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1. =080 T Brs i S99 547 -

Hr, R A T.HEL OH.

2. BRESR 1 iR &S AT A B b 2 0730, HAREAE T 24X L Eaw+ R
L, A L R R RS, RG22 8 T VAR AE TCK G, SR G IR ER # , UKt
TINATESCRE 3~4 h, TLC A U S N 45 55, F A O B R AN K A VR 28 K IR NE » K AH FH & R
YRR 3~4 U, A A N, U K I AT A SRk Beise o, -0, 108, s 25 T, difn g
BIRA L BMAEY, HER T i I B /R A 1:3:3~1:4:4,

3. RURESR 1 iR &SN A MBI b2 T7 30, HEFEAE T 24X L EY+ R
N H I, A I BRI R A T AL S4TSR S, BOKE RO T L B iE T
TG R T, AR5 S JE A JE AL T, TLC WA I R R 45 3R 5 R 28, 4 R 183 R A
H AL A s Horp, 38 JEAE JFAN 2 Fe I = T A /B R T IR Pd/C- &R
WE, A =T RS / BR R T IEEER, N4 RN 110~120°C [HH M 24 h, R
NI HEY. =T EENG EBE R T IEME/RIEN 1:2:0.4~1:2:0.5 2% H Pd/C- &
SRR, 7E S TR 10~12 h, RN T FALAH1 Pd/C BIEE/REEA 3. 2:1~3.5: 1,

4. BURESR 1 Pk B S9N S R ] 4 T7 %, HARREAE T 4N T HEaW T R
N OH B, XF R A T ML A AT B S RE 45, BRFE UK 26 41 N B S AL I T8 /5 1
PO R TFVR AT, SR JE NN R A T AL &9, 7R IR NS AS K B B 5 72 22 5 T P bk o RS
2~3 h, TLC YA B 584 i » TN & 4 Uik FE A 15% A S B BN R KN, 138
REL AU AR AL E AL 5153 R 4 OH (L&, b R N T & 58 1bias
[ EESREE A 1:10~1:15,
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—MEBHFELSYRESETZE

AR G
[0001] Ak WY& T AT HLAL A sk, BAREE S — R AT B K IR G540 (K XS OISR AL &
ol #7595

EEHEA

[0002]  &XEYNHK (Cinchona alkaloids) &K I T SRS B Bz FIAR K2 B R AR A4
B, FEAFEE T ERT e TR TES. ST A EE N AEMEE, .
FUESE, SRR N . RN, XS 9NIRAE A0 22 A il AR A — i 25 (5 (A0 7R A 4 2
T 5 P AL s LR & AR T . BT Z A A IR F 4514,
DAL A BRI R T (0 BRG], 4 SR AE T AR e A T R e A A A B AR e e 1Ak
SIS EAS T R BRI E

[0003]  {HJZ, %f XS ANHR AT I 45 14 Liuit 2 S TR LA BE A AT A8 #, b fn 9- 752
B EREACR R 2 T IR AR LR AT, TN B 2R A AR ) e 4 T IR ) iU AR D
W Ko DRI, S o BRES R EAT 2iCis , FRAT B B I e XS NS AL S0 T & i S 1)
I Je Ay R R VG B A = B B AR P A

XRAE
[0004] A WIH B HIFET AP B A B RIF 45 B SRS 59, He 45 i 5 an 2K

I i
OMe Rﬁ%ﬂﬁj
A N

Hi, RAT GIRALEY DOH G RALEH) BY B OH Chf RiAAL A4 C
[0005] AR HIH, 4b &9 A B8 I s IR AL N A A, BRG 22 8 T S e £ K 4
Eoh, SRS INNERER AR, UK TN 3~4 h, TLC Ky I i 82 45 3 5 , FHBRAC T B Bl 7k
VIR R R RE, KA @R e AR EL 3~4 IRk, & FEAAUAH, MR K AT A Eh /K B )i
TP, T8, R Z& T RERE E AT 24k (Be MR =S R e / BEE = 40/1~7/1, v/v) 33| R
N AEY), e T kB IR BE /R LE R 1:3:3~1:4:4
AR A A R JE AL A A BT IR E AL R B4R BB G A VSRR T T8 05
(1) FF 2R, SR 05 AR SRR SR AL 3R, TLC MU R R4 SR , D 281, RER AR JE A alidh (e it
A=/ BEE = 9/1~4/1, v/v) 5B RIMLEY) B, i& J55RE I AL R 2 F7 H Pd/C- AR
WHEE =T RENE /BE R TG, PR =T B8 / BE =7 T iR JER,
L ZEATE A 110~120°C Bl 24 h, A6 EP) A =T S (n-Bu,SnD B E 5 T
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(AIBN) HIEE/R A 1:2:0. 4~1:2:0. 5 5% FH Pd/C- G0 BN, 78 238 N B 10~12 h, 1k
AW A R PA/C GERO BIEE/RELHN 3.2:1~3.5:1 (Pd/C &AM FIVE Pk 5 [FIR S 1), ¥ M Rk 4>
JEE, RE A5 BN 10%, LLTRR 8 FAR I &1 5D

[0006] AR, (LAY C B A m It 6L A 70 A B S NCBEAT , BRTEUKIR 261 IS
AR T8 5 B PO SRR IR 5T, SR TS IMANAL &4 A, R BB KRIZU G 2 =R
THEFERN 2~3 h, TLC IS R 584 fi , IINJFT 2 1 4 LIk FE A 15% I AL BN TA TR VR K
R, S8R R A R A T (CE R/ BEE = 7/1~4/1,v/v) 4L 5 BRI E
Y C, ik &9 A 5EAEREEE RN 1:10~1:15,

[0007] KB VERIOL s FNE AR BCR AR T5 VA DL — Rl DL B S8 i 2 Je T o ek, i
FfRT B By BRI e R 3R, AT 3R1G — b B A B BRI M 1 X8 AL A1 16 &)
AIAE N A A AR B A VLA R .

R 1 152 AR

[ooo8] K& 1 AARKIIFILE A TG
Kl 2 ARG B i E
Kl 3 NARK A C BT K.

BIALHEAR

[0000] "D J 3t St A5 i3k — 20 0 AR e BH o BT IR T AT H A (B AR BH AR S R AN 52 52
Jita A5 R ] A SEZ e 8] P A5 P 4 3700 S TR R U BH 240 S R B AR B T ARG A
T, A% B T VR TR R U B 38 R T v

[o010] St 1 5t T s XS i 54

OMe mﬂ%‘a

Q

! N
| o g 1
N .=

|

Hr, RA I,
[0011]  EIRALEWIHI&TTIEWR

FRELZEJ2 T 50 mg (0. 154 mmol, 1 eq) BT 25 mL BHE TR, NN 10 mL Tk 25
VAR, B AVATR NN 63. 8 mg BRIREF (0. 46 mmol,3 eq), VKiB FANAML 116.7 mg (0. 46
mmol,3 eq), VRAYIEIKIS FHEHE 3 /INEF, TLC Haril i 5245 3R » FABRAC T B FR AN 7K V2 V1
KIRE, FKFHA 30 mL & B A =K, & A A, R AR AT & #h /KB Ja » Tk
TR BB 15, 108, VU 28 T, RERCAE E Mr itk e AR : =& Fde / FEE = 10/1, v/v), 18
BVR 2 APIRE A =Rk & A (B 1D
[oo12]  SEjEfs] 2 &5 1 BRI &AL &) -
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Ho, RA I,
[0013]  EIRLEWHIE&TTIEWR

FRELZE 2T 50 mg(0. 154 mmol,1 eq)ET 25 mL HIH LA, NN 10 mL Fo/K 2BV
fifd, 1A VAR PN N 85. Tmg BREZEH (0. 62 mmol, 4eq), VK FINAML 157. 4 mg(0. 62 mmol,
deq), A MIAEIKIE N HEHE 4 /NI, TLC A I I B2 25 R i 5 FH AR SIE s BR A 7K VA L KRN
KAHA 30 mL S FHEAEEL 4 K, G AU, W FH AR £ SRk Bk e, oK iR 88
T T UE, R AT R A E A G =S/ REE = 20/1, v/v), 13 EIRTE
ERPIREE =R &) A
[o014]  sEZjafs] 3 5w 1 BRSSP &9

Hordr, R 4 Ho
[o015] kAL EMIRIGI&TEIT -

FREX 50 mg (0. 11 mmol,1 eq) FIRILAW A, BT 25 ml B OB, N 10 mL F
JEIC R ORIE AR, FEDFE T RSN =TT RS 62 mg (0. 22 mmol, 2 eq) FHE 7T
&7 mg (0.044 mmol,0.4 eq), M 120°CEIFR ML 24 /NF, TLC MM R R 45 3 , ok 7%
T, RERAE E A aifh (BT =&k / FEE = 4/1, v/v), BRI E A EEE AN EY) B
(K 2),
[0016] 4454 B A] LAEJy N-Nitrosoaldol Je N FIEALFR, FHARSEHI a0

o NO o ?H

T 25 mL B SR A NN P ASFE DR (107 mg, 1 mmol), ZRJG AN 4mL # CHCL,, 784 fi#E
BIRAE, BIDALEY) B (16. 2 mg,0. 05 mmol AT ImL [IER CFERR (10 548, iR N M
2 h J&, FIHORT NH,C1 V&R K N, KA 218 . BE AR 3 YK, & 3 HUAH, F T K i e
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FH, R & VA R R E A A (LR S B8 A E TR BE Ak 22015 3 182. 4 mg,

A2 89%,
[00171  SKHEMH 4 L5 T Fros e ik 54 -

Hd, R A H
[o018]  EIRALEWIIHIETTIEWR

FREX 50 mg (0. 11 mmol) FIRALEH A, BT 25 mL BYEE LB, N 10 mL 42
FRORVE i, 7EBERE TN Pd/C (36. 4 mg, ARHI T E 5 &N 10%,0. 034 mmol), ] R MAK &
BNEA ZWE RN 12 h, TLC IR MR T, k28T, RERAE Z A aiih Gl . =
AMLE / FEE = 7/1, v/, 338 E AR R AN A B.
[oo19]  sEZjEfs] 5 MWK 1 BRI &AL &) -

Hdr, R Ay OH,
[0020]  EIRALEWHIETTIEWE

FREUEAL AR 42 mg(1. 1 mmol, 10 eq), BT 25 mL B LIBER T, ZEVKIBVA AR, G
VB 1) A R I T K P S0k 10 mL, 4R 2 AR A, S fF AU 50 mg(0. 11 mmol,
1 ea) L&Y A, I 5 mL FE/K PO RIEIA A, UKIB T 212N SNV, FE 4R S /E VK T b
EARFENZG, BESE RN 2 /N, TLC W I 5 S48 4 56 4 8, 1) i Ao
J & A LIRS 15% B S SA AL BN TR, e R FH R AR AR 78 » BTG o yE, S8R R
4i)5, LR CBRFEEL, FR4G 2B IR B JE A Al (e i i)« =R e / R = 7/1) .48
Bl Ak ARRFEERDL AT ¢ (& 3D,
[0021]  sEZjEfs] 6 5w 1T RSBS54 -
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Hdr, R AN OH.
[0022]  EIRALEWHIETTIEWE

MREUVE AL 424 62. Tmg (1. 65 mmol, 15 eq), BT 25 mL 8 1B T, ZEVKIBAEH T,
FH W0 = 1 Herpim In N e /K Y AR 10 mL, e 2 AR &, SR B 50 mg (0. 11
mmol, 1 e EWI A, F 5 mL JE/K TUE RIEVERE , UK T 212N R BIR, RS EKiB T
P B A RPE, B R = TR 3 /N, TLC W I i 52437 TR 4 52 4 e S S » 18] F R N
JREH A IR 15% RS AL BNA T R A W ERVE MU A5 V8, B H g8, S8 VT
Yi)5, IR CERZERL JRB A B R R AT A e GOl f =& R ke / FilE = 4/D .18
B A B AR E AR RN &9 Co
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