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BEH—FEEFXT, Cuf-FATUARTERS, Zobwik
AW AT £ 6 R A RPERAKX.

ERBGERFTXNT, BALH I SSEHEALE DA THRERA
#: Hf

R'-Ph & 4-8 KKK 4-N-FRA)FEEA 4 NN-ZFRA)KERL,
4-(N-9R BT )R . 4 (N b )R k. 4-(N-"GRR)EKL. 1-F
Avlek 5K 1-F K23 A% %-5-%, XF R-Ph £ 4-(N,N-= ¥
)RR AN F )RR, 4Nt SR )R L. 4-(N-Bgk )
F A8 N-2.it;

X & O. NOH % NOCH;3;

R°% H. CHs;. F& CL

17
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R'ZH. PA. Tk, 1-A%kk. 3-ai. 3-2xaF k. 3-
#RE-1-AHEE-R Z). 333-ZRKAR-1-A, 3-FAAEE-1-K,
(CH;);COOCH; . (CH,);COOC;Hs. (CH;);COCH;. CC-C¢Hs .
CH,C¢Hs. CN % COOCH:;;

R® % H. CHj; 3% CH,C¢Hs;

R’ H. OH. OCH;. CHO. CH;CO. C¢HsCO 3 CeHsCH,CO.

Ak LT XT, £ AR THRAS: L

R'-Ph 2 4-8E XX 4N-FEE)FEKL 4WNN-ZFRHE)EK,
4-(N- % F R)VE A, 4 (N8R )R X, 4Nk R)EE. 1-F
vk -5-k X 1-F AK-2,3-= & R-5-3K

X % O. NOH % NOCH;;

R°2 H. CH;. F & Cl;

R’Z H. OH. CHO. CH3;CO. CsHsCO % C¢HsCH,CO;

R # R"“ % 0. (H, H). (H, CH3)%& (CH3, CH3);

R f= R' & (H, H)3 % B4 % & (=CH,).

ke Ly P, &8 I 6 Cp LR KELXH
#y, MBI TSI p-FE, 5 Ch >R —%.

EHIALSHETREFRELATERAD, s 0K, R E O,
ROZHR., EXHHEALT, 174K FIEE,

A ey B4k, JEMRAIH LA 0l

11B-(4-(N,N-= F KKK K)-17B-(N-Z A R K )-170-(1-7 X&)
ME-4,9- = H -3-8;

11B-(4-(N-% % F %) #£)-17B-(N-# K & 2 )-17a-(1-7 He 2 ) -
4,9-— 55 -3-84;

11B-(4-(N,N-=— F R L) K 3£ )-17B-(N- & X -N-F &K X )-170-(1-A
He HK )M -4,9-— 55 -3-H4;

11B-(4-(N-"% "% F 3£ ) K #£)-17B-(N-Z L -N-F £} )-17a-(1- & #
H)HE-4,9-— 55 -3-87;

178- 85 -11B-(4-(N,N- = F R L) K 35 )-170-(1- 79 $ JL)#E-4,9-—

18
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e -3-84;
178-8. 2 -11B-(4-(N-9 % F L)X 35 )-170-(1- 7 e 2 ) -4,9- = 1 -
3-8H;

17B-(N- T 8 £, & )-11B-(4-(N,N-= ¥ £ A ) K K )-17a-(1-% B 3)
E-4,9-— 5 -3-8;

17B-(N- T 86 £ 55 )-11B-(4-(N-% = F 35 ) K 35 )-170-(1- 7 % A5 ) e -
4,9- =} -3-%4;

11B-(4-(N,N-= 7 R K ) K 3 )-178-(N- 7 8t K & )-170-(1-7 B &)
#-4,9-— 5 -3-F R L N-& 1t

17B-(N-F 8 & 2 )-11B-(4-(N-" %€ F 35 )X K )-17a-(1- 59 % 3L ) -
4,9- =% -3-FA & £ N-f1t4;

11B-(4-(N,N-=F & X )E X)-17p-(N-Z A £ 35)-170-3-2 L & &)
#-4,9-— 35 -3-8;

11B-(4-(N-% % F ) K K )-17B-(N-E X & K )-17a-B-F X & %)
HE-4,9-— $5 -3-84;

11B-(4-(N,N-= 7 R &)X K )-17p-(N-Z A -N-F £ X )-170-3-%
& R K )HE-4,9-— 3 -3-8;

11B-(4-(N-% % F %)X K)-17B-(N-# £ -N-F £ K )-17a-3-# %
7 )8 -4,9- = 5 -3-87;

17- 5 % -11B-(4-(N,N-= F £ A )X H)-17a-3-% 3 & & )i -4,9-
¥ -3-4;

17B-R % -17a-(3-F X & X)-11B-(4-(N-"k 2 F £ ) K 2 ) -4,9-—
W -3-89;

17B-(N-Z B & 35)-11B-(4-(N,N- = F &) ¥ K )-170-3-Z A & &)
Hi-4,9-— $ -3-8;

17B-(N- T 86 & A )-17a-(3-# A& & & )-11B-(4-(N-% % T L)% K)
HE-4,9-— 3 -3-89;

11B-(4-(N,N-= 7 £ 5 )R K )-17B-(N-F 8L £ 4 )-17a-3-#Z K A X&)
Wi 4,9-— $-3-89;

19
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17B-(N-F Bt 8,35 )-170-3-F 3 & 3 )-11B-(4-(N-" = F H)E H)
#e-4,9-= 3 -3-8;

11B-(4-(N,N-=F K ) %( K )-17B-(N-F B & 2 )-170-3-F AL A 2L
-1-79 35 )Me-4,9- = $5 -3-8;.

17B-(N-F Bt & 35)-17a-3-F Bt &35 -1-5 3)-11p-(4-(N-"% = F &)
X )H-4,9-— % -3-8;

11B-(4-(NN-Z=F £ A ) KK )-1I-F KX -5-F K [-4,9-= % -
17p,2° -k & 47 ]-3-59;

11B-(4-(N-" % F R)YX B)-1- £ K -5-F L -F [ ¥ -49-— 5 -
17,2’ -k v 52 ]-3-59;

11B-(4-(N,N-= 7 R ) KK )-1°- 72 K 3R 4 -4,9- = $5-17B,2°-wb %
% ]-3-54;

11B-(4-(N-9R %€ F ) K 35 )-17- 7 JK -3 ¥ -4,9- =} -17B,2-wb %
%< ]-3-88;

11B-(4-(N,N-= 7 £ )X K )-5- 7 I 32 [ -4,9- = 3 -17B,2°-wb %
¥t]-3-89;

11B-(4-(N-% % F ) K K )-5- 7 5 - 38 [#-4,9- = 1 -17B,2°-nk %%
¥ ]-3-8;

11B-(4-(N,N-= W & L) K 3L )- 3 [#-4,9- — 3 -17P,2’- b & 1% ]-3-
AR ;

11B-(4-(N-7 %€ T 35 ) K 3K )-8 [ -4,9- — 3 -17B,2° - % 5 |-3-89;

11B-(4-(N,N- = V¥ & Ak ) X 3£ )-5- 81 3L (OXO)- 3% [ ¥ -4,9- = I -
17p,2’ -9 7% % -3-89;

11B-(4-(N-% % F 3 ) K 35)-5- 89 S5 -3 [ -4,9- — $5 -17B,2° -t %
¥ ]-3-84;

11B-(4-(N,N-= ¥ R I ) K 3)-1- 7 86 J5 - 3E [ #-4,9- = H -17B,2°-%t
%It )-3-8; Ao

11B-(4-(N-oR % F 2 ) AR )-17- F Bb R 38 [04-4,9-— 35 -17P,2° -k o
¥ 1-3-89.
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AXPAXEBFREAGHLESHETRAOCESZERMARGR. &
SHBEFETESHAAARB L AR ARAR AR R CE, O
rmE. ARE #HBmibRid.

AEXBHEALERERENASY T UNLEM M6 b R4k EA
P A o E

R)2

NO;

(1)

6H

£

R'ZARRNO))- EAFHr 20X LREFPREAR I H,
Cis R, CsBrBRE. Cre HER Cro ek, HFEHEMNHBTAR
THRARRGG; RE

ot (0

R'Z "o/ RFHqQROK L Y RA(CH)um A
MmO ESHER, XE Y RA(CH)Z-(CHy)p-, AT 020
FoMgEM, pROE2WER, ZRAEET (THEARK), £
HEE CH AR TRARTHBARKYG;, XE

R' &2 Nk, NwtgX H. §&. HO-. CF;S0,0-. Cig
PHE-0-. CreE-S-. Crs BE-S0)-. CisE-S0,)-. Crst X
-CO-. Ci %A -CH(OH)-. NC-. HCC-. CeHsCC-. 2’-skvh ik, 3-
g, EpR P EpR 2w E. Pk A gLt i,
- K P N-FPR%SRE FRE, CHs-. H,C=CH-. Cis
5 & X MeC(=CH»)-;

RZHIARAR; &&

R'# RPBEAH R —A K |
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EF®WRCH,. CH. NH. N. OX S, R*Z H&X Cs %,
,CH20-—

X2 “epo— > AFPHYR(CH)u AFHmREOES
WEHE, RE Y R-(CH)Z-(CHy),- R ¥ nL0E26%H, p
ROE2HER, ZRAERT (THHAERK) , XH ZRABE—AX
A Cre RARRKG R R T;

REAH CeREXRL;

R'ZH CeBE. Celh. o X. CsHKE, Con ¥
E.FRE. FHEA. Sk 254 2FRE EFHEAXE
ek, £ENENBTARTRBRKY, R'ERZ CN. COOR"
H CONHRY, A +#H RYZ H. CrisBRE. CrsHE. Crg ki,
Cis R, Conn FH, FRE. FHBEA. Fok 2F3E 2%
A, ZFHERLFHRE, £EGCNETARTHRARNN,
EHEFERBAIMEGER, REREBOKBPEEGHE .
IR —HFETARBLAAREARRAAR St 75 EiT.
Plio, BAGR{AEGLE, BETUARERABRRZEE. AE
BEBARSHGWARH TRAZEGER, F60KFRLE2-18)
AATREOLR, HERQO-S0)AH THEMAEKR. &4 IHIiLs
TR RA LR EHNSFHESFERNE, AVLHKAY “£ A
REIXERBEERS 17B-AMA-1B-FRE XS WA LITA
%~ , ¥ C.E. Cook, J. A. Kepler, R. S. Shetty, G. S. Bartley # D. Lee
EXAPFRANRI (KEHF 2025-0133-77) , AXAFL 3 BAR
HAhEE.

EARE. AREP/REABEARBEZERASALSPATE
PARBRARASGRALDBGETH, ARk ZHhFiT,
RTHEAHIBIAGEFRA, XEERTHARASN. BH, B
TEAF ARLEABHATEHRARAN, ENETATFFENE. &

22
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XREESE, FAR., TEARFEFRAGSET, ATRETE
GESRHARR, RMTHREERAE ATE20550EPEEN
%97

AXRGUEHTARA S H 7 ELE. A, o REBAZFHKR
BAEZPREDTARER. M- —0EETARBNA. Rk
——OEREHRKRETHER. KERHEESER. LM, LH.
R, PR, BREMNKBRAMNEFFXLYH. SR LEFTRGAL
B EHTRAEELEEZHMN. HAH —— 63 Silastic™ o TED B
AN . WA Fe i Bk N ES A

BRAYASYHNEMRCEHEEFTETANEALY, 4
SHTAESA—FHEHKM, LA AN FHhkMH. FE&HPp
RMARGE. A NFELAFRRYSELEY., BFLETHESLY.
EETHRHANEHREANATERT., ZEREHNH o TRAZHEHE
WEMN, PleBERsS. ZRA. Lk BREAEERMN; 2ELH
A, HleEREHDREER, BN, s, UERXTHA
By BEA, Bl lEE4E. BEBEXEL. AR TR R,
RETARHRACHLLOR, AEELETHATHHABPRIK, A
mEBBREFEHEA. Hlde, TAHAA—FHEFRAE, #ledih—
RIEBRER i B 8E, LARSHLELEM.

2AMMNETARARERBEEGHX, LT ERARSE —FHEHRE
KHHFEHNRE, Pl oBE RS, BEAIHGEYE, RFXKBKREGT
X, FFPHERARSEAR—FHNRARS, Piitdtdm. REKS
5 3 HOBL W

AEPHAARRESFBREOATHY R EELS TARESRNE Y
BN, ZRENOEESHN, B PEAAGEEH. PS4 L.
FRACESLE L. ERA. EUHREREE., T EKRAFIEOK;
SHREAMBHN, Pl XARBRGHEE (Fesk) . HILASREK
WEA%E T (Bl R A CHEREER) . RALKRS KM K%
BOGemH (flt ERLHRAGHR)  FALKELXET
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B OEENGENES Y (HeRALHLEEE B
B) ARALRSAB TGRS OB ADGREGEETD
(Bl BETHBALEEE —HEBEE) . REEFRELETUASA
—HXEIHGEAN AR EARATERAETRE. —HX
SHRHEEH. —HRSHSARMNP—FREHH%RN——HE
Pe., M A MEERBEH. EKAaRMe, BRAAMNESSEELAT
AY.

ARABEESRN, BEUR>EFLA—FAD G T, Fli
Ak, HWBH., ZTHRBIXBTH, RER—FFTHib, Hlerhs
OB RFRTASAH AN, Hledil 258X A,
Tl A #ek A, ARSLET oy oA H. Tl —# R JALH
XA S HRATH B, Flei I hig,

AXROTLHDRAPBEEES T AKFNEKCEEFR, AR
HETRAEEERI LN, EFHP/RARZNF—HXEHEG
BRRA., ELHUIRRABHNFEFMNb LR, LT AR 4
AR H, HlimdekH. FHhMfiEH.

AKXRAH MBS HATURLKOHLNGTH X, w48 T AL H
Y, Bl BB REEH, T, @J&v&ﬁﬁi‘é, X €8 R
L. ESBALFEAIEXRRRBEGRI, 4]k F 346 I f 3 KK
R EBRGEER, Pl KPR RBETRHSS THEHEHKKY
BB RARE, Pl R L EEE - HRE, XEEESFALKY
GAEY, PleRRUHMARLEERE —B&E. LHNELTEsR

Hok f Ao Bk Al .

X F Ao BeH T AR MR N BA, HleHib. LA XEE.
G AL TAESAERN. GEMN. SRl FHERN.

ALZPAEPBEH TURLEERMNABX, Sl LBEG. T
AR RBEEEFR. ERHNZEFARN, TUAKBLHL
4, ALEESH I RXHEEMNPEFN., LHERMNELTAZ
ERLFY. MBI TEZOHREMNREMN FHOLAY. TEaHNE
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BREEFER, Pl 1,3-TBER., THESORAPEMN TR
AAFHRERER, CAFERLARR. F, LBAGARELRD
TAFGREAEEMNRESFI K. ARTAEACEEZPOREL
W, AEARME N B 8. A, EHBFRBRRAAET
ARMAEZEHN T, RETAAMAKGRELEBBRRAR S FHR
AT, Pl Lk, %%&Vﬁkﬁ(ﬁ%mﬁxm%)

KM (BpARa b, HEAMN, RHfPEHMN) 28,
TAEF RAEBZEHANE Y pH. R pH é‘ﬂ}’ﬁ B 3k T vl & ALK
EFBAARCHGFRFE. CTRERESHEFHN, UARHF
%) 3 45 pH.

AXZRAESYETARENGEILYE, ATHHNELMNE Y.
BEPAPEBRMNE, TAKGHEESGEANBERTYHNRE,
GZREMAEFTETRAAK, 22 EABEET LR, L3 AR
MAEL, B, ZHRAGERMNEZHATIRAIRL S
Bt .

eMELTRBETEA. RA, FEARABNERZLSYS, Al
Fl. RAH. BAPRLEFMN.

ik BEBFRBRLBEGRKLAFHTAARRGH, Fk. &F
. LA, BEKR. BA. KE. BN, KE. AN, BAPRLFH
XL,

AHGBR RS EFERGTHEAI EARRE R RTR LA
O REFRATIHANANMEY, Pl EXREAE. HHAE
B EMRHERESZSEREN S LE. SBEARBEIEAR X RR
RKt——HlF bRk, 53 FBARBESLAXGEBERSF.

BAREERGEHAEARERN. HFe4 M. AZ2AYH. &
2%, RTRAYEFTELFTAHGRMN. T2 ABRFALALTMNFLHN
MAMRAG. A TESAGN, ST A5 420588443 R
L, Bldo Tope M — 8K M — BERY.

BEARRFERGTHRAZRFAGHER A4 4Ee, B, €
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MR EAETEHNAZABTHEEIFRARNFR T EEOLET A
.

AXPLSHTARATEMNEALARARAGERT . CNH4EH
HRXEHBERZHNANAY, £FTHHEAMEE, THAY “F
A—Kk” 4@ A2 H. eMTAEWIMEF. H#2H, BETFKSES
.

AXAFHGRE ST ELGOERALETENMRGRERM THE
MEALEK. BHGELEYE. LE. FTAR. L5 IEE,
CMNAE A FALKRAEE, BHRTHEXLXAXHFERE. R
ERNOARENOELEHS LR ENRGET. XEEE. 2
ZERBTANERBERERBEREFERBOGRE.

BBAXPVOGRESD TANEER L RILTIHELYE, oA £
hirE., EHOEH. BE. BE0EF. L. H. HF. L F
F.

Wﬂ%ﬁwﬁﬁﬁ%ﬁﬂﬁﬂ%%iﬁ%ﬁ&Aﬁiﬂ%°
BER., RILIHHEPREZLE TN mF. EFFLEHAKET
AARFREEFEARZ, ETREM TR EMGE %RLEY
BN HAEGERRKSEMAGE. Hlio, SHENLESDGLLLNETI
HESA VLN EAE L AEFRRS. THAAGELH T4 0001 5
0.5 M. T ETARFEXTEMNBGEAKET RN, BHET
vAZ 0.01 £ 10mg/kg 4 £, 4£3&H 0.1 £ 3mg/kg. A6 FH] T v
AT ELSBGAELTRYG. GF, REWLEHETARXHKX 1
24Kk, HAAFR1E2R XA TELHEIERAFEFAR
Rk, EMTAABERGEA L. LbdlT, 28GR0 EFH
RERETiHEe AR EHERAGFER, MEFLEEZER
. AERX TR, THEEFLEFHEERMNERAFRRET
SHEE, GEMABLAKLEYEEN, AT ARGSE, hE.
»&&% WRFedkf, RGN EAER, HEgEEs, AWK

HOREGY, PEIETOFELAMRG S EHE, XETHKM
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BRBEARAR LG EM.

GREHTATTFEARFE. TEFAME (FTENHE) pE
EEEEMNBAET, ATEEERAEARATENLAANLRR
TBRPEFTH, bloud, ZLLDBENESEZ AR LT
Donaldson, Molly S.; Dorflinger, L.; Brown, Sarah S.v; Benet, Leslie Z.,
Editors € X 3k 5] B(RU 486)F= -1t 33 -8 ] 65 15 K &£ A Y Committee
on Antiprogestins: Assessing the Science, Institute of Medicine,
National Academy Press, 1993. © 1T A4E P R4k, A T A4 %
1660 8 6 Ak,

BT AR — PR, 55 XE KK, TIFE
BT e, XY AR RS IRBEES LN, REFANE,
B &R e,

& B ARE

AKXPLESHTUHRRBE 1 £ 3 BEGRFRTHNE, AET
11B-% 3.-3,3-[1,2- T 3k s (4)]-5a-Z K -17B-# 945 ( #l o A 1
Wb A1 X EMGHES) K 3 4-— A-11B-F K-33-[1,2-2 L
R (R)]-17-88 F S ¥ -9-%5 -178,2° (2’ H)-wb % ] -50-8F (Hl4w B 3
oM C-1 REMGLEH) . A1 X C-1 ERGAESH Tl B—
HEREFMNYFLESBRFRAHNE, LARLHARA “BARRKK
RREEFRRG 17B-AE-1B-FRAEARLESIALITAY” , & C
E. Cook, J. A. Kepler, R. S. Shetty, G. S. Bartley #= D. Lee 5 X ¥ 34 F]
B4 R (K HE 4% 5 2025-0133-77) .

Blde, ¥ A-1 EERLH/KERTAIEEH (KA IRT
b AAh) RAKLE, FREAGKEY 173-N-BARLALES Y
A2, RARSKER (KEAH=ZRTLEHKE CH.CL E&R) &,
TR BB, F3 49-2H-3-8 A-3. »RETRKEE
A-2 A4 R G4 NaBH;CN &3, f#FHRA, £ FEK 178-
N-FRA-N-ZAASH A5, THAE A2 ME & F X KBRBLK,
5 =4 8 A-T.
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RS H A1 E£EHE (KA 70C AL ) TE/K/W A %%
(THR)E R TAL TGN (KA AORTIETLEL) PRILELE,
AR AR 17B-B A-4. X At A-M 48 46 b b AT 3E AT K B Ae B
K, {3 8 A-6. A-6 YR ATRE—F#ATE, Hl4ep A A4
BEAAR SR F kit A®E. B, ¥ A6 AFTEHM NN-=
FRTUAE - EROCOKLE, FHTHRAELSY, maestw T+ AT
BEETAY, NEHLBERIILLS TG A K.

WRUEEH A I REETEARKAGE, SFLAKRAKY
W, MAMANERBIRFLEREGEEK. B E R £
CH,CH,COOEt (4% B-1) , BRI ERFLEHETHAER
8935, R A RIFRBE B-2. RERBABABK, 3 %8 B-3.
R AW A 1IA R E/TELSLEIALAEL (FRE), iz i
FRF L TERMAINEAE, #losd C-1, LHEMEE—H
ERERPIHY, KALHKY “BARAXBREETHRAG 17-5
H-1B-FRAEHWESHALITEY”, W C. E. Cook, J. A. Kepler, R.
S. Shetty, G. S. Bartley # D. Lee 5 A w# R (KRESHF
2025-0133-77) . KFEAb W AMAMAZR, F5 N-FLEabk
¥ C-2, BT lde LATE KB4 BLAKER=IGEA.

B-2 fv C-2 FHEHA T Mg F R4k, €©A144 @3 AMHE KR
ARCEGTEHMAE/FTHGLESY, AN ALY XA
7 N- O-BRAF/RER, HloffB Kkl BHTRE—F AT
BoM, 4o N-BCAAER N-BEAAAL., TRAESHI RE G Eabi itk
124 B-2. B-3. C-2 # C-3.

WA KR — RN E, RKF LR TES, TAFH @
— S M, XPHMRESZREMAAEERAEE, RIS AL,
AR PR b6y,

—RRBRAE B FAME, AMNANTHHAT LR BRI, &
AELEE—F 4L, P9 A%H(THRN)RZERALTAXRE
FRA MG, AR AT BB R B Fo X 5454 2
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ETREAXAAT#HITY., %5 @%%(TLC)}%& EM Science
R 60 F-254 3 Lt 4765, 444 — #3833 UV AT (254nm) & 2t

TRAF FREKET AR, %8 EM Science £ 60 A ( 230-400
) AT M &R BEEEE, EXRBBEPKREAT, AA%HE
RAEMNBERLATREG., B ER Mel-Temp Il LR 285, K2k E
IS A EM, '"H NMR X% 2 /£ 250MHz F. £ Bruker AC 250
KiEit LR R4, L CDCL; #EHEM, v ¥R a5 (TMS)H % A
. HREMKT TMS L FEHBMA, $42% ppm. FiE—H L@
70eV T8 FREAE 6, NEZ XL 5989A. T+ 4 # & Atlantic
Microlab Inc., Altanta, GA it 47.

%34 1 11B-[4-(N,N-= F KK )E K )-178-(N-# £ & % )-17a-
(1- & # 3 ) # -4,9- = # -3- 8 [A-3 (R'=4-Me;N-, R’=CH,CC-,
R6=R12=H)]é§ 2 %,

11B-[4-(N,N- = 7 R JL ) K 3£ 1-3,3-[1,2- & T % R (4)]-50- 7 % -
17B-(N- # & & A )-17a-(1- & % 3L ) ¥ -9- 5 [A-2 (R'=4-Me,N-,
R’=CH;CC-, R°*=R!’=H)]

EERT, ¥ 46 6.34g (12.2mmol)#4 & & % A-1 (R'=4-Me,N-,
R’=CH;CC-, R*=R"’=H)5 1.37g (25.6mmol) NH,Cl #J 160ml THF.
80ml EtOH 5 80ml K 6§35 % F m A 7.17g (110mmol)5#-(-325 B).
BH 151 HE, REPWEY T EtOAc At s L3t &, ®E M
MAKEEZKR, £ NaSO, T8, 2B, AEREEN, £Fati
N B4R (6.42g). Zd Ik & (70% EtOAc # T3 & )F 5 £ K
A-2 (R'=4-Me;N-, R'=CH;CC-, R°=R"’=H) (3.60g, # % 60%) 1

NMR (250 MHz, CDCl,) 6 7.05 (2H, d, J = 8.6 Hz), 6.64 (2H, d, J=8.8 Hz), 5.02 (1H, brs),
4.43 (1H, 5), 4.21 (1H, d, J = 6.2 Hz), 4.02-3.92 (4H, m), 2.90 (6H, s), 1.91 (1H, s), 0.48 (3H,
s).

11B-[4-(N,N-= 7 R A ) K K J-17B-(N-# K £ 5)-17a-(1-7& $ %)
#-4,9-— 5 -3-8 |A-3 (R'=4-Me;N-, R'=CH;CC-, R°=R"*=H)

FEFKEFAHET, # 3.60g (7.11lmmo) Z A% 8 A2 (R'=4-
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Me;N-, R’=CH3CC-, R*=R'*=H) 4 316ml CH,Cl, 55 6.3ml & ¥ #) &4
PR AEF 150N, @R EH 5K E F & i 8.80ml (114mmol)
ZRLE. AR 3IIEE, B mALd F4 4 NaHCO; XE &,
REVEZTERTHRH 2054%4. 254KE, A EtOAc FR =K.
S EHAMNEZRA jtﬂi/ﬁ':l?’ﬁ)/k, % Na,SO, T3, T, RER
FEMN, FEXEBRKQG11g). 23K 6% (70% EtOAc ¥ TR &E
#). A % E>97% (AR HPLC h\#ﬁmim%ﬁn, R =%
B A-3 (R'=4-Me;N-, R’=CH;CC-, R*=R"’=H) (2.37g, & % 75%) [mp
100-117C(RZH)]. HATRAE NCAZTFTFHR 14 I, FIF
AEFE Y, LELEXARKIK. H
NMR (250 MHz, CDCl,) 6 7.01 (2H, d, ] = 8.5 Hz), 6.65 (2H,d. J =89 Hz), 5.75 (1H, s).

5.16 (1H, brs), 4.65 (1H, s), 4.31 (1H, brs), 2.91 (6H, 5), 1.94 (3H, 5), 0.55 (3H, 5). 4 #F

11111

6.12. MS m/z(#8 =} 3% B)ad4 (M-, 12), 428 (12), 411 (23), 134 (51), 121 (100).

LA 2 11B-[4-(N,N-=F KAL) KK ]-178-(N-Z L -N-F & L)-
17a-(1- 7 % 35 ) ¥ -4,9- — % -3- 8 [A-7 (R'=4-Me,N-, R’=CH;CC-,
R°=R"Z=H)] & 4~ 5%,

T1B-[4-(N,N-= 7 R ) K K ]-3,3-[1,2- T A R (R)]-50-7 4 -
17B-(N-# & -N- ¥ £ % )-17a-(1- & ¥ KX )3 -9- 5 [A-5 (R'=4-Me;N-,
R’=CH;3CC-, R°=R!*=H)]

£ ZEE T, & 232mg (0.458mmol) # B A-2 (R'=4-Me,N-,
R’=CH3CC-, R*=R"”=H)# 4.6ml CH3CN # & #& F / A 0.19ml
(2.3mmol)# R LA, KB MmMA 49mg (0.733mmol) NaBH3CN. 45 &
e, MeFaEREaBRERERSH[pH 8-9 (FiL A H,0 2H
@ pH KA T HLER) P AZ I H S REEE(EH KRS 1 #H), &
pHA 7, £¥ 4K, 150 0E, MEERPpH A S, FmA— I3

H(KY 0.25 B)kBhER, 40 545, MAtaf NaHCO; KiE &A=
EtOAc. £ B & KE, M EtOAc ¥R =K. & miEkAH
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K#FMR, 2 Na SO, T, &, AERETER. MFAERK
BB &3 3 4 406(60% EtOAc ¥ T #&), % N-FRAEK A-5
(R'=4-Me;N-, R’=CH3CC-, R*=R"’=H) (74mg, & % 31%)
'H NMR (250 MHz, CDCl,) 6 7.04 (2H, d, J=8.7 Hz), 6.63 2H,d. J =
8.7 Hz), 4.42 (1H, s), 4.16 (1H, br s), 4.02-3.92 (4H, m), 2.89 (6H, s), 2.54 (3H, s), 1.96 (3H,
s), 0.51 (3H, s).

11B-[4-(N,N-= P R A )X K )-17B-(N- B X -N-F & #)-17a-(1-&
e H)BE-4,9-— 1 -3-8[A-7 (R'=4-Me,N-, R’'=CH;CC-, R*=R"’=H)]

£ O0CT, AA AN 122mg (234mmol) N-F X £ % 8 A-S
(R'=4-Me,;N-, R’=CH3CC-, R*=R"?=H)/ 10.2ml CH,Cl,. 0.5ml CDCl;
5 021ml A F & RAYH FEM0.29ml 3.76mmol) = R L E. £ 0T
TR AR 5.5 G, mA4Ff NaHCO; K&, RA4BEHF 30
a4, REM EtOAcH#H. 2 B4 KE, A EOAcFR=K. &4
B ANERMEKRBERA, £ NaSO, T, &, RERILE
F, HFE X ERKXAISmE). T A K&k €% % 80% EtOAc )
ThE®). KRB REK ik &% %(1.1:30:68.9 ¢ MeOH-THF-Z
R) RERBRFTEFREHEEF(TRK, REZ 30% THF 9 TRE
). RERRAHE&E HPLC (20% H,0 ¥ MeOH &% ik )44t, 5%
WX Z B %8R A-7 (R'=4-Me;N-, R’=CH;CC-, R°’=R"’=H) (29.0mg,
& 27%), I HPLC 4947, B Z 4 >97% HNMR (250 MHz,

CDCl,) 6 7.00 (2H, d, J = 8.5 Hz), 6.65 (2H, d, J = 8.8 Hz), 5.75 (1H, s), 4.28 (1H, d. ] = 6.4

Hz),2.91 (6H, s), 2.57 3H, 5), 1.98 (3H, s), 0.58 (3H.s). & # it H 4i: C,H,N,0, +0.75
H,0: C,76.32; H,843; N,5.93. a £ 44:C, 76.62; H, 8.17; N, 5.87. MS m/z(F8 2§ 3% JE)458
(M, 13), 441 (32), 411 (21), 320 (24), 278 (23), 225 (23), 121 (100).
P 3 17p-F A -11B-[4-(N,N-= 7 &)X X - 170-(1-F #
FK ) -4,9-— 5 -3-F[A-6 (R'=4-Me;N-, R'=CH3CC-, R°=R"’=H)|#5 &
&
17B- & A -11B-[4-(N,N- = 7 R K% K ]-3,3-[1,2- & Z A& R (R)]-
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Sa- # F -17a-(1- & % 35 ) # -9- 1 [A-4 (R'=4-Me;N-, R'=CH;CC-,
R°=R"’=H)]

A 70C T, 634 4 5.00g (9.60mmol)#4 3L & & A-1 (R'=4-Me,N-,
R’=CH;CC-, R6=R”=H)«'§ 10.3g (192mmol) NH4Cl 5 100ml THF.
50ml EtOH 5 50ml & # % & F A 37.7g (576mmol)&#r(-325 B).
AEBERK TSI HE, BAHAHELTE, #9 T EtOAc @it a3
EHBE. ERERMEARKEKZR, £ NaSO, T3, it AERE
mAl, FEKEEKAISE). 2EHKEE(20% MeOH # EtOAc
& #)AF 2] 8L A B A-4 (R'=4-Me;N-, R’=CH;CC-, R*=R"=H) (3.48g,
B & 74%) 'H NMR (250 MHz, CDCL,) 6 7.06 (2H, d, J = 8.5 Hz), 6.64 (2H, d, J = 8.8 Hz),

4.42 (1H, br s), 4.25 (1H,d, )= 6.9 Hz), 4.03-3.90 (4H, m), 2.91 (6H, s), 1.84 (3H, s), 0.40
(3H, s).

17B- 22X -11B-[4-(N,N-= ¥ £ I5) X 3L )-17a-(1- & $e & )He-4,9-=
$i -3-81 [A-6 (R'=4-Me;N-, R’=CH;CC-, R°=R'?=H)]

¥ 265mg (0.540mmol) £ KX & % % 8 A4 (R'=4-Me,N-,
R’=CH;CC-, R*=R'’=H)/ 24ml CH,Cl, 5 0.48ml K ¥ # %4 % f& %
K THAEE 15 b if, AhERFGLHEZTH M 0.67ml
(8.69mmol) = R L E. B AHHF 45 It E, EEmAT T
NaHCO; Kix#k, REWARBEEZERTHEM 30 54. 2 54KE,
M EAKFR =K, % Na,SO T8, S, BEREEN, FHX%E
i (258mg). 4% 'HNMR 547, AZ#HF5 XM EAWRLET 4
B, EXMAEETTARREITEEHHALRE, R EH—F 4
. 2 B &% (12% MeOH # EtOAc & &), K & 2 2 Ik &% (10%
MeOH # EtOAc & i&). KRG 2 Et;N 41La ik &% (50% EtOAc &
LHIER). REZRMHEEE HPLC (30% H,0 # MeOH ik, 4
A EtN (S0mM)) 4] 5 4 £ >97% (148 HPLC 447 2] 2 )65 # A, # 5]
— % 8 A-6 (R'=4-Me;N-, R’=CH;CC-, R°=R'’=H) (44.6mg, K %
19%)
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'"H NMR (250 MHz, CDCl,) 6 7.03 (2H, d, J =8.7 Hz), 6.66 (2H. d, J = 8.9 Hz). 5.76
(1H, s), 4.36 (1H, d, J = 7.3 Hz), 2.92 (6H, 5), 1.84 (3H, 5), 0.48 (1H,s). % #7 it H 14:
C,H,N,O: C, 81.27; H, 8.47; N, 6.54.8 £ {4:C, 81.21; H, 8.50; N, 6.49. MS m/z (48 2}
3% ) 428 (M*, 61), 411 (97), 278 (33), 134 (100).

L3P 4 17p-(N-T 8 & 3 )-11B-[4-(N,N-= F £ HK) %X K ]-17a-
(1-7 $e 3L )#E-4,9-— 15 -3-F1 [A-8 (R'=4-Me,;N-, R’=CH3CC-, R'*=CH,
R°=R"=H)] #) & &,

£ 0CTF, & 72mg (0.168mmol) &k — 48 A-6 (R'=4-Me,N-,
R’=CH;CC-, R*=R"*=H)#» 1.6ml%t%% 65 & & ¥ /m A\ 18.0ml (185mmol)
Ac,0. 25 D HE, MA—# A0, 30 046, BRELZBEWUEAA
ATHIRG. KA XHEEDS IImg RAFHSGFHE54F, R
i BIR &% % 90% EtOAc I TIER), T3 SR A-S
(R'=4-Me,N-, R’=CH;CC-, R!’=CH;, R°=R'’=H) (64.8mg), # k.
MG 3t 47 = ¥ K48 HPLC %44 (80:20 #5 MeOH-H,0, 75:25 #
MeOH-H,0 # 77.5:22.5 #5 MeOH-H,0), %% —% & A-8 (R'=4-
Me;N-, R’=CH;3CC-, R'"=CHj3, R°=R"*=H) (37.7mg, & ¥ 38% (A%
J5)), 3 HPLC & 547, B LE>97%.

'HNMR (250 MHz, CDCl,) 6 7.03 (2H, d, ] = 8.6

Hz), 6.70 (2H, d, ] = 8.8 Hz), 5.67 (1H, s), 5.55 (1H, br s), 4.36 (1H, d, ] = 6.2 Hz), 2.92 (GH,
s), 1.93 (3H, 5), 1.87 (3H, 5), 0.49 3H, 5). - #7 i+ F 44: C.H,N,0,+0.5 H,0: C,77.63:
H, 8.20; N, 5.84. | & 44: C, 77.30; H, 8.20; N, 5.77. MS m/2{}8 2t 7% /2)470 (M-, 100), 411

(9), 280 (44), 121 (41).

Fab 5 11B-[4-(N,N-= F &K 3K )% K 1-178-(N-F 8 &1 )-170-
(1- & $ 35 ) ¥ -4,9- = # -3- B [A-8 (R'=4-Me;N-, R’=CH;3CC-,
Rl()=R6=R12=H)]

AEERT, #2.11g (10.2mmol) = 3K & 8 — ¥ k& 11ml CHCl3
YA P M 20.4ml (20.4mmol) 1.00M F & & CHCL X%, A @ &k
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REE. 45 545, ¥iERSHMmAF 219 (5.11mmol) &L & 1
A-6 (R'=4-Me;N-, R'=CH3CC-, R°=R"’=H)5 2.47ml (30.7mmol)". %
£ 22mI CHCL P #% & F. 200455, MmA 66ml T8, AFRA
PpAdEELRTE BIm BRI HRAK. BERREKRS, R
A 22ml EtOAc ##, #HF 1054, MR REe W B I A F L T RK,
A 3ml EtOAc oA K. BRAERS. R4 A 11ml ¥R &K
WHEZR, BERAHALFRTRERSE. #—FEAALZT TR LS
M, %3 '"HNMR 547, REEXRSH RN E, ZERKEE(T5%
EtOAc ¥ TR E &), 4% P& K A-8 (R'=4-Me,N-, R’=CH;CC-,
RY=R’=R"=H) (1.56g, & & 67%) [mp 128-142C (L ZH)]. FH A
HPLC £ # 8 % 56 >97%, TvAf£ 90C A X T ik 16 I W, &
B REENG FH, HIE HPLC 54, BRELE>IT%. ZL&Hl
FHEH XGRS HAALAGE 'H NMR R%K). '"H NMR (250MHz,
CDCl;, %4 A¥E 25 KW X 65164H]) 8 8.52(1H,d, J = 11.7 Hz).
6.98 (2H, d, J = 8.6 Hz), 6.64 (2H, d, ] = 8.8 Hz), 6.21 (1H, d, J = 11.8 Hz), 5.77 (1H, 5). 4.37
(1H, d,J = 6.7 Hz), 2.91 (6H, 5), 1.90 (3H, 5), 0.47 3H, 5); K & X.: 8.08 (IH. s), 7.04
(B%) ,5.68(1H,s),1.88 BH,5),0.50 (A*¥) . St 4h:  CuH, N0, +1.25

H,0: C,75.20; H, 8.10; N, 5.85. # £ {4:C, 75.17; H, 7.56; N, 5.80. MS m/z0 st 3% §)456

(M, 94), 280 (44), 134 (51), 121 (100).

g 6 17p-R A& -17a-3-F K & X)-11B-[4-(N-h & F HK)XK
% | M -4,9- = # 3-8 [A-6 (R'=4-(% & T 4 )-, R'=-(CH,);0H,
R°=R"’=H)|# &~ &

3,3-[1,2- £ T R (F)]-5a,100- B4 #-9(11)-%5 -17- 8

£ 0C T, & 32.0g (102mmol) 3,3-[1,2- £ Z & 2 (£.)] # -
5(10),9(11)- = % -17- 8 # 192ml CH,Cl, #5 & % F A 7.04ml
(50.9mmol) 7~ & & & = /K 44 (Lancaster Synthesis, Inc.), R &G &
2.46g (17.3mmol) Na,HPO,, X G M A ZHEH ( REGMIHEEH) &
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R4 7 M 8.64ml (153mmol) 50% H,0,. 4 4 A A H 18 1,
L EadtEER, REMA 192ml 42f Na,S,0; KiF k.
BH 2045445, Y57 —G20e)T L& BAE F &k F o4&
B ARG EFES RS, THLSKE (KE), A 80mlEtOAc FR =
k). A B AMEZRM 240ml EtOAc #%, A 80ml 42 F NaHCO;
KEREAEH/EA, B 80ml EKEEHK, % MgSO, T, ik,
BEREXEM. KERKT61gM 320ml — T ERAH, 8% H K
NEBEF 208, HRGEXRBIE A =G x 32.09) 025K
MR (F4A%) FEEANHMASFHARIILEHHRS RS, K@l Al
ek R FRE, A4oml —LEAFE=ZK, RERT 1.5 H.
(e iatat, ELZTTR, BHNES
%, % 69 38 8464 (89.5g, B & 53%)
'H NMR (250 MHz, CDCl,) 6 6.06 (1H, br s), 3.98-3.88 (4H, m), 2.52-2.44 (2H, m).

1.32-1.12 (1H, m), 0.88 (3H, s).

1-(4-38 F 3K )k s

BERT, ERARZEARBEF LIS SL B ARRMKA, & 320g
(1.86mmol, 1.00 % ¥) 4- XA 1.20L FEXHGER T MmN 648ml
(3.72mmol, 2.00 ¥ €)= AKX T, KB L 253ml (1.86mmol, 1.00
L¥)1,5-=# K%, MEM200ml FEA%. FAIAMBKE, FAXK
BHGERMAZE100C £ 115C, REZARBERSG R LT ZR
E. 10 HE, TLCAOMAEKINGMETHOHLEREG. BAF
AAREREGEZEERSGVAFHEER. £8 T 390ml FX, HR
SYRBERBRRTHBEX Y. AAALELERBRTHREHS
AhiEB R ACKEBAWK, AR TR+ %EKGx320ml). ( A7
HREAKRE—FTATEFR, BN EPR. ) HEERER
JETFaEERR, RER—FAEAETRAT TR EEMN 1208, FHE
095 & B 4K (398g, K F 89%), AR k. Bk 20.0g i AY R
AT EBEKA, FHTHEALTE.

ERKGHEREET, QL2 FH378g) T~ L. &4 300ml

35



99806801. 2 oM P ZE29/4610

AN 1.50L — 8. £& T 304545, L8R, X iF4. &
PEARAEMNBmBARLE, oK EEEER, FEAKRKALT
B4 %G x100ml). EERT, &5 ERE R T mA 38.5ml
(406mmol) LB BF . A E R THFHEIIHE, £AFET A 300ml 10%
AR BAKRBEREF 3.7% HClpy), REVARBEH S24, XRAAY
THRETRTAER. 2 HRE, B 10%8 KB KEZEF IS x300ml).
EMASIFBHBAKER, AhXJEREAK, RXEMA 150ml =T
MEXR—Kk., EERPARERT, W2 2054 QKERTER
MmN 235ml R A A4, BAE pH 10. AREEFT, ANKFE
Hie/aeRRGRE BT A 600ml —Z8, K% 10 545 B
KEEEM. S BEAKE, R_CBFERQx150ml). 4F 5085
A KA Q x 150ml), % Na,SO, T3, &, A AFMALE
mEREZEN. #—FELETREIEMN 1208, F2FFske >
B, AXRZEEEEIKR[338g, KE 80% (R 20.0g /& &5 #14))
'H NMR (250 MHz, CDCl,) & 7.29 (2H, d, ] = 9.1 Hz),
6.76 (2H, d, J = 9.1 Hz), 3.11-3.07 (4H, m), 1.73-1.66 (4H, m), 1.59-1.51 (2H, m).

3,3-[1,2- & T K X (§)]-5a- 7 K -11B-[4-(N-7 % F F5 )% 3K |9 -9-
i -17-8

BERARENREH L E G ILHREMA FEAN 9.67g (398mmol)
$#F, ETRARLAKTHTKRE FR(ame-dry). AH EERE,
AN 333ml THF, REZILEHGK, TREERIIFEE. GAZLE
¥ &R F A 91.9g (383mmol) 1-(4-38 X H )k % £ 333ml THF
FEEEY 40ml. mARASMEEAKRYSLSAHE, AR ERE
RREE, RHERSGHAFEIRELETE. HE 15 HEMRL4LE
hiEk, REMAREBEKRKETASH 1.8 M, RE—KRHEMA
15.1g (153mmol)#& K CuCl. REVAKEH 0B, ML 30H
mA (HIAN) 50.6g (153mmol) 3,3-[1,2- 3 Z & X (5R)]-5a,10a- 4L
-9(11)-#-17-589 64 380ml THF Ei#&k, ARXEAXA X E XK ER. 104
%, %A 250ml4eFe NHCl K& &, K52 630ml EtOAc.
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BH 30045, REW A 300ml KFHFFHEF. 5 F 4K E, A 250mI
EtOAc ¥R =k, 4B AMERM 250ml EXkH%HK =%, &
MgSO, T35, &, REBRLEN. MAEHRQ16g)E B EMF
R &6 FH(11.3g)E 55ml CH,CL ¥4, RELTRKE#
( i CH,ClL, ek et F R KL XME =4, KEM 60% EtOAc &
CEREREBRZH), HHAAEH, AT K2 8ARERIE
W, A PRABEANCE R 17-BALE ARRAEF—FE#ESTS
BB SRITH KM FRFSGREN., RITEHRSGAKE#
% % (60% EtOAc ¥ TR ER), FHAALT LG TH(652g, AEEH
B £ 79%) 'HNMR (250 MHz, CDCL,) & 7.07

(2H, d, J=8.6 Hz), 6.83 (2H, d, J = 8.7 Hz), 4.53 (1H,s),4.30 (1H, d, J = 6.8 Hz). 4.02-3.92

(4H, m), 3.13-3.08 (4H, m), 0.50 (3H, s).

3,3-[1,2- & Z 3k W (§)]-50- 7 K -11B-[4-(N-"k % F 3L )& 3L ¥ -9-
i -17-55

EEBRFEAT, @ 65.1g (132mmol) 3,3-[1,2-F T K R (£)]-5a-
7 -11B-[4-(N- 5T F 2R )KL | #-9- 5 -17-BA o 450ml K K WLE 6 35
B P MmN 15.2g 218mmol) B B k. I 19.5 &, A 1.50L
K A= 475ml EtOAc. #H 10 545, 4 &4 K E, A 275ml EtOAc
W=k, SFEHANERA 275ml kKK EHK, £ Na,SO,
T, L&, REREEMN. MFEXEAWCTHREET A 275ml ¥
FHERMEHALZR LR 4BgBEMTENEOBRR
A, —F AT FREEN, REAMETHE, HKEEKSBLTY),
3 HNMR @B S RAMR., SV RAESEATLAEE—F 1.
'"H NMR (250 MHz, CDCl;) 6 8.37 (1H, br s), 7.08 (2H, d, J = 9.0 Hz), 6.81 (2H, d, J = 8.6 Hz),
4.37 (1H.s),4.22 (1H, d, J = 6.6 Hz), 4.08-3.89 (4H, m), 3.12-3.08 (4H, m), 0.54 (3H, s).

3,3-[1,2- & T A A (A)]-5a- 7 K -11B-[4-(N-"k = F K -N-A 4t H)
¥ K934 -17-15

£ 0CTF, 1 81.7g (18 & 148mmol) 3,3-[1,2-F Z 3 R (5.)]-5a-F
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3 -11B-[4-(N-%R %= F 35 ) K A |8 -9-15 -17-15 F= 290m1 CH,Cl, #5 % 3% F
A 103ml (73.7mmo) S R A =KE& . ARHABEET, #w
17.8ml (310mmol) 50% H,0,. ‘4% B A HEHF 14.5 b uf, H R4S
W EE# A £ ER. mAK@I4mD)F EtOAc (1.65L), Fig R4
AoEHF 2004, 2 BAME, A 125ml KERLEZK., & BHK
BREAFTT I HNAELE—FTRE. FJEHATREALAT TR
%, MTHEMALLZ: H
NMR (250 MHz, CDCL,) 4 10.7 (1H, br s), 7.96 (2H, d,J = 8.6 Hz), 7.36 (2H, d, J = 8.6 Hz),
4.39-4.32 (1H, m), 4.05-3.97 (4H, m), 3.68-3.56 (2H, m), 3.44-3.39 (2H, m), 0.49 (3H, s).
17-38-3,3-[1,2-3 T A S (R)]-50- 7 3 -17-75 FK-11B-[4-(N-"R 5T F
HOE K9 [A-1 (R'=4-(N-" "% F 3L )-, R’=Br, R°=R'’=H)]
LAERT, ¥ 65.9g (369mmol) N-3& 4X, 3% 74 8 T B (NBS) 4 375ml
1,4-="&5t F 6955 % F A 37.0g (369mmol) KHCO; £ 375ml K F &
iR, 5 94, EE 33-[1,2-F LA R(R)]-5a-F K -11B-[4-(N-%
TR -N-BALH)E R M-I H-17T- R EREEZRTM 720ml
1,4-— B8, KEL1E mAF NBS-KHCO; & & ¥, ANkl
BEIFAARAEFLXEAIE. EREFETHRFI6IHE, A
262¢g (944mmol) FeSO,7H,0, A K A & & & 4, K JE mA 375ml
EtOAc# 650ml K. A K HH 30404 5, 4 & 4 /K &, 1 300ml EtOAc
EFRvwR., 4 EHAMEZRMA 300ml EAKEKEHBK, £ NaSO,
T, B, RERFZEMN, #3 A-1 (R'=4-(N-%% F ), R™=Br,
R°=RZ=H), A #&8:%K69.3g), AHALET—F T, £F 4.
'HNMR (250 MHz, CDCl,) & 7.07 (2H, d, ] = 7.5 Hz).
6.87 (2H, m), 4.42 (1H, s),4.32 (1H,d, ) = 6.0 Hz), 4.03-3.93 (4H, m), 3.43-3.28 (1H, m),

3.12 (4H, br s), 0.48 (3H, s).
3,3-[1,2- & T 3 X (4)]-50- 7 2 -17B- 74 3 -11B-[4-(N-% "= F &)
F AR )HE-9-45 [A-1 (R'=4-(N-"% "% F %)-, R®*=R"=R"*=H)]
EERT, MALSRFN 69.3g LdkmeEMmA-1 (R'=4-(N-
% % F #)-, R’=Br, R°=R"’=H)| £ 1.17L THF 5 230ml & ¥ &5 & #& ¥
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Sy, B2 10 mA 14.4g (380mmol) NaBH,. F& 1 K5,
o s N 84.3g (1.21mol) 3k BR & Jic £ 585ml K F #5515 44
B, #EAKE, B 116ml EtOAc FR = k. A EHAMNERA
116ml F K EA =K, % Na,SO, T, T, RERIXERMN, 3
k& 8K(56.2). WEBRET Y% CH,Ch, 23 HIK&E#(55%
EtOAc #¥ TR ER), HH AA F K A-1 (R'=4-(N-% = F ),
R°=R’=R'"’=H) (33.3g, 5 ¥ & % 45%), # 3% & B 4k. 'HNMR (250 MHz,
CDCl;) 6 7.04 (2H, d, ] =8.6 Hz2), 6.81 (2H,d, J=8.8 Hz), 438 (1H, 5), 4.33 (1H,t,J =
11 Hz), 423 (1H,d, J=6.6 Hz), 3.12-3.07 (4H, m), 2.71 (1H, d, J = 13 Hz), 0.36 (3H, s).

170-(2-F B3 & T % )-3,3-[1,2- & T A R (R)]-5a-F A-17p- 74 % -
11B-[4-(N-% %€ F 3 ) K L ¥ -9- 5 [A-1 (R'=4-(N-"% R F & )-, R'=-
(CH,);COOCH;, R*=R!*=H)]

EFRT, @ 12.0g (23.0mmol)# k¥ 4k A-1 (R'=4-(N-"% %% F
3 )-, R°=R'=R"=H)#» 65ml & T B #§ %44 F m A 41.2ml (460mmol)
AW ERFAE, KEHMI13.2ml (30.0mmol) 40%w/w =X FTE B
8 MeOH %% . £ T 1 408/E, MA 132ml 464 NH,Cl K& fo
132ml EtOAc. 4 &4 K E, M 30mlEtOAc ¥ IR=K. & EHAH
PERM 132ml 3k KR EHm K, £ Na,SO, T8, d&, REREE
M. 2 AR 6 60% EtOAc # S E &), RAHARE A1
(R'=4-(N-% % F #)-, R’=-(CH;);COOCH;, R°=R"=H) 11.8g (k& %
85%) 'HNMR (250 MHz, CDCL,) & 7.04 (2H, d, J = 8.6 Hz), 6.81 (2H, d, J = 8.7 Hz), 4.35

(1H, s), 4.30 (1H, d, J = 6.1 Hz), 4.03-3.93 (4H, m), 3.68 (3H, s), 3.11-3.07 (4H, m), 0.38

(BH, s).

3,3-[1,2- & LA R (R)]-50-F & -17a-(3-7 %% & & )-178-# A -11B-
[4-(N-ok %% F )3 K ) -9- 5 [A-1 (R'=4-(N-% % F #)-, R'=
(CH,);0H, R°=R!’=H)]

£ 0CTF, & 8.13g (13.3mmol)& A-1 (R'=4-(N-% "% F %)-, R'=-
(CH,),COOCH;, R*=R=H)# 145ml THF # & & ¥ A 67.0ml
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(67.0mmol) 1.0M DIBAL-H # &5 E & . 15 /\ﬁr)@ AN 55ml 48 Fe
BLBATAKRER, ARKER. REVAZRTEHR 2 IHE,
BREGK#E, FABRFGREGM. 2 BESKE, A EtOAc FR =K.
AFEGAWERRDEKKRERAK, % Na,SO T8, &, RER
FHEMN, FEAARE A1 R'=4-(N-RRT &), R'=(CH,);0H,
R°=R"=H), % & % (7.83g, # F 100%)
'H NMR (250 MHz, CDCL,) & 7.05 (2H, d, J
= 8.6 Hz), 6.81 (2H, d, J = 8.7 Hz), 4.38 (1H, s), 4.29 (1H, d, ] = 6.4 Hz), 4.02-3.93 (4H, m),
3.68-3.50 (2H, m), 3.11-3.07 (4H, m), 2.90-2.75 (1H, m), 0.37 (3H, s).
17p-£.35-3,3-[1,2- & T A R (A)]-5a-7 % -17a-3-F & & K )- 11|3
[4-(N-%k & F X )% X |9 -9- % [A-4 (R'=4-(N-"%*Z T })-, R'=-
(CH,);0H, R’=R"’=H)]
£ 70C F, & 7.25¢ (12.5mmol) 75 X & B A-1 (R'=4- (N % % F i)-,
R’=-(CH,);0H, R°*=R"*=H)5 13.4g (250mmol) NH,Cl #» 70ml EtOH.
70ml K5 140ml THF R YW E KXY 3 441w 49.0¢g
(749mmol)5F#r(-325 B). M RA VAR 18115, 2 EE
m, REAYST EtOAc, it A 3k, ERAEKRXETL,
% Na,SO, F1, i, BEBREEMN, £3 8L HH A4 R'=4-(N-
"% %% F 2 )-, R’=-(CH,);0H, R*=R"=H), #* & & X & B 1 (9.16g),
A#AT—F A F LA, HNMR (250 MHz, CDCL) 8 7.15 (2H,
d, J = 8.2 Hz), 6.85 (2H, d, J = 8.3 Hz), 4.40-4.20 (2H, m), 4.05-3.82 (4H, m), 3.46 (2H, br s),
3.10 (4H, br s), 0.54 (3H, s).
178-8. 3 -170-3-F & & £ )-11B-[4-(N-"k % F 3K )% K #-4,9-—
% -3-F [A-6 (R'=4-(N-" % T % )-, R'=-(CH;);0H, R°*=R"*=H)]
A 0C T, f Bl 253 15 9.45¢ (1R 52 13.0mmol)% & A-4 (R'=4-(N-
%% " F & )-, R’=-(CH,);0H, R°=R*=H). 575ml CH,Cl, 5 12ml K #§
L& ERAW T EM16.6ml 215mmo) =R L&, EHBAREAKE,
Zid K154 mEReE. MARFE 2 IHE, DSmAes
NaHCO; K& &, BRAPEE R TBHAMEH 14 1 8. R4 A EtOAc
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XR=k, GHEHAMNERMEKREERKR, £ NaSO, T, i
B, BEREEM, B3 W8 A6 R=4-N-%RRTFH), R=
(CH);0H, R°=R"’=H), % % & &% (6.18g, 3 A F HmA LB Wl £ %
74%), 3 'HNMR 8954, hBE&KS. 'H NMR (250 MHz. CDCl,)
57.04 (2H, d, J = 8.6 Hz), 6.85 (2H, d, = 8.7 Hz), 5.76 (1H, 5), 4.36 (1H, d, } = 6.1 Hz),
3.62-3.42 (2H, m), 3.13-3.09 (4H, m), 0.54 (3H, s). MS m/z(;ha 3% };{)488 M, 21),470
(37), 387 (100), 320 (25), 162 (52), 96 (35).
a7 17p-BRARE-170-3-FX FX)-11B-[4-(N-" % T %)
K% -4,9- = % 3-8 [A-3 (R'=4-(N-"& % F £ )-, R’=-(CH,);0H,
R°=R"2=H)] 4 4 &,
3,3-[1,2- L T AR (f)]-Sa-Z K -17B-F R K KA -170-3-2 L &
F)-11B-[4-(N-" 5T F 35 ) K 2L -9 [A-2 (R'=4-(N-" % F L )-, R'=-
(CH,);0H, R*=R"’=H)]

- EEET, % 4.34g (7.47mmol) A5 3 & BE A-1 (R'=4-(N-% = F % )-,
R’=-(CH,);0H, R’=R?=H)5 840mg (15.7mmol) NH,Cl /& 49ml
EtOH. 49ml kK5 99ml THF ¥ 6535 & 7 A 4.40g (67.2mmol)5H
(-325 B). AR 25005, RO T EtOAc @it st L3
T, ERAEKEEHK, 2 Na,SO, T3, $5&, BREBREEN.
2% it B i &5 (6% MeOH #) EtOAc 5&), B3 RAMAFE A-1
(R'=4-(N- % F 3£ )-, R’=-(CH,);0H, R°=R"“=H) (420mg, = ¥ %
10%)F BT & 09 2 B A BF A-2 (R'=4-(N-% "% F % )-, R'=-(CH,);0H,
R°=R"’=H) (2.95g, K % 70%)

'"H NMR (250 MHz, CDCl,) 8 7.07 (2H, d, J = 8.5 Hz), 6.82 (2H, d. ] = 8.7 Hz).

5.29 (1H, br s), 4.35 (1H, s), 4.18-4.16 (1H, br s), 4.01-3.92 (4H, m), 3.75-3.65 (1H, m),

3.60-3.51 (1H, m), 3.10-3.05 (4H, m), 1.04-0.93 (1H, m), 0.57 (3H, s).
17B-# R R A -17a-3-F K & FK)-11B-[4-(N-"k % F L )5k K |-
4,9- = # -3-F[A-3 (R'=4-(N-% % F 3£ )-, R’=-(CH,);0H, R°*=R"’=H)]
£ 0CTF, &AZ B 2.952 (5.20mmol)# i A-2 (R'=4-(N-"k
e F %)-, R'=-(CH);0H, R°=R"’=H). 4.80ml & 5 230ml CH,Cl, # %
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A% &M 6.50ml (84.2mmol) = F. Z 8. £ 0C TARIAHIE 3 I w
JG, MmN g F4ef NaHCOs KiER. EE R THIF 30 045,
RASDA EtOAc R =K. &FtEMAMERAEKRREBE, 2
Na,SO, T%, d&, RERIEMN, [FHXEEKQ.T77). ZH AR
5B EMFT EHE AW RQ0Sme) £ F CH,Cl, TR4, Zits
i & 7% (5.5% MeOH # EtOAc %), HFH K& 8K 1.99). €54
P85 5 S B R (393mg) E M E CH,CL, T R4, 233K &3#%(5.0%
MeOH #) EtOAc & #& ). 1 #% HPLC 8 547, & Jf L E>97%# 3 4,
3 8 A3 (R'=4-(N-"% " F % )-, R'=-(CH,);0H, R°’=R'’=H)
(1.69g, A G K E 52%). FEH R K3H5(1.682)FE 92C £ 94
CAZTFRISIHE, FTHEE 'H NMR G54, RE&EH,
% 3% HPLC 8 4547, %E>97% H

NMR (250 MHz, CDCL,) 4 7.03 (2H, d, J = 8.6 Hz), 6.84 (2H, d, J = 8.7 Hz), 5.75 (1H, s).
521 (1H,brs, ;T5 D,0 X 3% D,0), 4.28 (1H, d, J = 6.0 Hz), 3.78-3.74 (1H, m),

3.64-3.61 (1H, m), 3.10-3.02 (4H, m), 1.08-0.93 (1H, m), 0.64 (3H, s). MS m/z : LC-MS 505
(M+1); MS-MS 505 (M+1). - # it FL4h:  C,H.N,0,: C,76.15; H, 8.79; N, 5.55.8 3 {4
C,7590; H, 8.77; N, 5.50.

) 8 17B-(N-F Bt & I )-17a-[3-(F & & 3L ) & K )-11p-[4-
(N-% "% F H) K HL ) #-4,9- = 1 3-8 [A-8 (R'=4-(N-" % F & )-, R'=-
(CH);OCHO, R"'=R°=R"’=H)]

AERT, & 10.4g (50.6mmol) =3k T & 8 = I = 28ml CHCl;
65 & F /mA 101ml (101mmol) 1.00M ¥ & & CHCL & #&, A @ &
WEER. S54 5, FizRePmAF 6.18g (12.7mmol) R L B A-6
(R'=4-(N-% 52 F %)-, R’=-(CH,);O0H, R°=R'?’=H)}5 12.4ml (152mmol)
e fo SSmI CHCL 815 & F. 154046, mA—& L 4-—F R4
".25 G, AN S — R 4-Z W KA. % ¥ 2.60g (12.7mmol)
ZHRTHE K FHEY 25.3ml (25.3mmol) 1.00M ¥ & 6 CHCl; % & £
10ml CHC; ¥ % eW B S 54, WARRERAWHF. 108
o, R RAYHA 600ml — LEAHF, HABH 1208, #8T=
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e, BdARIRIE ARET. RELALT A M
HREERSGIER. K4HA 100ml EtOAc B4 45 204, A R4Kk
KRGS T EtOAcH#+ ik, s r#dE, Earbs—-I oz
BREMTEWNEAHARALGHERLHOEER L 0.688mmol)R
A, BEREEMN. X4 A 30ml P EREREHEE =K, # Mkt
EEERERSE (AR EwR) , 475 8428 &/ EBK. Y
WK &% (85% EtOAc ¢ THIER), 113 4.66g LXK
R, B 1.63g ZPRALAEISCEETFR 2110, B ENE
AT BKR(1.51g, BEEGKES51%). LEF P EE LD A MeOH
EARTXELRBEIEMR. 45 HE HPLC (C-18 &, YMC, inc.)2 #f
BT EFHEEESIT%, ABHFHEHLXNALE. BIEIHLLY
HHERFNBRSWAE HPLC 4 BEHX, RERKEAN, FHFZLE
ME &%, B4 TLC T2 LA '"HNMR A& 50 K5 7 XA 47
ACGLH KA 2:1). HNMR

(250 MHz, CDCI, integration adjusted for ratio of major and minor forms) & 8.03 (1H, s).
7.03 (2H, d,J = 8.5 Hz), 6.83 (2H, d, ] = 8.6 Hz), 5.75 (1H, s), 5.32 (1H, s), 4.44-4.30 (1H.

m), 4.25-4.15 (2H, m), 3.10 (4H, br s), 0.50 (3H, s); % £# X,: 8.14 (1H,d, J=12.4 Hz),
6.99 (2H, F#REHE ) 595(1H,d,J=124Hz). 54t H4i: CHNO,.: C.
74.97; H, 8.14; N, 5.14.34 € {&: C, 74.72; H, 8.26; N, 5.07. MS m/z(}g 2} 3% B)544 (M-, 25),
320 (23), 161 (100).

LA 9 17p-(N-F Bt R HE)-17a-3-F % & K )-11B-[4-(N-k %

F 3R E A #4-4,9-— 5 -3-FA [A-8 (R'=4-(N-% "% F £ )-, R'=-(CH,);OH,

R1°=R6=R12=H)]

EERPASEFT, & 1.43g (2.62mmol) TV & & A-8 (R'=4-(N-

% 2 F #)-, R'=-(CH,);OCHO, R""=R°=R"=H) % 24ml MeOH # /&4

PP iEm 0.48ml RARIE, BHBRYAGER. 1.2 IHE,

MmN 24ml 48 F0 G AL S K A & . 24ml K Fo 24ml EtOAc. & & 4 K E,

A EtOAc X =K. & AMER A LK EEHA, £ Na,SO,

T3, SiE, REBREEMN, F3 1.35g (KF 100%)> 9. ZHRK
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5 47damg BB EMF MGG FH AR E CH,CL P RS, 2184
i &% (8% MeOH # EtOAc %3k ), 5%k & 83K (1.59g). WA A
15ml CH,ClL, #R3#HEF =K, PAMNEHEARXEFRENRS, {3 &
Y, #E 'HNMR G, REHMAXLEEN. HHREISCALE
T 235 0, 53 136g AR ERSEMNGME FTRRAKL A
A-8 (R'=4-(N-% "% F 3L)-, R’=-(CH,);0H, R"=R°=R"=H) [1.45g, ¥
£ 79% (A XA )], &I HPLC &4 4, HE>97%. AR H#HAE
HPLC # '"H NMR %% £ MU0 K8 £ T Lk ¥ B A-8 (R'=4-
(N-%% %€ F #£)-, R'=-(CH,);OCHO, R“=R°=R"“=H)# F # % X (¥t 4
K #A 1:1).  'HNMR (250 MHz, CDCY, integration
adjusted for ratio of forms) 4 8.12 (1H, d, J = 12.3 Hz), 7.03 (2H, d, ) = 8.5 Hz), 6.83 (2H. d.
8.6 Hz), 6.39 (1H, d,J =12.9 Hz), 5.75 (1H, s), 4.40-4.31 (1H, m), 3.65-3.62 (2H, m),
3.10-3.08 (4H, m), 0.50 (3H, s); - € # X, ¥ 4: 8.01 (1H,s), 7.00 (2H, d, ] = 8.6 Hz).
539 (1H,s),0.49 BH, s). 2 # it F44: C,H.N,0,+0.25H,0: C, 76.04: H, 8.61: N.
537.3 £ 44:C,75.95; H, 8.62; N, 5.38. MS m/z@a =t 3% BS516 (M-, 44), 387 (16). 320

(38). 161 (100).

L P 10 -8 K -11B-[4-(N-R " T &) K X -8B ¥ -4,9- = F -
17B,2°-wb 2% 3t 2 ]-3-83 [B-3 (R'=4-(N-% % F 3L )-, R’=R"’=H)] 8 4~ &,

3,3-[1,2- % T & W (4)]-50-F % -5 -8 K -11B-[4-(N-"k T HA)X
B - [HE-9-5 -17B,2° - % 3] [B-2 (R'=4-(N-% % F & )-, R°=R"=H)]

A& 63ml 50%4 K L8 5 32ml THF 4 & # K & B-1 (R'=4-(N-
v % F % )-, R°=R'’=H, R=CHj;) (3.13g, 5.10mmol)#j X i&. i ¥
A 1.93g (73.4mmol) &4t 42 F= 20g (306mmol)5FHr. K F R4 £ 70
CTm#k2006. RERSpEIAF LR, BRkE. 79
ZidRkeE, M 6:3:1 LERUER-TH-PARERN, 3 1.97g (k%
70%) %% B-2 (R'=4-(N-% % F % )-, R°=R"’=H) IR( &k ,CDCL,) 3495,
2995, 2855, 1685, 1506, 1438. 1384, 1226 cm*; 'H NMR (250 MHz, CDCL,) § 7.03 (d, 2, ] =
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8.5 Hz, ArH), 6.83 (d.2.J = 8.8 Hz, ArH), 5.57 (s, 1, NH), 4.39 (s, 1, C, OH), 4.25 (d, 1,

J=59Hz, C,H), 3.98-4.02 (m, 4, (OCH,),), 3.09 (m, 4, N(CH,),), 0.42 (s, 3, C,, H).

57 B K -11B-[4-(N-" % F 25 ) K K |- 35 [ -4,9- =1 -17B,2°-wb 28 5T
35]-3-8[B-3 (R'=4-(N-"& % T % )-, R°=R"’=H)]

%] 120mg (0.23mmol) B-2 (R'=4-(N-% % F & )-, R°*=R"’=H)#=
2.5ml CH,Cl, 85 % F mA 0.1ml K, BEHWAEHZEO0C. QiZER
b E Y 0.5ml Z R LE(TFA). AEHAEOC TR 1IE. Ak
FHERAABERELRE, B CH,CLFER. CH,CL ERK. RE R
ok, BEK MgSO, T, TREMNERRELE, AALT
kg, mEpZIRKEE, A SS1 RV R-R-VEXRM, &
3] 79mg (K & 76%) % 6 B-3 (R'=4-(N-% % F )-, R®=R!’=H).

‘H NMR (250 MHz, CDCl,) 4 6.99

(d, 2,1 =8.7Hz, ArH), 6.64 (d, 2, ] = 8.8 Hz, ArH), 5.79 (s, 1, NH), 5.77 (s, 1, C, H), 4.36 (d,
1,J=6.4 Hz, C,.H), 3.12 (m, 4, N(CH,),), 0.49 (s, 3, C; H); JiiE . m/z (4
&) 484(75),374 (5), 320(16), 213(6), 174(17), 161(100); 4~ 47 # H 4fi: C,HN,0,:

C,79.30; H, 8.32; N, 5.78. & ;€ 44 :C, 79.12; H, 8.26; N, 5.72.

s 11 11B-[4-(N,N-= F R A)VEX-1- 2K -5-F K-8 [#-
4,9- = $i -17B,2’-wt % $%-3-82 [C-3 (R'=4-Me;N-, R°=R"’=H, R"’=CH3)]
& A AR,

1’,50- = # & -11B-[4-(N,N- = F & )X K ]-3,3-[12- B T HE R
(8)]-5°- F & -3 [ -9- 4 -17B,2°- . % 2| [C-2 (R'=4-Me;N-,
R°=R"’=H, R"=CH3)]

& # #F 6 C-1 (R'=4-Me;N-, R°=R"=H, R"=CHj;) (200mg,
0.38mmol)5 3.58mmol NaBH;CN 4 4ml ¥ & ¥ 655 & ¥ /w A 0.5ml
AcOH. R EHAEERTHIF 2 bif. Aief NHCLEREIER M,
i CHZClz R, AWEMRK. REMIAKZEE, L£AK NaSO, T

. AMERE, K%, FEHHAES C2 (R'=4-Me,N-, R*=R"=H,
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RP=CH,), AET—3HAE#—F sit.
'HNMR (250 MHz, CDCl,) 6 7.06 (d,2,J = 8.7
Hz, ArH), 6.64 (d, 2, J = 8.7 Hz, ArH), 4.35(s, 1, C, OH), 4.19 (d, 1,J = 6.2 Hz, C,, . H),
3.98-4.02 (m, 4, (OCH,),), 2.88 (s, 6, N(CH,),), 1.19 (d, 3, J = 6.5 Hz, HONCHCH,), 0.62 (s.
3,C,H).

11B-[4-(N,N-= F R ) E K -1 52 K -5°- F A 3R 9 -4,9- = 5 -
17B,2’ - "% £ ]-3-8 [C-3 (R'=4-Me;N-, R°=R"’=H, R"=CH;)]

# 200mg (0.38mmol) C-2 (R'=4-Me;N-, R°=R"’=H, R"=CH;)#=
2.0ml CH,Cl, 435 % ¥ A 0.1ml K, REAWAEHFZEO0C. A5G
EBRTHEMY 0.5mI TFA. R EHE OCTHEHFF 11H. KRR
Fo BB EAEREIERE, M CH,CL¥R., CH,CL, EAK. XE AR
kb, 2XEK NaSO, T, TREMERTE, FALZTRE.
HEWEERRKE#E, A3:1 LERLE-CRAR, F3 114mg (& F

65%) % &5 C-3 (R'=4-Me,N-, R°=R"*=H, R"’=CH3)
'H NMR (250 MHz, CDCl,) &
7.02(d,2,J=8.6 Hz, ArH), 6.65 (d, 2,J=8.7Hz, ArH), 5.74 (s, 1, C,H),4.30(d, 1,1 =6.8

Hz, C,,.H), 2.89 (s, 6, N(CH,),), 1.19 (d, 3, J = 6.4 Hz, HONCHCH,), 0.69 (s, 3, C,s CH,);
Jiik , Mz (astm g ) 459(8), 458(23), 442(31), 280(12), 134(100), 121(33),

96(7); & Mrit B Ahi:  CyoHeoN,0, 0.25 H,0: C, 77.45; H, 8.83; N, 5.61. & ;¥ 4#:C, 77.46:
H, 8.75; N, 6.02.

FHA 12 11B-[4-(N,N-= F £ A)E K -1-Z K R [#-4,9- =% -
17B,2 - % £2.]-3-88 [C-3 (R'=4-Me;N-, R®=R"2=H, R"=H)|#j & &,

1’,50-= # & -11p-[4-(NN-= F R E) K K )-33-[12-E L AR
(£.)]- %8 [ -9- % -17,2’- . % #5] [C-2 (R'=4-Me,N-, R°=R"’=H,
R13=H)]

G R EY C1 (R'=4-Me,N-, R°=R'’=H, R"“=CH;) (200mg,
0.39mmol)5 234mg (3.77mmol) NaBH;CN 4 Sml F 8 ¢ &5 45 & F
A 0.5mlACOH. EERTHIF2IHE, Hisd NHCLERL LR
B, A CH,CLER, AMERAK., REMMEKRAE, £EK NaSO,
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FE. AMELE, kg, gAY, AET I HALAEL—F
%40, 'HNMR (250 MHz,
CDCl,) 8 7.04 (d, 2, J = 8.7 Hz, ArH), 6.64 (d, 2, J = 8.8 Hz, ArH), 4.37 (s, 1, C; OH), 4.16
d,1,]=7.4Hz, C,, H), 3.92-4.02 (m, 4, (OCH,),), 2.90 (s, 6, N(CH,),), 0.64 (s, 3, C s H).
11B-[4-(N,N-= ¥ £ 3) K K |- -5 K -3F [¥-4,9-= F -17B,2- 1%
$5]-3-8[C-3 (R'=4-Me,N-, R*=R"*=H, R"’=H)] |
@ 200mg (0.39mmol) C-2 (R!=4-Me,N-, R°=R'’=H, R"=H)#=
5.0ml CH,Cl, 8435 5% F mA 0.1ml K, BE&HAHZE0C. AAHE
BEEPE MY 0.5mI TFA. £ OCTHIE1IHE, RiERERE
MEEREIERE, A CH,CL . CH,CL ER K, R R EKRrk,
ZFK Na,SO, T8]. TEENEARTE, EATTRE. A HE
AR EE, M 31 LEBRLE-TREM, 32 115mg (K F 65%)%
# C-3 (R'=4-Me;N-, R°=R"’=H, R"’=H)
'"H NMR (250 MHz, CDCly) 57.00(d, 2,J=8.7Hz. ArH).6.65(d. 2. ] =
8.8 Hz, ArH), 5.75 (s, 1, C,H), 429 (d, 1, J = 6.7 Hz, C,, H), 2.91 (s, 6, N(CHj;),), 0.66 (s. 3.

Cs H); JiiE m/z (38 s+ 3% B ) 446(11), 428(66), 347(82), 280(27), 226(31).
134(80), 121(87), 96(100), 83(42); 4 4 it FAfL: CasHlygN,0; <0.25 H,0: C, 77.44; H, 8.84;
N, 5.84. 8 £ {:C, 77.20; H, 8.60; N, 6.21.

AAKIIAEARXBERERLRESHG LY FER.

TR E A

BERBEABRENIASYIAZRARE KRG TSN, 7 HEM
F Horwitz F (@) 28: 633-42 (1982)# Mockus ¥ W 5 35D
110: 1564-71 (1982)A7ik. MA T-47D SLIg M IR ER T H 8 %
#, 4& A [PH]-R5020 45 4 s St B4k, #) A Dounce AF# A ¥ T47D

4 jo /2 TEDG % # % (10mM Tris, 1.5mM EDTA, 1mM = &% % 4% 8%,

ImM 48 B 44, 10% T 4 %0 & 5 A~/ml), 4 X4 4 34000xg T

B 1, EERA-80C T B, Bk M XHS B ELET.

0.4nM [*H|-R5020 #» TEDG % # & &4, Z&KRA 150uL, £ 4

CHesmAMPIERADT.EHRLE R, §32H7D T A 40uL 40%
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B _8# 15uL 1% Ay & Ed, #| ] TomTec WK BRKHILAZS
WFE B MAEFM B BE#(Wallac LKB) L. AFBMERLEE £
Meltilux Pk 8§ B8, £ R M 308 ot B 4, 23 & 2 [°H]-R5020
LI HMER. A ICso AL T, FIH S0%AHHEAKLE S
oy 4L A IR L.

A1ETAEXRANESYERRSERBANLES, PRI FHRGRE
EXRF.

LHATTHHRE, T EZRLXACE VA EDT TN,

K AARF Fo o 5 78 M6 B

#| i McGinty X% ( 364X S5, McGinty F (A5 3%
F» 24: 829-832 (1939)85 #4F ) KA McGinty KB (4 XA S m
Z 8, Tamara ¥ (B XKL FE5RXF & E) 24: 48-81 (1979)5 3 4E)
AN TFHREERFRAFENE. & RXER McPhail W5 &
(McPhail € £33 % & &) 83: 146 (1934))it 7% 4. X 3 ¥ KAURE
RAAR Bt . AL EZHLEREFTELA2(RLER) F
3(HRER) b, ITRKSBEMAPEARREER. X ELEH
sTiZEARZIRAF LY., e, e 1 (R'=4-Me,N-C¢H,, X=0,
R°=R*=R"’=H, R’=CH;CC, R’=CHO)# I (R'=4-Me,N-CcH,, X=0,
R°=R*?=R"’=H, R’=CH3CC, R’=OH)/ K McGinty & & ¥ 7 4 H &b
PR Z AR, MEA 03ug (£3). R*d, BEHLESHEk
BW—RGRE (2R) FH (£ 2), £ McGinty 3 7 &5 H 54
2, EK McGinty M2 P@H &G, BHUAEKXLALES T T T
AARFGREEERE®,

FR R & W

oS HEARELTFHRERFTEHN, BREZE T X IES W
BEBER, Hlde Wolf F CEAF B R F D 52: 1055-1060 (1989). 4
ARHGRE, EMARZERSECNALA 17p-FARNKFER X
AkZeh, mAEIRPRE_HEIREBRFIHRLAZFE, L, €
fTEA 17p-R A K. B, £H 1B-[4-(NN-ZFRKRIA)YE K-
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17B-(N-F Bt &3 )-17a-(1-5 H: 3 )#-4,9- — 55 -3-59 ¥4 10mg/ % 3 4 A&
RO BFLORLY, ANL A Sug—BEX, REHRRTFETHKE,
ME A B 42565 216.7 £ 372 (S.E) mg3 £ L A —BA %
1337 £ 105mg ¥ -T ' £ 2’ £ 716 + 96.6mg.
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ER, BRLEZF, AAVHREEEFLEIHRLITHRY. B
HWAZThWEAR, EMHRAERGERA, XXAWTRAARRAT
B B AR R R 6 7 X KA.
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R wR’
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Ag c) R'"COOH.DCC

d) (R'°C0),0
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