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[0094]  FAMEISE T SRv5 K A R B 158, 7- B 2R 55, 6- KA, 7- 2L A P %A H
() RER AT A 0K 77925, BLFEUDCA 7 - Wi B IR PR el B DU R < 12 077 v AT DL 1 A it Ja ) 4k
5 NLAE AR OB AR PIT T R 26 A R 32547, B4, iiMichael B.SmithAlJerry Marchff)
March’s Advanced Organic Chemistry:Reactions,Mechanisms,and Structure Wiley-
Interscience, 56K, 2007) F iR .

[0095] [, A B ) 26 TS 2 B SE 7 SR e Bt 1R A K B RIARAT 58, 7 - B 3 55, 6 -
FE, T-FFEAL B WA R e 2 EUIE R B He 24 - 7 _E YRR ER A 73, 045« (a) 24TFAED, 6-
A AU, K55, 6 - M DU JR RS H AT BBIZARAL 2 1) &4 5 () 43 - b 1) F, A7k i [4] %
O3 - B3 ;s (c) #43- B Bk JF il 3a - Fo ko (d) 47 -l L I0 JE R 7B - F2 55 F1 (o) 4R AbiFE
B0 BRI, K -COR FE /K A R IR 5 Feh B AP B (b) I ZRAE P B () Z AT 2 b, 3R (a) -
(e) ALK [ st B 42 AT s I 14T

[0096]  fFikdth, A] LAk — B ¥ UDCARL AL I TUDCA » [K] 1H , 55 4> 32 2 A S it 5 283 ] DA gk
— D CFE R 24 - FR IR BURE L A AL R AT DA N IR AG AT AR, F BAEZAT A 5 A iR S
87, JE B TUDCAR L 24 77 RT3 1) £6

[0097]  7E 55 A FFE Lt T S AR St )7 b, IR Z S0 A 2S5t 77 S vh i) TRk
(158, 7- B85, 6- B A, 7- B HEAL &Y H 38— A T ES 7 RS W) TS0t 77 % 1alf)
WEY) 7St 77 Z1dBIE YT Lt T7 1WA &) 758t 77 R Lhi 454 ¥ SE it
TRV EY) T SEit 77 R 1 JRAGE Y T SEti T RKIAE P T L 7 RS
Y\ 7Lt 7 F A S T SE 77 R Inf A &1 SE 7T = Lo A& TS0 7 58
IpHIAL S T SeiiTT R 1 iS4 55 = A L BESe 7T RIS . TS ii)T Z3al k&
Y1 SE 07 Z3bIA S BB DA T Bt 7 B G TSR T 3 HIb &) TSk
Jiti 77 3 E ) T SE 7 Ze3e A & TSk It T LIS T SE i 7 S 3gifb &
Y\ ¥t 7 E3hA S TSkt 7 R3S T SE T =3 GIAE Y TS T 5
kB TSt 77 FE3LHIML & ) 7 SE 0t 7 R 3m S WA B A & RoR .

[0098]  FESE/NAS T B St 7 b, AR BRI R AR B AT AR 58, 7 - i 2k 5, 6- i
A, T- TR IA & WAL T - B JE A PE R L 24 - 7 B RO EREIR IR 2R 1K 7325, (045 - (a) {4 AEAE
5,6~ Ji K RUHEIN K5, 6 - sl U JiR RS HL AT BBIZARAL 2 ) — &5 (b) K3 - b el
BPEFE AT A3 - AR+ () 4 3- Wi R0 B e 3a - F2 5k AT (d) 4R 2 be FE 75 B, A e i -
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COLR, B 7K M SR IR s Fe P B 2D B (b) I ZRAE D IR (¢) Z BT 3EAT Z 41, 20 B () - (d) W RAAKIK S
(7 I B2 MR TP 24T

(00991 FE SR NAS T Bt J5 S I AN R S bt 7 S AR IZ 80 /8 A J2 B St s 56 rP i i R
K158, 7-BHLEG5 , 6- B, 7- B AL S0 b 26— 1 ZSL T R &Y

[0100]  FSEjiti 7 S 1alItb &) TSt 75 SR 1AL &Y TS0t 7 SR 1A &9 1550
TR IG5 ST SRS TSt A& 1 S8t R IkiL &
Yo7 St 7 LRI &) 158t s SR ImB AL &P 7 S0t 7 R AInfIb &) 158t s &
Lo &Y T SE T S 1pIAL &Y T SE 7 S 1ai A &) 30 =4 B Z Lt RN &
Yo7 St 7 58 3a AL &4 1 SE it 5 SR 3bHIAL & B DU A St T R &) TSk
Tt 3 I S 7 SE 5 SR3AIAL BV TSt 5 S 3e AL &4 TSt 7 S 3F AL &
Yo7 St 7 S 3g ML W TSt 5 SR3h AL &7 7 St U7 31 I &) T8t s &
SRIINE A=Y/ NSRS s SN DL A=/ NSRS s SAN LAY/ NS RN W ST ek /[
ERHERR.

[0101]  FES-EA L ZM LT R rp L, AR RO TR AR W I AEAT58, 7- B AL 55, 6 - i
A, T- B AL S A RSB DUIE R B 24 - A ) e R R R 1) 5 7%, L - (a) HAFAED , 6-
Wi e LRI S 15, 6 - e Jee XU B J A B A BB ARAL 2 ) — &7 5 (b) 7K A3 - b iy re ftk
B A3 - WA ¢ (c) B3 - W FEIE IR R 3a - ¥R 2k 5 (d) 15 = 5 T R R R = P B SR o I
N7, TE6, 71 FE G BERE R s (o) 15 L WA = 3 ALl - Bk & ) S BT, 726 -7 _F 77 A2 2 W 2
(F) 4R A etk oI5 2L , K -CO,R, BR/K AR BORIR 5 (¢) 5 S A PHERR AL I SN, 77 A 6a - 2,
B R0 (h) R 7- B SR Ta - , i i o 5 B AL B B N

[0102]  #EER-BA T B 5 S I AN R St 7 S FIARIZER B 32 Bt s 58 mP I i R
(K158, 7- B2k ok5, 6- i, 7- B RAL G40 55— A BT R & 7507 S 1alfy
WA TS 77 E 1S TS0t 75 S 1g AL &9 7560t 05 S 1hHIAL &9 . 752 )it
TRV & 7Lt 07 R E Y TS0 07 R &Y TSt 11 &
Yo7 5: 0t 5 S A AL &Y TSR0t T R AnKIE &P T2t T R 1o &) 7 SL it T &
1pHIAL B TS i) R 1S4 5 = A B ST BRI & T Seii )7 2 3alfifb &
Yo7 Sl T S3bIIAL S SR DU A T2 B T RIS TSRt T 3L & 158
Tt SE3AMIM S 7 SE T SR 3e AL &V TSt U7 3T & TSkt T S 3e L &
Yo7 St 7 S ShAL W TSt s SR31 A& 1« 7 St 7 583 S &) TSt &
Sk 1 SE Mt T S35 T SE it T = 3m AL SR B H &R

[0103] 55 )\ LT R rp AR ISR O 7R AR W I AEAT58, 7- B AL 55, 6 - Fid
&, T BB A YA A T RE 2 EIHR (“TUDCA”) BRI 245 %% a8 52 1 R 10 7 vk, 04
(a) ZAFAED, 6- I ke SRR K55, 6 - I e XUBE A Ji s B A BB ARAL 72 () — S (b) 7K A
37 L fRy L A P A 3 - 2 5 (o) oRE S - B R IA Sl e - Btk 5 (d) JRe 7 - B R IE S 7B - 2
3 5 M (o) K24 - FRIR Bl i 2k i b Bl m] LA FHAR BRAL RO ATZE M) s A0 (F) (82T 2E W) 5 71 iR S
P2, BB TUDCABR L 2527 bl 8252 1) i, FLh B 2D 3R (b) i ZAE 2D 3R (o) Z AT EAT AP 3R (o)
WAL IR (6) ZRTREAT 250, 259K (a) - (6) W RARIR - [ B B2 R T My 3R 4T

[0104] 55 )\ AT Bt J5 S 10 AN R St 7 S8 » AR IZsR )\ A J2 Bt g 58 mP I D ke
(K158, 7- B2k ok5, 6- i, 7- B AL G0 55— A T BT RIS 7507 S 1alfy
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WEY) T SEH 7 RIS T L7 R 1eMAb &9 T 380t 7 R Thi b &) F 52 it
TRV EY 7L RS 7Lt RIS 7Lt RS
Wy TSN TT S Im LA W T ST BB S TS TT S Lo & TSR T R
A TS Z 1 QA 55 = A R BR80T RIS W) TS i 7T & 3a b4
W) I 75 ZEBbIRIAL A B DU A T2 Bt T SR E W) T SE T 3L & TSk
it 77 ZE AL AW T SL Mt T ZE3e AL S T SE Mt T 3 TR &M 15Kt 75 SR 3e I &
W70t 75 S Bh AL & TSt 7 SR8 1 I &) T SE It 7 ZE3 S B 1 St T 5
SkIIA G T SE T R3T A E W TSt T7 S 3m L S B HE R A & o

[0105]  AAUREAN G185 2 AR B, WG LD BRI I, 531 A =4 8 26 4> s
Jiti 7 5 285 )\AS T B TT G P AR — D P IR () 2R, 785, 6 XU 58 A IR R 2 BT AT
LPR (b) 5,5, 6- ke XU AT LABE A B , 5- M e XU o AEIX AP O, N B, 5, 6- M ke
BERIE JF R A SBAL AL ) ) (R HE I A B4 , 5 - M e XUBE A4, 5- I e XU
I JR R A BBILAR L S ST A

[0106]  F ARSI TSt JT 5

(01071 EA K B A ARAR] S i U S 1S i 75 S AR IO 78 93 mT DAl A E SO
#4201\ 2834 ik DA T B HURIE AR : 5 32 O 2 \C,_ ek \C Fedi e C) JR Ik
.00 (C,_ bEdE) \CHO\COH.CO, (C, KidE) FIC, i fRkeHE.

[0108] T3 HUAR A 43 T th AT DL AE SO0 1 2883 B SE BUAR , BT 3 BUA R 38 Ak 57 34
H : & % «CN.OH.\NO,.Si (CH,) ,- CHOAICO, HEAE L HUAR K CO (C, (ke dk) (CO, (C, hEdk) -
NR'’R™ \NHCONR''R''\CONR'’R"' \CH=NOH.C, bt} .C, KA L .C, Uik C, JRIEhiIE |
C, MHEC, BRI T7HE FRBEIE I T7 BE R IR e (FELE A 3\ OHL % . C ekt C b
SHELC, R .CO (C,_ JtBE) \CHOCOH.CO, (C, Hidk) 5iC, i fREEHHUAR)

(01091 HLeRA77ER BRR" () ATA 5 B 77 FE BT 9 B %tk T AR ORIRY 1 35 4 ) AT
SR SR SLo TR, RYCRIRY T DA% T b sE SONHLC, e 3 . CO (C, bt dE) CO (FT54E)
7 R IE B, ROFIRY AT LA [ AT Hh i SOWHERC, Bk

(01101 JLHr A7 ER, AR, f0 A AT St 7 58 B St 75 58 A5 R A2 TR, AR ) 5 X Je A 22
PSR 5 S o DR L s AEAT AR X B St 7 58 B St 5 AP R, MR, R ARE SN HIE 1 = (2)
H.CN. i K . CHOERCOH, 5% (b) C, btk .C| JEH:Hedh (C, HeEIFfedt .C, s AUk dE .C) Je
S LCO(C Jhidk) (€O, (C, Joidk) BRCONR'R', J& s AT A — AN e 1t 4 HUAR , B2 (c) R, AR, AT
DA XY — e fE 20T TTER T TT 3- A0 F T8 SR I ER I 2 3E

(01111 H R A7 AER (A AT St 75 58 B0 S U 58 AT LASE TR 1) 54X 5 AT 2R T R 52
SCo A BE, FEAS T W BT AR S Jti 7 S8 B St 5 S AP R, T B SE SONHLC b R L OHER
C, bt , P BT C ikt REEENC, Ko AT — AME L AR o

[0112] k25 X

[0113] 4 RIUAE RS 5Pl DA TR AR 2D — ik B - A ERUR T NHZH
PRI AT AR o BRI, B0, 2 < i 2R ARS8 A28 U o I R B i ik Dy “HR
ARRT™ A SO B AU e A B R 0 SRS o DRI, 9, ERA A Joe ik B
AEE R H i 2 b — AR F R B AU BUACRE _EA SURIE F) e S B,

(01141 4p SREBUARIEA Fi 8 O “FE R U™, HZBCAREE T BL (1) ARBUR , 5 (2) B
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) o 4 BRI F 22 AN 3R 20 AL B, BR AR 3 I, 75 M 28 o 4 AR 55 0 7 Rl o i 38
B B, AEHURIEA-B-Crp, G 93 15 90 7 ) LR 00 3 122 o I SRR B AR AR Dy " it
e AR ORI AR A ST s £ o DR, B A OACRE ] B AR AR AR ) B AN A
(01151 EAT I A5 25 Ak, A5 B AL & W B0 AR AL BT TR 2 O o A R R 0l 5 E
LA L 2 AN R ) 1 53 B A SRR — S SR T AL 0, AR5 °C) (BidE” AR E 1
B T R R L 23 C e \C i gk L C e AC b

[o116] Xt FIHrp AR ML E T — KK AR &), A2 R AT DU i% H e SOZ AR R
Iy e A B F B AN R R 5y o 10, =4 S M ik B RIS A7 A TR — & BRI REE ]
I, P AR A DA R i H TR E S Ty BEAT B AN [F) 3543

(01171 S B =4 FRAFR , Dy 17 A S WL T B 1 S 7 S ) 1 SRR R R AR e B ) 2R 2
RFAIE th n] DAAE BN St 7 S b A B i o S, O 1 i L 8 R SE BT S B TR S0
IR B A 5 B ) AN RV RRAIE 1 ) DL (I B DUATEAT 5 3 ) T 4L 5 4R 0

[0118] WAL AT, AR "l 5™ 1) & S35 B HE BCSCHE 1 1A 5 o 15 B 1R A e 22 (9
H2E (Me) 25 (Bt) (P2E (B14n, IR EEANSR 9 38) L T 38 (Biln, 1 T2 5 T8 RUT 28
JRE (I, 1 I S I i ) 25 o AE AR i B AT AT S g SR B St 7 58 5 i ik vl
L& 1 E L2028 4120 1 22910, 1 BEA8 1 £ 46 1 B L4801 EL3 BRI T

(01191 BASCHT L, k™ 2 i R A — AN B - BOUURE (0 e 25 o s B TR ) M B A 2
(e NP NI NS e

[0120]  JASCHT I, “RIE™ 2R A — A B M- B = B ek s B PR R B TS 24
BREE L RIESE

(01211 A SCR AL, “paAEdE™ R AR R — Bl A i 2 U R e 52 o 25 142 1) i A
e HECE, C,F, CHF,\CC1,\CHCI,.C,CI % .

[0122]  WATSCHTH, “Fadk e 5" 45 A — A a2 AN OHHUR I [ e 3 o 7 (9 1 1 2 K e
B89, 4%CH,0H. C,CH,0H. C,H,OH% .

(01231 pASSCHT AL, 07 587 AR M B 30 (B4n, B 2. 384 M & 38) 07 ke (R4 4%
TP IR FE Ik R (JEIE AL B AE AR RSy R, TR A6 E Y
20N BRJE T

[0124]  WATSCHT AL, “Mbed" 2 15 AR D7 RAIIA , QARSI AEIE s T B (35 2 3 b
H) IR BT LURLAE B IR B IR (1, B 2. 384N & 3R) PR R DL SIRIA 2 MBI
SRR Y EE AT A A O3 IR PRI A R A DU B A O U R AR
A PR UK B B IR GE I PR A NGRS PG R B SO I A BT S e
ARG (B, B 5 HILFE R B — DB A 97 B ER 2y » B anSade 330 « o oe 55 1 2k
ATE o AE S Str Srp, Btk nl LR AT 293 2 A 10803 B L) TA AR IR T

[0125]  ASCR Y, “ A 3E7 B 2R M s AMB A e, o R i) — A~ sl A
JRIA R ST 2% IR a0 SERNEE AX o 28 AL 0T DLZ I3 RN (10, “2% 55 27) s 55 ki (61
U, “HIRBEIE) o AR IR FEAR T LUK R T A RIS 43 A IR A% 0 58 o R A ] DAL 46 BB B
23 (BN, B2 384 M & 38) 36 RS0 A AT DLRIE N A A 3- 14803 - T A JRU T
FE—BRSJT S AR B D AR T ANE T S A1 R L1342 8 21108212 %
YT RT I ELa] DLs R e S B IR T B AR HE D SE T S, 2% BT T BAAE
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Ak (ltn, BAAAREURES) BUEUR 7 7T AR =440 o AR B0 JE 1 S 49 0,355 P AR A i A P
AR IR 22 | DY SRR 22 DU S E Wy 36 .2, 3- AR IR 2L 1, 3-SR I [A] S 2230 30 oK
FF-1,4- ZIELE R IE S | ARL g e B | SRR Jor i | S I M o e | WOk e e | WA e | T A
B KR LS DL R LR OG- IR 05 T N CORINEEE B AT AT R ] o e B ) HAR S )
i I S | I | BRI e I 1y M L Wy W L (phenoxathiiny 1) WyWEs & K
2 WRIBE L WRIERE.3,6- “AMnERE . 1,2,3,6-DUEMEIER:  1,2,5,6- DY S MENE 5 IR IE
Pl 32 4 - TR e T 3 H ARG | 0 e S | MZENA IR | LY g 356 | ML PR | TR PR e | L A R | T e 3
A T8 5K | L g S W e | bt g e IR e bk g Ak L b g B (pyridiny 1) | RE 2
(pyridyl) FngE 3k I e I (I R I | 2H - itk gt | bk I | DO S0 R R L Y A S bR R
DU Sk  PUMESE (6H-1,2,5-M8 —BEEE (1,2, 3-8 MR IE 1,2 4-0gE L (1,2, 5-1
EJE 1,2, 3-8 "ML 1,2, 4-18 "ML 1,2 5-1E MR 1,3, 4-1gE TR RE ngE L gk
B MRy L WA 1y H N A L DA 1y M REAR R DR Wy DR A L Wy B L R (1,2, 3 R
1,2,4- =M 1,2, 5- =M EE (1,3, 4- =M WML | )\ - S obkdt N ek 1,230
TMRIE 1,2 4-ME AL 1,2, 5-NE R 1,3, 4- T Rl DA o R L | g R R
JE W IBR L | AH - VIR S | R MR IR W e IR LY e | o DR L | I I | 2 I g I | R
FER AR R JiL R ey Bk DR JEIE M I DR MR L ORI R ORI DU M I ORI SR
P L O I S R O 5 | R IR A e | I A R R L I R L R L | b 3 L 2H , 6H -
1,5, 2 IR | SRR I (2, 3-D ] U SR M 22 | PR i 22 | POk P M A 6 | 4 - THR A | TR R
B R 0 S | P IR L | IDR A A | IDR A IR | IDR A | T H - e e IR s s |
e (VR I M| P | 3H - M| | S IR R IR 2 | S (R 2 L S P M 3 | S T MR S L S g
B | R R IBR L | SR A R S M AR R R I At SR RS RN IA T b 1- 2.2, 5- & - 1H-
ML - 1 - 25 WK E - 1 - 5 RIS - 1 - i (ILE s e - 1 - 25 L Sl - 2- i L IbE g - 1- 96 .3, 6- &tk i -
1-3£.2,3- A MIME-1-2£.1,3,4,9- PUSMmh-2- 5 Emy 3 [2,3-cIniknE -6-%£.3,4, 10,
10a- Y& - 1H-MEEEH[1,2-al WIWE-2-3E.1,2,4,4a,5,6- A - M [1,2-a] MEmpk-3- 2
M [1,2-alMEmk-3-3E . R AR Pike-1-25.1,4,5,6-PUS - 2H- 2K I [£] Fndemph-3- 3
1,4,4a,5,6,10b-/NE-2H-F I [£] FrEmk-3-2£.3,3a,8,8a-TU A - 1H-2- A 4 -k 45 0F
[a] Bfi-2-JEHF02,3,4,7- VA - TH-0Y BEA - 1- L R Ze BEdp-1- 3,

[0126]  WATSCRT A, “Oe 05 287 AR HA 2 /D0 — AN IR IR IR 5 anit | A8 sl U 05 I 2830
Heo5 BAFERIAMZ I (B0, B2 384 MEI) RSt A4 T5 5 1) SEA A FE (H AR Tt
MAE | R I | MHG P | A PR | — PR | PR IR | IS IR I | S I R i | T 7y G L IDR e i T s i
M| W 22 L ILE s 5 (pyrry 1) IR R | JR SR IR MR 5\ 2 S M Wy 5 | R W e 56 | S I e b e
B =R UL NGRS (1,2, 4-TE R | SRR L SRRy B R4 L HEm L ORI
K I | — S| R L 55 o 7E — RSt 7 S v, R 05 AR A L 1 B 2920 5 1, I HLAEIE—
A St 7 e B I3 B 20 R T o AR — EEST it T BH, AS RAE 3R 414358 47
BB RO N T o AE LU T7 S, R S R 1 R A4 1 B A3 B2 R T

[0127]  WIARSCHTH , “GIRIE 5L R B I b 2 I S B 1 JE 75 IR 44 38, Hop — >
B A IR S T4 % SR T 00 WNES B B AR “ AP e 7 i A 1) S 49 B i R bk AR L AR
NG IR A, L IR PR 35 | DY S M 36 L DY My 3L 2, 3- A 2R IR 3L L 1, 3- 2K 0 1A AR L FR K
IR IE -1, 4- ZREBE IR IE JE LR fe 2 | S WA e | S M AR e S | I A e S | WA e |
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P JoE DR I e S 55 L ZR M e B 1) 8 LR IR B AR B — AN AN HAE T IR A (), A
A 5 H IR B 1 55 HEEREEE 4 » G0 A8 28— FR Ik 0 e i L 25— R SID i 3 A 2 3R A 2R O
FTEEWD , 5] Ar NG| R 4 R0 S5 Mg e A5 3 (4] o 7E — SS St R, 28 b 3t B 1 2 2120 R 1
I BAESE— B St )7 R B 213 B L1204k R o 7E— B St 7 B, e M b S A 3
B A4 3B LTS E 6N I T E— L5 7 R, IR A A1 R A4 1 24380 &
2N A BB Sl R, Je IR AL A 02 3N WU L 7E — BB S T R, AR SR
TR H

[0128]  GnARSCAT A, “miAR7 B 27 AL FE R S TR AR

[0129] WA SCRT L, “Ue 0" J2 16 -0- Bk o o B 1k ) o BB B0 365 P U0 L 2 80 T 3t
(il T PR SR 2 A e R BT A R4S

[0130]  GnASCAT A, “BiARe A AL” 248 -S- ki dk.

[0131]  WASCRT L, “HiARKE AL & 46 -0~ i AR 3 o i AR 8L J2E 19 S 451 M OCF

[0132]  GnARSCAT H, “Mibd ™ 48 -0- Bk dt.

[0133]  WIASCRTH, “I7 i e da w07 BRI b 2k

[0134]  GnARSCRT A, “Mbe B loe 27 A2 Fa PR Joe S B A e 2k

[0135]  GnARSCHT FH, “HRR B Je 587 & 48 0k 2 A B %) Jov 350 2 o 4 B 5k o ik g s 491,
1 U 05 BRI (Wl 2 5 BB b 2E) RN “GeIRIE S e 3L (Bl 2 M fe LB 1 e 2) o fE—
Be S 7 SR, FRIRN RIS T B D — NIRRT 2 AR B 3T 24N BRI T
[0136]  GnASCET A, “H AR 2 =0.

[0137]  ARSCHTiRM AL & o] LR A BRI (Blan, B — A2 A k) e A T
TE HATRAL A LR XA P A B TE B ST AR T R TR & P UL S B FE AR 1% Fh 2
PR &S AR SR A B —

[0138] A B35 A ST R AL & W 3 A ST T L, <87 3R A TR & Y fT
Az FLHR W A B R BRGS0 B A B L R T8 ORAS MR BRAAR AL S 40 o B3 1 2R 1) SE A6
BLFEAEAN PR TP 5 22 an e (1) T LB HLER & 5 R 1 B 2 R R 1 i & JB ER B A ML 3R 55
A BA 1 50 4 48 40 TG B T ALECA MLER T B BEARAL S W01 8 B 23 1 h e = e 2
R () R AT DLE 5 R 2 T vk ER L B R 5 4 () BEAR AL S B A R IR SRR
AT D o A1 e A P IR Ui 2 R BRI 20 5 Ak 2 T R 1 3 X B B R TE K B AR LA
A B P TR S SRR i) 45 5 18, KA RN K TR S BiR LB RN BEEL &
[Py e i

[0139] 2%, N M ERAR , AR WA RATFDEAL A4 OCI8 /& B 5 B Sl 7 S 3 2 T- STt 77 5
BR8P S0) v] DL T LA R 0/ BN s A J5E A 0 40 285K S S0 BRI, 7 6 S it
Eh A EYILL K TF10% .50% .90% .95 % 598 % Y B & [ /) L A E T4 &4 .

SE e {51

[0140] &R At , O 2o 2l DR ok T8y (B, & IR A%) IR L (E N 25 8
B BEIRFE A ZE o i T B S 51 LA ASE D A QU S B AR N S S H A e ) ATVl AR S
FORRI I INE R 58 BN T ANIE , I BB AR AR o B A5 B 1 AN BR A e B A0
ARSI VE
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[0141]  sZjifel1 . (HKCEA S Btk & P4afiiab
[0142] &N HHR

) CO,H CO,Me CO,Me
O R LD 0.,
. - b -
CLE) 2QOL 2QGC
0 7(/0 7(/ .
KCEA 1ib

0
2b

a a.n

Y . . A N CO;Me
' COMe ' CO,Me “.
: (] o _TEL
o o R YoXia
0 H o H O H
d 0
1a . 2a

3b

O
c/ d
r

CO,Me ' CO,Me CO;Me
. 3 -
.0 H ‘0 A
- o 0
0 ) 0 .,
4b

[0144] AN %A - (a) I L 5 FH G = FH R L & I PR AL == 1 0] PR RS R L 50°C
(b) AL A AT Fid AL S L V50°C s (c) HyPd/CL I LE . 50°C 5 (d) 80% L FRIKIE
T 100°C; () IS JRHIR = HI K .2, 2- -1, 3- P % AL B A 0 R L FH K
50°C 5 (£) N- B 82K — H LNV i« AR PRI WE 345 . 215 . 25°C 5 () H, P10, 5 IR 50°C 5 (h)
FESTRILIESS . —EHF HE.25°C,

[0145]  HIKCEA & AL & W La : [] I 2% 43 4 R[] 70 74 4% £ 250 - mL B3] JES JoR oL o N FP 246
(90mL)  FH % (10mL) MIKCEA (10g,26.842mmol) « FHE AT RIS AL , SR R A
5P R = F G (8. 8mlL, 324 &) FIXT F 2R AR (0.5g,0. 1349 8) W58 BIRTR A WE50-55CHi
FEL/NIS o IR JE R, 3B 2R AR 25~ 20mLIE 71 N & 1% (14.9mL, 1025 &) FIXS FH AR R
(0.5g,0. 1245) ,ff [ LR RFEE3 /NN o ILI UK RAZ IR S 7 H1 225°C , F ZRAN/KIE T
(308 7E150mLAK H VAR AL T K2 IR A WIAES CHUFE L/NKF i P8 A5 2 VR 2ol 159 2
W) o 388 3 T R £ TV — 2B Al 1R B A W La, N A B 1K (6. 24g,54 % IK) o 'H NMR
(400MH,, , DMSO-D6) 65.20 (s, 1H) ,3.80 (m,4H) ,3.56 (s,3H) ,2.45-0.95 (m, 25H) ,0.95 (s,
3H) ,0.87 (d,J=8Hz,3H) ,0.63 (S,H) ;ESIMS C,.H,,0, m/z 431.8[M+H]".

[0146]  Lb & W2l £ B - 7] TC #5450 42 M a] 37T 74 4k 45 1R 50 - mL 5 JEE B DI £ (3mL) A1
&M 1a(0.3g,0.69mmol) KK ABAL T4 (6.6mg, 0. 052 5) AR T 2 id S A
(0.71mL,70% 7KK , 8245 , #4453 B S MR G MTES0 CHEHE 24/ N oK% R SR A 7%
W 25°C, M FINa, SO VWK o K P M ZEIUNELOAe (2x 10mL) , HA45 94 , 13 2 ),
3 IR R R A AL, 75 B B 24, A A E A (90mg, 29 % U)o 'H NMR (400MH,,
CDC13) 65.66 (d,J=2Hz,1H) ,4.0-3.91 (m,4H) ,3.66 (s,3H) ,245-1.05 (m,22H) ,1.30 (s,
3H) ,0.93 (d,J=6Hz,3H) ,0.68 (s,3H) ;ESIMS C,H,0, m/z 445.7[M+H] .

[0147]  fb-&Y)3al) & A : 25 100mL SSisy & S N #s T & b o FE SR T, 4 - — &b
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(30mL) AL 5422 (600mg, 1. 35mmol) « JIIAPA (OH) ,/CHEAF (300mg , 50 % KR IH) , K13 £
HIE A PIE100ps 1 U P AESO0 CHEHE30/INIS o BRI, TLCM M7 i 58 4 e A, i itad i
1 Celite®Hid i 1Z S SR S 40 K 8 VI e 44 22T - GO AR M IE ST AL 94 . 5 % ) a - 744
i (He & 3a) MI5.5% 58~ 54 A ol e ek JI C A 24 P IR &4, 15 Bk & ¥3a, N
A £ (350mg, 73 B R :58%) o 'H NMR (400MH,,CDC1,) :83.85-3.95 (m, 3H) ,3.67 (s,
3H) ,2.43-2.18 (m,8H) ,2.06-0.88 (m, 24H) ,0.66 (s,3H) ; °C NMR (100MH,,CDC1,) :6211.2,
174.2,108.2,63.8,63.7,54.4,54.2,50.9,49.4,48.4,45.3,45.1,42.1,38.2,37.3,35.4,
34.7,34.6,30.6,30.54,30.5,27.8,24.5,21.3,17.9,11.6,10.5;ESIMS C,.H,,0, m/z
447.6 [M+H]

[0148]  {b &4l G AR - i) HE 2 $58 A2 A E] JAT 74 ik 5 X 5 0mL I JE& 52 R In 80 96 AcOHZK ¥
W (7. 201, 24vol) AL H)3a (300mg) 1% S BT G WIE100 CHEHE LN, TLC3 BT 7
Floe i tb . SERU 2R SR A IR EIE0°C , FVKA HI7K (30mL, 100vol .) #i%E , Ffit
L/INEF 388 3 Jod AT AR T 0 [ Ak o SR I ik s B R AL =4, 13 B & P da , O B B4 o
[ 44 . (120mg,44%) - 'H NMR (400MH,,,CDC13) 83.66 (s, 3H) ,2.48-0.85 (m,29H) ,0.92 (d,J=
6.3Hz,3H) ,0.68 (s, 3H) ;ESIMS C,.H,0, m/z 420.6[M+18]",

(01491 HIKCEA Rk &4 Lb - [i) TiC 4% 5 e A ] 70 ¥4 46 45 1) 25 0m L [53] JE Jo IR o o N R 6
(90mL) Y% (10mL) FIKCEA (10g,26.842mmo1) o F &AL AT BRIV IS AL , S8 J5 RN
J5 R = H T (8. 8mL, 324 8) FIX FH KR4I (0.5g,0. 14 &) K73 BIHIR &P 1ES0-55 CHi
FELANI o SR S5 I 380 28 TRBR 25 ~ 20mLE o IIN2, 2- “HIBEP-1,3- I (22.3g,8%
) DR RTER (0.5g, 0. 1258) , S B 23 /N o PRI VKIS 5 12 IR & 008 A 225
C, FHCBRANKIEWR (30g7E150mL7K ) AL BE R AZ IR A WILES CHERE /NG, 2L AT 21 TR &
W AR B ol R i ek g — P Ak, B B S 1b, N s AR (7.4g,59% 1K
) .'H NMR (400MH,,CDC13) 85.38-5.33 (m, 1H) ,3.68 (s, 3H) ,3.60,3.50 (ABq, 2, J,,=
11.2Hz) ,3.49-3.43 (m,2h) ,2.61-0.91 (m,37H) ,0.69 (s, 3H) ;ESIMS C, 1,0, m/z 473.6[\M+
H]".

[01501  fL & 2bH - 7] T % 45042 0[] 37 ¥4 ok F) 250mL [ JER e R HH I 2. (140mL,
20vol) MALE Y1 (7.0g,14.8mmol) o« FE S I T AR HIAN-F2 3k 4B 4% — F 8 0 i (NHPT,
2.89g,1. 224 &) BRI NE S (PDC,16.71g,3. 034 H5) , K575 B 1 VA L AE M 7R EE 1+ 4
ZINERF o 38 3 TLCHIE 5K J B 52 il o J i 7 Celite® Bt 1% IR A4, Jok P MR 48 8V o 8 I e IR £
WR AR AR, 13 B S 2b, J € A (3.8g,52.7%) o 'H NMR (400MH,, CDC13) 85. 68
(s,1H) ,3.65(S,3H) ,3.58-3.49 (m,2H) ,3.41 (dd,J=18.4Hz, 10Hz,2H) ,2.83 (dd, J=
14.8Hz,3.2Hz, 1H) ,2.48-0.89 (m,34H) ,0.67 (s, 3H) ;ESIMS C,H,0, m/z 487.5[M+H]".
(01511 Ak 5 WU 3bH & B - 45 100mL I3 JE J8 L TC 46 43 s 01 [ JAT v B 4% o 6 25 I I N S T
(40mL,40vol.) ML&EHI2b (1g,2.055mmol) « IIAPLO, fEAL I (500mg) , 4445 2 S SL TR &
PITEA5-50 CHES- 10psi A A HERE /NS o TLC A BT S/ JEURE 58 42 e 1, B ek %
RSP H 2 5, W Celite® IS JE o ol R IR 48 I8 TR 2T K5 m ) (1g) I T =&
F e (30mL) , 7E 55 i FH AU BRI e 85 (PCC, 1. 31g) AbFE KE 13 B TR & W 7E IR BEPES/IN
RIS TLC I My 73 W b 2 227 ) o GO T IE S 755 %6 (58 - R A i (L & 43b) 545 % 115
a- A I Celite®Hud I , U8 WA B 22 T« il ki (iR A i R, 15 B4
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A3, T 55 L A (90mg) o313 51 7341 I 530mg [ £ 4 , A A S WA (K IR 4 1
NMR (400MH, ,CDC13) :63.66 (s,3H) ,3.52(d,J=11.3Hz,1H) ,3.47(d,J=11.3Hz,1H) ,3.42
(s,2H),2.83(dd,J=12.5HzF15.6Hz,1H) ,2.42-0.78 (m,37H) ,0.68 (s,3H) ;'°C NMR
(100MH,,CDC1,) :6211.7,174.2,97.4,69.5,69.4,54.2,51.0,49.1,48.4,44.7,43.4,42.2,
41.9,38.5,35.1,34.7,33.0,31.2,30.6,30.5,29.7,29.2,27.8,27.3,24.3,22.4,22.3,
22.1,21.4,17.9,11.6;ESIMS C,H,0, m/z 489.8[M+H]".

[0152]  fb & H4AbI & R - 1] T £ 0 e 0 E] 38 74 5% 85 11 20mL [ JEC A 6 BN 80 %6 AcOHZK ¥
T (4.8mL, 24vol) FILA43b (200mg) o 44 1% [ MR A PI7E 100 CHEFE /NS, TLC A Bt St /s S
Bloe il e UG B R B IR A A FIZE0°C, FHUKA 7K (30mL, 100vol .) Fike, F &
H ¢ (20mL) ZEHI . AR J5 FHACK B HLARPEER 2R (2x 10mL) , FTC/KBRR AN 115 o S8 Ji L 25 Bk 2+
VA, 15 B4 S W4b, vk v L [E 44 . (96mg,58%) «'H NMR (400MHZ,CDC13) :63.64 (s, 3H) ,
2.88(dd,J=12.8Hz,4.8Hz,1H) ,2.48 (t,J=11.6Hz,1H) ,2.4-0.85 (m,30H) ,0.69 (s, 3H) ;
13C NMR (100MHZ,CDC13) :6210.7,209.8,174.1,54.3,51.0,49.0,48.4,47.3,44.5,42 .4,
42.3,42.2,38.4,36.3,34.9,34.7,30.6,30.5,27.7,24.3,21.9,21.6,17.9,11.6;ESIMS
C25H3804 m/z 420.7 [M+18]+.

[0153]  sEjitafs|2. AL & Y4b& A UDCAFITUDCA

“\_-CO;H I \_-CO;H N4

~L [* "o ! [ -~ {\ NH
H | \ [u] \ b \ - oUWl 2
[0154] A~ J - ~ya~ F A~y “
| H| H | Al H [ [A[ H [ |A] H HO.S
< il H S = HO J‘ ~"0 HO" '11 OH HO" L- \OH
4b 7-KLA UDCA TUDCA

[0155]  HIAK-EW)4bE BT -KLA - £ U5 1) P25 1048 (1) 250mL [ SIS R R In AL &)
4b (40g,99.3mmo1) FITHF (400mL, 10vol.) ¥ ZIFWA 2 -78°C, In A = T AR E 4
BH(119.2mL, 1. 2245, IMFI THRIER) » HiR 1550 B o 7F - 78 “Cfifi e W 457 65/, RS TLC/#r
R R TE A AN o FH AL B KV AT S B K (FE-T8°C) L, AR Ja i A 22 ==, R A8 1%
TNEREEHE RO 5/ B PRI RE BN N R 20186 (2x 250mL) o B IRGE A A WL 4y, 153
T-KLARG i (12 ML) , AR f4 . 'H NMR (400MH,,CDC1,) :83.65 (s, 3H) ,3.66-3.62
(m,1H) ,2.85(dd,J=12.4Hz,5.9Hz,1H) ,2.42-2.30 (m,2H) ,2.28-2.12 (m,3H) ,2.02-1.62
(m,10H) ,1.50-1.02 (m,13H) ,1.02-0.76 (m,4H) ,0.65 (s, 3H) ;ESIMS C,.H,0, m/z 405.8[M+
H]".

[0156]  ZE= iR N 7-KLAF S 5 5 A EE (IPA, 210mL, 5vol .) — 2 I 350 0mL 5. 55 5] Jee e
S, 15 BVAR IO 10 % A B AL BN /KIE TR (2100l , 5vol.) , 34145 BIIR & W7E60 CHit Rk 2/
B o RS, TLC 3 #ir 2 7 B R 58 4 A o Bl 28 & TPA, FH 4R 20T (2x  50mL) P45 2 1 ¥
o Ik FH2NER RV VR (160mL) K /K JZ I pHR T 22.2- 3, 3 P15 2 1 [ 44« FH 7K (100mL) e
AT, 13 BR AR 4 (38g) o i [E A M5 % MeOH-EtOAcH H 25 & , £3 2 7-KLA, A3
[t 1 (29g, Hi#5 SR 70%) o 'H NMR (400MH,,CDC1,) :83.64-3.62 (m,1H) ,2.88 (dd,J=
12.3Hz,5.9Hz,1H) ,2.48-2.39 (m,2H) ,2.36-2.19 (m,3H) ,2.06-1.69 (m, 10H) ,1.52-1.09
(m, 13H) ,1.02-0.87 (m,4H) ,0.68 (s,3H) ;ESIMS for C,H,.0, m/z 390.0[M] ",

24773874

[0157] I 7-KLA& AGUDCA : %5 7-KLA (12g,30.72mmo1) 5 T1PA (960mL,80vol) —i& i A\ 3|2 -
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FEAE I R TR N g IO T BEHR (5.86g, 1. 7424 8) B iZ AR IR PEFE0 . 5/ o
RSN A TPAE & 207 Bt P8R 1 /K PR 2R 7 38 T b 25 Bk b 38 90K il 2% e /K Bt Y
BB BRI TE KB PR (20g) NN EN 7 -KLARTE R 415 2R A ¥ 7E40°C R /E500ps i
AR BRES NIT o JEEE, TLCA AT B 7R JERE 52 A e At di i i Celite® 3 %A,
I3 25 K TPAYE 77, FH7K (240mL, 20vol .) M BEAk R o 1 ik 748 6N PR pHiA 15 22 1, 4415 2]
PR A /e IR P FE LT I S8 [ A4, K (Bvol) VAR 5 B S8 T 26k (MTBE, 2vol) ¥
W, AR LA T4, 3 BIUDCA, Ay B 4K (9g, 75 % URR) .

[0158]  AZFUDCAR 44k  K-UDCA (38g) ¥ T Jo/KDMF (380mL, 10vol) , AN H A Ak
) (HMDS , 76mL, 2vol .) o 415 RN HIR & ¥1E55-60 CHtEE2 /NI, LIS TLCAM M1 7R 58 A 844k
(VR ZZ B IEVETR) o S ¥1% RN IRE YA 1 E0-4°CHAEZIR FE T R4/ N o i 815 2]
(4 ] 445, YA (0-5°C) Jo7KDME (76mL , 2vol.) ¥Eig , BLAS T-Hpfs 30 0 [ 44 724 .

[0159] ¥ Jp S Bl fA VR & T-5% HC1/KIEWE (pH 1,190mL,5vol.) , 7E50 CHiFE0. 5/NET
SR E VKK Z R SRR A P74 H1 2210°C , 138 - FH¥A 7K (0-5°C, 190mL, 5vol) P ik [ 44 7=
W, 8 JE L T 45 B4 UDCA, y 11 €6 [ 44 (28, 74 % AU 3€) o 'H NMR (400MH,,
CD,0D) :63.52-3.42 (m,2H) ,2.38-2.28 (m, 1H) ,2.26-2.14 (m, 1) ,2.04 (m,1H) ,1.92-1.78
(m,5H) ,1.64-0.92 (m,24H) ,0.70 (s, 3H) ;'°C NMR (100MH,,CD,0D) :8176.17,70.19,70.00,
55.56,54.62,42.85,42.57,42.11,39.64,38.78,36.68,36.08,34.74,34.18,33.24,
30.43,30.08,29.11,27.69,26.00,22.02,20.47,17.01,10.73;ESIMS C,,H,,0, m/z 391.7
[M-H]".

[0160]  HHUDCAZ B TUDCA : 4 UDCA (5g,12.736mmo1) I\ 3 100mL 35 [3] Jis B 4 o I TR
il (30mL , 6vol) 75 FVEW . TN\ = 2. % (TEA,1.7mL,0. 974 8) , % s A HE0CIMAE
R /.M (1.34g,0.974 ) , B3 2R G = FERST AR A4/ L I8 1% KR
RLVRA VI CMERR 2 = SR RR R, 76 Z 0T K DB N 22 2R R A 2 /K VA i GB {1 . 9g
412 50.6g NaOHFES . TmL7K R S ML) w5 PN 2043 o A s N AF 25 e P 4R 22 1/, ot
ISFTLC A3 #r s e 2 4k o

[0161]  FE=EE N IO AKHCY (1. 5mL) DAEDRE pHIR T 2~ 1o i dE LN S5, 1 8 15 21 00 [ 4
(0.9g) o A ERFGRRIEM , 76 35 N HERE36 /N, 1 98 759 31 & 44, T R (10mL) Peik , B4
T4, 13 BITUDCA, Ay A €L 44 (5. 1g,80% 1 38) . 'H NMR (400MH,,, CD,0D) :83.62 (t,]=
6.8Hz,2H) ,3.52-3.42 (n,2H) ,2.97 (t,]=6.8Hz,2H) ,2.38-2.28 (m, 1H) ,2.20-2.10 (m,
1H) ,2.08-2.00 (m,1H) ,1.92-1.75 (m,5H) ,1.65-0.96 (m,21H) ,0.95 (s,3H) ,0.70 (s, 3H) ;'°C
NMR (100MH, ,CD,0D) :6177.97,72.12,71.96,47.45,56.34,50.78,44.79,44.46,43.99,
41.52,40.69,38.56,37.96,37.47,36.89,36.07,35.15,33.34,33.18,30.99,29.63,
27.91,23.93,22.37,18.96,12.64;ESIMS C, 1,0, m/z 499.1[M-H]",

[0162]  FEASH R 5] B 7 2R AR - X 88 AR 8 FF N 2538 5 51 AR N A H
VA » DA 5 AT M IR AR 5 B3 BT 8 U IR 28 o S F AT B RN G210 5 UL A2, 7E AN i
AR B YO BORS R A DL T, AT DUFE AR BH AR 1R AT & AR B A e AR Jl e 2 R ST A
TR AR 5 B 1R 150 B 5 ARSI Tt A7 1O » A D B ) JH At STt 77 25060 T A A ke AR N DK 2 Y2 1T &
DL PR o A 158 B 5 AR S it 451 A4 DA 9 2 s 912 14 A R BH ) B SE 3 L ATORS o El BT B ORI 25K
fam.
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