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R4, AR W EFTEN. |

2. IBFESR 1 Fridiyrik, HASMEAT, RARARE, RAESA.

3. WAXFIEEK 1 BTk e, HARMEZE T, FamEEREE. EBEWK
Y. SRELENEBENYTH—FREF. |

4. WALRESK 3 Frid vk, S EET, RS BENYEEN=HE
HEREEUM. W=FEFREEEAE. ISFEFREEEE. — 5
AEEWEN K EER L E PO —FER L.

5. WANRIESR 1 FrikiI5iE, FAFMEAET, iR RNEL-80CEL 0°C
HIEE T 31T .

6. WAFIER 5 FrRmie, HAMEET, FrikRMELA-60TCEL-40
CHIEE THAT.

TIBURIESR 1 Brid 7k, BASMEAET, Bk RERH P ieT.

8. AR ER 7 Frid vk, BASEET, FrddmaE TATM—e
T . SR B BRIERTER. BERAY.

9. WAAER 8 PR 7i, FASMEAET, FrdBraiE — TR, BENT
EBE . ZRESA DYEUkAE (THF) i —FhaR 2 7.

10. IAFIER 8 Frid e, HAFEAET, FRERBEE SR
ZRLRF TR,

1L WBCRIESR 8 Fridrik, B EAET, FidRaEckE. Fok.
HEM_BEXPH—FRL .

12. BB Sk 8 Frid i rik, HASMEAT, R ERIERTRANLE -
FRERBE. — FE T N- B F P ) — ek £ Fb,

13 WACRIESR 7 Frid ik, HASEET, /8 THEHA.

14 SANRIE K 13 Brid 7%, HASMEA T, Frid BRI s F
f (HMPA) 75 FRZEBE =Btk (HMPT) . N, N-— FR LBk B AR (DMI) F1 1, 3- — &
=3, 4,5, 6-IU -2~ (1H) MERE K2 B (DMPU) h () —Fh R 2 50,

15. =M & BRI FH 6 WERK A,
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Hod, RES. dEZBREEER, ZHEEEEERIVHERBERE
BR B 5508 £ 17 AE T3 AT 3R L,

15

oH

/@)\/\/OOOH
Rl
BRIV

25 Hep, R ERTEX.
16. TOAUHE K 15 Frid 7, HAFEET, R EH.
17. AABUFIEESK 16 Frid 7%, BAHELET, iR EEIRER . St B
R LM BB —MEREH.
18. WANFZE K 15 Frid 7 vE, HAFELE T, Frid 555 s aExt X
30 ALLRESEANAE S RER T ) — R ERZ F
19. ALK ER 156 Frid 77, HAHEAET, FIidRREL 0CEY 60
CHNRE T 317 .
20. AR ESK 16 Frid 777, HAREET, Brid RELEBFIF T,
21. INALFIE K 20 Frid 7%, HAFEAET, AR aE T HF A —F
35 EEM: B RAR. B B 2. 28, BRIERTEN. e8RS,
22. ARIEK 21 Frid M 777%, HAFELE T, I EREEE R
TROEF R .
23. INAURESK 21 Frid i ris, HAFEET, Frid e, FFEM_
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5 SEBEPH—FRLH,
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Hep, RRFMRWEFTEN URKEFHERERUSIEXIVEFHER

%,

29. WALFIE K 28 Frid vk, HAHERE T, Fridicf R NAEFERAFEYE
IR

30. IACFIE K 28 Brid 7%, HAFEE T, it IR R A EEFHE
WHIEE T ERERHA .

31. AR E Sk 30 Frid 5k, HARIEET, P ERAammEis.
FEWE A . Flke-THF F0Ake- — FAREBA T B —FhEl B F.

32. WALRIE Sk 29 30 Frid ik, FARMELET, FIRAFHERAIF
PEREAL T R F AT

33. WARIE k 32 Frid )52, HAFEAET, IR FHMRaE Ta+ K
—MEE . ()-8 -FAZRAIREM S (DIP-C1) . (S)-BINAP, (S)-BINAL-H
MEFWTRAREGHBILED)

Ph
:} .... P ;j Ph {_
SORE O =y
0 / /

B—o B B

34 AR ESK 28 FrR ik, HEEET, FIRERRMAELA-40C
Y 40CHEE T AT,

35.00RCFIEE Sk 28 BRid I, HAREET, PR R R AR+
AT .

36. 0 BUFIESK 35 Frid ik, HEEET, IRBFEE TAYH
—FMEEH. B, SRR, B 2. B. BRERTFERANENNREY.

37.AFESR 36 Fridi ik, HEEET, MABMGE _TE. F
BT BB, ZEETR TU SRR (THF) i) — B 2 Fh .

3BUMFIE R 36 BRIk, HETEET, MREARAE_EF
PR R P R —FE M.
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39 IMFIESR 36 FTdMITYE, HBEET, FridkEEck. FX
M_BEXPH—MEEH.
40.0MFER 36 FridITriE, HAFMEAET, ABREELR ZERN
ZBRAERTH—FEE .
5 41.WBFIEXK 36 Fri’dziE, HFIEET, MEBOERE. L8
RN —FPERE
42. I0AFESK 36 BT pI7iE, AR EET, FrdfBfRIER FERaE
FAEFBE. — PR TRM N-F Rt e e o) —Fhal 2 .
43. —MAYHEY, HERE: WITrARER. EINEK 1 Frdis
10 VERIIN - FEERNTRTEYHRAFAERENNZAE ETEZ R,
M—FE M2 % LT BZHEE. BERSFERER.
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10 HRHEAR
TREERT MATEYIE AR K DU A I R M B B B2y, AR TR
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BFHRERE,

Rl

10 BEAVI
HPRmEFEN, RALEEREH,

OH

15 ,/'\/\/WOR

20 =V
He, RAMRWEFEN; KBEFHERERUBIEXIVHFHEER.
H—HH, FR\RE—HEVEEY, REBETAEREN _XEETH
R TRTEDR R RAEBENINZGZ L SR, I—MREmhgz L
AEZ A, BEAEAER.
25 FRAK—ANRENLHGIE T XPHAER. FRAMLERME. BH
FOAR 20K B B AR AR YA B AR B SR

RAEL TR
FRUANEBEIFRT —FEEFEXIN ZEZEZRRAF T RHERAFAEE
30 BMEHBIAMIGE, HF R R EAEARMNEARN, ARE. RIS
BER, RAKRE. fESRERPED. ZESEEXIINFIE 6§ WEsE
BWAETSEAIIIN - RETERN, HHR. R MR wWEFEX.
AiE “HE” BER. & WA BEAYEHLP SRS RENF
B, REWMPEMLE. EEHRENFEETE. M=k FrEfEn =
35 EFRRENRTEZ _FEFEARE. RELANLACERE, 2.
IERE. RREMRTEER. £-FENLES+T, EEXINLEDT,
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RARRER, RARE.

A AZEERIIMF ¢ 6 HEESERITIAN ZFE W REH &Y A K5 E 5] T
AEEEHENETES. SREWDNEN. SEELENTEMN. NE&ER
UM =FEPEHREP. D=FEFERINA . N=FERERIAN
., ZHERMNEN - RAZRE.

RNFIEEZ-100°'C 2 4] 50 CRIEE T#1T, HlInEA-80CEL 0CHIR
BETHAT. fAH, RNMATEL-60CEL-40CTF#H1T.

ATFEXIIEYSER I EY RN K-S E RS R E RN &M4
TARZREHEANER . HRENOLOIaER, BT E8. FENT
FEF. ZRRGEAUSRRR (THF) ; AR, - FRM_E LK B,
ok, Fok. FRMZEE, BRAERTEN, B _FEFRE. —
RETM. N-FEURLGE; MEfRREY.

AT UM Bh ¥, 7S R BB AR (HMPA) . 7S FF EEB% = BERR (HMPT) .
N, N- Z FF oKk Mk i (DMI, N,N-dimethylimidazolidinone) 1 1,3-=—H X
=3, 4, 5, 6-PU%.~2- (1H) M #E 5t B (pyrimidinone) (DMPU) . ’

RNE] I ZBREER R 7 KM ER % ik, BRIFRAEFH T RHAETA
B, #FESSEEENTREM.

A ARN RN REh TR ER T RHET, A @RIIIH
Wi AP EMRERARER TR . ARPEAGEN, WFESREA
ERBAREZRFEAMKMER. fitn, SRFEARTEEEAN, TTH
SR /B A0 R BB Z R S A AT R B A ; S B R ATl It A Lewis
BRACEEAAARE, FREEERPEATETIHASTRAODOERERE, BRER
IMfEY, HFRES.

WA ITI R W ik m 8 A s Ok B A A 0 22 R Eh i 4 BB 2K R R
MEfHIF .

BAINZFEERF TR AUEATERRENE EEREER
e ZHTEIHERXIN - FERLANT RS 28 ENNEEPABEEN
WZROBEBEAEAY) . MRKBRPRBKRE 2 LNBERKRE. WEim

11
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ZENHEEREAY) . SMBEREANZ KNBEBRRESESEMEN

il R % o

FRANEFRT —MAFHEERIINTHE 6 WEKAE, P R 4L
RE. NRBREEER. ZHESRBERIVHTFERERERR TR L
THUBZEXIINFHEAR. TEARIBRRTI®R. SENBENL6 SR
HE. WEEER. ZBRAOFER. S ERSRE R SR B Rl
SRR IE SRR .«

H R N AT EEZI-20°C R E) 120°C IR T AT, BEEZ) 0CEL 60°CHY
BRETHT. 554, KNATZEL 10°CE L 40°CHEE T#T.

A N T 7R A8 B R AT

RiE “HERER” BFEATEEN. ERNAGTRARESLHGTEE
FURNAFREFSEFREY . SENBEANSHaER, En =28, —
TR FEMT R ZMANE kR, SARKR, En_ERRi_—g2
be: BE, EWZRZBERMZBRREE: B, SRR EER TEE MIBK);
K, BWCkE. FEMZFRE, 28K BRIERTHER, En= PR E .
THETK. N-FEMESE. T (sulpholane) ; FIENINIESY).

FRANETFFR T —FMH B IVHFHBERI TS, L4 RAERE.
MERSRAERER. ZH RS ERVIEF B TRMEN AR EETRE, B
FRARE. IERSREEERA, R AREER, BEERVOTER R,
ARG B B R E VI F R R BT KR .

BEAVIRIAL B ) SR E B I 9 8 VA4 & 0BT LAt A 4 5 B )
A F AL T G R AT 8RR L.

F 38 R R ) T4 08 SR ) R AR L LAk 22 b 3 A B R B A
EHEEFEME, #inG)- 8 -FRZRIEEMAE (DIP-C1). (S)-BINAP.
(S)-BINAL-H FI&5#10 F 1L &4

12
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ERAMLH BB . HEME MRS Y w5 -THF
M- FRBEEY.

A5 EREFER—REBEAOFHEEATOG FIE LREAFEER
BT B 25 B F ST AR R .

MARBRWER, AEHFASENERHEITER, =EEXVHLED.

I JR R ¥R VT AR 438 BT 3 B AE P AR AL TR /B SR SR BEAT VA % . 4
W, ERRMATEL-80CEL 100°CHEE FTH#IT, BRAEL-40CTEL 40
CREE T#HIT. A, RNWEH-25CEH-10CHRE T#HIT.

ATREREXVINALEYHEENEFREEANERNEZGHTARE
BRI LRE AR EFaER, Ew TR, BENT EB.
“hEE AT ERRRE; WK, B _EFRM Ok B, EWFE.
CEMFAM: B, BWCRZBNZRRAE: B, Wk, FEM
THE, @BREERTER, B0 _FEPBKE. P EER. N-F R EE;
MENRBRED.

EAVIRAEDTE S F RIS B AR A B A& & B Rl &% . X
LRECMILEY), FETESASR AT ERE, EWNTETEE
EH5E 6207822 SR primid P BRKR A=

BAIVAEXVIL ST ER NGRS, SRl —P RN GE
RIIFHERER.

AR B — B E S LT B SERE B EAT R, % SR HE ) R A R B AR TE M U
B, B 7R &4k B RITE
SR 1
4-(4-FEFEL) TRIFI&

£ OC T —HHE KL (205. 85 72, 1. 54 BE/R) I & F 42 (500 &
FH) BIF WP AKX B (80 5T, 0. 7 BE/R) B S F ke (125 ZFt) MWW ¥k
NABERE 30 4r8h, M RNYIHZE A FALE (67. 36 7, 0.7 BE/R) . i@t TLC
W% R LRI SE R, ARFEZEBEEE T BB VKK (2000 ZFH) 1, 4058 H B 1A T
TWEHATHER . B EAEBHRE 3UKMEEBKER (1100 ZH) F, FHZK

13
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Bkt (300 ZF) #ATHEYE. XKBHTRABRIVIE. SHE K&, AK#ITE
¥, EFTHR, B3 E&FR~% 0255, =% 85%).

'HNMR (CDC1,) & :8.027-7.98(m, 2H), 7.17-7.11(m, 2H), 3.067(t, 2H),
2.52(t, 2H), 2.14-2.04(m, 2H).

L] 2
4- (4-FAEFE) T8 B0 %

R SEREB 1 hETRH) 4- (4-F R FBE) T BR (100 32, 0. 476 BE/R) A AR 7E
1050 ZF-FEES, I 100 EF 16 % B FEEERRE . @IS TLC ¥ R M 52
B, EEZETRHRERELR. MAYH 400 2EF S Fe3TIRE, 8 250
BEF SXHIBRBREAMER. FH 500 BFHEMEKBRBEEFER. BEH
MBHHT TR, FERETEREZETHR. FARYNZRZEMND KT
Gidtick, BRI (85.7R, FE: 80%),

'H-NMR (CDC15) & :8.01-7.97 (m, 2H), 7.15-7.10(m, 2H), 3.66(s, 3H),
3.03(t, 2H), 2.45(t, 2H), 2.11-2.02(m, 2H).

L Hf 3
(6S) ~6- (4- K FE) PUA - 20Nt Mg -2~ 4 54 2%

7 30 BN R —HAEER-35CTH () - B -ERZRMIEEN (121.6
58, 0. 38 FE/R) HIVUEkE (120 Z=FH) PN 4- -FEFBH TR FEs (50
55, 0.223 BE/R) KITHERRRE (100 ), FHFE-25°CHERELT 15 N/ RIGEE
-10°CHnA 105 ZF+/KH 260 ZFFEE, HiE 30 480, REBEEYSLEIA 300
ZEF+ 5M NaOH ¥ W7E-5'C AL ER FFBEHE 30 o4k, SREH RNYMEIAN 500 ZF+
“RFRAMBARKREPERNIREY 3: 2)F. SHKE#HITHE, FH200%
FoE B EedtATiEYe, oM thE7E OC T ML) pH ELH 2. KEBRE LM
WM, AZMZEE (00 =) ZXBFE K. AEARBRYHET TSR FERE
THEEEZTE. FKUEIRNE 1 AFES, FHBME 200 2 & Fi
) 4-FRZRTAR LRSS (5. 7 78, 10 BE/R %) WWUHT b . RNIBSWEZET
PidE, A TLC Wi R HISER (20 15 /ME) , SRJEH 200 ZFH/KHD 200 ZF+ 5
% MR EAMBHBETIE Y. FIERRBRMHT TR, FERETE. M

14
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YNEE: CROBEYTERER, B2 33 AT GEER. 75%), BRA

111.1°C, [aly: -21.8C(25C, c=1%, BFALFE).

'H-NMR (CDC1;) § :7.36-7.30(m, 2H), 7.10-7.04(m, 2H), 5.36-5.31(dd,
1H), 2.72-2.55(m, 2H), 2.19-2.13(m, 1H), 2. 05-1. 96 (m, 2H), 1. 88-1. 85(m,
1H) .

“CNMR (CDC1;) & :18.5, 29.3, 30.4, 80.9, 115.3, 115.6, 127.5, 127.6,
135.5, 160.8, 164.1, 171.1.

SC e 4
R 1-(4-FEE)-3-[30)-(4-AEE-I-BERNE)-4-4-TFTEHEFE) 2-
BAHTHHH &

HE-S50CTH—HHEEN _—RRERK (5.72 72, 56.6 ZEAE/R) KUK
Mg (13.5 ZFH) WP RIBMA 2. 5M K IE T 24 (22. 64 ZEFt, 56. 6 ZER)
FICRBW, FHH 30 48h. #£-50CTT 5 e A RNESYFMA
(6S)-6- (4-F K E) WA -2H-ntm-2 & (5.5 3%, 28.3 ZEAE/R) AIIUE kMg
BTEH)EE. E-50CTHHLA 15 2445, MADMPUG EF), REE
25 30 SEPRMA 4 FEERTFE-4-RAEK(8.63 70, 28.3 BERK)#E
68. 75 ZFt DMF WM. SEEAE-50CTHH 1 A, RNA5.5EHZ
BRXR. BiH 15 048R, BRNYERZIBAETHEN —RER IM 3R
(250 Z2A) MZBR LB (110 BF) KB EYF. BESE, 3H 100 ZFHZ
B ZEEX K BT . A 100.ZEF 10% M EAMB BB S HNENE
IR, FARBRHAHITTR. KANHEERETEREETE. BMKYAR
RR#ITEN (BB : Cht: ZBRZEE 85:15), BRI BRI~ 9.5 78 F5 &K,
67%) .

'H-NMR(CDC1,) & :7.40-7.21(m, 11H), 7.02-6.87(m, 6H), 5.04(s, 2H),
4.69(m, 1H), 4.55(d, 1H), 3.11-3.04(m, 1H), 2. 36(brs, 1H), 2.02-1. 77 (m,
4H) .

SE I 5
(3R, 4R) -1-(4-FHEE)-3-[(3S)-3-4-FWMER) -BERE]4+-U-BEX

15
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B)-2-E RN T HHH &

BPEFEYR 1-(4-BEE)-3-[3(5) - (4-MEE--REREHE) 4-4-
FEERE)-ARFTHG R, 1 BER)EHES ZFAFTESD, HHE
WS . IR I ER %R (6. 31 52, 10 ZAE/R) . 10% FI4E /8% (3.6 )
MERKRO.5 FH) . BRNESYMHAET 55C, HEid TLC WE RN T
. RIEBEYFABIERITEERZE B/, FHAPEER. 8§ “2/5%”
RVESE A B R P. KHEBERITIE, BREKYEMRE 100 ZF
ZEB&RED, HA 0NMEUHBERBITESR. RER _EFREERE
TEEITER. BBINBAYC. 4R EERTHEBREZLRZE(.5%
Fd, MEFEEIMA 60 BFAMT EFEB. KABNSFEBRMEE 1 b
i, FTBMEEFTIESEEARTEFEREN SV BERLEY.
FEE: 1.76 %, FHAE (#EiL HPLCIE): 99.69%.

'HNMR (DMSO) & :9.52(s, 1H), 7.36-7.08(m, 10H), 6.76-6.74(d, 2H),
5.30-5.29(d, 1H), 4. 77(s, 1H) , 4. 56-4. 55 (m, 1H) , 3. 08 (s, 4H) , 1. 88-1. 72 (m,
4H), 1.11(s, 9H).,

¥ EREFSYERERRES, R RERTMAKERIRE. NEE
BTSN TR, BREEREY 1.5 5.

'HNMR (DMSO) & :9.49(s, 1H),7.35-7.07(m, 10H), 6.76-6.73(d, 2H),
5.28-5.27(d, 1H), 4.77(s, 1H), 4.56-4.54(m, 1H), 3.08-3.06(m, 1H),
1.87-1.72(m, 4H).

L5 6
WEBKRN-GR45)-1-4- A FHE)-3-[(B)-3-4-FMEHE)3-BENR
E]-4-(-REER) 2-RIH T R H &

¥ LR 5 PIIEBEATARNBREET TIRSE. BRI KYBER
4 BAZBRIEF, MEPMAN 4 BEFIECK. BREEDYHIE 2 /AT,
e @ rEd s, TREBIBIRUEY (0.8 5, 2. 19.5%) .
FER: 161.4°C, [aly: -28.7C(25°C, ¢=0.34%, ¥EFINFE),

'HNMR (DMSO) 6 :9.50(s, 1H),7.32-7.07(m, 10H), 6.76-6.74(d, 2H),

16
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,5' 27‘5. 26 (d) IH) ’ 4. 79 (S’ 1H) ’ 4. 50_4. 48 (my 1H) ’ 3. 07_3. 05 (m) lH) ’
1.83-1.72(m, 4H).

RIE R AR SCHEIN A R B AT T 3R, W FASUSBARA R —EMEH%
MERREM S LK, FEERBEELRAMNTEEN.

17
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