19 K-3H-KH [4,51K% H[2,3-d]|"E"
-4-%R)

q

Fik5HAY No. 28 XM FEAE, EALESH No. 36 4H
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NMR (CDCl): 1.85 (m, 4H), 2.81 (m, 2H), 2.98 (m, 2H), 3.82 (brs,
1H), 4.13 (s, 2H), 7.20-7.57 (m, 5H).
MS (TOF ES+) m/z 313 (M + 1)

1A% No. 39
8 4-EAK-3-% K -3,4,5,6,7,8-75 £ FKH [4,5F% HH[2,3-d]"HK-2-

A Y B

S o{
gk 5i0A4 No. 29 #iX &5 ikMME, EANLEH No. 384%H

ﬂ*é }ﬁ *3]- °
NMR (CDCl): 1.80-1.90 (m, 4H), 2.06 (s, 3H), 2.80 (m, 2H), 2.97

(m, 2H), 4.72 (s, 2H), 7.15-7.60 (m, 5H).
MS (TOF ES+) m/z 377 (M + Na)

144 No. 40
4- A -3-K £ -3,4,5,6,7,8-5 £-F I [4,5F %5 [2,3-d]HR-2-B

B T B8

o

Sk Eb M No. | AW FEMR, RAFBEKRTEAEN®

fez .
NMR: 1.00 (t, 3H), 1.87 (m, 4H), 2.83 (m, 2H), 3.01 (m, 2H), 4.06

(q, 2H), 7.26-7.51 (m, 5H). MS (TOF ES+) m/z 355 (M +1)

1A% No. 41
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3-F A-2-3,4,5-Z £ A K X)-5,6,7,8-v9 £ -3H- K 5 [4,5] F % ¥
[2,3-d]%% " -4-8R

o
N OH
s” N OH
OH

¥4 % No. 1 (100 mg, 0.22 mmol)EMRE—KFHP. A
BBr; (1M &%, 220 pl, 0.22 mmol). ZEE THIAR L RSY, F&K
RN BBry(#HA 100 pl), HAEE B R, ARKRERLRAH. K
AMBLRLBER, FRANMA L KK, BTN CH,CL P4 AL
1A=,

NMR (DMSO-d6): 1.79 (m, 4H), 2.76 (m, 2H), 2.87 (m, 2H) 5.22 (s,
2H), 6.37 (s, 2H), 6.93-6.97 (m, 2H), 7.13-7.31 (m, 3H).

MS (TOF, ES+) m/z 421 (M + 1).

4% No. 42
3-KE-2-3,5-=8%-4-FEEXKK)-5,6,7,8-1 £-3H- K5 [4,5]F
w#[2,3-d]"E L -4- 5

« £
N OH
s N OMe
OH

Fik 544 No. 41 R FHAAR, £FmXNRA KRS,
A% No. 43 44 &) = Hik4 B & k.,

NMR (CDCl;): 1.85-1.88 (m, 4H), 2.78-2.81 (m, 2H), 3.03 (m, 2H),
3.62 (s, 3H), 5.61 (br s, 2H), 6.33 (d, 1H), 6.63 (d, 1H), 7.12-7.35 (m,
5H).

MS (TOF, ES+) m/z 421 (M + 1).

44 No. 43

91



200480013515. X o P EET1/1581

3- XA -2-3,45-Z £ % K X)-56,7,8-v9 £,-3H- % ¥ [4,5]|F % ¥
[2,3-d]"% "% -4-FF

o )
s N)\Q\OH
OH

NMR (DMSO-d6): 1.78 (m, 4H), 2.77-2.85 (m, 4H), 3.39 (br m,
3H), 6.25 (s, 2H), 7.19-7.34 (m, SH).
MS (TOF, ES+) m/z 407 (M + 1).

4% No. 44
7-382-F £-3- K K -6,7-= £.-3H,5H-FK 5 [4,5]F % H [2,3-d]"H €

4,8-= B
5

N
Br /S\N/)\

(0]

¥4 No. 25 (250 mg, 0.81 mmol)E B A =K F K10 m)F ,
HF AR T Bt ALY (1-2 mg). B BRAMER, Fin k85 ul,
1.61 mmol, 200 mol-%), & =R, LB AL LK. AKA0m)kAE
B R B4, REFNA, HHLRPB Ttk EAT4L. EH No.
45 Y h 8 M a BB K,

NMR (CDCly): 2.28 (s, 3H), 2.57-2.78 (m, 2H), 3.08-3.17 (m, 2H),
4.70 (m, 1H), 7.20-7.30 (5H).

MS (TOF, ES+) m/z 411/413 (M + Na).

4% No. 45

7,7-=8-2-F £-3- K %-6,7-= &-3H,5H- K 5 [4,5]F % 5 [2,3-d]
e -4,8-— R
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3.,

N
Bl“,@_&/)\
Br S N

o]

NMR (CDCl): 2.28 (s, 3H), 2.50-2.70 (m, 1H), 3.12-3.36 (m, 3H),
7.21-7.27 (m, SH). MS (TOF, ES+) m/z 487/489/591 (M + Na).

1L4-% No. 46
3-FAK-7-8-2-(3,4,5- = FREAXX)-6,7-— £-3H,5H- K 5 [4,5]K
w3 [2,3-d]"# 2 -4,8-— B

5
N OMe
B’%)\Q\om
© OMe
¥4e4% No. 2 (2.0 g, 4. mmol, 100 mol-%)F= K ¥ it L4
(99 mg, 0.4 mmol, 10 mol%)5 £ — £ F 5% (40 ml)¥ . AL RA
HE R E T, mALZERTHRA6 m)F 4L (440 pl, 8.4 mmol, 200
mol-%). KR & 3.5 BT R T AR R RA WS, KRG R K40 ml)
ik, REANA, BEHELENELL, 28 8K FR-EtOAC
4 A HBLA . A No. 47,48 Fo 49 4 4 8| =B 5 B R 3,
NMR (CDCL): 2.62-2.66 (m, 2H), 3.23-3.69 (m, 8H), 3.96 (s, 3H),
4.74 (m,1H), 5.26 (s, 2H), 6.53 (s, 2H), 7.03-7.35 (m, SH).
MS (TOF, ES+) m/z 555/557 (M").

4% No. 47

3-F K 7-£-2-2-£-3,4,5- 2 F AA K K)-6,7-= £-3H,5H-F 5
14,5 % 9 [2,3-d| "B -4,8- =
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o ;
I\ 2
Br s’ N OMe
0
OMe

NMR (CDCly): 2.59-2.67 (m, 2H), 3.29-3.46 (m, 4H), 3.56-3.73 (m,
1H), 3.92 (s, 3H), 3.96 (s, 3H), 4.46 (dd,1H), 4.75 (m, 1H), 5.91 (dd, 1H),
6.14 (d, 1H), 6.89 (m, 2H), 7.21-7.27 (m, 3H).

MS (TOF, ES+) m/z 633/635/637 (M").

144 No. 48
3-FK-7,7-=8-2-(2-18-345-ZF REXXK)-6,7-=£&-3H,5H-X
#[4,51F% 5 [2,3-d]H R -4,8-—F

0 @
N T ome
Bfﬁ{ )\@
Br g~ N OMe
o}
OMe
NMR (CDCl): 3.21 (m, 2H), 3.46-3.54 (m, SH), 3.92 (s, 3H), 3.96
(s, 3H), 4.46 (d,1H), 5.90 (d, 1H), 6.14 (s, 1H), 6.87 (m, 2H), 7.17-7.20

(m, 3H).
MS (TOF, ES+) m/z 711/713/715/717 (M").

1&4-% No. 49
3-F A 2-(2-£-3,45- = FEEXL)-8-2 X -3H-K 5 [4,51K% I
[2,3-d]"% 2 -4-BF

Q{N Br OMe
e
s N OMe
HO
OMe
E— /A BRHE TP, 1449 No. 47 (0.6 g, 1.0 mmol), NaOAc

(1.66 g, 20.2 mmol)ERE/E L84 ml) F. & KB RA-% A MRE
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180 °C Jm#% 1 BF. &R RAW FmAKQ20ml), #A EtOAc (5 x
30 mFER F4, BEHBL ik Bk, 4 No. 50, 51 F= 52
Y &l F R BARE.

NMR (CDCL): 3.44 (s, 3H), 3.92 (s, 3H), 3.95 (s, 3H), 4.53 (d, 1H),
6.06 (d, 1H), 6.17 (s, 1H), 6.31 (br s, 1H), 6.88-6.92 (m, 3H), 7.18-7.24
(m, 3H), 7.41 (dd, 1H), 8.34 (d, 1H).

MS (TOF, ES+) m/z 553/555 (M*).

144 No. 50
TR 3-F K-2-(2-1£-3,4,5-Z F LA K K)-4-HAK-3,4-= KK IH[4,5]
w5 [2,3-d)E 2 -8- 4 By

e
Q{\N e OMe

-

s N)\.@\om
O>_ OMe
(0]

NMR (CDCL): 2.4 (s, 3H), 3.45 (s, 3H), 3.90 (s, 3H), 3.97 (s, 3H),
4.84 (d,1H), 6.06 (d, 1H), 6.17 (s, 1H), 6.87-6.93 (m, 2H), 7.18-7.32 (m,

3H), 7.36 (d, 1H), 7.60 (d, 1H), 8.61 (d, 1H).
MS (TOF, ES+) m/z 595/597 (M").

4% No. 51
3-F K -2-(2-i£-3,4,5-= F B A K K)-3H-RH[4,51F% H[2,3-d]F

" -4-BF)
&
\ 4
S N)\©\0Me
OMe
NMR (CDCl;): 3.45 (s, 3H), 3.90 (s, 3H), 3.96 (s, 3H), 4.52 (d, 1H),

6.04 (d, 1H), 6.12 (s, 1H), 6.87-6.92 (m, 2H), 7.20-7.60 (m, 5H), 7.79 (d,
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1H), 8.50 (d, 1H).
MS (TOF, ES+) m/z 537/539 (M").

14-# No. 52
3'*%'7'7‘£'2'(2'7‘£'39495'i W ﬁtigi)'s'ﬁ £'3H-$%[4,5]g
w#(2,3-d] % %2 -4-BF

¢
/@_/{LN Bl ome
B s ”/)\Qoma
HO
OMe
NMR (CDCly): 3.46 (s, 3H), 3.89 (s, 3H), 3.93 (s, 3H), 4.55 (d, 1H),
6.05 (m, 2H), 6.19 (s, 1H), 6.92 (m, 2H), 7.21-7.29 (m, 3H), 7.65 (d, 1H),

8.23 (d, 1H).
MS (TOF, ES+) m/z 631/633/635 (M + 1).

44 No.53
3-F X85 %-2-3,4,5-Z F AEAXL)-IH-KH[4,5]%F% H[2,3-d]

% oF -4-BF)
Q’é\? OMe
e
s N OMe
HO
OMe
S50 No. 49 HBRHKFEMRE, BAKLASH No.d64EH
A4sEE, 1AW No. S44EH & FHRaH B R,
NMR (CDCl): 3.60 (s, 6H), 3.93 (s, 3H), 5.53 (d, 2H), 6.58 (d, 2H),
6.93 (d, 1H), 7.08 (m, 2H), 7.22-7.43 (m, 4H), 8.19 (d, 1H).
MS (TOF, ES+) m/z 475 (M + 1).

4% No. 54
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TR 3-FA-2-345-ZFRAXK)4-FR-3,4-Z KK H[4,5]K
9 [2,3-d]"E e -8- K B

N OMe
\
osN OMe
>~ OMe
(0]

NMR (CDCL): 2.44 (s, 3H), 3.61 (s, 6H), 3.93 (s, 3H), 5.53 (d, 2H),
6.55 (d, 2H), 7.05 (m, 2H), 7.24-7.32 (m, 4H), 7.57 (m, 1H), 8.58 (d,
1H).

MS (TOF, ES+) m/z 517 (M + 1).

4% No.55
3-F A -7-389- RAR-2-34,5- = F A K K)5679- 7 &
-3H-9A*4*- K 3 [4,51F % 5 (2,3-d]"H " -4,8-— &

e

N OMe
4

[ X

; S OMe
N :;
Br o/\o

OMe

#1444 No. 46 (157 mg, 0.28 mmol)E A RR (4 m)F. AR
B R4 & N AE K (1 ml) ¥ 49 NaOH K (23 mg, 0.56 mmol).
ik TR TR 15 e, R AW A 1% HCI (10 mI)
d, E4 K EtOAc (3x 10 mDEIR. A MABA 5% NaHCO; & (3 x 10
ml), 7X(3 x 10 m)F K3 x 10 ml)#ik. H*HBiLbik BATHAL,

NMR (CDClL): 2.18-2.28 (m, 2H), 2.58 (m, 2H), 2.95 (m, 2H), 3.89
(s, 3H), 3.92 (s, 3H), 3.94 (s, 3H), 4.64 (d, 2H), 6.20 (m, 1H), 7.05-7.36
(m, 7H).

MS (TOF, ES+) m/z 595/597 (M + 1).
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144 No. 56
3-F AK-2-K K-5,6,7,8-19 £.-3H-K 3 [4,5]1F % H[2,3-d]E R -4-F7

O E

N
Ot
s N

FiEHSY No. 1 BT MR, RA N-FEAETBRERKEH

NMR (CDCl): 1.87 (m, 4H), 2.80 (m, 2H), 3.09 (m, 2H), 5.23 (s,
2H), 6.89-6.96 (m, 2H), 7.14-7.30 (8H).

MS (TOF, ES+) m/z 373 (M + 1)

144 No. 57
3-F A -2-KX-6,7-= &-3H,5H- K 3 [4,5] K % #[2,3-d] E 2 -4,8-

=57
.
N
{ Z/ S\ P
S N
(o]

FkE5HEM No. 2 #HEMHFIXARE, EALESY No. 56 /AL
¥ BHE.

NMR (CDCly): 2.23 (m, 2H), 2.70 (m, 2H), 3.34 (m, 2H), 5.27 (s,
2H), 6.93 (m, 2H), 7.21-7.38 (m, 8H).

MS (TOF, ES+) m/z 439 (M + Na)

144 No. 58

3-% £ -7-3 2- K K -6,7-= £.-3HSH- K H (4,518 % #[2,3-d]E R
4,8-—
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o]

¢
A

o]
7 ik 54AY No. 46 HR & FiEAF, RANKESY No.5THH
ARG RHE, WA No.59 44 &) = Hik 4 5133,
NMR (CDCL): 2.60 (m, 2H), 3.15-3.74 (m, 2H), 4.73 (t, 1H), 5.28
(s, 2H), 6.94 (m, 2H), 7.12-7.60 (m, 8H).
MS (TOF, ES+) m/z 487/489 (M + Na).

Lo No.59
3-FX-7,7-= 8 -2-K K-6,7-= £.-3H,5H- X 7 [4,5]F % #[2,3-d]

"% -4,8-— BF)
e
Br \
. | ] \ %
(0]

NMR (CDCl): 3.16 (dd, 2H), 3.47 (dd, 2H), 5.30 (s, 2H), 6.95 (m,
2H), 7.12-7.60 (m, 8H).
MS (TOF, ES+) m/z 565/567/569 (M + Na).

144 No. 60
3-F X 8- K -2-F XK -3H-KH[4,5]F% HH[2,3-d]|FZ-4-8F

O ;
:
(Z‘j\/
S N

HO

F ik 54 No. 49 R F k4R, 2RS4 No. S8 KX
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AL 36 B AL

NMR (CDCL): 5.38 (s, 2H), 6.95 (m, 3H), 7.24 (m, 3H), 7.33-7.58
(m, 6H), 8.18 (dd, 1H).

MS (TOF, ES+) m/z 407 (M + 1).

144 No. 61
3-F A -2-Ew-2-£-5,6,7,8-19 £,-3H-K 3 [4,5]K % ¥ [2,3-d]E"Z

-4-BF
Nt
Qe
/S\ N/)\@

Fik5AH Nodl #E & F HAAR, A N-FEEp-2-F Bk
A AH A 4s R A,

NMR (CDCL): 1.86-1.91 (m, 4H), 2.80 (m, 2H), 3.04 (m, 2H), 5.47
(s, 2H), 6.96 (dd, 1H), 7.08 (m, 2H), 7.20-7.35 (m, 4H), 7.45 (d, 1H).

MS (TOF, ES+) m/z 379.

1%.4-4) No. 62
3-F K 2-Ew-2-4-6,7-= £.-3H,5H- X 5 [4,5] K% #[2,3-d]E

4,8-=

5
N
/s\ N/)\@
(o]
FikE5/A% No2 Bk FEAE, EAMLEH No. 61 AL
45 B HE.

NMR (CDCL): 2.24 (m, 2H), 2.68 (m, 2H), 3.30 (m, 2H), 5.52 (s,

2H), 7.00 (dd, 1H), 7.10 (m, 2H), 7.25-7.40 (m, 4H), 7.54 (d, 1H).
MS (TOF, ES+) m/z 415 (M + Na).
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1.4-# No. 63
3-F A -2-Ewyr 0.k -6,7-= £.-3H,5H- XK 5 [4,5]F % 3 [2,3-d]"B =R

-4,8-=F
G
N
s A \ N)\@
0
7k 5484 No.d6 &R F kAR, 28 a4 No. 62 4EH A
44 B k. 1444 No.64, No. 65 #= No. 66 4E A4 8| F ik 4% k.
NMR (CDCly): 2.57-2.63 (m, 2H), 3.22-3.61 (m, 2H), 4.72 (t, 1H),
5.54 (s, 2H), 6.95-7.17 (s, 1H), 7.22 (m, 2H), 7.30 (m, 4H), 7.60 (d, 1H).
MS (TOF, ES+) m/z 493/495 (M + Na).

1t 44 No. 64
3-F A -2-(5-ik B % -2-y1)-6,7- = £.-3H,5H- K 3 [4,5] K % 5 [2,3-d]
o o -4,8- —

N
0 Br
NMR (CDCL): 2.23 (m, 2H), 2.68 (m, 2H), 3.29 (m, 2H), 5.52 (s,

2H), 6.94-7.01 (s, 2H), 7.10-7.17 (m, 2H), 7.30-7.44 (m, 3H).
MS (TOF, ES+) m/z 472 (M + 1).

1.4-% No. 65

3-F K738 -2-(5-ik K -2-K)-6,7- = £.-3H,5H- K 5 [4,5] K% ¥
[2,3-d]"% %% -4,8-—&F

101



200480013515. X o P 5E81/1581

e
( N
Br / s N»\Q
0 Br

NMR (CDCL): 2.56 (m, 2H), 3.30-3.52 (m, 2H), 4.71 (t, 1H), 5.53
(s, 2H), 6.95-7.03 (s, 2H), 7.13-7.17 (m, 2H), 7.32-7.36 (m, 3H).
MS (TOF, ES+) m/z 571/573/575 (M+ Na).

14424 No. 66
3-FK-7,7-23%-2-(5- 2 B %-2-4)-6,7-= £.-3H,5H- K 3 [4,5] K%
#(2,3-d]"E "% -4,8-—

G

Br \ N
Br / S NI)\Q
o) Br

NMR (CDCly): 3.16 (m, 2H), 3.41 (m, 2H), 5.53 (s, 2H), 6.96-7.05
(m, 2H), 7.13-7.17 (m, 2H), 7.28-7.45 (m, 3H).
MS (TOF, ES+) m/z 623/625/627/629

144 No. 67
3-FE-8-£ XK -2-E-2- X -3H-F 5 [4,5F % HF[2,3-d]"F "2 -4-FF

5
N
(o]
FkE5ASY No.d9 WX F MR, 2 AE% No. 63 AR
%5 BH .

NMR (CDCl,): 5.62 (s, 2H), 6.90 (dd, 1H), 7.01 (dd, 1H), 7.15 (m,
2H), 7.24-7.42 (m, 6H), 7.55 (dd, 1H), 8.18 (dd, 1H).
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MS (TOF, ES+) m/z 391 (M + 1)

144 No. 68
3-F K-2-(5-iE-2-K)-8- %2 X -3H-K H [4,5] K% H[2,3-d]"F "2

-4-BF)
G
Ot}
I~
0
(0] S S Br

Fik5NAY No.d9 ik F kAR, # A LA No. 65 H AR
%% BHt.

NMR (CDCl; + MeOH-d,): 5.62 (s, 2H), 6.90-7.01 (m, 3H),
7.15-7.42 (m, 7H), 8.13 (dd, 1H).

MS (TOF, ES-) m/z 467/469

1t.4-4 No. 69
Er-2-H B 2-(4-RA-2-E P -2-K-5,6,7,8-79 £-4H-K H [4,5]%

W H[2,3-d]E 0 -3-)- T A B

1 N

2 s

o« [

F k5% No. 3R 0 kARE , %7 Bl E9-2- R 8 2-[(F
i-2-B - R A - T A B A —FrARL RH. BRED-2-RB 2-[(EY
2B A)-BA-CABBERELY HH L, RAED T BES CHEYE
AR R,

NMR (CDCL): 1.85-1.96 (m, 4H), 2.76-2.80 (m, 2H), 3.01-3.06 (m,
2H), 4.50-4.71 (m, 4H), 7.01 (m, 2H), 7.40-7.55 (m, 3H), 7.65 (d, 1H).
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MS (TOF, ES+) m/z 465 (M + Na)

1t.4-% No. 70
E-2-RB 2-(4,8-= A-2-F%-2-%-5,6,7,8-19 £.-4H-% 3 [4,5]
g [2,3-d]E =k -3-K)- T K B

)
o

[

o]
N
/S \ N’)\Q
(0]

Fik5NEH No2 #A T EME, KAKESY No. 69 AL
% BH .

NMR (CDCL): 2.20-2.32 (m, 2H), 2.69 (dd, 2H), 3.27 (dd, 2H),
4.63-4.80 (m, 4H), 7.05-7.16 (m, 2H), 7.54-7.58 (m, 2H), 7.64-7.71 (dq,
2H).

MS (TOF, ES+) m/z 457 (M + 1)

S

1.4-% No. 71
- 2- BB 2-(7-3-4,8- = BAR-2-E D -2-£-5,6,7,8-79 K -4H-K
F#[4,5]F % H[2,3-d]ER-3-X)- T A B

gs
0 s
(o]
0 N [
Br’ Q/SS\)\\N/)\Q
0

F k54 No.d6 #4285 kAR, & A 184 No. 70 4 h A
e BHt. bt No. 72 k4 & A& & k.

NMR (CDCl;): 3.17 (dd, 2H), 3.39-3.44 (m, 2H), 4.63-4.86 (m, SH),
7.04-7.15 (m, 2H), 7.54-7.62 (m, 2H), 7.67-7.72 (m, 2H).
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%4 No. 72
Eor-2-B B8 2-(7,7-— ik -4,8-— A -2-EKEy-2- X -5,6,7,8- 19 £
4H- A [4,51F % H[2,3-d]FH 2 -3-1)- T X BR

° s

o)

/

o}
N
Br
Br /s ! N)\@
(o]
NMR (CDCly): 2.55-2.64 (m, 2H), 3.22-3.50 (m, 2H), 4.62-4.85 (m,
4H), 7.04-7.19 (m, 2H), 7.54-7.59 (m, 2H), 7.66-7.70 (m, 2H).

144 No. 73
Eor-2-BR B 2-(8-5 A -4- AR -2-Ew-2- A 4H-K FF [4,5] K%
[2,3-d]"E " -3-%)- T A B

D
O "s
o}
5 f
HO

Fik54eM Nod9 #HiE M F kAR, #A LA No. 71 HAR
%% B A

NMR (CDCl; + MeOH-d,): 4.56-4.88 (m, 4H), 6.91 (dd, 1H), 7.10
(2 x dd, 2H), 7.37 (dd, 1H), 7.54-7.80 (m, 4H), 8.15 (dd, 1H).

MS (TOF, ES-) m/z 477 (M + Na).

1.4-% No. 74

3-2-F R A T 4)-2-K%-2-5£-5,6,7,8-W9 £ -3H- K H [4,5]F %
[2,3-d]"% "¢ -4-F
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|
o [

FHiEHNAYH Nol #HRFEME, RABRE N-Q-FHREAT
A)-Eop-2-F BB A —Fr RIS BH. B N-Q-FTRA A )-E-2-
FPRBEEREAT EME, RAEDTREAF2-TRAZARENAR
¥ FHt

NMR (CDCly): 1.87 (m, 4H), 2.79 (m, 2H), 3.04 (m, 2H), 3.30 (s,
3H), 3.77 (dd, 2H), 4.44 (dd, 2H), 7.12 (m, 1H), 7.52 (dd, 1H), 7.66 (dd,
1H).

MS (TOF, ES+) m/z 369 (M + Na)

1.4-% No. 75
3-2-FREATK)-2-E%-2-%-6,7- = £.-3H,5H- % 5 [4,5] K% 5
[2,3-d]% "€ -4,8-— &
I
[ >~
4 S
FikHNEH No2 RN T EAMR, RANLEY No. T4 AL
WRA. FHEBEA TR,

4% No. 76

7-8-3-Q-F A T &) 2-F % -2-%-6,7-= £.-3H,5H- K 5 [4,5]K
w3t [2,3-d]H 52 -4,8-— §F

|
0 ) j
Br%)\@
Fik5 A No.d6 HiR b7 ikA0R, # A L4% No. 75 EH A
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& RH.

NMR (CDCl): 2.57-2.59 (m, 2H), 3.26-3.61 (m, 5H), 3.81 (dd, 2H),
2.52 (dd, 2H), 4.72 (t, 1H), 7.11-7.30 (m, 2H), 7.71 (d, 1H).

MS (TOF, ES+) m/z 439/441

144 No. 77
3-FK-2-Ew-2-%-5,6,7,8-19 £.-3H- K ¥ [4,5] K% H[2,3-d]E=Z

4R
S
N

Fik54A% No.l #E&F kAR, &5 Bk N-T A ED-2-F
BE AR A A2 45 BH.

NMR (CDCl): 0.90 (t, 3H), 1.20-1.54 (m, 2H), 1.71-1.89 (m, 6H),
2.78 (m, 2H), 3.05 (m, 2H), 4.16 (m, 2H), 7.12 (dd, 1H), 7.41 (dd, 1H),
7.55 (dd, 1H).

MS (TOF, ES+) m/z 345 (M + 1)

4% No. 78 |
3-% £-2-(m-F RE X A)-5,6,7,8-09 £-3H-K I [4,5]K% 5(2,3-d]

%7 -4-BF)
R
Qi
/S\ N/)\Q
OMe

Fik 5% Nol #HRHFEMME, A N-FEAI-FREXT
BB A4 BH.
NMR (CDCl;): 1.89 (m, 4H), 2.81 (m, 2H), 3.08 (m, 2H), 3.59 (s,
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3H), 5.23 (s, 2H), 6.73 (m, 1H), 6.90-6.99 (m, 3H), 7.19-7.34 (m, SH)
MS (TOF, ES+) m/z 403 (M + 1)

144 No. 79
3-FX-2-(m-F EAEL)-6,7-= £.-3H,5H- K HF[4,5]F% H#[2,3-d]
B -4,8- = FF

o ;
N
/s \ N/)\Q
o
OMe

Fikb5eH No2 BRI HEAME, #EALEY No.78 AL
3 RH.

NMR (CDCL): 2.23 (m, 2H), 2.69 (dd, 2H), 3.34 (dd, 2H), 3.61 (s,
3H), 5.26 (s, 2H), 6.78 (s, 1H), 6.94-6.98 (m, 3H), 7.03-7.36 (m, 5H).

MS (TOF, ES+) m/z 439 (M + Na)

14-# No. 80
3-F K-7-i8-2-(m- F AE K K)-6,7-= £-3H,5H- K H [4,5] 8%
[2,3-d]"% "2 -4,8-— R

S
© OMe
F k54 No.a6 #HiEtFEARE, B ALS MY No. 79 AR
46 BH. B No. 81 F= 82464 8| Eam 4B &,

MS (TOF, ES+) m/z 495/497.
Rf (FX-LB T8, 9:1) = 0.38
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1%.4-4 No. 81
3-F K-7,7-=8-2-(m-F LA K X)-6,7-= £&-3H,5H- X [4,5]&
w#[2,3-d]"E "2 -4,8-—

MS (TOF, ES+) m/z 573/575/577.
Rf (¥ X-Z8 T8, 9:1) = 0.52

1£.4-4 No. 82
3-FX-7,7-=8-2-(5-8-3-F A E X X)-6,7-—£.-3H,5H- 3&%14 5]
- 5[2,3-d]E-4,8-— &

MS (TOF, ES+) m/z 651/653/655/657.
Rf (F X-ZB T8, 9:1) = 0.62

144 No. 83
3-F A-8-#2 K -2-(m- T RAERLK)- 3H-KH[4,5]F% H[2,3-d] R

-4-#7)
O ;
N
ety
s N
HO
oM

Fik5M4W Nod9 R F AR, 12444 No. 80 4 AH A&
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BB, A% No. 84 44 & B b k.

NMR (CDCL): 3.61 (s, 3H), 5.36 (s, 2H), 6.79 (m, 1H), 6.80-7.05
(m, 4H), 7.24-7.40 (m,6H), 8.10 (d, 1H).

Rf (F X-F 8, 9.5:0.5) = 0.32

MS (TOF, ES+) m/z 415 (M + 1)

4% No. 84
B 3-F K-4-BA-2-(m- T RERK)-3,4-= K-KH[4,51F%
[2,3-d]%& "= -8- X BY

oot
}_ )\Q:Me

Rf (F 3X-F 8%, 9.5:0.5) = 0.61
MS (TOF, ES+) m/z 457 (M + 1)

1t.4-# No. 85
3"T g'z'(3a495'—=— ? ﬁ%iﬁ*)—iﬁﬂ,s- 4] i-3H-$'ﬁ‘ [495]§"5’J\;‘f‘
[2,3-d]"E "= -4-EF

S
/s ! N/)\Q‘OMe
OMe
Fik 544 Nod #HEFEME, #BA N-TA345-=FR
AR F BriRAE A AL R,
NMR (CDCL): 0.82 (t, 3H), 1.18-1.39 (m, 2H), 1.43-1.89 (m, 2H),
1.88 (m, 4H), 2.79 (m, 2H), 3.07 (m, 2H),3.89 (s, 9H),3.90-3.99 (m, 2H),

6.69 (s, 2H).
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Rf (¥ #-MeOH, 9.5:0.5) = 0.57
MS (TOF, ES+) m/z 429 (M + 1)

1t4-# No. 86
3-TA-2-(3,4,5-Z F R AKX H)-6,7-= £-3H,5H- K 3 [4,5]"E%
[2,3-d]"E "2 -4,8-—BF)

O ﬂ
Q{N OMe
/s N/)\Q\OMe
o .
OMe
FiE54AY No2 #HiR&F LR, EALEH No8sS AL

¥ BH.
Rf (¥ #-MeOH, 9.5:0.5) = 0.46

MS (TOF, ES+) m/z 443 (M + 1)

1.4-% No. 87
7-38-3-T X-2-(3,4,5-= F B A X XK)-6,7-= £.-3H,5H- K 5 [4,5]F
wH(2,3-d]E " -4,8- =

B'/MS\QO\MQ
FiE 5444 No.d6 HEKFEAME, #EANAH No86 1EHA
46 BAE. B4 No. 88 1EH &) WMo & & k.

MS (TOF, ES+) m/z 521/523.
Rf (F X-Z8 28, 9:1) = 0.29

144 No. 88
3-T£-7,7-=£-2-3,4,5-Z F LA K K)-6,7-= £-3H,5H-K 5 [4,5]

111



200480013515. X oo P 5E91/1581

R I (2,3-d]F R -4,8-— I

o J)
Br N OMe
{ Z/ S\ y
Br s N)\Q\oMe
(o]
OMe
MS (TOF, ES+) m/z 597/599/601.
Rf (FX-LB T8, 9:1) =0.67

144 No. 89
3-T X-8-2K-2-(3,4,5-= F AAXKK)-3H-KH[4,5]F % H[2,3-d]
"% -4- 7]

S
Q{N OMe
LG
s~ N OMe
HO
OMe
FkEHESW Nod9 HiEH)F EARE, EALESH No87THEAHAE
% RA
NMR (CDCls): 0.84 (t, 3H), 1.30 (m, 2H), 1.78 (m, 2H), 3.91 (s,
9H), 4.10 (m, 2H), 6.77 (s, 2H), 6.90 (d, 1H), 7.43 (dd, 1H), 8.28 (d,
1H).
Rf (F X-F 8%, 9.5:0.5) = 0.26
MS (TOF, ES+) m/z 441 (M + 1)

144 No. 90

7-i8-3-T X8 K2-34,5-= F HEXKX)-3H-FH[4,5F % ¥
[2,3-d]% 2 -4-BR
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Q

NJ) OMe
Br s N OMe
HO
OMe
F k5L No.d9 #iR ey FikAE, #RALESY No.88 1 HiL
%6 RH.
NMR (CDCL;): 0.81 (t, 3H), 1.28 (m, 2H), 1.74 (m, 2H), 3.91 (s,
9H), 4.10 (m, 2H), 6.12 (s, 2H), 7.62 (d, 1H), 8.15 (d, 1H).
Rf (F X-F 8, 9.5:0.5) = 0.44
MS (TOF, ES-) m/z 517/519

1t 44 No. 91
3-FK-8-F R E-2-2-1£-3,45-Z F A AKX K)-3H- R 5 [4,5] K%
#[2,3-d]%E "2 -4-57

0 ;
N OMe
\
s” N OMe
MeO B
T OMe

¥ 14% No.49 (50 mg, 0.09 mmol), B —F B (11 mg, 0.09
mmol)F= £ K K,CO; (25 mg, 0.18 mmol)&#F £ 7 5 (1.5 ml) ¥ H = ik
2 N EF, AR EARATHE R AR ER sk, il i B AT IR AL,
1% F R-EtOAc (99:1)4F 4 s BLA .

NMR (CDCL): 3.45 (s, 3H), 3.92 (s, 3H), 3.96 (s, 3H), 4.04 (s, 3H),
4.51 (d, 1H), 6.07 (d, 1H), 6.18 (s, 1H), 6.89-7.00 (m, 3H), 7.20 (m, 3H),
7.54 (t, 1H), 8.35 (d, 1H).

Rf (F &-EtOAc, 9:1) = 0.50

MS (TOF, ES+) m/z 567/569

1444 No. 92
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3-F X-7-18-8- K -2- K K -3H-FE 5 [4,5]F % H#[2,3-d]F % -4-5

o ;
Qﬁ“
\ 2
Br s N
HO

¥ 4¢4-% No. 59 (100 mg, 0.18 mmol)#= Li;CO; (10 mg, 0.14 mmol)
B/ DMF 2.5ml) ¥, /& 100 °C fn#k 3 ot AT BBHIRE,
MATK(0.3 ml)F= ZEL (0.4 ml). FHRIEE kK, FLAK-THE(v/vI:])

NMR (DMSO-d6): 5.26 (s, 2H), 6.97 (m, 2H), 7.23 (m, 3H), 7.50
(m, 5H), 7.72 (m, 1H), 7.96 (d, 1H).

Rf (F X-EtOAc, 9:1) = 0.50

MS (TOF, ES+) m/z 485/487 ( M+Na)

4% No. 93
g 3-FK-7-8-4-RAK-2-K K -34- = §-KH[4,5]F% H[2,3-d]

%oz -8- K B
e

F ik 5 No.d9 Bk W7 E, 4R S No.59 44 A
¥ R H,

NMR (CDCly): 2.48 (s, 3H), 5.37 (s, 2H), 6.96 (m, 2H), 7.34 (m,
3H), 7.35-7.60 (m, SH), 7.74 (d, 1H), 8.50 (d, 1H).

Rf (F X-F 8, 9.5:0.5) = 0.74

MS (TOF, ES+) m/z 527/529 (M + Na)
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1444 No. 94
3-2-F RA X T X)-2-% K-5,6,7,8-09 £ -3H- X i [4,5] K%
[2,3-d]%E " -4-BF

0 QOMe
N

Fik548% Nol BRMFHAE, &M 2-F REA-N-FE-TH
P A h AL %6 A

NMR (CDCl;): 0.95 (t, 3H), 1.68-1.89 (m, 6H), 2.62 (dd, 2H), 2.77
(m, 2H), 3.02 (m, 2H), 3.90 (s, 3H), 5.34 (s, 2H), 6.73-6.87 (m, 3H), 7.22
(m, 1H).

Rf (F X-¥ 8, 9.5:0.5) = 0.74

MS (TOF, ES+) m/z 391 (M + Na)

144 No. 95
3-2-F A A X T X)2-% % -6,7- = £ -3H,5H- X 5 [4,5]F %
[2,3-d]"E "% -4,8-—FF

o QOMe
N
Zo Z/SS\ N)\\\

FikHHAY No2 B FEAME, KANESH No9d AR
¥ BH

NMR (CDCLy): 0.96 (t, 3H), 1.68-1.87 (m, 2H), 2.17-2.29 (m, 2H),
2.67 (m, 4H), 3.29 (m, 2H), 3.91 (s, 3H), 5.36 (s, 2H), 6.75-6.94 (m, 3H),
7.27 (m, 1H).

Rf (F X-F 8, 9.5:0.5) = 0.57

MS (TOF, ES+) m/z 383 (M + 1)
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1%.42% No. 96
7-38-3-2-F AKX T X)-2-A %-6,7-— £.-3H,5H- K [4,5F%
[2,3-d]"% 72 -4,8-— R

Br
O\Q\OMQ
N
Br { s\ N/}—_\._
(o]

Fik 54 No.46 MR F LR, A LEH No. 95 AR
e BH. BILY No 97T H 8| FHhB 4B EH R,

NMR (CDCL): 0.97 (t, 3H), 1.70-1.85 (m, 2H), 2.54-2.72 (m, 4H),
3.23-3.49 (m, 1H), 3.51-3.90 (m, 1H), 3.90 (s, 3H), 4.72 (t, 1H), 5.30 (s,
2H), 6.83 (dd, 2H), 7.39 (dd, 1H).

Rf (¥ X-EtOAc, 9:1) = 0.41

MS (TOF, ES+) m/z 561/563/565 (M + Na)

1444 No. 97
7,7-=if-3-(5-i2-FHREXT 25.5)-2- % A-6,7-= £.-3H,5H- K 4
[4,5]F% 5 [2,3-d] %= -4,8-— &

o ; OMe
B N
Br / \ /)—\_
r s N
o}

NMR (CDCL): 0.96 (t, 3H), 1.70-1.85 (m, 2H), 2.68 (m, 2H), 3.17
(dd, 2H), 3.43 (dd, 2H), 3.90 (s, 3H), 5.30 (s, 2H), 6.83 (dd, 2H), 7.39
(dd, 1H).

Rf (F %-EtOAc, 9:1) = 0.59

MS (TOF, ES+) m/z 639/641/643/645 (M + Na)

4% No. 98
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3-FA-3-(5-i-2-FERAXTF X)-8-£K-2-AX-3H- K H[4,5]F%
¥#[2,3-d]"E % -4- 5

Br
O\QOMe
Ot
\ )\\\
s N

o}

Fik5AY No.d49 Wk F kAR, 2R 1A% No. 96 A
¥ RA. oM No991EX & FHmos B k.

NMR (CDCly): 1.00 (t, 3H), 1.77-1.93 (dd, 2H), 2.68-2.76 (dd, 2H),
3.90 (s, 3H), 5.42 (s, 2H), 6.78-6.90 (m, 3H), 7.33-7.40 (m, 3H), 8.14 (d,
1H).

Rf (F X-¥ 8§, 9.5:0.5) = 0.24

MS (TOF, ES+) m/z 459/461

1&4~% No. 99
LB 3-FR3(5-2-FAERT E)4-RR-2-AE34-=K-K
HF[4,51F % 5 [2,3-d]"E " -8- 2 BY
Br

O\@OMG
N

ety

O)—

Rf (F X-¥ 8%, 9.5:0.5) = 0.59

MS (TOF, ES+) m/z 523/525

1¢.4-% No. 100

3-(5-7‘,%-2-#5 }_{;X. ¥ E)-S-ﬁ X-2-% £-3H-$ﬁ' [4’5]§%\% (2,3-d]
"% 9 -4-BF)
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Qﬁ

OH
N
Y

HO

%1644 No. 98 (50 mg, 0.11 mmol)E M /£ sk t9 — & F 52 ml)
F ., @A ER T A =R A (100 pl, IM 4 CH,CL %), 30 &
5, B ETER TP, A NaOH E&E(5m], 10%5E %),
FALBIE 10 247, HiZERAH HC BRBRIL, ¥ FHERE
EtOAc ¥, R EARe&, AFHiE L EATELkl, #AF XK EtOAc
4:1 4 H e BLA .

NMR (CDCL+MeOH-d4): 1.03 (t, 3H), 1.81 (m, 2H), 2.84 (dd,
2H), 5.41 (s, 2H), 6.75 (d, 1H), 6.95 (m, 1H), 7.22 (m, 2H), 7.38 (m, 1H),
8.12 (d, 1H).

Rf (F X-¥ 8, 9:1) =0.31

MS (TOF, ES+) m/z 467/469 (M + Na)

144 No. 101
3-(ekol-2-A F A )-2-% %-5,6,7,8-79 £.-3H-KH [4,5]K% 5 [2,3-d]

5 oE -4-BF)
Q?o
(o]
N
Fik 544 Nol #HEHFEIE 1A N-skvh-2- A FA-TH
B A8 RA,
NMR (CDCL): 1.06 (t, 3H), 1.78-1.92 (m, 6H), 2.75 (m, 2H),
2.90-3.03 (m, 4H), 5.29 (s, 2H), 6.31-6.37 (m, 2H), 7.34 (d, 1H).
Rf (F X-¥5,9.5:0.5) = 0.71
MS (TOF, ES+) m/z 351 (M + Na)
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14~ No. 102
3-(R-2-K F A& )-2-% K-6,7-— £.-3H,5H- K H (4,5 % 3 [2,3-d]
ey -4,8-— FF

§o
\ N

) /s N)—\

FixE5HEMH No2 HEHNF EARR, EALESH No. 101 A A
% R#.

NMR (CDCL): 1.08 (t, 3H), 1.85 (m, 2H), 2.22 (m, 2H), 2.66 (m,
2H), 3.00 (m, 2H), 3.28 (m, 2H), 5.29 (s, 2H), 6.33-6.42 (m, 2H), 7.36 (d,
1H).

Rf (¥ X-¥F 8, 9.5:0.5) = 0.53
MS (TOF, ES+) m/z 365 (M + Na)

1t.4-# No. 103
7-1 -3-(5- vk v -2- K F K)-2-% %-6,7-— & -3H,5H- X ¥ [4,5] %K
w#[2,3-d]"¥ € -4,8-— B

(o]
N
o\ T3P\
o]

F k5 AYW No.d6 WA MF EAE, #&A4LAE4 No. 102 4%
A3 B, AW No.104 454 &) = ko 8 k.

NMR (CDCL): 1.08 (t, 3H), 1.90 (m, 2H), 2.55 (m, 2H), 3.00 (m,
2H), 3.19-3.51 (m, 1H), 3.54-3.58 (m, 1H), 4.69 (t, 1H), 5.25 (s, 2H),
6.27 (d, 1H), 7.41 (d, 1H).

Rf (F &-EtOAc, 9:1) = 0.44

MS (TOF, ES+) m/z 521/523/525 (M + Na)

119



200480013515. X oo P 5E99/1581

1444 No. 104
7,7-=if-3-(5-if sk -2- K F %)-2-% K-6,7-— £.-3H,5H-K H#[4,5]
o [2,3-d]E"Z-4,8-— 5

O

O §<

Br \ N

& /S N/)_\
o

Rf (F X-EtOAc, 9:1) = 0.59

MS (TOF, ES+) m/z 601/603/605/607 (M + Na)

1t.4-4 No. 105
3-(5- kb -2- K F 4)-8-8 X -2-F & -3H-K 5 [4,5]F % ¥ [2,3-d]

"% oZ -4- 5

Fik5N4A Nod9 MR F kR, %AKLASY No. 10344
AL BF, A% No.106 454 8 = Hhik o % k.

NMR (CDCl;+MeOH-d,): 1.08 (t, 3H), 1.92 (m, 2H), 3.04 (m, 2H),
5.36 (s, 2H), 6.27 (d, 1H), 6.35 (d, 1H), 6.87 (d, 1H), 7.31-7.44 (m, 1H),
8.10 (d, 1H).

Rf (¥ X-¥ 8%, 9.5:0.5) = 0.24

MS (TOF, ES+) m/z 441/443 (M+ Na)

Br

4.4~ No. 106
L8 3-(5-ifkH-2- K T R)-4-FK-2-F K -34-— 5-K I [4,5]%
w3t 12,3-d]E e -8- A B

120



200480013515. X oo B 2E100/15870

NMR (CDCly): 1.11 (t, 3H), 1.91 (m, 2H), 2.42 (s, 3H), 3.03 (m,
2H), 5.35 (s, 2H), 6.24 (d, 1H), 6.43 (d, 1H), 7.22 (d, 1H), 7.55 (dd, 1H),
8.45 (d, 1H).

Rf (F X-F 8, 9.5:0.5) = 0.44

MS (TOF, ES+) m/z 483/485 (M + Na)

1L4-# No. 107
7-ifk -3-(5-ik ek -2- R F £)-8- £ -2-F A -3H- X [4,5] K% ¥
[2,3-d]"% "% -4- 7

Br

O
(o]
N
Br S\ N/)__\
HO

FikEHAW No92 R FiEME, #AILEH No. 104 454
AL 46 RH.

NMR (CDCl; + MeOH-d4): 1.10 (t, 3H), 1.91 (m, 2H), 3.04 (m,
2H), 5.32 (s, 2H), 6.28 (d, 1H), 6.45 (d, 1H), 7.57 (d, 1H), 7.98 (dd, 1H).

Rf (F X-EtOAc, 9:1) = 0.53

MS (TOF, ES-) m/z 497/499

144 No. 108

3-2-F BA T H)2-(3,4,5-2 F RAK%)5678-09 £-3H-F 5
[4,5] K% H#([2,3-d]E "2 -4-5R
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|
0
3 S
s N)\Q\om
OMe

FixkHMHEY Nol #HRAMNFHAE, A NQ-FHRAT
%£)-3,4,5-Z F AR T eI A48 RH.

NMR (CDCls): 1.88 (m, 4H), 2.88 (m, 2H), 3.06 (m, 2H), 3.24 (s,
3H),3.52-3.75 (m, 2H), 3.89 (s, 9H), 4.23 (m, 2H), 6.83 (s, 2H).

Rf (F ¥-F B, 9.5:0.5) = 0.53

MS (TOF, ES+) m/z 431 (M + 1)

144 No. 109
3-2-FRATX)2-(3,4,5- = FEAER)6,7-= &-3H,5H-K
[4,51F % [2,3-d]"E " -4,8- — &
|

0
0
Q&NI OMe
T\ 4
s NﬂOMe
° OMe
FikHe Y No2 #iRe)F kAR, A4S No. 108 FEA &
NMR (CDClL): 2.27 (m, 2H), 2.70 (m, 2H), 3.26 (s, 3H), 3.34 (m,
2H), 3.72 (m, 2H), 3.90 (s, 9H), 4.28 (m, 2H), 6.87 (s, 2H).

Rf (F X-¥ 8, 9.5:0.5) = 0.47
MS (TOF, ES+) m/z 467 (M + Na)

144 No. 110

7,7-=if-2-(2-£-34,5- = FREAXE)3-Q-FTRATR)-6,7- =&
-3H,5H-% 7 [4,51% % #[2,3-d] %% -4,8-—
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FEENAW No.d6 #R W H kAR, A1E% No. 109 4%
A BRH. B No.111 44 &) Z ik 8 &k,

Rf (F X-F 8%, 9.5:0.5) = 0.41

MS (TOF, ES+) m/z 523/525

14-% No. 111
7-i82-(2-i£-345-Z FHREXE)I-Q-FRATHE)6,7-= &
-3H,5H-¥ #[4, 5]&%%[2,34]@‘%4,8-:.%

i

NMR (CDCL): 2.61 (m, 2H), 3.19 (s, 3H), 3.38-3.76 (m, SH), 3.89
(s, 3H), 3.94 (s, 6H), 4.42-4.51 (m, 1H), 4.73 (t, 1H), 6.88 (s, 1H).

Rf (F X-F 8, 9.5:0.5) = 0.56

MS (TOF, ES+) m/z 623/625/627 (M + Na)

1.4 No. 112

2-2-8-345-Z FRAXK)S LA 3-2-FAATA)IH-KH
[4,51%% ¥[2,3- d]vﬁ%-4-aﬂ

s

F k54 Nod9 #HEHNFEAE, #ALES%H No. 114X
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AL %6 BH .

NMR (CDCl): 3.21 (s, 3H), 3.50-3.77 (m, 1H), 3.81-3.94 (m, 11H),
4.52-4.63 (m, 1H), 6.87 (d, 1H), 6.98 (s, 1H), 7.36 (dd, 1H), 8.18 (d,
1H).

Rf (7 #-F 84, 9.5:0.5) = 0.29

MS (TOF, ES+) m/z 543/545 (M + Na)

1.4-% No. 113

3-FTA-2-(3,4,5-ZF A A XK X)-5,6,7,8-09 & -3H- K H[4,5]%FE%
3#12,3-d)" "2 -4-FR

o
Nj/ OMe
7\ )\Q
s” N OMe
OMe

Fik5WAY Nol #HEHFEME, A N-FTEA-345=F
FE KT BuiAE b A4 R4,

NMR (CDCL): 0.74 (s, 3H), 0.77 (s, 3H), 1.88 (m, 4H), 2.03 (m,
1H), 2.79 (m, 2H), 3.06 (m, 2H), 3.86-3.98 (m, 11H), 6.67 (s, 2H).

Rf (F X-F 8%, 9.5:0.5) =0.44

MS (TOF, ES+) m/z 429 (M + 1)

144 No. 114
3-f T A-2-(3,4,5-= FF A K K)6,7-= &-3H,5H-F 5 [4,5] K%
#12,3-d]"E "% -4,8-— &

Q_élj OMe
J /s N)\Q;:Me

Fik5A4 No2 #AHFikMME, #EAMLESH No. L1I3HEAAR
%4 R A,
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NMR (CDCls): 0.76 (s, 3H), 0.79 (s, 3H), 2.03 (m, 1H), 2.28 (m,
2H), 2.70 (m, 2H), 3.34 (m, 2H), 3.91 (s, 9H), 4.00 (m, 2H), 6.71 (s, 2H).

Rf (F %-F 5, 9.5:0.5) =0.38

MS (TOF, ES+) m/z 443 (M + 1)

1L4-% No. 115
7--3-F T X-2-(3,4,5-= F R A XK K)-6,7-= £-3H,5H- K ¥ [4,5]
¥ [2,3-d)"H " -4,8- —FR

)
/wN OMe
o /s N/)\Q*OMe

(0]
OMe

F k5489 No.d6 #HEMFEAE, A4S No. 1144 H
oAb . 1AM No.116 4EH &) E ko B k.,

NMR (CDCL): 0.77 (s, 3H), 0.80 (s, 3H), 2.03 (m, 1H), 2.60 (m,
2H), 3.29-3.63 (m, 2H), 3.91 (s, 9H), 4.03 (m, 2H), 4,73 (t, 1H), 6.70 (s,
2H).

Rf (F #&-EtOAc, 9:1) = 0.12

MS (TOF, ES+) m/z 543/545 (M + Na)

144 No. 116
7-8-2-(2-1£-3,4,5-Z F S AR E)-3-F T £-6,7-= £-3H,5H- % 3
[4,5]"E % [2,3-d] %2 -4,8-— F

o Y
N BV ome
Br [\ 2
s” N OMe
0
OMe

Rf (¥ %-EtOAc, 9:1) = 0.23
MS (TOF, ES+) m/z 599/601/603
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1%.4-% No. 117
8- K-3-F T X-2-(2-i£-3,4,5-Z F A A XK K)3H-KH[4,51FE%
#12,3-d)"E 2 -4-5R

Q_S\Nj/sr OMe
d s\ N)\Q\om
OMe

FikH5HAHH No.d9 #Hik e F kAR, #AMLEH No. 116 4 %
RIGBH. 1o No. 118 A4 & a8t k.

NMR (CDCls): 0.73 (d, 3H), 0.90 (d, 3H), 2.15 (m, 1H), 3.42 (m,
1H), 3.89 (s, 3H), 3.96 (s, 6H), 4.38 (m, 1H), 6.88 (m, 2H), 7.45 (dd, 1H),
8.35 (d, 1H).

Rf (F X-¥ 8, 9.5:0.5) = 0.23

MS (TOF, ES+) m/z 519/521

1t4-4 No. 118
T8 2-2-£-34,5-Z FRAEE)3-F T A4-BR34-—£-F 5
(4,51 % H#[2,3-d]F "2 -8- % B

N OMe
\
s” N OMe

(o)

)’/ OMe

(0]

NMR (CDCL): 0.75 (d, 3H), 0.90 (d, 3H), 2.18 (m, 1H), 2.47 (s,
3H), 3.42 (m, 1H), 3.90 (s, 3H), 3.97 (s, 6H), 4.34 (m, 1H), 6.86 (m, 1H),
7.19 (m, 1H), 7.65 (dd, 1H), 8.40 (d, 1H).

Rf (F X-F 8, 9.5:0.5) =0.43

MS (TOF, ES+) m/z 561/563 (M+ Na)

1&4-% No. 119
3- (kh-2-AFE) 2-G45-ZFRAEKX)5,6,7,8- 9 £-3H-K
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#[4,5]E% 5 [2,3-d]E "R -4-5F

a0

0
N OMe
s N OMe
OMe

Fik5WNAY Nod HEMNFEAE, A Nrkwd-2-AFX
-3,4,5-Z F HA K T BtARAE A A4 BH.

NMR (CDCL): 1.87 (m, 4H), 2.80 (m, 2H), 3.06 (m, 2H), 3.81 (s,
6H), 3.88 (s, 3H), 5.16 (s, 2H), 6.20 (dd, 1H), 6.32 (dd, 1H), 6.73 (s, 2H),
7.30 (m, 1H).

Rf (¥ X-F 8, 9.5:0.5) = 0.56

MS (TOF, ES+) m/z 475 (M + Na)

144 No. 120
3- (vkwh2- A FE) 2-34,5-ZFREXK)6,7-=£-3H,5H-%X
F#[4,5]E % F[2,3-d]"E "2 -4,8- =

Q;o
(o]
Q{\N OMe
[\ 2
S N)\Q‘OMe
© OMe
FikE5 A No.2 HEHF LR, A A4 No. 119 A&
¥4 R ¥t
NMR (CDCly): 2.25 (m,2H), 2.66 (m,2H), 3.34 (m,2H), 3.83 (s, 6H),
3.88 (s, 3H), 5.20 (s, 2H), 6.24 (dd, 1H), 6.35 (dd, 1H), 6.77 (s, 2H), 7.33
(m, 1H).
Rf (F %-F 8, 9.5:0.5) = 0.38
MS (TOF, ES+) m/z 467 (M + 1)

144 No. 121
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7-i8-3-(5-ik vk rh-2- A F A)-2-2-£-3,4,5- = F AA XK K)-6,7-— £
-3H,5H-% 3 [4,51%% #[2,3-d] % € -4,8-— &

L0

Q
N OMe
Br BN
s N OMe
(0]
OMe

F ik 54AH No.d6 #A & F ikME, BEAMLEH No. 120 4%
A 4L A,

Rf (F &-F 8%, 9.5:0.5) =0.59

MS (TOF, ES+) m/z 623/625/627

{44 No. 122
3(5-k ok h-2- A T £)-8- 2 £ 2-3,4,5-Z F AAKE)3H- KA
(4,51 % [2,3-d] R -4-FF

§<o
(o}
QQN OMe

w

S N)\Q\OMe
(0]

OMe

F ik 544 No.d49 #HiXMFx4E, EALSEH No. 1214 H
A 46 B H .

NMR (CDCls): 3.91 (s, 6H), 3.92 (s, 3H), 5.25 (s, 2H), 6.26 (d, 1H),
6.42 (d, 1H), 6.81-6.93 (m, 3H), 7.40 (dd, 1H), 8.24 (d, 1H).

Rf (F *-F 8, 9.5:0.5) =0.17
MS (TOF, ES-) m/z  541/543

4% No. 123

3-F A -7-8-2-2-K-3,45-Z F RAKK)-6,7-= £,-3H,5H- % 7
(4,51 % 5[2,3-d]"# 2 -4,8-— 7
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5
N” C\ ome
© OMe

1 128-% No. 2 (500 mg, 1.05 mmol)EM £ CCL, (SmD)¥ . £LA
AT, W4 R BGABA(94 pl, 116 mmol)m A K F . 4 B 5 R4 in
A E| 45-55°C. 2 DB AN T Sh— B HLBEE.(94 pl). A HiE i B AT
Ak, 128 FE-EtOAc (9.8:0.2)4F 4 s%BLA| .

NMR (CDCl;): 2.65 (mn,2H), 3.48 (s,3H), 3.56 (m,2H), 3.93 (s,3H),
3.96 (s, 3H), 4.49 (dd, 1H), 4.66 (t, 1H), 5.89 (dd, 1H), 6.15 (d, 1H), 7.22
(m, SH).

Rf (F X-7 8, 9.5:0.5) =0.65

MS (TOF, ES+) m/z 545/547/549

144 No. 124
3-F K-2-2-8-34,5-= T RA XK )-8-5 X 3H- X (4,51 F % 5
[2,3-d]"E "= -4-F

&
Q_{N cl OMe
\
S N)\Q\OMe
HO
OMe i
Fk5ASY No.92 HEWFEAE, #EFA A% No. 1234 H
A48 B H.
NMR (CDCL): 3.47 (s, 3H), 3.92 (s, 3H), 4.01 (s, 3H), 4.56 (d, 1H),
6.05 (d, 1H), 6.20 (s, 1H), 6.92 (m, 3H), 7.20 (m, 3H), 7.40 (dd, 1H),
8.32 (d, 1H).

Rf (F X-F 5%, 9.5:0.5) =0.16
MS (TOF, ES+) m/z 509/511
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144 No. 125
3-2-FATH)2-(3,4,5-= F RAXKK)-5,6,7,8-19 £ - 3H-$%[4 5]
E o [2,3-d]"E % -4-BF

s N/)\Q\om

F k54 Nod #HRHFEME, #A 34,5-=F HE-N-(2-
BEATE)- KT BLARAE R4 RH.

NMR (CDCL): 0.70(d,3H), 0.74(t,3H), 1.22(m,2H), 1.85(m,5H),
2.79(m, 2H), 3.07(m, 2H), 3.86(s, 9H), 3.98 (m, 2H), 6.67(s, 2H).

Rf (¥ X-EtOAc, 9:1) =0.25

MS (TOF, ES+) m/z 443 (M + 1)

1¢.4~4 No. 126
3-2-F AT %)-2-(3,4,5-= F H A K X)-6,7-= £.-3H,5H- X 5 [4,5]
K% 3 (2,3-d]ER-4,8-—F

.
Q_/{LN OMe
/s N»\Q\OMe
° OMe
Fik 5 A% No2 #ikegF kiR, RA LS No. 125 A £
NMR (CDCL): 0.74 (m, 6H), 1.12 (m, 2H), 1.80 (m, 1H), 2.30 (m,
2H), 2.70 (m, 2H), 3.34 (m, 2H), 3.90 (s, 9H), 4.01 (m, 2H), 6.70 (s, 2H).
Rf (‘?K-tf' 5%, 9.5:0.5) =0.51
MS (TOF, ES+) m/z 457 (M + 1)

t4-¥ No. 127
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7-i8-3-2-F AT %K)-2-3,4,5-= F LA XK X)-6,7-— £-3H,5H- K
FH[4,51FE % HH[2,3-d]"E "L -4,8- =&

/Q__éj OMe
o s N ( ;\OMe
° OMe
FikE5NEY No.d6 FHEFEAME, #EALSMH No. 126 44
AR, oW No128 A S EHMSsE R,

NMR (CDCL): 0.72 (m, 6H), 0.88-1.31 (m, 2H), 1.79 (m, 1H), 2.60
(m, 2H), 3.34-3.63(m, 2H), 3.91(s, 9H), 4.06(m, 2H), 4.73(t, 1H), 6.71(s,
2H).

Rf (F X-EtOAc, 9:1) =0.15

MS (TOF, ES+) m/z 535/537

1644 No. 128

7,7- =ik -2-(2-£-3,4,5-Z F LA KREK)3-Q-FETX)6,7-— &
-3H,SH- XK HH[4,51F % #(2,3-d]E = -4,8-— &R

Y
r N 5 OMe
s~ N OMe
(o]
OMe
Rf (F %-EtOAc, 9:1) =0.56
MS (TOF, ES+) m/z 691/693/695

144 No. 129

8- X-3-2-F AT £)-2-3,4,5-= F RA X R)-3H-F I [4,5]%%
#(2,3-d]"E K -4- 5
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s N/)\Q\OMe

OMe

FEHREH No.92 #iR & F kAR, £AL4% No. 12743
A4 SR |

NMR (CDCL): 0.76 (m, 6H), 1.08 (m, 2H), 1.88 (m, 1H), 3.92 (s,
9H), 4.14 (m, 2H), 6.76 (s, 2H), 6.91 (dd, 1H), 7.41 (dd, 1H), 8.22 (dd,
1H).

Rf (T X-¥ 8, 9.5:0.5) =0.13

MS (TOF, ES+) m/z 455 (M + 1)

4444 No. 130
-(WR%H2-XFE)2-34,5-= F R EXKHE)5,6,7,8-79 £.-3H-
FHH[4,5]F% #(2,3-d]"H L -4-F

qo
st
) N OMe
OMe
FkH5AH Nod #HEMF kAR, 24 3,45-=F HEE-N-(T
forkvh-2- A T ) K T BLARAE H =244 RA.

Rf (F #-MeOH, 9:1) =0.40
MS (TOF, ES+) m/z 457 (M + 1)

1.4~ No. 131

3-(W Rk b -2- K F £)-2-3,4,5-= F B AKX X)-6,7-= £.-3H,5H-
K H[4,51F% H#[2,3-d]"EZ-4,8-—F

132



200480013515. X o B ZE112/1587

0
(o]

Q_Q\N OMe
/s ! N)\Q\om
° OMe

FikHMNAY No2 HA &y kAR, A4 No. 130 A4
¥ B Ht.

NMR (CDCL): 1.44 (m, 1H), 1.74 (m, 2H), 2.02 (m, 1H), 2.28 (m,
2H), 2.70 (m, 2H), 3.33 (m, 2H), 3.57 (m, 2H), 3.89 (s, 9H), 3.99 (m,
1H), 4.22 (m, 2H), 6.81 (s, 2H).

Rf (F X-F 8%, 9:1) =0.44

MS (TOF, ES+) m/z 471 (M + 1)

1444 No. 132
7-if -2-(2-3%-3,4,5- = F R A K K)-3- (W fekvb-2- K F X)-6,7-=
£.-3H,5H-K 5 [4,5]E% 5 [2,3-d]ER -4,8- — &

O
Y
/Q_KLN Bl ome
o /s N)\Q\om
0
OMe

Fik5/4A% No.d6 #AFEkME, #EALESH No. 131 4
AL 3 JRHE.

NMR (CDCl): 1.58 (m, 3H), 2.07 (m, 1H), 2.58 (m, 2H), 3.26-3.67
(m, 5H), 3.94 (s, 3H), 3.95 (s, 3H), 3.96 (s, 3H), 4.44 (m, 2H), 4.73 (t,
1H), 7.00 (s, 1H).

Rf (F &-MeOH, 9.5:0.5) =0.59

MS (TOF, ES+) m/z 649/651/653 (M + Na)

f.4-# No. 133
2-2-i£-3,45-Z FREXK)-8-2K-3-(W R %k -2- K F X)-3H-

133



200480013515. X oo B ZE113/158

A H[4,51F % H#]2,3-d]E "2 -4-F

§o
9 Br
Q_QLQM
3 S OMe
OMe

4% No.132 (50 mg, 0.08 mmol)E B A F A5 m)F. mA
NaOH (13 mg, 0.32 mmol). 1& /A #8& m # KR #4841 (120 °C, 2 min.).
REHEHN, HEARBERETKRTET, A IN HCl Fo K5k,
R B F ik s (e BLA : CH,CL-TEE 9:1),

NMR (CDCL): 1.45-1.93 (m, 4H), 2.15 (m, 1H), 3.34-3.79 (m, 2H),
3.94 (s, 3H), 3.95 (s, 3H), 3.96 (s, 3H), 4.60 (m, 2H), 6.77 (d, 1H), 7.13
(s, 1H), 7.31 (dd, 1H), 8.03 (d, 1H).

Rf (F #-F 8, 9.5:0.5) =0.32

MS (TOF, ES+) m/z 547/549

4% No. 134
3-T £ -2-K%pr2-4-6,7-= £.-3H,5H-F 5 [4,5]F % H[2,3-d]E "=
-4,8-— BF

S
N
\
% WSS

Fik5Ad No2 AW FEME, EALEH No. 7T7THAR
¥ R ¥,

NMR (CDCly): 0.95 (t, 3H), 1.36 (m, 2H), 1.81 (m, 2H), 2.26 (m,
2H), 2.69 (m, 2H), 3.32 (m, 2H), 4.24 (m, 2H), 7.18 (dd, 1H), 7.58 (dd,
2H).

Rf (F X-F 8%, 9:1) =0.49

MS (TOF, ES+) m/z 359 (M + 1)
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1%.4-% No. 135
5-38-3- % T £-2-(3,4,5-= 7 A X X)-6,7-= £-3H,5H- K 5 [4,5]
E9 I [2,3-d)E 2 -4,8-— &

Br O Y
N OMe

s” N OMe
(o}

OMe

J% 444 No. 114 (200 mg, 0.45 mmol), NBS (40 mg, 0.23 mmol)
Fo X F B i H B (27 mg, 0.11 mmol)iEfE £ HFALKME ml)F,
ER 1.5 0. 30 54FE, BA—4 NBS (40 mg). LR A RA
W, FRA_ATRFEEABK. RERAKKERFARL. REHEL
B 7 ik shit, A FR-EtOAc d:1)4EH Bl .

NMR(CDClL): 0.79(dd, 6H), 2.04 (m, 1H), 2.74 (m, 3H), 3.15 (m,
1H), 3.90 (s, 6H), 3.91 (s, 3H), 3.95 (1H), 4.17 (m, 1H), 6.20(t, 1H),
6.71(s, 2H).

Rf (F X-¥ 8, 9.5:0.5) =0.53

MS (TOF, ES+) m/z 521/523

1.4~% No. 136
3-FTA-8-FHRE-2-34,5-= FREXE)-3H-FKH[4,5]K%
[2,3-d]"E =% -4-FF

Y
Qﬁl‘l OMe
H 4444 No.135 (50 mg) 5 £ — R T A= F 8 64 RA M (v/v 1:1,
2mh ¥, HF/E£40 CEM 2R, REABREMN, BEYBLENF ik
1, 1E8FER-EtOAc (9:1)4EH BLA .

NMR (CDCly): 0.78 (s, 3H), 0.81 (s, 3H), 2.13 (m, 1H), 3.92 (s, 9H),
4.03 (s, 3H), 4.10 (m, 2H), 6.75 (s, 2H), 6.95 (d, 1H), 7.51 (dd, 1H), 8.29
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(d, 1H).
Rf (F X-F 8, 9.5:0.5) =0.35
MS (TOF, ES+) m/z 455 (M + 1)

144 No. 137
3'%&'5’7‘&'2'(39495‘3‘ EF ﬂ.iii&)ﬁﬂ-:—§L-3H,5H-$%[4,5]‘$
w5 [2,3-d]"# ¢ -4,8-— 8

Fik54A4 No.135 HR&F AR, 2 ALSH No. 2 AL
¥ B H.

NMR (CDCly): 2.74 (m, 3H), 3.21 (m, 1H), 3.61 (s, 6H), 3.86 (s,
3H), 5.29 (dd, 2H), 6.20 (t, 1H), 6.53 (s, 2H), 7.06 (m, 2H), 7.30 (m,
3H).

Rf (F X-F 8%, 9.5:0.5) =0.59

MS (TOF, ES+) m/z 555/557

144 No. 138
3-F A 8- F A K-2-3,4,5- = F RAXK)IH-KHH[4,51F% ¥
[2,3-d] %% -4-BF

O ;
N OMe
-
S N OMe
(o]
\ OMe

FikE5HRAEM No136 HAFEAME, EAILESM No. 137 4% H
A2 45 B A,
NMR (CDCl,): 3.61 (s, 6H), 3.86 (s, 3H), 4.04 (s, 3H), 5.34 (s, 2H),
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6.56 (s, 2H), 6.96 (d, 1H), 7.08 (m, 2H), 7.30 (m, 3H), 7.51 (dd, 1H),
8.33 (d, 1H).

Rf (F £-F 8%, 9.5:0.5) =0.56

MS (TOF, ES+) m/z 489 (M + 1)

144 No. 139
7-8-2-(2--3,4,5- = F REKK)-3- (W ik h-2- K F £)-6,7-=
£.-3H,5H- %K 5 [4,51%F % 5 [2,3-d] %R -4,8-— B

(0]
.
/Q_{N Ci OMe
c /s N/)\Qom
0
OMe
F k5 W4A 4 No.123 #ik 5 kAR, £ AKL4EH No. 131 4%

#2446 BN,
Rf (F X-F 8, 9.5:0.5) =0.53

.44 No. 140
2-2-8-3,4,5-Z FHE K K)-8-#2 A -3-(W £k wh-2- A F £)-3H-
K IH[4,51F% H[2,3-d]"E 2 -4-B

S:\o
(0]
Q_Q\N ClL  ome
w
s N)\Q\om

° OMe

Fik 544 No.92 A F k4R, #ALEY No.139 A
AL 46 RH .

NMR (CDCls): 1.46-1.94 (m, 3H), 2.16 (m, 1H), 3.33-3.81 (m, 2H),
3.95 (m, 1H), 3.96 (s, 9H), 4.64 (m, 2H), 6.73 (d, 1H), 7.12 (s, 1H), 7.54
(m, 1H), 7.86 (d, 1H).

Rf (¥ #*-F 8%, 9:1) =0.29
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MS (TOF, ES+) m/z 503/505

1L.46-# No. 141
7- 8 -2-2- R -3,45- = FRAXK)I-Q-FEATX)67-= K
-3H,5H- X 3 [4,51F % 5 [2,3-d]E"R -4,8-— &

S
/Q_{\N cl OMe
cl /s\ N/)\@\om
(o]
OMe

FikHAAY No.123 X W5 kAR, 25 A% No. 126 £ %
AR, LW No 2 8| EHRO B H K.

NMR (CDCls): 0.65 (m, 3H), 0.75 (m, 4H), 0.82-1.30 (m, 2H), 2.62
(m, 2H), 3.41-3.55 (m, 3H), 3.90 (s, 3H), 3.95 (s, 6H), 4.27 (m, 1H), 4.65
(m, 1H), 6.79 (s, 1H).

Rf (7 X-F 8%, 9.5:0.5) =0.37

MS (TOF, ES+) m/z 525/527

144 No. 142
7,7- = K-2-2-K-3,45-Z FRAXE)3-Q-FETE)6,7-—&
-3H,5H-E 5 [4,5] %% [2,3-d]% 2 -4,8-— 8

ci N OMe
OMe
NMR (CDCly): 0.68 (t, 3H), 0.86 (m, 4H), 1.00-1.30 (m, 2H), 2.62
(dd, 2H), 3.34-3.61 (m, 3H), 3.89 (s, 3H), 3.90 (s, 6H), 4.26 (m, 1H),
6.78 (s, 1H).
Rf (F - 8%, 9.5:0.5) =0.53
MS (TOF, ES+) m/z 559/561/563
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1.4-% No. 143
2-(2-#-3,4,5-Z FRAXE)8- £ X 3-2-FATR)-3H-KH[4,5]
R 3 [2,3-d]E % -4-BR

Q_&N cl OMe
\
s N)\Q\om

HO

OMe

FixHNAY No.a33 #iR#) kiR, £ ALES Y No. 141 £ 3
A48 BH

NMR (CDCl): 0.61-0.88 (m, 6H), 1.20 (m, 3H), 3.54 (m, 1H), 3.88
(s, 3H), 3.95 (s, 6H), 4.41 (m, 1H), 6.87 (d, 1H), 6.92 (dd, 1H), 7.40 (dd,
1H), 8.28 (d, 1H).

Rf (F &-F 8, 9.5:0.5) =0.12

MS (TOF, ES+) m/z 489/491

144 No. 144
3k -3- K F K-2-34,5-= F AKX KE)-5,6,7,8- 1 £-3H- K #[4,5]
w3 [2,3-d]"HE 2 -4-FR

QS-QN/)\Q\OM;!

Fik5e Nol HRKFEME, 28 3,4,5-=F R ANt
3-8 T A KT B ALK R A,

NMR (CDCl): 1.90 (m, 4H), 2.82 (m, 2H), 3.07 (m, 2H), 3.81 (s,
3H), 3.86 (s, 3H), 3.91 (s, 3H), 5.26 (s, 2H), 6.49 (s, 2H), 7.44 (dd, 1H),

7.68 (dd, 1H), 8.55 (m, 2H).
MS (TOF, ES+) m/z 464 (M + 1)
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%44 No. 145
3-F £=-8-ﬁ£-2-(3,4,5-:'. ¥ ﬂifwi&)-Sﬁﬂ,s-\B £.-3H-FK ¥ [4,5]
- [2,3-d] %2 -4- B

5
N OMe
OMe
H 1244 No. 2 (200 mg, 0.42 mmol)iE M £ EtOAc (10 m))F, #
A% NaBH, (32 mg, 0.84 mmol)& EtOAc 5 m)F ¥ R&M ¥, &
TETHRESIA, BELRSCHA LR LEBHE, Aibffisgfit
Kbk, EREBENE, BEHBLENF HHk.
NMR (CDClL): 1.91 (m, 1H), 1.97-2.23 (m, 4H), 3.09 (m, 2H), 3.58
(s, 6H), 3.84 (s, 3H), 4.89 (br s, 1H), 5.22 (d, 2H), 6.51 (s, 2H), 7.01 (m,
2H), 7.20 (m, 3H).
Rf (7 X-F 5, 9:1) =0.38
MS (TOF, ES+) m/z 501 (M + Na)

144 No. 146
3-F K738 2.p-F R A KK-6,7-= £ -3H,5H- X 5 [4,5F %
[2,3-d]"% "2 -4,8-— &R

5
BF/Q:Q/ OMe
[e]
Fik 5 No.d6 A& F kAR, AN EH No. 13 A&
46 B A, LA No 14T B4 & i a B & k.

NMR (CDCly): 2.58 (m, 2H), 3.25-3.64 (m, 2H), 3.85 (s, 3H), 4.72
(t, 1H), 5.32 (s, 2H), 7.0 (m, 4H), 7.30 (m, 5H).
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MS (TOF, ES+) m/z 495/497

1444 No. 147
3-F K-7,7-= ik -2-p-F LA KX-6,7-= £-3H,5H- K 5 [4,5 K%
#[2,3-d]"% "2 -4,8-— 5

O
N
Br
BW/
r s’ N OMe
(o]

NMR (CDCLy): 3.17 (dd, 2H), 3.45 (dd, 2H), 3.85 (s, 3H), 5.29 (s,
2H), 6.98 (m, 4H), 7.30 (m, SH).
MS (TOF, ES+) m/z 595/597/599 (M + Na)

4% No. 148
7-38 8- A 3-(2-F A T E)-2-Ew-2- X 3H-K 5 [4,5] K% ¥
[2,3-d]% 5 -4-BF

]
(o]
0 N J/
o]

F k544 Noa33 #R e F k4R, #EAKAEY No. 76 X
AL 46 B HE.

NMR (CDCl; + MeOH-d4): 3.56 (s, 3H), 3.85 (m, 2H), 4.58 (m,
2H), 6.91 (d, 1H), 7.13 (d, 1H), 7.39 (m, 1H), 7.64 (m, 1H), 8.12 (d, 1H).

Rf (F X-¥F 8%, 9:1) =0.47

MS (TOF, ES-) m/z 435/437

4% No. 149
7-38 8- A 3-2- £ X T E)2-E%-2- % 3H- K [4,5| K% i
[2,3-d]"% %2 -4-BR
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OH
0 NJ’
HO

Fix 5 No.100 HiR e F kAR, 1A K4% No. 76 A
AL 36 B A

NMR (DMSO-d6): 3.80 (m, 2H), 4.39 (m, 2H), 5.16 (dd, 1H), 6.95
(d, 1H), 7.40 (m, 2H), 7.90 (m, 2H), 10.69 (s, 1H).

Rf (F X-F 8, 9:1) =0.31

MS (TOF, ES-) m/z 421/423

14-% No. 150
3-¥ X 8- -2-2-R-345-Z FAREEL) 4 ER34-— 5 -K#
[4,5] K% 5 [2,3-d]HR-T-F &

J@_g%l OMe
Os e
. s N)\Q);:)Me

EREAT, %449 No.3 (200 mg, 0.38 mmol), #BLE(46 pl,
0.57 mmo)EfAF (2 m)F &K 45 94F. WRERSHA KT
wE, FAKEE., ERRENE, MEWHEBENFHEL, #A
¥ XK-EtOAc (9.9:0.1) 4£ 4 BB .

NMR (CDCI3): 3.50 (s, 3H), 3.95 (s, 3H), 3.98 (s, 3H), 4.58 (d, 1H),
6.03 (d, 1H), 6.20 (s, 1H), 6.93 (m, 2H), 7.20 (m, 3H), 8.13 (d, 1H),
8.74 (d, 1H), 10.61 (s, 1H).

Rf (F X-EtOAc, 9:1) =0.44

MS (TOF, ES+) m/z 555/557/559

1644 No. 151
8- A -3-F T A-2-(34,5-Z F LA X X)-3H- K ¥ [4,5] K% ¥
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[2,3-d]"% %% -4-BF

N OMe
\ -
H;Q:ﬁ:)\Q;C:Me
J&4¢.4-% No. 135 (50 mg, 0.1 mmol)F= K,CO; (25 mg)#£& LB + 5t
B2 n, REABREHN. BARWERE R TRTHAKRRE,
NMR (CDClL): 0.77 (s, 3H), 0.81 (s, 3H), 2.13 (m, 1H), 3.91 (s, 9H),
4.11 (d, 2H), 6.75 (s, 2H), 6.90 (d, 1H), 7.42 (d, 1H), 8.28 (d, 1H).

Rf (F X-¥ 8, 9:1) =0.31
MS (TOF, ES+) m/z 441 (M + 1)

EANAXTEAAHLCERN q HAREHTUBL AL FL
AL TEHELEBESITHRE (BREAREZE 1) #4&:
BEBE S 2RFAEYHERWGES T &

Cl

R1
R1 HN/
+ e e
H,N )\
o 0] R2
b

R2

O

R1
O\/ 0 N/
R1
7
HN R2

+ A\ NH, _ = \ h{;

S
0] R2 s

b a'

ETEBT, ME%EH025M —48 RI-NH,, 1M —FAKTEE
F2 0.25 M Btf R2-CO-Cl e AB|—AREBF. QI RS F AN
025 M 2-RE XA [b]ED-3-RBMTE, REMmA 025 M POCL. AT
HEEMHRA—LE, HAEEEXFHEARXRER, £ 100C T4
2 80 BB, WRAMAIHE TR, A 5% NaOAc #i# i A EtOAc
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R, KEANEFRSE, BT ENLEY. REELL LC-MS
SHTRTAFE 8 KX q #I A,

LC-MS % 4. €03 2 A~ Perkin Elmer 200 2 7| ¥R . FTE RBid
—AS0plZBROBMEEE, HRSBED Gilson 215 HFHRHAS
i, LCHEORTEHHTRAR !

FH  EWE AR (uVmin) A(%) B(%)

0 0 2300 95 5
1 1.8 2300 0 100
2 2.5 2300 0 100
3 2.7 2300 95 S
4 3.0 2300 95 5

&k A=24 0.025% HCOOH # 10mmol NH,HCOO #) 100% 7K
pH= +/-3
B B=4% 0.025% HCOOH # 100%MeOH

ASBRBBEA—A 201 EHR, BHRAEZHER Ium MK
i 69 Varian Polaris C18 A 30 * 4.6 mm A A8 #£ 18 , 4 22 & Perkin Elmer
200 AF| AP FRE OCHARS, BEERA 2701 A
Applied Biosystems ABI 785 % sh & it49 8. K KER A 254 AAXK,
Brik I &5 B A F @A SH Sciex API 1S0EX R #BUAR & (2458
B :150-900 Amu, #M: E#, FHBX: & (profile), 2 #F Ql:
UNIT, ¥ %:0.10 amu, # K28 4 : 0.500 sec, NEB: 10, CUR: 10,
IS: 5200, TEM: 325, DF: 30, FP: 225, EP: 10). A#HLMNES
Sciex API 150 A8k 4%, XK A4 R B & Sedere Sedex 55, £ 50C#n 3
& N, A T#HW. ££2 A48 E Windows NT F & LRH%H Dell
optiplex GX400 3t ¥- ALz 4.

TEWHA 15 & TEKX q A 152 2 616, EINAERIA
%4k 5 i —% K RI-NH, #8t& R2-CO-Cl F##l&6. A, BF
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Ti#it LC-MS §# A Z K FT & R WKA B 9T E R G W1,

A 1: #X q #94# No. 152 £ 616:

R1
O 7/
N

/>——R2

N
S

No. R2-CO-C1(£#) RI-NH, (£45) MH+ | RT
152 SAAHBE, £33 382,11 | 2,060
153 2-A TR E:3 404,10 | 2,028
154 SHRHEBE, 6-FA2-FIHc]rrrlRl 43810 | 1919
155 =380 R 450,18 | 2229
156 SHCAHBE H2-FA TRk 41917 | 1,111
157 2-A T - FR Ak HML15 [ 1,721
158 RIBE E3 S 368,10 | 1990
159 2-FRAETHA £33 38409 | 1538
160 FTBR 6-RE-2-F R 2409 | 1845
161 4FRETBR, R 38512 | 1448
162 E34.0 42-FHT Ay Zrk 40515 | 1,661
163 2 FHREXTEBR 42-FATAY 2115 | 1521
164 HAA T b3 31808 | 2,007
165 3IRAABE R 374,15 | 2,183
166 3-RRTRR 3 S 3207 | 1964
167 3SR ABR 6-F2-F kiR 4304 | 2070
168 FRATHE NS 324,13 | 1491
169 35 E AT RE TR T 496,10 | 2242
170 I RETHA T IR | 2140
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W

#125/158T0

No. R2-CO-Q1(&#) RI-NH; (£45) MH+ | RT
171 FARTHE 42~ E X TAY b 35514 | 159
17 3SREA A HRATAY i 41120 | 1997
173 3-FETELE 42~ ERTAY P 40913 | 1675
174 26— RETEH e 39006 | 1953
175 2-ZATBEE, R 37616 | 2,167
176 FHREHR, b3 3208 | 1,757
177 24— RETHR, i 42200 | 2053
178 2-TATBR, 6-FE-2- R R 43215 | 2,0%
179 2-CATHE HRETAyIH 41321 | 2086
180 FHEHE 42-RE TRy 359,13 | 1403
181 24— FETFER 4Q-RAE TRy Ik 45906 | 1895
182 34— THREEIBR F 42812 | 1909
183 24— RAETHE E3: 3 39006 | 1,951
184 33— FRAHRE B 33210 | 2,005
185 LESAMR e 378,10 | 1897
186 FRA—ME Rk 35007 | 1,743
187 33-=FAARBE 6-EE2 N ko 38809 | 1853
188 24— RETHH Rk 396,11 | 2129
189 33 =R AR T 33815 | 2,110
190 AR ABR S 384,15 | 2077
191 34— FEEXTHE 4RI Ay Ik 46517 | 1619
192 24— FETHER 4AQ-FARTAYIH 2712 | 1687
193 33— FRAHBE HRE TR 369,15 | 1,548
194 ZHAIRAHE 4R TEy Tk 41516 | 1491
195 | 1-RASCEATEpirks- THE b3 48309 | 204
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No. R2-CO-Q(£#) RINH, (£#)) MH+ | RT
19 | 2HRAREEEpR3- THE 6-FXH2-FIH PR 53706 | 197
197 | 2H4RRRERyrE3-Tok S 487,11 | 2206
198 | 2-@-HAREER)2- TEARE A 45213 | 2407
19 FEERE R 34210 | 2,104
200 | 2A@-RAKEFRpr3-TIR 4Q-RE LRI 518,12 | 1946
201 | 1-RES(ERTEyirdda THk 4Q2-RETHy ok 52514 | 1859
202 | HEARRBFHEIF1-FHR HQFITRyIH 55420 | 1845
203 SAEmE P 4012 | 2,148
204 2-HTBE i %3 462,10 | 2,120
205 =308 I 502,14 | 2,173
206 2eke T i 33 40207 | 2020
207 FIERR SRR i 41308 | 2,308
208 FAAHERE SRR 346,11 | 2,038
209 2-F TR FAREE 368,10 | 2,065
210 2=k TR FREB 30806 | 1849
211 FARAHIE 3BTy 397,12 | 1973
212 25 TME AR TF R 41911 | 1904
213 2K T HEETRpHR 35907 | 1,93
214 SAAHBR, s34 2 410,15 | 2170
215 2. TR E 34 43213 | 2,149
216 b 3 34 E 33 47206 | 2195
217 27K TR KL 37209 | 2120
218 E347 SRR 42610 | 2,110
219 2-FHEETHEA %3 4210 | 1994
20 34— RAETRLE i %3 48001 | 2,158
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B

B 5127/15811

No. R2-CO-C1(&#5) RI-NH, (%49 MH+ | RT
221 L3428 A 33210 | 1959
222 2-FREETMA, Rk 34809 | 1884
223 FoblEn-2-FBtH, SRR 37405 | 2,132
p2) 34— HFETHEA T 33 386,00 | 2,101
25 g 3200 3ERE TP 38,1 | 1862
26 2-FHREXTHE, 3R T Rper 399,10 | 1,772
227 RIHR, E 305 396,13 | 2,127
28 2-FREETRE E 34 41212 | 2028
229 HHFEXTEA £33 47,1 | 1977
230 FIHbpER-2-FHEE, R 43809 | 2258
231 34-—HFXTER 343 45004 | 2,188
232 3SR AAME ity 432,15 | 2259
233 3-RETHE AR 43008 | 2,054
234 3R AR Ak 33815 | 2173
235 3-RAETHE Y S 33607 | 1962
236 A TR AR T Ay 33309 | 1863
237 3SR REABA HER TR 389,16 | 2,105
238 RHEATERA E34: 3 36,11 | 2,130
239 3IRAABE, R 402,18 | 2311
240 35 (AT RETHE E34: 51809 | 2,199
241 3-RETFERE rem 400,10 | 2,096
242 26— FE TR i3 4807 | 20m
243 2-ZAIHA, a3 434,17 | 2242
144 FEEHE i %3 38008 | 2,001
U5 3FEXTRE A 43708 | 1975
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B

B 55128/1581

No. R2-CO-Q (&4 RI-NH; (£#p) MH+ | RT
246 24— RETHE i i 48001 | 2162
247 2-TATHE AR 340,16 | 2,192
248 FELBR FRRE 28608 | 1,717
249 24— X TEE AR 38600 | 2095
250 2-ZHATBE EAT Ay 391,17 | 2,091
251 FEELHE, HART Ay 337,09 | 1680
22 24-—FXTBE 3ER TR 7w | 1995 |
253 26-—HEFER E34: 41810 | 2138
254 2-ZATHM, Ko 404,19 | 2332
255 FEEBR X 350,11 | 2,029
256 3FAKTBE Rk 407,11 | 2,002
257 24— FXTER 341 45004 | 2203
258 34— FEREFR A a3 486,12 | 2,024
259 24-—FR TR ikt %23 44807 | 2070
260 33— FRAHE a3 390,10 | 2067
261 LAFRABR, ik i3 436,11 | 1989
262 - S s i3 40808 | 1,904
263 34 TERRE A AR 39212 | 1888
264 33-=FRAABE FF R 296,10 | 1960
265 34— FREFLHE EATHyR 4313 | 1,787
266 24— FETHE AT HyR 40507 | 1857
267 33-—FAAHMA HERT Ay 4701 | 1835
268 LAFHBMR 3ER TRy 393,11 | 1,742
269 34— TEIER A E 343 45615 | 2,054
270 24— RAETEA E 33 41810 | 2,112
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B 5129/1581

No. R2-CO-C1(2#%) R1-NH; (£ MH+ | RT
27 33-—F R AR E 383 360,13 | 2,109
272 TAABE R 406,14 | 2058
273 TRAA—BEA R 37810 | 1943
274 | 2HAEKERRpH3- TR ik %3 53907 | 2133
275 | 1-RASCERTEHrE4- Ttk et %3 546,10 | 2,086
276 | HEARREHMER1-THE I 57515 | 2,103
277 | 2HAFREER)pHEE3-ToLl, ANt S 4507 | 2,38
278 | HEARRRFMEIE-TRRA LN %3 48115 | 2021
279 | 2ARREERPHEL3- TR HERTFRR 496,08 | 2,004
280 | 1-FASCERTAprad-THR 3HERTF Ry 503,10 | 1938
281 | 2HARAREERPHE3- TR E 353 50910 | 2173
282 | 1-FES(ERATRyHrL4 TRE R 51612 | 212
283 | HERARI)HREIEL- TR E 3 54518 | 2,105
284 | 2H(4-RARERRA)2- T AABE R 47412 | 2359
285 FEEBR -4 3 36409 | 207
286 SAAHBR N-THS: 36215 | 2,141
287 2-ATHR N-TAUB: 38413 | 2226
288 ZHRRTEBR N-TAE 42416 | 2,187
289 2k TBER N-TREE 32409 | 2083
290 SHCAAEBR 2R T 41610 | 2,160
291 23 FRR X P33 43809 | 2135
292 ZHRRTBER 2 E R L 41812 | 2173
293 2K TR, X Cop X3 37805 | 2,119
294 SACAHBLR, ok AR 386,11 | 2,098
295 2T ok T AR 40809 | 2,064
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No. R2-CO-C1(£4R) " RI-NH; (8#R) MH+ | RT
29 —FRTHE ko T A 4812 | 2129
297 247 TR, R T A 34806 | 1972
298 Sl AP 396,13 | 2,147
299 2RTHA NS 41811 | 2131
300 —FRTBE , ENS 45815 | 2213
301 25 TR KPR 35808 | 2,036
302 RIBR, N-THE 348,13 | 2,118
303 2 FEEXTEA N-THE 364,12 | 1999
304 FIHbrER-2-THtR, N-T X8 390,09 | 2,48
305 34— RETHR N-TRB 40204 | 2,181
306 E34.: 8 2R R T 40209 | 2,113
307 - FEEAXTER ER T 41808 | 2,030
308 FHrE2-FHs, 2ENR AR 44404 | 2254
309 34— ETHER, 2R B 45599 | 2,156
310 E347 8 ok T A 37209 | 2079
31 2-FEEETBR ko ¥ 2 38809 | 1917
312 FIHbER-2- TBER okl A 41405 | 2,150
313 3A—HETHE oo TR A 42600 | 2,130
314 E38-> ATk 382,11 | 2,131
315 2-FREKTBR AT 39811 | 1998
316 FHbIES-2- TBA, KB 42407 | 2231
317 34— RETHE EX U3 43602 | 2,191
318 3SRRAABER, N-T AU 354,18 | 2280
319 35 ERTRETHEA N-TRB: 47009 | 2,165
320 3-RETHE N-T A 352,10 | 2,074
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No. R2-CO-Q1(%#) RI-NH, (£#)) MH+ | RT
321 AR TEE 2E R 35207 | 2,103
32 3SFRE AR RN 408,13 | 2257
33 35 ERTRETFBE ki CRXd:S 52405 | 2179
34 3-RETHE pk O Xd:: 3 40606 | 2,040
325 3SREEARMR wRoh T A 378,14 | 2206
326 - RETBR wko F A 37607 | 2,000
327 HAETHE AT 332,10 | 1413
328 3IRREABE AT 388,16 | 2274
329 35— ERTRETBE A 50407 | 2,187
330 3 RETRE HTR 38609 | 2092
331 26-—RETER, N-TAM: 370,10 | 2,078
332 2-TATEBE N-TAK 356,19 | 2267
333 FHREZHE N-TAE: 302,11 | 1976
334 3FERTIHA N-TARE 359,11 | 1978
335 24— HETHE N-THE 4024 | 2,161
336 26-—FE T VERA T 42405 | 2,113
337 za&@t& 2 E R 41015 | 229%
338 FHATHE AT 35607 | 1974
339 3REETBR i Op X 41307 | 1976
340 24— RRTHA K p XA S 45599 | 2170
341 2- LA THE mko T AR 380,16 | 2215
342 FEI B wko T A 32607 | 1901
343 24-—FETHR, ko) A 42600 | 2,110
344 26-=RAETHE AT 40408 | 207
345 2-ZHIHE AT 390,18 | 2259
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No. R-CO-Q1(£#) RI-NH, (%49 MH+ | RT
346 FHEZHE X 33609 | 1,981
347 3REHETEA XV 39309 | 1988
348 24-—FXTBA, XPm 43602 | 2163
349 34— FERAFE TR N-THRH 40815 | 2,030
350 24— RETHR, N-TAR 370,10 | 2,072
351 33— FRAHBE, N-THRE 312,13 | 2092
352 LRI N-THE 35814 | 2,004
353 34T EEARETME p i P X80 46211 | 245
354 24— RETBER, 2ENE T 42405 | 207
355 33— FRAHBE, Vi - X3 36609 | 2,069
356 CHAIRABR, 2EPR T 41209 | 2014
357 PRA—BE 2E R 38406 | 1928
358 34— FRARATBR ko o A 432,11 | 1970
359 33-=FRAHE ok T A 33609 | 1,99
360 34— THEFLTHA A 44214 | 2052
361 24— FETHE e 40408 | 2071
362 33-—F R A ik 3611 | 2077
363 &Sk AP 392,12 | 2,005
364 TAA=BE AP 36409 | 1915
365 | 2HARRERIHI- TR, N-THRE 461,10 | 2,156
366 | 1-EES(ZATApred-THA N-TRB 468,12 | 2,108
367 | 4=ARRIHIBAE1- T N-THJ5 497,18 | 2,089
368 | 24-EAREEE 3T ko 33 51505 | 2,160
369 | 1-RAS(ERTRprL4 TE L Dr XS 5208 | 2,129
370 | 4H{RARR)RBEIE1- TR 2ER T 55114 | 2,09

153



200480013515. X

B

W
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No. R2-CO-Q1(£#Y) RI-NH; (£#%) MH+ | RT
3 | 2HAFRREER 3 TR ok T A 48506 | 2,103
3R | 1HREAS(ERATRpIrE4- THRE ko T AR 49209 | 2,030
373 4[(#%&&&)&%&:%—1-‘?’&& ko T A 521,14 | 2066
34 | 2HRAREEE)2-TRARE ko) A 45008 | 2215
375 | 24 RAREEEpR3- THE E S 49508 | 2,155
376 | 1-RES(ZRTApirea- FEUE 33 502,11 | 2,100
377 | HERERIHABAIEL- TR S 531,17 | 2,106
378 | 2H4HEAREEE) 2 TAABE AT 460,10 | 2264
31 SACAHBER, wfexoh T AR 390,14 | 2,065
380 2-R T v ek T AU 4212 | 2014
381 2-x%h T w9 ke T AR 35209 | 1901
382 SHCAHEBE, 2-2-FETApR 411,14 | 2031
383 27 TEE 22 REA LAy 433,12 | 1958
3% 2K TRA 2R Ty 37300 | 1841
385 FACRHEBR AHRETRyHE 397,12 | 1961
386 E34 7 8 ek T A 37612 | 2035
387 2-FEERTHE wIgiekeh TR 392,12 | 1862
388 FIHIED-2-THE, v Fiekeh T A 41808 | 2093
389 34— HETHR v ke T A 43003 | 2,09
390 LA 22-RATAPR 397,12 | 1960
391 2-FEARTHR 2RI TEPHEE 41312 | 1,783
392 FH b2 FHA 2 RATEpR 43908 | 2,112
393 34— RRTHRA 22 FATApR 45103 | 2,015
394 RIBE HERT Ryt 3301 | 1825
395 - FEEETHRK HEETAPHEE 399,10 | 1,713
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#134/158T

No. R2-CO-C1(£#p) RI-NH; (£#8) MH+ | RT
3% FARATHE w9 ek T A 32611 | 1970
397 3-RAETB v gieked T A 380,10 | 192
398 3SR RAABE 2-2-FE AR 40317 | 2,145
399 FALTEE 45 51-F Kok 41517 | 1,118
400 3-RETHE 4 ER1-F R 469,16 | 1,710
401 kX9, F 33507 HEXR TRy 389,16 | 2,091
402 26-—FEFHE w9 ke A 39809 | 1943
403 2-ZEETHA E R XS 384,19 | 2,19%
404 FHREBR, ek TR 330,10 | 1855
405 2-THATHR, 2QEETAPUR 40519 | 2,188
406 FEABER 2Q-FA LAy 35110 | 1,752
407 24-—FXTBR 2 FA LAy 451,03 | 2018
408 26-—FARTHA 4 RE1-F AR 487,05 | 1,787
409 FHREBE 4-RHA-F R 41917 | 1,633
410 24 —FETHH 4-FE-1-F R0k 51909 | 1873
41 2-TRTBR, HER TRy 391,17 | 2126
412 34— FTHREXETHR VoS ko T A 436,15 | 1962
413 24— FRTHE v iekeh T AV 39809 | 1961
414 33— TR v irked T A M012 | 1955
415 TAIAMR WE ek TR 386,13 | 1925
416 FAH—HR, wIE A T AR 358,10 | 1818
417 34—TFHERLTHA 2RI AR 45715 | 1877
418 24— FETHR 2Q-RETHPUR 41909 | 1909
419 33— FRAHHE 2Q-RATAPHR 36L12 | 1895
40 &30 2 RALRyHeE 40713 | 1,735
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5 135/158T0

156

No. R2-CO-Q1(£#) RI-NH, (449 MH+ | RT
41 24— RETHE 45X 1-F RO 48715 | 1,72
42 33— FRAMBE 4 FEA-F Rk 42919 | 1693
423 ZHIRABR, 4-RE1-F AR 47519 | 1648
424 34— FRERA A HRETRpR 44313 | 1,748
45 33— TR AR HEETFEpR 347,11 | 1801
406 | 2HAFREERyrE3- THl w9 ke T A 48909 | 2,096
Q7 | 1-FES(ERTRyirid- ToH v ek T A 49612 | 2052
428 | 2@-RARFFD2-TAABRM vafirke T A 454,11 | 2231
429 | 2HARREERpUE3-THA 22 FATApwR 51009 | 2057
430 | 1-FRES(ERTApred- TR 2R AR 517,12 | 2,027
431 | 1FRAS(ERTApirida FTok 4-RE-1-F R 58518 | 1867
432 SR, 2FER T 42614 | 2211
433 2-HTBR 2FPA I 4812 | 2155
434 ZHRETHE 2R 48816 | 2257
435 2-keh T 2 RPA T 38809 | 2,109
436 RLBE PR X 41212 | 2,181
437 2-FHIE TR 2R 42812 | 2053
438 FIHbEL-2- FELE 2REATE 45408 | 2264
439 34— RAETHE 2HERTE 46603 | 2,222
440 4FERTHER AR TRRT RS A 403,10 | 159
441 3SR RAABR 2-RER T 41817 | 2358
442 3R TR, 2FPRHE: 41610 | 2,113
443 3 RA AR 4R TR Tl 39817 | 2,148
a4 3-RETHR 4-FE TR THREEAIY 39609 | 1,927
445 24— RETHE LAY 39000 | 2332
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No. R2-CO-Q1(£#D RI-NH, (449 MH+ | RT
446 26-=RAETHER it 34 43409 | 2,118
447 2-ZEATHE 2-RERTE: 42019 | 2307
448 FHRE B 2-FPE 366,10 | 2,45
449 3FEETFRR 2R 42310 | 205
450 24=FETHA, 2EEATH 46603 | 2201
451 34— FRERL TR 2-FERLE 4115 | 2103
452 24— RETHE ¥R 43409 | 2,118
453 33— FRAAMBE 2-FEA A 376,12 | 2,98
454 LAIHE, 2-FPRTE 2213 | 2078
455 AR SR 2-FPR T 394,10 | 1,990
456 3A—TEERE B 4-FURTER TRE LR 45204 | 1947
457 33 = FAAMBE, 45T BR TBs LB 356,12 | 1969
458 | 2H-BARERERHIRI- TR 2HRERTE: 52509 | 2,189
459 | 1-RESERTEpirid THA 2-HPATE 53212 | 2139
460 | HERRERHMAIE1-THE PRFATE 561,18 | 2,133
461 FAERE 2FPR T 38008 | 2,054
462 | 2HARRFLR 3 TR AU TR T B E AR 50509 | 2,085
463 SARHEBEE 28R FA A 42614 | 2071
464 ZHRETIEA 2581 FATA 48816 | 2079
465 FARAEIRER w2 A 40209 | 2,145
466 2 FEE w2- AU 42407 | 2,143
467 %34 8 o2 A 46410 | 2,183
468 2%k T, o2 A 36403 | 2,046
469 AR NN-—FA L 37716 | 1682
470 2 TR NN-=F AL 3914 | 1612
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No. R2-CO-Q1(%45) RI-NH, (245 MH+ | RT
471 22k TR NN-—F R 339,10 | 1454
4n SACAHBE 2-F5-F Roke 40308 | 2271
473 2-kvh TR, 257 Kool 36503 | 2144
a4 KLAE, 2EEIREH | anp| 200
475 4 FEETRE 2K 1-F KA 42310 | 2,008
476 34-—FETRE 2k 1R A 46603 | 2,156
477 RIBR, o2 AU 38807 | 2,110
478 2 FEEETHA -2 TR 40407 | 1998
479 FIHbpE-2- THR e2- AU 43003 | 2,180
480 E34 0 NN-—FRT M 363,14 | 1,566
481 2-FTREXTRR NN-—F AT A 379,14 | 1476
482 34— RETHE NN-—F R T 41705 | 1670
483 2-FHREXTHEA 25 F ool 40506 | 20M
434 FAbrER-2- Tt X EFIRFS T 810 | 2246
485 3SRAABR 2-RA1- KA 41817 | 2,140
486 35 (ERTERETRE, 2-HA1- R A TH 53408 | 2,198
487 3-RETEA 251 R AT 416,10 | 2,088
488 3SR REABR, w2 R 30412 | 2248
489 3-RETER -2 F AV 39205 | 2,078
490 3SR ABE NN-—F R 36919 | 1855
491 FARETHE 2-F5-F Koo 33905 | 2,080
492 3-RARTBE, 2505 T Reked 39304 | 2,177
493 FEELHE, 2551 R AT 366,10 | 1,997
494 3-FEETRE BRI F R 42310 | 2051
495 2-ZATHE, 2T A 396,13 | 2,240
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No. R2-CO-C1(£4%) RI-NH; (%)) MH+ | RT
49 FEEHEA, 2T X 34205 | 1983
497 24-—RETBE wleg2-F AU 44198 | 2,167
498 2-ZATHE NN-—F Rk 37120 | 1908
499 FEREHE NN-=F R 317,12 | 1,391
500 26-—RETHA 25 Koo 41,03 | 2,147
501 THRELBE, 2555 F Rkl M | 2234
502 34— FHEFLBE 2 1- R A a5 | 1997
503 34— FHERLTHR w2~ F AU 4809 | 2026
504 33-—FRAHEE p DR 3 35207 | 2055
505 AR 2T AV 39808 | 1,980
506 FAA—BE o2 AU 37004 | 1383
507 34 —TREARRTBR NN-—F AT 42316 | 1558
508 33— F AR NN-=F R 2714 | 1500
509 FAH—BE NN-=F ALk 34511 | 1,568
510 34— FREFRBE 2- k5 Reed 44909 | 2130
si | 1-FRAS(ERAT R4 TRA 2T 50806 | 2,080
512 | 4HCREERFMEIE-Tak - A 537,12 | 2,107
513 | 24-RAREEN)2- TRABE oA 46606 | 2267
514 SULRHEBR, 3Rt 43312 | 2006
515 SULRAHBEER, 9-RA L BRI 47015 | 2405
516 25 Tl 9-RIL Iy B 43209 | 211
517 s34 8 3-Rkedolk 41911 | 1962
518 2-FEEETHE 4QBRATRVFHBI I | 491,10 | 1,787
519 E34 .0 8 ORI B 456,13 | 2,113
520 S S 3R edol 36909 | 1976
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No. R-CO-O(EHD RI-NH, (£#)) MHE+ | RT
51 3SR ABE 3 Rrdok 42516 | 2131
52 3SR RAEAME 4QEXTR)EABIEE B | 481,15 | 2,081
523 3-RETHR Q- FR TRV FHABE LB | 47908 | 1858
54 HAETEA 9-RE ) M 406,11 | 2,130
525 3SR A ABR 9-REY) B 462,18 | 2333
526 35 ERTRETRE 9-5K 3 BRI 57809 | 2373
527 2-ZATBE 3-Rhedopk 27117 | 2,164
528 FEETBR 3-R ook 37309 | 1,795
529 26-=FETHR 4Q-FA TR B LB | 49707 | 1927
530 TR BER, 4QRE TR FHBE I | 42908 | 1,781
531 FHECBA 9-JR shBAD 410,11 | 2,064
532 24— FETHH ORI SEIUH 51004 | 2283
533 33 = FAAHRE 2R TBR RIS 37411 | 1953
534 LAIABE, 3-Redik 42911 | 1889
535 2R TR HQRE TRV RHBUEL RN | 49707 | 1886
536 34— FHRERE B 9 R 516,15 | 2,046
537 | 2@ HRFREypr3- TRl 2R TBAR I 52308 | 2271
538 | 2-FRFREyHrE3- TR 3R Ak 53208 | 2,068
539 | 2@-FAERErEITRA | FQ-RATRRARBAEE AR | 58807 | 2029
540 | 1-KESERTEpir4- THR 9% hEIUY 576,12 | 2252
541 | HEARAREYRBRIR1-FRE 9-SK 35 BRI 605,18 | 2254
542 SAAHBR, 1A= 5 4215 | 2207
543 SALRAEBR 1-G-REAR) 2R8I | 43117 | 1975
544 2 TR 1-G-RAAR) 2 HPES | 45315 | 1902
545 FAREBR, 34— AT 46405 | 2338
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No. R2-CO-O(£#)) RI-NH: (£#9) MH+ | RT
546 RTBR 34—HETH 4860 | 2291
547 2o TR 34—RAET Rk 42600 | 2,190
548 E34 0. 1-8X-23-— % 40813 | 2,113
549 L3407 1-3-RERE)2MBHE | 41715 | 1927
550 2-FHRAEETBE 1-GERAR) 2 HPB AR 43315 | 1,769
551 p 3407 8 34— RETR 45004 | 2,220
552 2-FEER TR 34— RAETH: 46603 | 2,144
553 AFERTHE 34—RETE 46102 | 2,086
554 34— RETHR 3A—RETH: 50394 | 2,307
555 3 A AR 1-R&23-— 87 41418 | 2358
556 3-FUR TR 18323~ 82 41210 | 2,341
557 FERA T 1-G-RERX) 2 HAESER | 367,14 | 1904
558 REETSE S 1-G-EEAR) 2 ISR | 42320 | 2,110
559 FRETHE 34—RETE 40002 | 16M4
560 3SRRAE AR 34— RE T 45608 | 2478
561 3RETHH 34— RETH: 45401 | 2177
562 26— HETEE 184235 43010 | 2,155
563 FEA A 1-8H23-— 5 36211 | 2,024
564 2-LHATHE 1-G-ERA AR IEHER | 42521 | 2123
565 it 348 1-G-RE AL | 3TL13 | 17H
566 26-—RAETBE 3A—RE T 47200 | 2,200
567 2-ZECHE 34T 45810 | 2416
568 FHE B 34— RE TR 40402 | 2,169
569 3-REKTHA 34— RETB: 46102 | 2121
570 24— HETHR 34— RETB: 50394 | 2314
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No. R-CO-CI(54D) RI-NH, (548 MH+ | RT
571 34— FRAFRTEH 1-G-HFARE) 2 HRE | 477,17 | 1862
572 24— FETHAE 1-3-REAR)2IPBHIF | 43912 | 1863
573 33— AFHEE 1-GEARR) 2 UPEHA | 38115 | 187
574 &Sl 1-GEAARR)2AMEHIR | 42706 | 1649
575 FRABE, 1-G-RERE)2UPEHE | 39913 | 1,718
576 34A—TEARRTHA 34— RETH: 51006 | 2,164
577 24— RXTHA 34— RETR: 47200 | 2206
578 33— F AR, 34—HETE 41404 | 2263
579 AR, 34— RXTE 46004 | 2,179
580 FAA=BE 34—RETR 43201 | 2,120
581 | 1-RESCERTEpirid TR 1-RE-23-— 82 52812 | 2,166
582 | 1-HRESERTRprE4 TEER 1-G-EARA)2-UPESER | 53714 | 197
583 AR 1-G-FARE)Y BB | 38511 | 1,732
584 | 2(-RAREFRpHE3-TRR 3-RA TR HBL Tk 54106 | 2,129
585 | 24-EAEPRpHE3- TR 34— RETR: 56300 | 2238
586 | 1-FES(ZRT e TER 3A—RETHE 57003 | 2,180
587 4[(:&&%%&1-‘?% 34—HXETHE 59909 | 2203
588 FAEBA 34— RET 41799 | 2172
589 SAAEBR, SEETE23-—H bR | 43814 | 2165
590 2- A TR SERT 23 =REH bR | 460,12 | 215
591 ZHRETBR SEATX)23-— Sl | 50016 | 2,19
592 2K TREA SERATFE)23-—FFHblR | 40009 | 2053
593 FALHAERR O erea-=TRS=RAR 42015 | 2,104
4-X) TR
504 p34 08 SRATA)23—SFHbIR | 42 | 212
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No. R2-CO-Q1 (54D RI-NH, ($#8) MH+ | RT
OHHR2=FE{13 A RIR
ZER, 4
- * ARy TR 614 | 20
OHOR2=F EA13—FHRRER
2-FEEXTHA, 1
59 ¥ ¥ LR TAE 42213 | 1933
597 SR A SEXTF 23 S5 blxwh | 37411 | 2,117
598 kE 9 T 8 S(EX T2 —SXHbk® | 43017 | 2321
599 3 RETHE SEETFR)23- =Rl | 42810 | 2,120
600 3-FETEER AR TR 41808 | 2,345
SHOR2A=FEA13]-—H A5
&9, ¢ T570 8 41218 | 2261
601 A ATRE
602 IFRE AR 4 FRABE R TR | 46614 | 2078
603 2-TATHER SEEFX)23 S FH bR | 43219 | 2282
604 WELTBE SERATR)23—FEHblrkw | 37810 | 194
605 24— HEFBE SEXFTE)23—F X bk | 47803 | 2170
606 WERTBE 34— R R T 36808 | 1,750
SHOR2=F A3/
41420 | 2262
607 2-ZATHE AR TAE
OHOR2-=F A3 =LA
360,11 | 1926
608 PERETHE B TEE
(OHHR2=F 13— A SR
= 46004 | 2,145
609 24— FXTHE R TR
610 34— FERFETBR SERFE23—FXKHbxh | 48415 | 2059
611 33— FRARBEE S(EATE)23- =S b]A%h | 38812 | 2,090
612 LiF SEXT£) 23— F bk | 406,10 | 1938
OHHC2=F A3 —FARIR
= 370,14 | 2,028
613 33— FEARBE R TER
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No. R2-CO-Q1(&#4D RI-NH, (£4R) MH+ | RT
DR2=F A3 K3
614 AR, Orerea=TH ]“M 41614 | 2,003
4-5)-F R
615 33 —FRAHBLE, 4 FEBER TGS | 02409 | 1368
616 | IF-RESCERATEpE4THRA | SEXTH23-—SEMblR | 5412 | 2119

ENEXNTRBNNRCEX r GAHSHTABLFTHLEL
BARTEOREEE 6 AR (BREMALZE 1) #4
RHEBE 6:6 5% 8- KKKy BRI 858 5] % 4

R1
| e
/L ! - "
———
H,N )\
R2" 70 0% Rz
' b

OH r

" EETERT, A% 025M —48 RI-NH,, 1M —FREATEE
#2 0.25 M.Btf R2-CO-Cl mAZ—ANEBEF, QxRS T A
025 M 2-8 A -7-2 A -KHF[b]ED-3-RMBTE a” , REMA025M
POCL. FiHBEMBHER—4E, HAAERETHERRESER. £
100C F#3) 80 IS, HRAMAE TR, A 5% NaOAc skt
Al EtOAc IR, IKEAWEFRE, BT ZHLEY. MBER
B R %E S5 BANF %, BT LC-MS 24 FT4F 289 X r #9404,

2-BH-7-B AR [b]ED-3-RBR LB F &

BABY, 7: 2-RE- 7R XEHb]RH-3-K B ZH(X a” #9102
) b9 &% % 2
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COOEt
N CH,(CN)CO,EL, Ac,0 COOEt
YT O O
C
89% o4%

]

COOE! COOEt
K,Cr,0; B, . .
Li,CO,, LiBr
ACOH | N NHAC CHCl | D—nhac -
_
33% S 1% Br s 74%
o Vv : (0]
w
COOEt COOE
{ H,50,
MeOH
| NHAc ~_ MeOH | N\ NHAC
S 78% s
OH OH "
a

oy t i I-N-BRERTH s FFRRENRETHLER S,
AT 4 &, ABAAE T2 1A u [Perrissin M et al. (1980) Eur.
J. Med. Chem. Chim. Ther. 15:413-418]. A K,Cr,0; b u, A FF
RS ER v, 22ET A E KA KM [Kharizomenova A et al.
(1984) Chem. Heterocycl. Compd. (Engl. Transl.) 20:1339-1342]. y: 4
CHCL, % A Bry #4780 v #ha—ikqt, 4 A4 RHAr. XL FEH wHe
=i i E 4 4 R 4 % [Kharizomenova A et al. (1984) Chem.
Heterocycl. Compd. (Engl. Transl.) 20:1339-1342]#= Kapustina MV et
al. (1990) Chem. Heterocycl. Compd. (Engl. Transl.) 24:1269-271]. A&
B A 11%409 ik R 152|404 w. A LiBr/Li,CO; #47 ¥ IR BLAL,
VA 4% ik R 4444 x [Samanta et al. (1997) J. Chem. Soc.;
Perkin Trans. I, 3673-3677]. # x = H,SO, /£ 7 8§ o % & h v 54 2”°,
& 78%.

Hmy KB F k.
2- £ K-4,5,6,7- 9 K EKH[b]E%-3-RELEF t
£ 95°C, # 4-3R T-1-H A Bok(s) (1003 g, 6.0 mol)f& ALK
EtOH (1.51 L)% & 3% 3% i# #n 2| 5(192.4 g, 6.0 mo)F KA L8 T A&
(678.7 g, 6.0 mmol)& £ 7K EtOH (L5 L)¥ #5 A+, & ek B AR
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TIARKFER., ERTRE, WERSHBH2 I, REERL
A HIL T, Wik RA WARB A K-H,0 RAMIOL)T . Lk *
4 89, A H,0 (2 L) EtOH (3 L)#uik. HiZioHAETRF
Fk, £ 3H4044 2 (1201 g, 5.33 mol, 89%), X XRE & EK,

2-ZB K LK 456,7-FHEH[b]E%-3-KBEZI u

3 Ac,0 (450 mL)i# %] 1L4-% t (600 g, 2.66 mol) £ ZE(3 L)¥F
A, REBMAR, EFmgERE, HikindHhinkE 85C,
B33 . FiEAHRAWMABIAKRWA L)L, HREFHGTE
M, A H,0 Q L)k, FEZRY TR L E4LE4H u (672 g,2.51 mol,
94%), A EE K,

2-ZBEEKT7-FA-4,56,7- 8- EH[b]EH-3-RBLET v

EVMBEET, &A% u (660 g,2.47 mol)&£ AcOH 3.5 L)F ¥
%k m 3] 60°C. KRB ¥ K,Cr,0, (1000 g, 5.15 mol) £ H,0 (1 L)¥F #)
REEME LY, SFHEREBIKT 80°C. EFMLERE, E3DHAR
BAMAHE TR, WiERAWMEIL H0 (10 L)F, FREL M2
B, iR EAMRKRY, FA HO0Qx2L)kEk. FEKRERE
CH,CL3L)¥, #4&h—%K, HEFRKAERFERRA 1L,
FAAEREG L). BF—HS5 CHCL (400 mL)A #H-FLIR. LR
FEAEHBEKRQGS0 g), B EHFeRis R 51 REY. HXBENR
CHCL, #nfrety 1: 1 RAHTOm)F 4 &K, e v(230g,
0.82 mol, 33%), HAAF & E4K,

2. 2B R EK 687 £ -4,56,7- T REH[b] E%-3- KB LB w
W ALA% v (230 g, 0.82 mol) £ CHCl; (2 L)F #9 i #im#k £ =R,
#f 3t ¥ % Br, (138 g, 0.86 mol) &£ CHCl; 2 L) #4i&%&. E kst
RE, WRAMBLE 2 I, RERLGHIEER, KRALRESHA
K H,0 (5 x 250 mL)#% & £ R4 8., BAREER, AfH5 EtOH 1
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L)—A#t#. LRE FEGREHFEZRTHR. & BAKDRERHF
Ehi ik REFEK, £ SiO, LT EN, %A CH,CL 4N kbl
#, &1t w (34 g, 94 mmol, 11%). £45 & th =R RWL4 4 (80.1
g, 182 mmol, 22%)F L 31689 v (29 g, 103 mmol, 12%).

2-ZBERXBK-7 5 K- K H o] En-3-K B T 5 x.

W= AKX HTFRit ey = 2 BMA N, ki3, FhNEARR w320
g, 91.4 mmol), LiBr (15.9 g, 183 mmol, 2.0 % ¥), Li,CO; (13.7 g, 183
mmol, 2.0 % ¥)# DMF (1 L). #F 2 BERE N, KA THRLA.
B RA MR E)~100 mL, HFEdwA 1 NHCI@fFYH, LE
BAEEARELE, REMAN H0300 mL). #iLA EtOAc (3 x 400 mL)
ERHEREW. AHF0AHER H0 (400 mL), K400 mL)sk#
# M Na,SO, TR, RAHBEAMN, SduF4, R HELEEMN
(CH,;CL/EtOAc = 3/2)F= /£ MeOH/H,0 ¥ € & &t fT4hit, 4 hue
M x, FH¥ri e E4Kk(19.0g, 68.0 mmol, 74%).

2-BE-7- K K-EH[b]EH-3- KB EF 2>

W4 x (27.8 g, 100 mmol)E £ MeOH ¥, A H,S0,, 3
HRAMBI T K, HRAVREERKG—FHRR, AKX, HA
REAKE pHAD 2| 6. Lkt FAWITRYS, A MeOH/H,0 $iftif
Fi&, % a” (18.4 g, 78 mmol, 78 %), HKE EERK.

TA 25 & TEX r 94644 No. 617 £ 682, CMERKELHL,
6, & — BB R1-NH, #=Bt# R2-CO-Cl1#|4&. % s, B2+ 7 & il LC-MS
S A RS MG ST ERREE A,

4 2: @K r #9144 No. 617 £ 682:
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0 N/R1
R2
Va
S
r

No. R2-CO-Cl (£ #F) R1-NH; (% #8) MH+ | RT

617 XLmi GELE ¥ 442,10 | 2,011
618 2-FRAXTHA VRS ¥ 458,09 | 1,887
619 3-HAEABRR R X3 448,15 | 2,096
620 2-Z X TBA LE S 450,16 | 2,096
621 FEEALHRE LS X3 396,08 | 1,827
622 33-—FAREBA A B 406,10 | 1,940
623 S A EBRR E- 43 426,14 | 2,079
624 2-F T AT 448,12 | 2,190
625 RKLBA - N3 412,12 | 2,037
626 2-FRAXTFBA F 8. 3 428,12 | 1,953
627 3-3R A AR ¥ 3 418,17 | 2,148
628 2-LETBE XLBE 420,19 | 2,166
629 FHREBE RLE 366,10 | 1,888
630 2,4-= RE T B A XLk 434,09 | 2,011
631 2-% T BA N-T X B 400,12 | 2,087
632 AUBA N-T XM 364,12 | 1,976
633 2-F RAX T LA N-T A& 380,12 | 1,924
634 3-3 ALK A BR N-T AR 370,17 | 2,148
635 2-LATBA N-T AR 372,19 | 2,140
636 FELATBA N-TAB 318,10 | 1,813
637 2,4-= AR T B A N-T AR 386,09 | 1,969
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No. R2-CO-Cl (% #§) R1-NH, (% #§) MH+ | RT
638 3,3-= F &A% BA N-T X B 328,12 | 1,931
639 £ A HBRRA 2- K A TR 432,10 | 2,019
640 -3 F A 2- B A LB 454,08 | 2,031
641 X an 2By A TR 418,08 | 1,996
642 2-FHAXTBA 2- KX TR 434,08 1,91§
643 3-SR REABE 2-KR A TR 424,13 | 2,141
644 2-ZETEBA 2-E R LR 426,14 | 2,165
645 ¥HRE LB 2K X LK 372,06 | 1,841
646 34- = FRAXATBA 2-E9 K LB 478,10 | 1,918
647 2,4-= RETFBA - KR LB 440,05 | 2,005
648 33-—F A ANBE 2-E R T 382,08 | 1,935
649 S A A BER 2-XEA TR 442,14 | 2,096
650 2-F T BA 2-XEA T 464,12 | 2,070
651 R TBE 2-REATH 428,12 | 2,039
652 2-FREXTHA 2-KRA LR 444,11 | 1,942
653 3-3R KA BB 2-KEA TR 434,17 | 2,149
654 2-ZEATEBA - KRR LK 436,18 | 2,171
655 F A TEBRR 2-XRATE 382,10 | 1,877
656 34-—FEREARXLTBRA 2-REXTE 488,14 | 1,954
657 | 2,4-= RE T Bt 2-KRA TR 450,08 | 2,013
658 3,3-= 7 A A M BK 2-FRATHE 392,12 | 1,966
659 AN B BRE il 412,12 | 2,056
660 RXLBi S 398,11 | 1,995
661 2-F fAXT B P& 414,10 | 1,894
662 3-5RRAABR PR 404,16 | 2,114
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No. R2-CO-CI (£ #%) R1-NH, (£ #) MH+ | RT
663 - LA THE AT B 406,17 | 2,115
664 FHE THBA TR 352,09 | 1,820
665 34-—FREAXETHBA TR 458,13 | 1,905
666 2,4-=REFBA KT B 420,07 | 1,945
667 33-= F A AHBA AT B 362,11 | 1,902
668 S AAEBR 2-Q-RATE)RR (427,14 1,895
669 2-RFBR 2-2-REATE)YRR 449,12 2,100
670 XTBi 2-Q-FATAYRR 413,12 1,940
671 2-F REETHA 2-Q-FATE)YRR 429,11 | 1,649
672 3-FARAABE 2-2-F A LX) R 419,171,979
673 2-TETEBR 2-Q-RALAYRR 421,182,037
674 34-—FREAXEALHBRA 2-2-RATR)YRR 473,14 1,724
675 3,3-= F A AWBR 2-Q-RATEYRR (377,12 1,696
676 S0 A B BE FAGRE- ¥ 402,10 | 2,018
677 2-3% 7 B ko T A 424,09 | 2,120
678 XTBR ko A 388,09 | 1,928
679 2-LE LB ko A 396,15 | 2,078
680 FEABRA ko T A 342,07 | 1,727
681 34-—FHRARETHA ko F AR 448,11 | 1,848
682 3,3-— F A ARBA ko AR 352,09 | 1,838
& KB AR T ik

1. 17p-LEAPLERM 1R, 2 B f 3 R
Fo 8 5 49 MCF-7 &80 % LAR3% 17 B -HSD B 69 75 M4k S I i1k
oy, BAmMBEAEIAZS 17p-HSD R A8 Fe—F., @i
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HPLC A 4R ERX LML R ¥ AL F N85 T 6 RBA LA e
A~ &9 17 p -HSD 4 ) 7& M,

K RE XS WE 178 -HSD A @A RMR T 5 M
AR R (3T 178 -HSD1 & 35 2nM # & 8; 2-F 176 -HSD2 & %
2nM 3¢ —B¥; #tF 178 -HSD 3 A 2nM B —F)—m3& k., £~
Bt A ERENAHR, AZRTCR(TCASLERE, #it
HPLC-#%4- A3y R G 9 R 544 o,

st FHABERE, ZX10 104 M ¢ HSD 7 &) 7% b A A 1
TR WA BB (A AN R” )AL E 544 MR &
B ALY XA (AR A “RIRM R )6 (BAK AL R A8 P 4R
f it F8d.

bt BB b #4640 R — RKAF G T AL R
%+ & =100 X

B st R o #4440 R

BEGERLATHER 3. FMAEDRAATRE. LoUH
HIERBEFBRSTAHENRT.

A3 ARBAYH 178 -HSD 1R, 2 B fe 3 B & %

No. 1 0.8 21.1 7.3 17.4 -8.8 6.3
No. 2 17.3 58.7 1.5 33.2 11.7 40.5
No. 3 3.2 38.4 -3.2 7.8 -19.4 29.1
No. 4 20.1 30.7 -4.3 20.1 -7.2 6.5
No. § -1.0 26.1 -0.9 17.0 9.4 9.1
No. 6 31.8 44.2 3.8 29.7 2.1 47.1
No. 7 12.5 38.4 8.2 270 -17.6 5.7
No. 8 30.8 27.4 4.9 17.1 2.5 4.8
No. 9 31.9 29.9 -2.6 -8.9 2.7 1.4
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No. 10 12.7 35.1 18.1 23.7 -4.4 10.9
No. 11 14.2 27.7 -5.3 12.3 -5.6 12.8
No. 12 6.3 34.5 4.2 12.3 3.1 55.5
No. 13 28.0 43.6 19.5 19.9 3.0 59.1
No. 14 8.6 29.7 0.5 18.8 22.7 80.8
No. 15 -9.9 -6.5 -5.5 7.3 18.5 61.2
No. 16 1.7 33.5 5.0 20.1 75.7 100.0
No. 17 18.1 48.3 -5.4 20.9 43.5 100.0
No. 18 12.1 25.9 0.0 15.1 66.1 100.0
No. 19 10.2 32.0 4.9 21.1 32.7 100.0
No. 20 26.0 375 -1.7 16.6 9.9 61.1
No. 21 -1.8 -4.4 -0.8 12.7 _-4.8 6.4
No. 22 26.0 38.1 13.0 14.9 -1.8 28.6
No. 23 18.6 45.3 6.8 9.4 6.8 154
No. 24 -1.3 15.4 4.1 9.7 17.1 30.9
No. 25 5.9 13.8 5.5 7.9 25.7 29.0
No. 26 23.5 37.4 -1.8 32.3 -6.1 7.1
No. 27 11.2 32.3 8.5 7.2 -14.4 12.2
No. 28 2.6 18.0 12.9 16.3 1.9 16.7
No. 29 9.0 15.5 8.5 21.1 16.9 28.4
No. 30 254 39.7 20.2 19.1 -1.2 16.3
No. 31 12.0 39.7 -0.5 5.1 -1.3 10.8
No. 32 37.2 86.6 9.8 19.5 9.6 70.0
No. 33 17.6 67.3 16.3 18.7 1.9 0.1
No. 34 12.5 64.2 -1.5 25.3 15.8 100.0
No. 36 20.7 22.4 -6.8 28.7 -0.9 7.6
No. 37 9.7 21.4 0.2 9.0 9.2 22.2
No. 38 0.3 23.6 11.4 334 14.2 17.6
No. 39 21.1 13.2 25.0 9.5 18.5 12.8
No. 40 15.6 25.0 13.8 5.3 3.8 16.2
No. 41 5.7 10.0 17.9 17.7 22.5 345
No. 42 26.8 56.0 -1.9 -0.5 3.2 4.0
No. 43 12.0 23.8 18.0 15.0 -2.5 -0.9
No. 44 10.5 35.6 2.2 16.3 -22.5 26.3
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No. 45 -1.7 -18.3 3.5 6.5 2.2 4.1
No. 46 32.1 72.2 44.0 209 314 37.1
No. 47 16.1 63.2 31.9 59.0 39.7 S52.2
No. 48 274 36.5 0.8 25.6 33.7 234
No. 49 24.7 86.2 20.1 36.9 12.4 52.6
No. 50 34.4 65.8 324 39.0 32.9 75.8
No. 51 9.9 9.1 16.6 30.7 n.d. n.d.
No. 52 4.7 11.6 0.1 19.1 -2.4 4.3
No. 53 52.2 71.0 224 60.0 32.2 52.7
No. 54 354 76.7 17.0 59.8 24.6 55.2
No. 55 12.6 9.6 4.8 14.8 n.d. n.d.
No. 56 213 33.2 18.8 24.5 14.7 41.9
No. 57 23.0 47.3 17.5 28.5 19.7 57.3
No. 58 2335 54.9 22.5 33.9 16.0 394
No. 59 24.0 20.8 36.7 40.0 17.6 31.7
No. 60 16.3 36.0 44.2 76.9 10.0 45.7
No. 61 17.7 26.2 25.7 23.8 20.0 26.4
No. 62 25.8 32.0 18.9 26.4 18.0 28.0
No. 63 28.5 23.2 32.8 48.4 21.8 25.6
No. 64 15.0 20.7 15.4 16.6 12.1 49.0
No. 65 1.2 7.8 19.2 34.6 3.0 38.0
No. 66 7.8 8.9 27.0 37.6 0.3 7.4
No. 67 14.7 29.6 55.2 80.3 19.1 334
No. 68 9.0 21.5 15.5 49.0 7.3 40.7
No. 69 4.7 10.5 10.8 11.9 -1.1 3.9
No. 70 15.3 39.4 13.1 17.9 -4.1 44.2
No. 71 20.7 20.8 28.9 24.5 21.9 36.0
No. 72 15.3 15.2 18.0 53.9 16.1 64.4
No. 73 26.8 32.8 58.3 90.5 37.9 82.6
No. 74 11.7 12.2 33.2 26.1 8.3 8.3
No. 78 14.5 11.9 20.2 23.1 3.0 17.0
No. 76 35.8 44.1 44.6 43.4 47.1 81.4
No. 77 14.9 28.6 18.5 20.5 3.1 14.7
No. 78 7.1 28.5 9.1 7.8 -4.3 27.6
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No. 79 26.6 39.1 34.4- 31.6 21.9 59.7
No. 80 37.0 393 47.3 51.0 22.7 35.4
No. 81 33.1 16.8 321 35.6 7.8 26.2
No. 82 17.8 17.9 22.2 32.2 3.0 11.3
No. 83 254 26.3 26.1 60.1 13.5 21.0
No. 84 10.2 22.6 26.4 63.6 4.0 335
No. 85 24.1 40.1 21.5 254 -2.2 24.4
No. 86 23.6 46.6 18.9 19.5 11.3 45.7
No. 87 26.8 67.4 24.6 23.4 13.0 31.9
No. 88 25.0 40.5 23.9 29.9 204 233
No. 89 37.7 84.7 31.2 40.1 30.9 80.1
No. 90 15.5 24.7 16.1 22.0 4.0 11.3
No. 91 21.5 26.1 28.2 33.7 3.7 18.1
No. 92 22.0 23.3 42.7 60.9 4.7 24.3
No. 93 13.3 11.7 43.2 57.7 19.4 26.1
No. 94 16.5 27.2 25.7 31.5 2.2 21.1
No. 95 17.0 59.6 6.9 31.2 9.9 62.4
No. 96 19.5 65.1 17.2 21.9 13.0 37.5
No. 97 18.1 294 23.2 44.6 -5.9 11.8
No. 98 28.2 69.1 46.6 82.8 16.6 63.3
No. 99 21.8 64.5 46.1 85.4 15.9 68.9
No. 100 23.5 66.7 28.8 81.3 -0.8 7.7
No. 101 14.1 26.0 18.0 30.0 5.7 7.8
No. 102 14.8 57.5 13.6 18.6 6.7 51.2
No. 103 16.2 70.6 30.7 49.7 -1.7 51.8
No. 104 20.2 42.6 26.6 47.9 -5.0 S1.4
No. 105 29.8 61.2 30.7 85.9 17.7 67.3
No. 106 28.8 72.5 50.0 86.2 8.1 71.1
No. 107 -14.2 24.7 25.4 45.7 3.2 44.3
No. 108 5.2 11.0 9.6 7.4 0.8 9.8
No. 109 -0.2 20.7 6.0 9.7 0.6 11.6
No. 110 18.1 49.0 24.1 303 11.8 35.5
No. 111 23.8 56.9 24.7 48.7 7.3 41.5
No. 112 28.3 54.4 14.6 46.3 7.0 49.4
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No. 113 22.2 57.6 8.2 7.7 2.7 48.9
No. 114 15.5 55.9 15.5 25.3 2.4 32.0
No. 113 22.9 70.3 18.7 19.5 7.6 20.7
No. 116 12.5 41.4 28.0 26.1 8.1 21.2
No. 117 39.3 62.2 19.7 20.7 19.7 44.1
No. 118 31.0 51.5 23.6 244 10.8 244
No. 119 9.6 27.9 25.1 30.1 2.3 19.1
No. 120 17.6 52.1 19.9 354 12.4 38.4
No. 121 37.8 23.3 44.0 25.0 17.5 18.4
No. 122 13.9 49.0 15.4 26.2 9.4 56.2
No. 123 19.4 62.9 24.6 40.2 1.3 29.1
No. 124 40.2 73.3 0.2 17.6 8.3 42.4
No. 125 34.7 49.9 11.7 19.8 10.9 21.0
No. 126 27.4 59.3 6.6 -9.0 8.0 36.3
No. 127 40.3 91.3 -04 5.7 4.8 29.3
No. 128 17.9 25.9 -4.9 0.0 4.7 6.3
No. 129 46.8 85.3 23.9 53.1 34.7 78.6
No. 131 317 84.7 31.2 40.1 30.9 80.1
No. 132 23.8 53.9 22.8 16.9 16.9 24.9
No. 133 18.2 58.4 6.8 24.3 18.7 37.7
No. 134 16.0 7.9 9.9 11.6 17.2 21.6
No. 135 54.0 96.6 19.1 34.6 21.8 93.1
No. 136 3.6 8.5 23.2 8.8 3.5 11.0
No. 137 35.0 76.0 28.1 32.9 19.3 49.8
No. 138 20.6 21.5 25.7 24.8 6.8 23.0
No. 140 39.5 81.0 10.3 36.8 8.8 63.5
No. 141 25.0 58.9 3.0 1.1 2.7 22.7
No. 142 32.8 52.7 6.2 10.5 8.0 24.1
No. 143 40.1 74.2 4.5 17.7 12.5 52.1
No. 144 23.5 33.7 13.6 31.1 12.7 19.3
No. 145 23.6 21.2 25.9 25.7 19.2 21.6
No. 146 7.3 50.9 14.3 5.1 14.7 379
No. 147 11.4 12.5 0.1 17.2 10.3 9.1
No. 148 27.0 53.2 29.1 42.0 53.7 97.9
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No. 149 17.8 18.3 34.6 29.9 310 -+ 59.8
No. 150 0.4 3.4 6.4 11.4 -1.1 22.0
No.151 21.2 52.7 14.6 22.1 n.d. n.d.

2. BB EZTHRLELSRZ

AR PSHEREE L RaF B ELARPHLELSFEMTU
#: B Koffmann F AL 94K ER 44 R Z %k # Z [Koffmann B %
A.(1991) J. Steroid. Biochem. Mol. Biol. 38:135]. A&, A& R & FR
+ #) % 3 PCT/US/17799(AFF 5 WO 00/07996)# 47 9 3t & 5 4k 4 47
Z.

3. MEELARBENLRE

BRTBEESTERNELSFSRGRLPLRASHTRE— T
TS G R E RFRBETERE(S ERa K ERP ML AR
R R )HATRIS, Ml F LR F) M8 R T A& R —Fr RSk
AE %%, 45 MMTV-ERE-LUC #+ 8B A&7, LHlerTi
US + #| %% 10/289079 (A F 5 % US 2003/0170292) + :

AR s E SRS A M, 12 Hela S0 E 24- LM EFHER
K, @B A IRRS R (ipofectamine) s M AR ALALH M L R .
B AFHOSRBAKSEYE LIK(ER-a 3 ER-P)4 DNA, BF
IAFHROS—NREEBRHNGETRAL, HAACS KL
BEABLUC), E#HFREACS 4 MAEE D RAILKRERF
(MMTV) 2 3 F ¥ & 97 3% e A 0 i & vf B UAF 69 LIRRFE A4 T
B FBEAENHLLAH “MMTV-ERE-LUC” ). £ 5% =fAKBHLE
v, £37CT, $EREETEAAL 10%EFRELEGKEF LT,
2 mM L-2£B88, 01 mM EXLEHEERA 1| mM BHRRMAY
RPMI 1640 A~/ F 69 R A LA 42-48 B, 4T3, HaREE
F4E A Pk st BB 490k —BE(1 nM). KR ETEBALANRS WA EN
(BPLBERFEE ) R H A Mt R, & 42-48 /) B 89 AL
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B, ¥mimRa & & #KPBS)K%k, WMAREBEE A E(Promega
28, KEMBREREDARTFRALAARNERAETREN., XLHA
Aty ETEMAFZAERENRS ANt Ray LRI GER
83 AR R AT

B, MR RAREE A E LS B (S R R KRB B R )k
BENFERGIFRER (B AR ZRBRN R Z) 6 R ZTABR
B 7+ #) ¥ 3% PCT/US/17T799(AF 5 % WO 00/07996)i# 47 .
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