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Lo —Fi i R 20 s B9 BRI — 20 5 A 64 DY AR 2k 1 2 B e A
Ry * Ry *

\ ) N P .

N==SF,| BFy 1/ ;| @N—=3F,| BF,
% ¥,

b Ry R R, 8908 23, 80 Ry AR, SE MR SR T TR -

P ik i [ AR AN 2 LU LA

TOHERAETF IS EMEREE (R mop. 74-76°C )

WiIE 25 — A 85 VU R R R (EPIR ;m.p. 92-94°C ) BLK

M ERA — S i 845 DY B R 2 (AR AEAE m. p. 104-106°C ) o

2. MRPEBRIE R 1 Frik i o B 14, ik g -

{4 VANTEC Kl 2% . A5 7F Bruker—axs, D8advance FIFTES 11 % 2 1) XRD HU3EH 11
R A2 — LR T RS VY U R 2, HHE -

A
d (&) 20 A () AATIRE (%)
7.99 11.1 15.1
7.26 12.2 100
6.71 13.2 68
6.04 14.6 4.8
5.61 15.8 52.7
5.46 16.2 4.3
5.17 17.1 52.5
4.95 17.9 18.6
4.87 18.2 18.4




ON 102482209 B W f FE Ok B 2/5 51
4.45 19.9 194
4.36 20.4 19.2
4.32 20.5 59.7
4.02 22.1 17.7
3.8 234 6.5
3.63 24.5 76.1
3.51 25.3 7
3.47 25.6 1.3
341 26.1 10.7
3.39 26.3 9.3
327 27.2 56
3.21 27.8 9.4
3.14 28.4 26.8

&
>

1 F| VANTEC ¥l %2 . B A5 7F Bruker—axs, D8advance FIFTE 11 B8 52 119 XRD ELHE (1 111
TN . ORI RS VY SRR £, HALHS .

I 2

d (&) 20 A (%) MR E (%)
19.93 4.4 5.8
11.49 7.7 2.4
7.97 11.1 7.2
7.24 12.2 8.6
6.69 13.2 40.5
5.6 158 12.4
5.16 17.2 7.4
4.94 17.9 7.8
4.87 18.2 100
445 20 142
431 20.6 12.9
4.01 22.1 4.9
3.79 23.4 5.1
3.69 24.1 1.2
3.63 24.5 11.5
3.51 25.3 5.8
3.46 25.7 3.6
3.39 26.3 2.7
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3.27 27.2 19.1
3.13 28.4 7.6

3
>

{§ B VANTEC #5122 . LA 7F Bruker—axs, D8advance ZRTES 11 b 15 52 1) XRD FdE 1 1V

RUEAE T LRI R W RSA VY e 26, HAHS .
| AV

d (3%) 20/ () M IRE (%)
17.37 5.1 0.6

8 11 1.5
7.26 12.2 100
6.71 13.2 50.2
5.61 15.8 1.5
5.17 17.1 1.5
4,87 18.2 28.3
445 19.9 0.7
431 20.6 4.6
3.8 23.4 1.7
3.64 24.5 23.1
3.51 25.3 2
3.27 27.2 7.6

»
b

{ I VANTEC ¥ 2% . BLf5 7F Bruker—axs, DSadvance ZI478F 11 1% %2 i XRD EdE 11 V
WILAY — CREIE RS VY WA R 2L, HAHS .

VA&

d (%) 20 A (%) FAXT SRR (%)
11.51 7.7 1.1

8 11.1 1.1
7.26 12.2 4.4
6.71 13.2 100
5.61 15.8 3.8
5.18 17.1 0.6
495 17.9 1.5
4.87 18.2 44.9
4,45 19.9 4
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4.31 20.6 3.8
4.01 22.2 0.9
3.97 22.4 0.4
3.8 23.4 1.8
3.63 24.5 2.9
3.52 25.3 2.5
3.46 25.7 0.7
3.36 26.5 1
3.28 27.2 6.3
3.14 28.4 1.5

¥

i FHl VANTEC #l2% . LA 7E Bruker—axs, D8advance FIRTEvF 582 1 XRD %0381 VI

TR — ORI R A 85 VU s ER £, HLALHE -
VI #

d (%) 20 A (%) MR (%)
19.97 4.4 2.3
7.97 11.1 6.2
7.23 12.2 100
6.68 13.2 21
5.6 15.8 4.1
5.44 16.3 1
5.16 17.2 9.6
4.95 17.9 4.3
4.87 18.2 1
4.44 20 1.1
4.35 20.4 5.4
4,31 20.6 7.3

4 222 4.4
3.79 23.5 33
3.63 24.5 92.1
3.51 25.4 22
3.48 25.6 1.9
341 26.1 0.9
3.39 26.3 1.1
3.26 27.4 2.6
3.21 27.8 2.3
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s PAK
% Fl VANTEC #rii2% . A 7E Bruker—axs, D8advance TIFTHvF 382 1K) XRD 20381 11
TR AR A AR — i 84 VY s R 2, SLA 45

d (%) 20 1 () AR A (%)
19,91 4,43 19,4
6,72 13,16 56,4
6,32 14,00 58,3
6,18 14,31 6,5
5,61 15,79 2.4
5,10 17,36 10,3
4,82 18,39 100
4,55 19,51 10,8
4,08 21,75 92,6
3,81 2333 11,3
3,77 23,59 96,6
3,60 24,69 2,0
3,50 2542 12,8
3,37 26,43 7.8
3,34 26,65 6,1
3,19 27,93 6,1
3,12 28,59 12,6
3,00 28,83 7,7
3,03 29,46 4.6
2,99 29,88 34

3. MRAEACH K 1 Frik (#4385 44, Jorh R, MR, 5 EATITERE KRR 7 — &KL -

/N
_/
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"R - S E SR TESEE . A& AEURMEAES
R AW ’JEFHF%

EEHEA
[0001] 5 AL 5 5 AERAL IR AR LB, BT 30 20 7 0] AR I A R 4k 0/
iii%%i‘%/ﬂ (0 a3 R AR E MR S SIS MR A A RME ) S B DARAGAL A D AE i 25 R
A2 R R B
[0002] 5 41, BEORBE FF £ 22 4 WAL IR DA A A R - 5 AN EI 3 ) 532, T I
(1) S 1 77 V25 A FH B A 7 A DL R ER B I R T A2 7 A8 — S8 AL IR e A8 A R R
FERFA
[0003] LN SF, BAAT K URAL SOV, (H 2 F 52 b, AbTH X Pl B AR R B AR 2 4
Tt AT SF, 1) VIR A ) T T, fE AR (T 100°C) FF REATEN A
P L B R 2 22 4 ], AT R 2 Pk sl Caitk ik — s
Fele 3 = H ALK (DAST) (Middleton, W. J. J. Org. Chem. 1975, 40,574) , {H /2 J5 2R #ff 5 1X Fih
AR A R AT E 10, I BRI A 518 4E (Messina, P. A. ;Mange, K. C. ;Middleton,
W. J. J. Fluorine Chem. 1989,42,137) . HH TV {4 DAST (¥ i1t 75 EL 28R Ak, Jr LUIX A2 i
AR X AP A PR A GRS, IF B 24 2 R AR g . XIER T
PR 5 5 AR BB AR .
[0004] 4 THFAREZ2KAF, CEF KM= Q- PR LHE) A2 =/l
(Deoxo— Fluor® ) (Lal,G. S. ;Pez,G.P. ;Pesaresi,R. J. ;Prozonic,F.M. ;Cheng,H. J. Org.
Chem. 1999, 71,7048) . Z=XFHiE AL (DSC) #2575 DAST FDeoxofluor® H A AH [ 1) 73 fiF
P, AEE RS AR Tk 22 28 DAST 23 B PRs Hl P
[0005]  7F Deoxo—Fluor & LAHUAY DAST Jf HLAffi 5K tb DAST B E AR [RIBT , 77 AE AR FF 5
BAEH DAST 1376 BRI, B T 2 AT Frid 9) 22 4= 1) @1, A7 4E 55 48 DAST . Deoxo—Fluor Fl4H
K e 2 It — HALAR A O HAR B 1] Ao BT R0 A AT IR BT M DA AE
R AR AR, B S KBIZ N . PR, SRS B ANTE A KRS RAL v BTIR R
W ARRE S 2L SRR, JF B i T C& MR E AT E i A7 I 2 FRAf, BT LA I e AT 75 B FRR
ZTRUMERT A AT R o thAh, B AT IR M 75 22 7 4% 1S i R il , FF 6 T 47 R0 Ab B i
T e 2 R ELE .
[oo06]  REFEEE S HFAMM AT ED CE N AT A = £ 9. Markovskii et
al. B RE T a8 2 s Markovskii, L. N. ;Pashinnik, V. E. ;
Saenko, E. P. Zh. Org. Khim. 1977, 13, 1116) o fAI IR T BF, « Et,0 5 = L& —HAL
Bl H T LSOk WRE JE B kA AR o (R — 8 B N, AT A 7 AH N ) DY S R 2 o J5
5, Cowley et al. (Cowley, A.H. ;Pagel, D. J. ;Walker, M. L. J. Am. Chem. Soc. 1978, 100,
7065) LL & Mews Fll Henle (Mews, R. ;Henle, H. J. Fluorine Chem. 1979, 14,495) #¢45 T 7]
DIAS A A Lewis R, I b f — AR 22 — HALAR 5 BF,, PF; HIT AsE; £, M T BiAH K
()= AL W miss k. BEE Pauer et al. HE—2BB9T, BN T#E T kit 2k
W8 Eh 454 (Pauer, F. ;Erhart, M. ;Mews, R. ;Stalke, D. Z. Naturforsch. , B :Chem.

7
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Sci. 1990,45,271) , Horh @A 1fg AT 7 = AR 2 2k — 0 At 86 7 U R 3R 1) A AR 45 1) . B
T, 34 Pashinnik et al. (Pashinnik, V.E. ;Martynyuk, E.G. ;Shermolovich, Y.G. Ukr.
Khim. Zh. 2002, 68, 83) i & FhMRAX = 35 ALHR 15 SeF, [ M AT B st e R AR~ 30 YV Bt 845 1. 80
BPER RIS, IR T o — P R e B WA G Eh . RV BRI TS T e AR I A B
S X T eI A R VPR RIE R D o (B, 7 F4F LAHT, Pashinnik et al 45T
P A N R —ME R 52 f5] (Bezuglov, V. V. ;Pashinnik, V.E. ;Tovstenko, V. I. ;
Markovskii, L. N. ;Freimanis, Y. A. ;Serkov, I.V. Russ. J. Bioorg. Chem. 1996, 22,688) , FH
IR T AT AR ER A T R EE 5 L AR R bR A € et 557 Y S BIIR 3k 1 SO

[0007]  [KIith, fRIF AE AT 77 2 Bt HLAT LUAH S 25 2 il 19 L 22 4 HA R0 AL i)

[0008] A& ANITT LA FNIRS :Beaulieu, F. ;Beauregard, L.-P. ;Courchesne, G. ;
Couturier, M. ;LaFlamme, F. ;L. ' Heureux, A. Org. Lett. 2009, 11,5052 ;1. ' Heureux,
A. ;Beaulieu, F. ;Bennett, C. ;Bill, D.R. ;Clayton, S. ;LaFlamme, F. ;Mirmehrabi, M. ;
Tadayon, S. ;Tovell,D. ;Couturier,M J.Org. Chem. 2010,75,3401, H.rp—2ep e {5 il 2 90
TEAR R

[0009] K HHMEIR

[o010]  {EAR BIH— A T7 i, 24t TR PR i BRI - 288 s miss £ 70 5

] 1
[0011]
Ry * R4 N
A | . A
N==sF,| X /i |@n—sr| X (1)
Ro Rz

[0012]  H:rn R, FI R, 7 Hbik B e sk, 7555, 5 etk AR 05 5L, A3 W] A1k 4 B
R, B R, AR, — 2T R 4-6 ANk J - 1 T4 28 A I e 26 % , L mT R e An &5 1k A
N, S F O F—AEREZ A 243+ 3 H X NPT 7, AT RS2 BT it — U - 25
TR EEA L -

[0013] PP REGE — S h% $4 VY & A e 5

[0014] = ZBESE OB SR VU AN 2 (4R sm. p. 74-76°C )

[0015]  WRMEREE — 5O ES VYA IR £ (£1IR sm. p. 92-94°C )

[0016] N ERA, — 3 At 84 DU S R 5 (AT sm. p. 104-106°C ) 5

[0017]  JFHY R, FI R, ¥k LR, W] X™ AJ& SbF,, PR, Fl AsF, , 1124 R, F1

[o018] R, H5EMIPTIEREI A I S MRACHRIENS, W) X° A2 SeFy

[oo19]  FE—ATJ7iin, 124t TR AR B ZHAR ) - 22 RO m%‘“ =9 PRERR R ) 4
B A

[0020]
=3 *
N -
N==5F,| CFs505 #u/3, .?xé—sr»" CF3S0;
R

[0021]  ILAp R, R, BHOZHLIE B HEFE, %%,%%%%,mfﬁﬂmﬁi, EAN AR
8
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PG EEE R R, — ik 4-6 M1 (1 ] AR B R e 2k B, IR e ik A
N, SO FHI— AP EE A28 R T

[0022]  fE—NJ7 M, J2 4 T AP B IR - 2k — 9 A #4 DU B IR £ 1) 7 8
[l 4

[0023]
R, * Ry "
. _ RN | ,
N==5SF, BF& /3 |@wN—sF,| BF
R szf

[0024]  Hrp R, AR, A7 M BBEHE, 755k, O etk ZRBR A 05 5, ‘AN ] AR 1k Mgk Y
B R, AR, — T K 4-6 Ak R 7 1 ] A 1l A 1 P Joe 2, HEmT AR et A 5 2k B
N, S HO P —ADERZ A AR T s BTk [ R A 2 DU A& ) -

[0025] AR — R I 84 VY S A G £

[0026] — LFEEE ROV ES VYA £ (4HIR sm. p. 74-76°C )

[0027]  WRFERE SOV ES VYA £ (#1IR sm. p. 92-94°C )

[0028]  REGBBRAR — SR EH VY AN IR 2 (#eAEA sm. p. 104-106°C ) .

[0029]  FE—ANT5 1, $RAE T = LR AR RO it 84 VU SR R Eh I A 2R Y 1T 11T,
V.V 1 VI,

[0030]  7E—ANJ7 i, R4 T AR A A4 DY U R 2h TS A 8 A 1T,

[0031]  FE—ANJ7 i, et T = LA Z I b 84 VU U R Sh KR S5 4, Hos s 2 b 2
FOAR ST e RITE A2 = S B S — 3 A 84 DY Sl e 26

[0032] {5 —AJ7 i, $ett T H T Hl T s i BT — 28 28 At 85 2R 1) 73
EAERENINWRTE

[0033]
R * Ry *
v 9 ~ N A
N==SF,| X #=/3% '/N—S?;g X

R R

[0034]  AL4EH 2 R RN-SF, From i) ZHUR ) — &&= WALAE 5 Bronsted 5 ¥, I
R, MR, M7k B EdE, J7 3k, J5bid, 2428 05 5, AN 1B Al AR gl HUAR B0 R, TR,
— I K 4-6 IR SR T I AT AT U R R B, e Sk B N, S AT O i —
MEZ AR 3 H X 4 Bronsted S8R FIILH00 -

[0035]  fE—ANJ7 T, 248 T M T iles T AR ) B — &2 A 6% Y U iR

R B E AR T -
[0036]
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R4 * R, *

S P R _

N=—5F,| BFs #fv/3 |@wN—sF,| BF

R, R,
[0037]  AFEBARZL AL E X RRN-SF, Ar7n i) BRI - 2 =& Akt 55 BF, 8¢ HBF, [
KR F i, b R, AR, WA ST e Yo
[0038] fE—AJrmH, #1247 H B ESEE -0H, = 0,-CO0H LA TR &Y
2/Db—ANE AR S BB TV, GRS TR AL S S T TR )
B FE RSS2 DL F A ) AN IR AL P SR s B fi, FHE A iR B — B R 2 5%
TR R

[0039]
Ry * Ry *
N A - . 9
N=SF,| X #2/3K ®N—SF,| X

?%2 F22

[0040]  Hir R, I R, A7 HBIE B e, 555, J7 etk IR 5 5L, e AT W] A1 M 4 Y
B Ry AR, — AT 4-6 ANk S5 - (1 AT e AR R P bt 2 e, FEmT (e A5 1k A
N, SHO PR —AERZ A5 1 s JF H X AP E 1.

[0041]  FEXCAth 7T, 24 T AL &L B -OH, —COOH LA K ARG h it 2 /b —
NEBEAL AW 2 HAL I 575, o iE AR TR e 595 T PR i BRI 2
BE RO RS £h DA SR AE A, e rp TR i BRI 2 R RO SR S

[0042]
R K Ry ¥
A . A
N=5F,| X =/ ./r\;»»ms}:z X

R R3

[0043]  Hidp R, FI R, M7k B BeSE, 7598, 75 bk, AR A% 75 36, B A nl AT 2E M A B
;808 R, MR, — ST AL 4-6 AR R T B A AT MR i 0 e Jk e, Hon[ T &k B
N, SFT O —AERZ N IR T IR H X P 1.

R 152 AR

[0044] [ la AIAHEARIRR Z A1) XRD ;

[0045] & 1b—1f ARHE A B T B SE i 77 S8 AN RS 5% 1) XRD 5

[0046] ] 2 R4 A< A IR 24 TR S5t 77 2 08T 1 22 2 1K XRD.

[0047]  RHEHFIA

[o048]  Rif “fidk” KomHA 1 & 18 M+ ik h 1 2 12 MR FAIEN 1 2

10 MR R UE R 1 2 6 MR T2t S BRI (BAEZ IR ) o, il

AR AT 20 3 MR, ik B2 18 MR+, I H'e Al 120 LAl fEik
10



CON 102482209 B OB B 5/33 T

AR o JE S L FRE AR T L g A R, &3, TS, RN EE, T4, 7 T 28,
T3, BUT 28, I, 538, B I, BUREE, OFE, 7 O3, Br O, IR 3L, 3R T 28, 3%
SEFI OB . ARSI, AR “ St AR I — AN B AN SR T R AR
B, B2k i A o LS AR AEAS BT AR IR ] AT e e B P — G0 AR, 3L PP 2, LR 2,
AR, AP, ATE, SRR, RO, RO, SR, RO, B A
WP, AP, AR

[0049]  AiH “NPpEIE” KR M “hedt” T

[0050]  AGE“IidE” RoRIERE T B — N EZ AW I Bonl(E g R 2 & 12 Mk
(R e S5

[0051]  AGE“HIL” FRoRTERE T A — N E A =8I vl (EE g iR 2 & 12 Mk
[ e S

[0052]  ARif “ Rt ” Kondh SAHAR IR il S R I S A e s . S ek
EART AR, C58E, WEE, RIARE, THE, BUTEE, IWNEE, W THE, Bk
AIERIR ORI,

[0053]  ARGE “ReEmiA” Fom H A AR I Rl i S e A p e . St
{HANFR T~ A JEmiAR, LR AR, NSEMAR, e N SERAR, T 2EmiAX, BUT ZEmAR, BRI JEmAR,
T EEBAC, IR O . RIE“ R Ron A R PR AR T
MBS IF BT DU BRpe S 2 sl e SE 2 R e 2, L AP BTl (e 658 [ nT LAAH [R] s AN
[Flo FLSCEIELFREARR TR REE, LR, WERE, R NEEE, TREEE, T EXR
55, NN IR S, T AR, B AR A B O .

[0054]  ARIE“TFF A" Kon SHAL Rl C1-6 GEIEERE I T 5. gl afiE AR
TORES, ORI, SR, RO, 3- AR I, 2- SRARINIE, 4- SRIE T B ZR AR L
[0055]  Rif “I73L” Ko & BHA 6 3] 10 MR I 2 D—ARAER (B, 7] LUK R
BUEZ ) BRI 2, I HAZE 7 7T DA — B2 AN IR PR e AR . S 4] £ i
{EANPR F 2R 5E, FRORIE, — FORSE, GRS, AR SE, 285, O, AESE R

[0056]  ARIE“ININ” FIR 3 2 10 JTHI AT IEH AT B A AT ASHL R AR 43, He b B
REFRRE & HAR (0) i (S) & () FRED AR T, L7 ZEHE3 £6
TCIRENFE 5 22 6 JCIR AR o 2R LY B ERER 2 B o LS B FRAE AN R T 38 £ ik, 348
LIt B2 T » It » DU SRR , — SUMeeg , DU SME Wy, DIRIE , PYSMERR , Thiane, Azepane,
Oxepane Fll Thiepane. Z¥MELFEIEIE 5 57— NG M EHATE IR RS, 91 WK H 4
(R, LS — Sk i DL R — R0 P bk . — SN PU & R kAl benzazepine.

[0057] R “HT5 57 F£or 5 2 12 Jun [Tkl R 55 & 2R3 43 , 2o h BT i 0 RO
S EIE A (0) B (S) BUAE (N) T Zb—AN R, S A HE 5 2 6 JTTHRIMEL
10 2 12 TR RIS 5L AP ELRE(EAS FR T ILEnes , Wi , WEWy, nibmg , 0Y PR, M|, S50
IWH , S OB R 7 b

[0058]  AGE P ES T R TR AR B U - S0 RO ARSI 4 DU fRFr i rh
[R1BS T o T 2 10T DL R & 52 4k (910 BF,, SbF;, PF, AsFs, SeF,) 53 R R,N-SF,
7 i AR — 2 = AR (R FH R, 4n AR S P s ) A S 19 2 o WA SR A,
e 7 S B AR EANR B, , SbF , PR, AsFg » SeFs o IEAb, 467 B 138 1] LA Bronsted

11
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SRR ILIER . (£ SKHlTT %, Bronsted MR = =S FFidlE (TFOH) s VY AR, £
fifi HBF, BALY), HBF, — FSLBRLE 5400

[0050] & T3 R\RN-SF; Frzs i) — U — 28k = A, RTE“ Raaib i@ 4 kiR
YRR BN AE )2 3 R RN=SF, FT7R (AL A W IN A5 38 (0 A 22 25 0 1 1l

[0060] AT “HSTIK” S FEXT T2 500 H 1 5, BURES W] DU AHRTR] 107 SCEAN R 52 o
[0061] A ST T A A T “HAREE” B R IA “ AR Mg B ™ o [T O B i 4
EART )R, ftadt, 25 (WA EE ), JREE, Bradk, S500E, 5%, IEE, H
B, MEAHEE, IR, B IR AR, WA R AR, Tt R AR, B e, BRI AR, R IR AR , e S AR Blibe S = 2,
Fehi B e 2, Bl AR e = A, 2 R (R 2 [, 2 DR (K B 25 141, ~COOH [
W B RE AT A, 2 R ) = O (AU AT =E 45 )

[0062] AT “HMIRAEIER” 2451 Bh 125 ML R B I AL 22 sl o L S A 1 S M5
WPRIF s (AT HLECEHLN ) o

[0063]  fE— NSl 7 S, A SCHTR IR 25 S AL IR A T LU MR P i 2 b — A
ik AAEE PERE N U AL AR PERE N LU R AT T R R B e — LR i e B PR

[0064]  fE—/NSCHtE Ty S, AL AR SO I K 2 A AL BRI AR 1 T LU MR IR i —
AVFFAE < AT CME I S T 2R ) A 2 DB 5 SR IR A TRl Do e SR I B
[0065] £/t Ty S, H St 25 SR AL RO AS SCATIE (3000 1) P a S 00 17 DU MRS ALE
HE—AMRRAE AETC/K S I A S I R P R A RSl 18 1 HE 5 55820 iU BV o3k 81 7 )
DL TR R 2 e ORI i 2 A= A A

[0066]  fE—/MSili 5 S, AL TR U - 22k R LA ss s A/ Bl A, &
2R IENHE ARG /N T4~ RA S N A iR/ BERETE. £ 5K
7 G, U - & A DL A S B AE 5y AN St S, B
R — S A B e LG i [ (AR T 520 8 o RIS AR B T ) — AR - 25
B #h ] LA S BAZ S h i . —IAURY — 2 A Eh LR 2 B R BUR 7 B A 1Y
B AR R A B EA A EL B R G .

[0067]  fE—ANSHtE Ty S, S0 TR ST K BRI — 23k — A i = g PP P
K170 B e 1

[0068]

&2 RE

[oo6o] I Ry AR, A7 ILIE H eSS, 775, D7 i, AR G35k e AT By m] ARk AR L
o TETT— ST Zrh, R, IR, —HE TR 4-6 R 7 IR B LB, HrT AR A 5 ik
H N, SHTO I — e A28 1

[0070]  fE5— NSt 7 S, FEFT AR OL T, —HURHY - 22k O es s i e 3
[0071] R, T R, FROZIBIE F etk 755k, 7 fedk, 2RI T 5, EA 1 AR I
[0072] R, AR, — LI 4-6 Mk S 1 IR W e 2k i, LRt 58 H N, S AT O Ay —
PMEEANIRIRT
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[0073] R, I R, /2AHF IBCAF 1Y, HHoA 12 3 MR FIIGE5E 6 2 10 Mk R 111 05
F.6 JuA T, s R 7oA A (N)

[0074] R, MR, JEAH [F I ERAS R, FF B8 3L, &5, 3L, i 3E, T3, 7T 3, T
55, NN EE, B TR, BRI, MO, RS, MEmE S, 2- ARSI L 3E SR, MR, 208 2L SR, MR,
BIh & Fs R IR, 3808 2- FER L35

[0075] R, 9 FRZEI R, 2R3k sRy A ST R, 9 MERE RS R, 2 LT R, 7R3

[o076] R, F R, S EMNPrERENEIETF—EE K

T On (OH

[0078]  HIIH A &M ¢ 2] DAST 5 WiDY SN IR < 251 Bronsted 58IRUEAT IR NV, A
MAS 2R ST I e S 2 0 O 85 DU s R SR A HE o X AN R A4 il T 10 2% — ¢
BRI T H OSSR k. B, @ IiT AL BF,, PF;, AsF;, SeF,, SbF; Il &3 2.2 #r
2 1 e AL E I R AR 8 AL, IX PP AR L R R A MY T B R . AR, BT L
T IX AP 74T B AR R P S Fo 7E T SCHTR IR 5 — AN S8gvh, T LU ¥ DAST 5
R PR A T A Ml ¢ = GRS RO 8 PR R . AN, S AR
B TR I ] DA A =3 R R R A P fe A 7 — o PR R 56

[0079]  FE—ANSLitE Ty i, 34 T A Tl e B AR i BRI — 20 O ss £ 1
I3 B AR R 7

[0080]
R * Ry *
\ e . A
N==8F,| X = /% & N—SF,| X

/

R, Rz
[o081]  ALFEHRF X R RN-SF, From ) —HU ) - & 26 = %A 5 Bronsted SRR fih, Ho A
R, Al R, 40ASCHT 3 X, 1 X 24 Bronsted 58 M A H:EEA o
[0082]  FE—NSLjili b, 3R 4L TR A N SR I U — &3 R A 84 VY SR

B 56 73 8 ] AR FR) 7 3
[0083]
R, * R, +
N A R B
N=5F, BFs #Fv/=, | @wN—sF,| BFs
R, R

[0084] AU FEH4 =X R,R,N-SF, B i) B -z 2k = g4kl by VU 50T I ARl i, G o

R, F Ry WAL HTE o

[o085]  {E—ANSpti 7 ZEh, $R A T F T AR SR i U — 2R T U =
PR R 2 26 1) 4 8 [T AR 1 77 9%

[0086]
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Q? * F%)] *
N BV R | -
N==8F,| CF:S035 #»/2X |@wn—=aF,| CF:50;
Q2 RQ
[0087]  AFEHE =X R RN-SF, Fron (9 BRI - &% = ALt 5 = 5 PR i, Hodb R, AN
R, TA LT E o

[0088]  fE—NSHti Ty &, S T AL T4 4 4 1) — U — U IR R DY e R
BRI 52, AR R 4L ¥ DAST 5755 T BF, 5 HBF, sk #efil. /E—ANSEHi 7 =,
P (R 45 it P m] OB I3 70 1 o BB 73 B 45 it M) 2 5 ik DAST 55 S 04T 7 £E 1
FEI | B DT AR SE R IR 5 22 . WAL BRI G M 5, Pk BOAT A 2 BEARY

[o080]  fE—/MSi 5 S, BE, IRSKIE N BE, SRS FE 1L A BE, BELY), BE, DU ZRHEE £
VORI BE, ZIE4 G 4 G HBE, KSR H] LLGIE B HBF, BEL AN HBF, — F 5L ke
BB ED.

[0090]  fE—NScitiJy S A, S T A Tl 1 s (K OG- 2 = S i3 P 9
B R 5k F) 7 S ] AR 5 9%

[0091]
R, ’ . R, .
\NMSF? BFy  Fu/ 3R .éwwss:z BFy
R} R,

[0092] A fEH1 2 R, RN-SF, Frzm AR a4k i) — BUCHT — 25 = /AL i 5 BF, 5 HBF, 1y
RIS e, b Ry AR, AASCHT 8 o AE ) —ASEMETT S, —HURH) - 23 = mALmi 2
H T HUR — = IR RGeS, 2549 21, 538 BHAH Y. () — PR — i = BRI i
AN SF4 il 13 B H o

[0003]  FE— NS 77 S, WA SCHTIR , U — 2058 0L A 85 6 2 A8 s AUV 7
RV ) S AT VR S A7 AE T 243 2

[0004]  fE—ANSEHETT ZP, QAR , U - 200k O mies 562 U -

HE AR IR S TR A W B A — 28 T i & A5 I

[0005] {55 —ANSEHE Ty &0, R4 T H TR &k B -0H, = 0,-CO0H LA S BEATHIE &)
PR — A E BRI S W 2 A WAL 2, SO AR TR AL S 5 T TR
THURHIZEE RO A 2 DL AR 1 A I SR S A A ok s i, TR B AR
TR RS W T -

[0096]
R‘I N R1 t
\ ' . o \ ) (l)
/NMSFZ X G ./NMSF"Q X
Rg RZ
[0097]  Hirp R, A1 R, o7k B GE3E, 75 3E, J5 ek, RN RI A% 5 38, ‘e AT 13 m] AT 2k b A Y

AT X P e 1
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[0098]  fE5)— NSty s, et T R & ik B -0H, —COOH LA e AR &4+ Y
/o= E RIS R RALR T3, 20T R TR A & 5 T PR i I
ARR 2 — 9 A 43 i LR B ik, Trb BT i — U 22 — s 2R i s

[0099]
R, + R, +
AN | A
N=—=SF, X Fo [ &, ./NMSFZ X (l)
R, Rz
[o100]  FLrp R, Rl R, RN HIGE B BEIE, J5 3k, J5 e, ARG 05 5, AT AT AT 1k Hh A

AR5 X P

[0101]  ZE—ANSEHE 7 &b, AR T FIAEAE B AT BTl 0 s 8, b Brik s e 1
AR TR BT 7 B IR UL EARR G . 18— A7 &, fE K &4 T BLRAE
M AT SEE T IR I R N e A B S IR IR I A i TR AL S T B B A R 4
V), B0 = NG A E A e SR S (AL ) BLRVU T 38 —m AL Al. ik i ] LA
HEEDBU(L, 8- & 2% ¥ [5.4.0] —-7-%5) ,DBN(1,5- — & 2% 3F [4.3.0] T -5-4%),
DABCO (1,4 &I 3 [2.2.2] =FHt ), Hunig B8 ( LIRS PNZENG ) , DY A IR, wkme DL &%
IS AL o

[0102]  TEAMEAZ HFIAEAE T, KIL B - 25 Z OEmiss vl LU T a0 & ik
H —OH, = 0, —COOH H [ 22 /b —~F R Hl AW R WAL IR T

[0103]  Rifi HAEBAM ARG O, FFHNERKHAPH FREEER -OH, =0
HT—COOH H1 (1) 22 /b — N H Re BIIAL S W, 48 1 C-F B4R C-0 Bl & A C-F i
£ C =05,

[o104]  dn AT, T HERAL KL AW IFR RAR R E . X 2eqb 5 9)n] BL i@ X0

T T«

7N s
[0105]

[0106]  FLr1 Ra, Rb, Re Al Rd i’ﬂE_Lf@jJHjZ%Fﬁ ke, ke, 53k, 7?}?*% FRIRAIZE
D7 HEFE ], IX LB HE [ B AT AT e e BAR

[0107]  8i# Ra M Re ERATE 4L, WM I BERE SRR, AT BT AT e s g AR

[0108] =& Rb A1 Rd FERLAE i, NI A GESE B3 A, e AT I AR B
Ra OH

o10s] 7 \\(/ 11, 24 Ra A1 Re SEPELE— T OSBRI , U i
Rc

RIS 28 90 LB A A

0110] 43 |- SOFR AL A A2 A I 2 UL IR BEI 3 T AL &4 |17

FER) S MR E RERT, B AL &0l & 7 A~ B AL B RE 1 8 eI AL 4
[0111]
15
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Ra F Rd F Ra O

f,.«"

\\(W “xTﬁlg xjgf
Rc Rb %w F

[0112] AR AR B A FF B 5 VE I — AN Sl 7 52 825 AL R BT &5 12 R N A A B 1

WAL NS ALY ARIEAFAE T AT AE— S0 =rp, MELE 2 2 T KA

B EAHE PR RIE. DS R, TEL TR S, il 11 Y5,

L2, L5 Y. 2 YEel £ . B 7RIS NIE AL A IR 1 5249 L 46 UK 2 S AL

Vs N- 2405 i 2 A ALY, 19 1 3HF-Et,N F1 OHF- AftRE (0lah 357 ) .

[0113]  FE— AN 7 &b, A8 &/ — A —OH F KIS 1) 2 B AL RNV 2 7E B8 198

AT IR A RIFATFAE S S o

[0114]  fE—ASLiE 77 P, RAELZER N KALE Y IFHE R 16N R, I BALE A&

BT A R BRI T R R

[0115]  FE— AL 77 S, SR 20— = 0 ZEET AL G P11 2 8 AL R N A 1 B8

T RAA IS ME R RIFATEAE T S

[o116]  7E—NSEt 77 S, A E ) b — A= 0 FEHE AL G 11 22 S A R NV A2 7 25

T RIS ME R RIFAEAE T S

[0117]  {fE— ST &, A8 20— —COOH 5 J 14k & W i 2= 8 Ak SN S8 B 1

WAL S MIE FACAIFATAE T S o

[0118] AR AR BH A FF B VR — AN Sl 7 42 825 WA R BT &5 12 R N A2 71 B AT

TE AT o fE— ALt 7 b, DUEAE 2 2 T KA AT 2 & AT I 75— A>3t 7

FH, HEZ T RE, Flhn L 18 L 288 L5 48 2 M Bl L A s

BALHE 1, 3— R T [5. 4. 0] 4 (OBU), 1,3- %% ¥ [4.3.0] T4 (DBN), LA K

1, 1,3, 3= PURIEAN, — SN O5EHE (Hunig B ) , 1,4- R A4 3 [2,2,2] £kt (DABCO) ,

DKM, TEATLR ) S ) o R A A

[0119]  7E—ANSeili 7 &b, A8 /b — > —OH HE F1 4L &9 1 2= E R AL RN 276 A L

AEHE T SN
[0120] AN 7 A, 455 28 A ~COOH 3 B AL A4y 42 AL R SR AE L
e R S

[0121] S <25 H DL SE A (R s = P U0 B A B, JF B RGZ 4 A R 2 DL
Uz I SCR R T A R B R R AT B O

[0122]  SEjfe) 1

[0123] = ZFESUHEE AR E5 DU A IR 25 1 2% 71k A

[0124]  FEZST, 16 156 20 BB RPN, W) B = S8 — AL (8. 2mL, 62mmol) 7EJE7K
T LM (100mL) R EGIUKIA B R AL ) = AL ER ALY (6. 6mL, 62mmoll) , [ B K
SR FE IR T 5°C o AEAHIR BRI I BV E A i HE 1 /N, 2R 5 R IE 22 5508,
HAERTE Pk, B n B AR R — 28k (2x50mL) EuE 2 K, ARG RS T
MRS~ R RS RMBRE (11.72,82% ) MR A G IRIE E A o6 1. 60g 7~
YR AR T 50mL YR BER 1, 2- A L4 (DCE) H, 83 5 4rBh R sivA H1 2 2500, AR 5 ik

16
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AHIZ 0C, NifFE] 1. 34g A EEHRE i (I B ) smp. 72-76°C sfEL T 1 /b
WA HI 2 WA T 5 5. 0g kAL AE 50mL I 1K 1, 2- — R Sk 4 b, AT
23] 4. 6g AE ARG W (1 BIEAY) imp. 83-84°C ;'H NMR(CD,CN, 300MHz) & 3. 87 (m,
4H) ,1.35(t, J = 7.2Hz,6H) ;"*F NMR(CD,CN, 282MHz) & 12. 9 (m, 2F), —151. 1 (s, 4F) ;"C
NMR (CD,CN, 75MHz) & 45.5,12. 6,

[0125] O T AL TR I 732, JFlEGadE 1, 2- 5 LkE (DCE) Fp EE 45 4 2RI i BT adk () g
b PEH = LRI T RO S8 VU SRR ERRE S T, FRATT I HBAE 1, 2- A &k (DCE)
o E BT RN, ARG IR ) LU DR R, B S e 1 2 A0 ds i (T3 B) « #5E,
N T k0 NGE BTIR ) 7732, FE i S Al R R I I = LK, AT BE, DY A M 45 5 )
(BF,~THF) HUAX BF, BEALA . wiX—J7 [ &, Frik i 2k s MR-G5 T S8 i 45 i, 7 B
AT R VIR GRS E 5 (55 0) .

[0126]  SCjfs] 2

[0127] = ZSEEUIE 5O AR 845 VY S R 2R 1 4% -7V B

[0128]  FEAT T, 7E 16 43 B A I (R P9, W 78 =3 T = SR I = AL m (8. 2mL,
62mmol) fEJG/K 1,2- ZR LKE (150mL) B SRSV A Wi N4l 1) — S AL iR AL 4% (6. 6mL,
62mmo1) , [F] N S NI L AR FRAC T 30°C o 44 IS BTN R [FIL, ARG BT H 2 =
W AR, 75 60°C N HBLFE 7K ) o 14 BIF AR 2 /D AR UE Tk iE. ¥
I AR B 1, 2- — RO (2x25ml) % 2 UK, SRR TR B g MM AS 31 = L2
RS VY wANER R (12.6¢,89% ) Lt R fk (T1T LAY ) sm.p. 83-84C,
[0129]  SEjEfs) 3

[0130] - ZFEEUHE R AR S5 VU U IR R 1 2% 771k C

[0131]  FEZAA T, 76 45 - B BB ) Y, ) 78 23 B = & B 5 = AL s (8. 2mL,
62mmol) TEJE/K 1,2- 5 LAt (150mL) H T2 R (/93 V0 3 0 440 1) = S A0 DY Sk 2 5
Y (6. 8mL, 62mmo) , ]I4S Wi B AR FHE T 30°C o FEMIAN KL dml. BF,~THF 2 i, K AE 45
o T RTE R 30 20 8h, RS TERVTUE N vE. ¥ IS Bl Ak kL — Sl (2x50mL)
VR 2 K ARG AR LA T TR AMAS B = LI 2 R — O mi 6 VY AR £ (12. 1g,85%) |
ToEBAEE (TV RJESS) sm.p. 83-85°C,

[0132]  Pivf3 b SCHTal (1) i) 25 TR RAT L T TS WA I = L FR I = AL (DAST) o %K
T LA TR, B A AR 8 MR I i TR B E B M 25 18 . XA 2% ) I Al fb T Bt
7 B A 22 A i, g A 1 IR MRS B B3 R 0 32 B AR o AN DAST, AT AR IR AT
DIAE N, N- = 3 = R Ak GE e AR A AR B Oy BAS € ARG BHE— 2 5 il & —
LHEEFFE R E S VU RN IR 28 (T535 D) o RV TEPTIR 45 75470 DAST g rh (Al i, {H 2
T JRATA N7 b R IRAE i 75 v AR e B P A = T = R 5 — RO 85
SR R 0T B, T DAAS 75 B2 2508 DAST o [RL bk, 3 il 8 5 v Ao r DA S 22 4 HLASE R 77
T iilli& DAST . iXifma |44 FH & 1B 1) (gl an e i fnmg ) A/ sl THOR (1 aniE 2L 1K sl
T3 ) A ZHUARI 2 S = AR 1 R 28 28 AR VR 1 7

[0133]  SEjiifsl 4

[0134] = Z RS 5O AR 84 VY S R R 1 il 4% < 73 D

[0135] [ fiC 2% A Hid ) P Fh 4 R PR AR EVE AT AR O 5L =Sk mA — &/
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ft (150mL) , R JGVAHEIE -78°C . PUFALER (70g,0. 65mol) 4bF T LAF , [F] B B B AR £
FE -65CLLF o [n] BTSSR o il — £S5 20 — S RERE (90g, 0. 62mol) 76 5 i
(42mL) I IR TR B R BE AR ERTE —60°C LA R o T 15 VTR 22 18 R 08 22 253, R
PRI o [ T AR IV TR N G (558mL) , AR Ji5 7E KA B (R E 15 & 25 C IS T
£ 30 350 P9I I = AL VU SR I 4% A1) (68mL, 0. 61mol) o KF RV A IEHE 60 7350, 4R
JEERZE T I e K i il a4 B = ClE (3x 150mL) VEE5E, SR J5 76308 T8 AT
133 1(1262,89% ) Mk A g (VEJEAS) smop. 83-85C. fEIRE T, fEM#A
IR T H RS VU IR E (2. 00g) FEEL, ARG NN 1, 2- R &K, iR iR &
Wi — 0 A B3, TS BIXGHR AR &9 ¥R -G WvA E1 2 E 1, il ol 380 5
BT A3 (A [ A4 R, SR JE R B2 T A3 3] 1 (1. 98¢,99% ) [k At gs s 7k (V1 A
&2 ) mp 83-85C,

[0136]  KAIE -

[0137]  H1iF AR, 7E DAST 5 BF, BEAUIITE — LBk e VI, — RS2 — R it 84 U
SR 21 VTR P BB 45 it o FITIA 10 R X 2 R A AU T, (R T il 8. Ol T 3RS R Pk
B BV, K TR R AE 1, 2- S SR AT I T 45 5, AR Markovskii AFFH 45
R (Zh. Org. Khim. 1977, 13, 1116) , Frid (#) 55 2f § 76 PR s A A5 BI7E 72-76 C R 1B £
Wit TEZNEAEINAE reluxingl, 2 5 e B A5 50 A 215 24 [F 1K E
A2, RIMEAE 2 B AT (IR 25 b 2 k. H2, 15 2004 U5 i 83-84°C I %%
L HTEBIER = (LR 11T BIEAS ) o A NIE IS, fEBTE B 5 A8 A (19 M A2 =
T OHEEEFE RS VY RN ER L (SR 2-4) U7V, BTSRRI 4 I LE 83-85°C
(70 TR P 5 (LA it R R AR ) B4 DR 3010 B AN D

[0138] A fH X B 2t RKATSH (Bruker—axs, D8advance &) 13 2] 1a—1f Fron i £ Pl
A (I-VI RFEZR2E ) WO R x STERATHS (XRD) s, Hoh Irik AT S i RA LR 3450
& 40kV, HLYT 40. OmA, F13E VG (2 0)5 & 35° , HHE 0. 01° , SRS ) 33 238,
VANTEC 5025 » B SN A% 4% 1mm, JF HLATARSATIE 2 0 M d- UL AR RE S T3 1 i

PRI AU
[0139] % 1
[0140]

18
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1% m# m & v # v VI #

1993 | 4.4 5.8 1997 | 44 | 23

1737 | 5.1 0.6

11.49 | 7.7 2.4 11.51 | 7.7 1.1

7.99 | 11.1 | 15.1 [ 7.97 | 11.1 7.2 8 11 1.5 8 11.1 1.1 797 | 11.1 | 6.2

724|122 (129 ( 726 | 122 | 100 | 7.24 | 122 | 8.6 726 | 122 | 100 [ 7.26 | 122 | 44 723 | 12.2 | 100

669 | 132 | 100 [ 6.71 | 13.2 | 68 6.69 | 132 | 405 | 671 | 132 | 502 | 6.71 | 13.2 | 100 | 6.68 | 13.2 | 21

6.04 | 146 | 48

561 | 15.8 | 52.7 5.6 158 | 124 | 561 | 158 | 15 561 | 158 | 3.8 5.6 15.8 | 4.1

546 | 162 | 43 544 | 163 1

517 1 17.1 | 0.6 | 5.17 | 17.1 | 525 | 516 | 172 | 7.4 517 | 171 1.5 518 | 17.1 | 0.6 516 | 17.2 | 9.6

495 |1 179 [ 186 | 494 | 179 | 7.8 495 [ 179 | 15 495 [ 179 | 43

487 | 182 | 184 | 487 | 182 | 100 | 487 | 182 | 283 | 487 | 182 | 449 | 487 | 182 1

445 199 | 194 | 445 20 142 | 445 | 199 | 0.7 445 | 199 4 4.44 20 1.1

436 | 204 | 19.2 435 | 204 | 5.4

43 | 2006 | 42 | 432 ] 205 | 597 431 | 206 | 129 [ 431 | 206 | 46 431 | 206 | 3.8 431 | 206 | 73

4.02 | 221 | 177 | 401 | 221 | 49 401 | 222 | 09 4 222 | 44

397 | 224 | 04

3791 234 13 38 | 234 | 6.5 379 | 234 | 5.1 3.8 234 | 1.7 3.8 234 1.8 379 | 235 | 33

3.69 | 24.1 1.2

363 [ 245 | 36 | 363 (245|761 | 3.63 | 245 | 11.5 | 3.64 | 245 | 23.1 | 3.63 | 245 | 29 3.63 | 245 | 921

351 (253 1.7 | 3.51 | 253 7 351 | 253 | 5.8 351 | 253 2 352 | 253 | 2.5 351 | 254 | 22

347 [ 256 | 73 346 | 257 | 3.6 346 | 257 [ 0.7 348 | 256 | 1.9
3.41 | 26.1 | 10.7 341 | 261 | 09
339 (263 | 93 339 | 263 | 2.7 336 | 265 1 339 | 263 | 1.1

335|266 ( 0.7

33 27 0.2

327 |1 273 | 03 [ 327|272 | 56 327 | 272 | 191 | 327 | 272 | 76 328 | 272 | 63 326 | 274 | 26

321 | 278 | 94 321 | 278 | 23

3.14 | 284 | 26.8 | 3.13 | 284 | 7.6 3.14 | 28.4 1.5

[0141]  Z HTBTIR 1 XRD UESEAE i T 5e AR MTE & %% R4 Markovski i )2 3545

m. p. A T4-T6CERE S (B T RESFIFERTE la ) (HEHNESFEAEE
R 5 83-85°C o [ T EEAN UL LAS , Wi AW SR Bl — U 5 2 R I H LG (1 R 3 7
I B 5 AR FAH N A BRI . T VP 1T B TV.V R VI JE& S S AN
[RTAE A R 1, H 250mg 1% 2T AP 3 M40 BUAE 26 ~F U7 BOK Bk b, JR7E 20°C T &
o T 23% MAHAHGEE N o 7E 30 28hz o, ik NVR 23 MRS, DL R /K R 2. P
AT NACH 1. 14% KA, B LURIE VI B &S0 S AHNE A AN DA A se, i 11,1V A
V RTE A KB ZE R 2.97%,10. 03% F 16. 29% . 4N, VI BUA] LLZS Sy B/ 3F B2 A7
PRI o
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[0142]  SLjiEf) 5

[0143] L EZHE A 85 VY S R #h T 4 i T B VT 235

[0144] P CHEEIE RS VY WA ER £h (50. 0g) 7E 1,2- R L% (250mL) T Ak
[PIRTE A A 1AL, B2 (1) R 58 ARl . 1 P AS W SUR VLR TR G 74 B 22 65°C,
AR LT, — IR VI B4R 1 (5. 0g) o NJE, 1 N IR-A W74 21 22 3530, FFiHE 2. 5h.
T L 8 43 B AR ) AR AE B TR T, TS B T R S T R A 845 I SRR R
#h (54.1g,98% ) wHE MM TR (VI LAY ) mp 83-85C.,

[0145] St 6

[0146] N IBRAS — 550V 84 DU AR £h 1kl & ( v A)

[0147]  FEZA ST, 7E 60 70 B P, ) M5 bk A = S AL DR (4. 9mL, 40mmo1) 7E o 7K = & ok
(100mL) HH 12 B 19 KA B 6 3 I B = s AL IR AL 4D (4. 2mL, 40mmo 1) 7E TG 7K — & ik
(25mL) H A BRIV s [T S SR, AR AE 5°C LA R o ZEAR R FITEEE R, 45 TS B R
PR LN, R a4 R g 22 %0, R R RV U T i ¥z B A A B — 28 (2x50mL)
BEUE 2 WK, ARG AE LS T T, AT A 2 A IERAR, — SR P AL 645 DU SR R £ (7. 3,75 % ) A&
[ 44 sm. p. 122-125°C 5'H NMR (CD,CN, 300MHz) & 3. 90-3. 85 (m, 8H) ;'°F NMR (CD,CN, 282MHz)
6 10. 2 (s, 2F) , —151. 3 (s, 4F) ;"*C NMR(CD,CN, 75MHz) & 65. 7,48. 3 (br) »

[0148]  SCjEfH] 7

[0149]  REGIGRAR — B AL SR VU WU IR Eh 1l & ( U7k B)

[0150] [ FiC 57 i i ki IR B R AT VRSV AR AN AU TR 100 = Jpe i b In A — &
e (750mL) , SR JGVAHI 22 ~78°C . DURALAL (321g,2. 9Tmol) AbF-3R T LA, [A] i iR FE £
FRE -65°CLLU N o [ TS vy rhig i e N- = SRRk (455¢, 2. 86mol) /£ 5 F 4t
(210mL) H B B RISV [T ISR B R 3 7E —60°C LL R o K T 75 I 1A VR 2 L e 22 25 0L, O
PEREE . ) TR VR P I S BE (2. T9L) , AR AR S AR FRAE 25°C LA R I 41
TAE 180 2B R N = W ALHN VY ARG 25 A4 (315mL, 2. 85mol) . H%@(&Eﬁ% 60 43
B ARGAERTZ Nk uE. TS EAM B Z 4B (3x 750mL) VEUE, ARG AR LA
EEMIMAZE] 1(635g,92% ) 7k A AR m. p. 124-127°C,

[0151]  ZRAE -

[0152] W] LIS A T3 5 ] 1 A R IARAR, = AL TR (MOST) A Ay AR Ui A4 8k 1) 2% R bk A — JRL G
SSUURRIEE TE (7 A) o (HSE, FTR 1K MOST SN2 AR KETE I, I HaAX A AFa s R n 4litk
TSP ZE18 . 1X P 2k ) M AiAb T B 7 B A T 1) 22 AR it FR3 A T IR AR X B 53 1
RN B RA o AME I MOST, el 1R I AT LAAS AT N- = B R Ak S g bk A A A X Bt LA e
(RS LR B AE — 20 J7 v 4 R IR A S — SR VU RN IR 2 ( 7V B) o RV AE TR K1) 4%
T332 MOST g R [a) 44, (L BT Bl 1A NI A5 M R I TE ik 77 b AR i gl = A & 1
P GRS - R SE VU SR R 35 0T 1 I AN T 22508 MOST o BRI I, 3 i) 2% 77 V25
SRV LA S 22 4 HAA 2 77 AT HiliE

[0153] =AM, A i 4% 0 bR A% — G U 6 84 DU S0 A0 R R 1 7 R O VR AR R AL T He
Markovskii ATHR 45 HI45 ARl (104-106°C ) Mk & 5 B4R (122 £ 127C) .
KGR YK 25T, IF HRIZM LA 2 Ao B B ARAE R OE o ATH X S 8k R ATHY
il (Bruker—axs,D8advance ) 15 2151 2 &K P K x FHEATH (XRD) 3 , b T ik i)
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i M B

15/33 1T

HTHVE A LUN S48 U 40KV, HIGE 40. OmA, FHEYEH (2 0)5 £35° , HAizP1 0. 01°
SV 8] 33 438, VANTEC LS, B BUS 4% Lom, JF HLRTIRZC AR 20 fd- 2R LU

FHX SRS T3E 2 Pri@ b iehE .

[0154]
[0155]

*2

260 M1 (°) d (%) XS BRAZ (% )
4,43 19,91 19,4
13,16 6,72 56,4
14,00 6,32 58,3
14,31 6,18 6,5
15,79 5,61 42,4
17, 36 5,10 10,3
18,39 4,82 100
19,51 4,55 10,8
21,75 4,08 92,6
23,33 3,81 11,3
23,59 3,77 96,6
24,69 3,60 2,0
25,42 3,950 12,8
26,43 3,37 7,8
26,65 3,34 6,1
27,93 3,19 6,1
28,59 3,12 12,6
28,83 3,09 (o
29,46 3,03 4,6
29,88 2,99 3,4
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[o156]  SEjifs) 8

[0167]  — (2- F4 &5 ) 228 ROt o8 VU JeUR R 26 (1) il £

[0158]  FERUAUT, £E 60 38PN, ] — (2- FAL L) 228 =% Abhi (16. TmL, 90. 4mmol)
TETG7K Z & Tk (200mL) HH 7 B B UKV BRI V8 i I el = 3 AL BE 46 42) (9. BmL, 90. 4mmol)
TETG7K Z LMK (50mL) H T B RV VR, (RN e Nl BE AR FFAE 5°C AR o ZEAHIRI R T,
WA B TE R 1 /NI, 285 R FLR g 22 5500, HAERTUZ T vE . B A m R
T LMK (2x100mL) VEEYE 2 G ARG FE RS N, AR - FRCE) AE R
T4 VU AR 2 (20. 36g,78% ) [k (A EUIRIE & sm. p. 35-38°C 5'H NMR (CD,CN) 4. 07 (m,
4H) , 3. 60 (m, 4H) , 3. 43 (s, 6H) ;'F NMR(CD,CN) 10. 22 (s, 2F), —151.47 (s, 4F) ;'°C
NMR (CD,CN) 67. 08, 58. 92,51. 53,

[0159]  SEjtifs] 9

[o160]  — FFJEZIE — S MU AR 84 DY S0 R A 1) ol 2%

[o161]  FERA T, 78 156 43BN, ] — AR5 — AL (5. 0g, 38mmol) 7EJo/K — LTk
(50mL) H TR e AT K VA R 8 P i D 4 1) = e AL I E AL ) (4. OmL, 38mmol) , [R] N4 s 3 it
FEORFEAE 5°C LA o EAH IR T B TS 1 B VE A A HE 1 /NI, SR e LR g 2
i, HAEEZE T v BB AP R = CBF (2x25mL) EEGE 2 %, SR G TR T4,
775 380 — AR 20 — RO R SS DY U IR 2 (5. 17g,68% ) [ A A £ sm. p. 159-162°C ;'H
NMR (CD,CN) 3. 41 (t, J = 7. 5Hz,6H) ;'°F NMR(CD,CN) 12. 14(m, J = 7.9Hz,2F), —151. 54 (m,
4F) ;"°C NMR (CD,CN) 38. 78 (br) .

[o162]  SEjif) 10

[0163]  ALLIE At — J0 0t 84 VU J A R 26 1) il £

[0164] DR 1—-4F 1 /NIEPN, 0] B g 4 (167ml, 2. 00mol) £F — Z ik (500m1) 7 & h
UK S A N B 54 = A 3 R e (127m1, 1. 00mol) £E — Z 8k (100m1) H 2 Jl 11
VW 1 g R el AA, JRR 2 (100ml) PR . BB E IR YE, R G E KRR
73 7508, A3 30 N- = LRI 62 (104g,73% ) MG <b. p. 139-140°C 5'H
NMR (CDC1,) 0. 09 (s, 9H) , 1. 74 (m, 4H) , 2. 91 (m, 4H) ;">C NMR(CDC1,) 3. 50, 28. 26, 48. 33,
[o165] DR 2- [ L&A e Didtas R IRE R AS A RSN TR 5L = SFa - i
TRFRE (150mL) , ARJEVEEI R -T8°C . VUFEALAR (70. 6g,0. 65mol) AbFZR M LLT, [F] B K
REIRFFAE —65°C LR o [v) T A9 IR¥ VR i I el N— = PR R R SR i 2 (90g, 0. 62mol) 7E:
PR (42mL) TR [FINRRE R FEAE -60°C LU T o K T ISIRER S 18 2
AR, R R TSI T I & e (558mL) , AR SR IR AR FFEAE 25°C LR
(K14 AE 60 23 B0 P I = S ALHN VY E R 2554 (69mL, 0. 63mol) o & 7F P+ 60
SN KGR ATZE T vk TR B A M B Z 4BF (3x 150mL) Yk, ARG E AR
T T AS B nRE ot — O 85 VU R £ (121g,85% ) HIRAZREMIA m. p. 105-113°C ;
"H NMR(CD,CN) 4. 10-3. 98 (m, 4H) , 2. 19-2. 12 (m, 4H) ;"F NMR(CD,CN)12.09(q, J =
7.6Hz) , —151. 26 (s) ;"°C NMR(CD,CN) 53. 12, 25. 86

[o166]  SEjifs) 11

[0167]  N- FAEE -N- ZRFEGFE — VA 85 DY JU A R 6 1) il 2%

[o168]  JDUR |- R0 IR T IRIFAE —60°C LA NI 4AF T, n) FH N- FREEZR i (80g, 0. 75mol) 1E
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LT (600ml) HIE A EIAE —78°C N BRI I IE T R (2. M b T ke,
342m1,0. 82mol) o H P HAEMHFE 1 /A, R JE A FAC = 2 48 (114m1, 0. 90mol) ,
A I B R ERAE —TOC AR o B [ AR IS 42 S 3R i 0, 4R i 1o 388 AT I 25 1 €6 0T v [
o FEUEIBREL AR A, ARG AR R LR T 2808, AT AR N- = IR AL -N- FRIEOR N (126¢,
94% ) I / FEELEAAA b, p. 48°C /0. 6mmHg ;'H NMR (CDC1,) 0. 33 (s, 9H) , 2. 95 (s, 3H) ,
6.85(t, 1H, 7THz) , 6. 94 (d, 2H, 8Hz) , 7. 27 (t, 2H, 9Hz) .

[0169]  JDUR 2 [ lC#5A0 fd  P P A IR R R AT RV AR R AN T 5L = 35Ue i
AN FEE (150mL) , SR JGVAEIZ -78°C. VU ALHL (57. 1g,0. 53mol) AL FRIMLL T, [F] Hf
VL E ORFEAE —65°C LA o [ T 43 IR o8 P I el N- = R AR -N- R (91. 2g,
0.51mol) fE S FE (42mL) " TE LIRS, R I RHELRE ORFFAE —T0°C LLR o 14 P13 IS
MR 2 S, FE R A TR ST NN = T bE (558mL) , AR JE TR IR T R
7E 25°C LL N4 R AE 70 2380 P9 i n — s AL i PO SRR 4% 54 (56mL, 0. 51mol) o H4 &7
WA HEFE 60 380, RIS EVTZ Pk vk KPS A B H — £ mF (3x 150mL) ¥k, 48
JEAEEAS N NMAF R N- 3L N- R 208 U misa VU Uil iR 2 (124¢,93% ) HIIK
KK mm. p. 144-150°C :'H NMR (CD,CN) 7. 74=7. 49 (m, 5H) , 3. 92-3. 75 (m, 3H) ;"’FNMR (CD,C
N) 14. 33(s), —150. 41 (s) ;'°C NMR(CD,CN) 132. 82, 131. 46, 128. 02, 122. 74,43. 82,

[o170]  SEjifs) 12

[0171]  N— R -N- PR U — Mt 64 DY S IR 2k 1) ol 2%

[0172] D3R |- {EMRFEORFFAE —60°C LU B4 AF T, 1) B N- AL N2 (100m1, 93. 9g,
0. 77Tmol) £ — & (500ml) 1 JE R VA EIE —78°C F PV T NN IE T 2521 (2. 4M
b b, 355ml, 0. 85mol) o FEPTARIRBHIEHE 1 /NN, SR JE A FAR= 56 e (118ml,
0. 93mol) , [A] KRR BEORFFAE —T0C LT o 4 S NI g 22 F i 4, AR ik y AT B 25
COYTUE A o P BBV L 25 R AR, AN G TE R B0 28 T 248, AT 77 A N- = R AR -N- R0
Mz (102g,94% ) HIFTEEATEAK b. p. 54°C /0. 5mmHg ;'H NMR(CDC1,) 0. 19 (s, 9H) , 2. 37 (s, 3H),
3.90(2,2H) 7. 22-7. 39 (m, 5H) .

[0173] DR 2- L&A G DA% GEETRE R RS AR T 5L = SFaE - inA
TERRE (150mL) , AR VA IR -T8°C. DYEALAE (53. 7g,0. 50mol) ALK LA, [F B K
W OREFAE —65°C LA o i) BT A IV VR i n bl N— = R A -N- FRE R % (92. 4g,
0. 48mol) fE S HHE (42ml) " IE LIS, [F IR CRIFAE —T0°C LU o ¥ 1S S
R 2 2, JE R A W TR IV T NN & P T (558mL) , AR JE TR IR T R
7E 25°C LU N 45 T AE 70 380 P i in = s AL Bl Y SRR 45 54 (52. T, 0. 48mol) o ¥
WA HI 2 -T8°C, HUE A, AR FTER = Tk vE. G AM B = 4B (3x 150mL) ¥
B IR B TR, TS 21 N- 92k -N- AR 200k — 0 ai o6 VY s RR £ (93¢, 73% ) IR
FE A cm. p. 59-62°C :'H NMR (CD,CN) 7. 57-7. 40 (brm) 5. 07—4. 94 (brm) , 3. 31-3. 16 (brm) ;
"F NMR (CD,CN) 14. 13 (s)—150. 85 (s) ;"°C NMR(CD,CN) 130. 46, 130. 32, 129. 92,55. 07, 35. 87
[0174]  SEjifs) 13

[0175]  N— AL -N-(2- NERE L ) 280k % Mt 45 DY S B 26 1) i) 2%

[0176] DR 1- fERH IR FE R FFAE -70°C LL N B4 AE T, W) i 2— AR A 2 b mE (19. 5g,
0. 18mol) 7E — Z W (120ml) ™ JE B (¥4 1 AE —78 °C T W Hi #E ¥ W v I N IE T 25 21
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(2. 4M &b T e 7, 85ml, 0. 20mol) o A4 BT 43 2 B 1 1 /NI, 2R i N &R = 7 2k ek
Fi (28.2ml1,0. 22mol) , [A] B 4 48 FE AR FEAE —T0°C Lo K I N R g 22 S o %, R 5
ok 8 T B 25 1 C DT TE ] AR o 8 B T IR A, SRS AE R LT R 2808, A e AR N- =
R fek 6 -N- A3 —2- S BE bk e (31.9g,96 % ) [ K 4 Y 44 :b. p. 50 °C /0. 5mmHg ;'H
NMR (CDC1,) 0. 33 (s, 9H) , 2. 86 (s, 3H) , 6. 51 (d, 1H,8Hz) , 6. 62 (m, LH), 7. 49 (m, 1H) , 8. 12 (m,
1H) ;"*C NMR(CDCL,) 0. 00,30.91,105. 03, 111. 38, 136. 05, 145. 94, 160. 74,
[0177] DU 2- [ BC A WL P FEAS GRFEBRER VRIS R AN LR 5L =3k b oA
TRFRE (150mL) , SR JEAEI R -78°C . U RALHA (23. 7g,0. 22mol) &b TR LT, [FIBH5
FELRFEAE —T0°C LA o 7] BT 45 B VR 5 0 ph N— = FR R 6E —N— AR —2— 2 BBk e (38. 0g,
0. 21mol) 7E —F %t (42mL) HJE I, [FIRHRFE R EFAE —T0°C LA o P13 %
ARG 2 R, I A 1 TS A T I =& BT (500mL) , 4R Ji5 704 I
TREEAE 21°C LU B4 T AE 35 208 I = AL O VU e ¢ &4 (23. 3ml, 0. 21mol)
BT A EHE 60 3B ARG R TZE T i 3. K i AM B H = &% (3x  150mL)
VG, AR EAEE S TN R N- R -N-(2- nthmg 55 ) 205 — 500 84 DU 4000 2 28
(43.6g,78% ) AT :m. p. 80-86°C :'H NMR(CD,CN) 8. 40(d, J = 4. 6Hz, 1H),8. 21 (t,
J = 8.0Hz,1H),7.59(dd, J = 7.6,5.6Hz,1H),7.44(d, J] = 8. 3Hz, 1H),3. 75 (s, 3H) ;'°F
NMR (CD,CN) =9. 11 (s) ,—151. 23(s) ;"*C NMR(CD,CN) 148. 70, 146. 98, 143. 76, 124. 94,112. 12,
33. 80,
[0178] A NiR#TI A2, 16 A MEEE] DAST & Bronsted 588 (5140 DU 3UINIR ) & AE A
SN TS BT ST (1) — o 2 28 2 — R P At 645 DY B I 2R R HE o 2 R A4 A T FH 1+ 2%
TR R RS Eh R ik B RN AL, BT A T R ) e R A RS
HhHR 2L AL BE;, PF,, AsF;, SeF,, SbFg il #5159 2 i, I HLER B9 0 Jm BRTAH R 1 P-4
P 7. BT, A ) P75 7 n] DOE I Ao ) Bronsted BRAS #7545 3. 78 F 3
F)Tidiﬁﬁ% ANSE A R, W DA K DAST b5 = 460 FF i 198 1 i iy 2% 2 ML i) 4% — R Ak
AR ES = AR Eh o IGAh, HIIE NI A IR T DU FH = R I A = 38 R Rk 2B 7 =
%@Zz%ﬁo
[o179]  SEjfs] 14
[0180] 4 JEEUIE H AR A VU AR 2h 1l & (YA E)
[o181]  FER/TT, 7E 30 438N, ] — L 5B Mk = HAkh (4. 1mL, 31mmol) 7EJo/K — LBk
(50mL) H I B IR VKA B R R I 2 VU SeU i R — Sk 54 (4. 2mL, 31mmo 1) , [RI B 44
SR FE IR FEAE 30°C LA o AEFFAH AN SZRI A A DTIE o F T3 (R B 20 7380,
RIGIERAE T3 PR R AR B — 20k (2x25ml) 598 2 Ik, ARG AE L2 T T4
MRS — LR FHE — H s U w AR h (6. 7¢,96% ) B A EIEK sm. p. 77-84°C.
[o182]  SEjfs) 15
[0183] = L AEEE RGN 84 VU N R 2h i & (73 F)
[0184]  [W] 25 R i Hi Fr4s B PR ET RSB EU SN T 3L = 3eifi - ImA — & F
e (150mL) , 2R 54 #1142 -78°C . VUG AR (69. 7g,0. 65mmol) AbFFRIE LT, [F] B Wi P o
FEAE —65°CLAR o W] AT A3 BV VR P % I HH — 82038 — P EREE (90. 1g,0. 62mol) £ &4
e (42mL) FIE B [RIBPRAE R ORFFAE —T0°C LU o 4 P 3 I TR 2 18R e 22 550

24
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HHE A M TR P I & e (558mL) , SRS 1EKH RS RFFAE 16 22 19°C 2 [7]
[RI25AF A 65 4380 PN IR DY SR — k454 (85m1, 0. 62mol) o B VF M A i+ 60 7
B ARFGIERVTZ iy B AP B — 48k (3x150mL) PE%, 285 B2 T4, 152
T OHEEFE RS VY N £ (T6g,54% ) WIBIRAR AR cm. p. 84-86°C

[o185]  sEjifsl] 16

[0186]  — L BEEIE T RUIAN B8 — g P RARR L Kl A (5 A AT =R PR )

[0187]  FERE/T T, 7E 5 8P, M = L NZ L = AL (2. 45mL, 18. 6mmol) fEJE/K =&
Mk (30mL) Hh I B AR K VA PRV 0P 3 N 4 F) = 9 FR R (1. 65mL, 18. 6mmol) o £EAH [F] )75,
FETR, PSR TEM AHRE 30 708, AR A E Tl k. HrR B A =2
B (3x 150mL) YEHR 2 K, ARG B8 T, AMIAS 21 = L5820 2k — SO 8 — o PR 2 21
(4. 4g,81% ) KIAMFE A m. p. 97-101°C ;'"H NMR(CD,CN, 300MHz) & 3. 91 (m,4H), 1. 38(t, J
= 7.0Hz,6H) ;"F NMR(CD,CN, 282MHz) 6 12.5(s,2F), -79. 8 (s, 3F) ;'°C NMR (CD,CN, 75MHz)
§121.4(q, J = 320. 0Hz) ,48. 3(br) , 12. 4,

[o188]  SEjfs) 17

[0189] R AET RS —F PR LW & ( 7k B- 18 3 % IRE )

[0190]  FERAT, 1E 10 38, I = L A6 = ALt (1. 64mL, 12. 4mmol) 7F /K —
AR (16mL) H T B R UK VA BRI V8 R I Al ) =9 R R I (2. 09mL, 12. 4mmol) o 4
P R EFBRARTZE Pk, ¥ E A el = 4B (2x 10ml) JE% 2 R AR5
BT, N R = LA W WA o5 — & B R 28 (3. 15g,74% ) 1 1 €8 ] 1 -
m. p. 109-111°C.,

[o191]  SEjifs) 18

[0192]  MEhpRAR — 6L P bt 845 — e AP it PR 2k 1 o) 2%

[0193]  FEZAVST, 7E 30 2080 P, I 7EZ I T A = HALAE (2. ImL, 17. Immol) 7EH/K =
LT5E (25mL) T T R PIAS P R N = R (1. 5ml, 17. Immol) 76— £ MK (10mL) 917 ik
(RIS FEAH RIS, A4 P9 I BV R ke 90 438, ARG ER/UZ Tid v ¥ s
[ AR = B (2x 20mL) PRV 2 1K, SR 5 B8 T4, AR 31 = L2 8 — R i sh
R ARG (4. 242,81% ) BIAEIEE m. p. 85-87°C ;'H NMR (CD,CN) ;"*FNMR (CD,CN) . 'H
NMR (CD,CN, 300MHz) & 4. 11-3. 98 (m, 8H) 'F NMR (CD,CN, 282MHz) & 9. 9 (s, 2F) , =79. 6 (s, 3F) ;
PC NMR (CD,CN, 75MHz) & 123.5(d, J = 320. 8Hz) ,65. 7,48. 2 (br) .

[0194]  ZAVERFST -

[0195]  pi T RER e U2 — SR AU 1) AN R e 1, a0 DSC ( ZE A | #GE) VR
b R A2 RO S R AR E . AE Lal FIHIE A, DAST 48 Ui AE 140°C R 43,
FEJ 1700 /g, T Deoxo—Fluor 7E 140°C T iR 1100 /g FIRER . T T4l 45 1) DSC
fELAE AN [F R, BT AR FH T A (3] ) — BRI 28 22— 9 Pt 845 20 R H ) R S A 7 R
DAST Fll Deoxo—Fluor. Hiltt, DAST ¢ 155°C NI Nk & (shart) KU, IFREL 1641]/
go MZ T, = SR R A5 VY AL £ 1 Tmax 24 205°C, 3 H 70 Fr it i 4
h 12607/ go 3, 5 S R 3 L B2 DA R AR A3 ek R o AR AR KT AR B SR AR 1AL &
V), FR A T S R A o PR IRA R 84 DY R R Eh L A2 B AR E , H Tmax iy 243°C,
[FINHN R 773] /g0 X245 B 5 Deoxo—Fluor #H L& A, Hrp Deoxo—Fluor 7£ 158°C

25




CON 102482209 B OB B 920/33 T
K Tmax FEEHL 1031)/g. AN, WELE 90°C NI XtalFluor-E 1 XtalFluor-M [Z5EE DSC

SRAEN B R HE (B, 5000 23080 ) WRA R WL PR . ZEAR R E T, #itE DAST FH
Deoxo—Fluor 43 HILE 300 4380F1 1800 43 8h N B . 25 Fh L) DSC {EREN. T3& 3 .

[0196] % 3
[0197]
' BT ey Tmax (°C) _AH(J/e)
— F
19 N-S—F 155 1641
_/ Ok
MeQ
S~ F
20 N-S—F 158 1031
-~/ F
MeO
. F ,
21 N*S BF, 205 1260
_/ \F
22 o) +=s’F BF, 243 773
!
\F
23 N“S  BF, 258 472
/" F
MeO
\_\ /F
24 *S  BFy 183 610
—~ F
MeO
F
25 Cw:s\ BF, 198 1105
F
26 Q F 186 714
N*S.
G
\
27 N F 144 802
N*:S,
7 F
. F
28 N*S  TfO- 161 1028
— F
+: ’F
29 o N“S Tfo 189 441
—/ F

[o198] ik G (ARC) BEAT 7™ g (VRS S T VPG, JF LU — Z 562k — 9 i
26
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545 VY FRUHIN 1 3 R e R A — 950V i 845 VU SRUAI R £h 55 DAST A Deoxo—Fluor T8 W45 I i
(K145 R o R, DAST Hl Deoxo—Fluor W7, £ 60°C N W) 46 BE I I 43, 1 — L FE 2
2 R At 4 VU JRUIIN PR R A RS R A - 50t 45 DU SRR R R 43 I AE 119°C T 141°C A I 2
UG o> fift, INTII28 T 10 22 A T 1) (2 25 G o

[0199]  L7E [y s s St rp T4 JL G I AE, Pashinnik et al W45 748 FH b4 — 50 A% 84
VY SN R 2hAE Z 6 R 6 I T SE B AT 2248 Ak, TFIR S T AH N IR AL R g 22 7] S A AR 1)
REWIT=F K 85% « WA G AIEF 4 G300 T & L R VP15 A 5 2 AT 5
PR R AEVE T . BAMY S, B IS RS DUAL BE IR A ), A4 A RESE I 3R T
N- ZTERE —3- FRILTAFEIZ/E il il 5 ZHE I Ritter BY s g A2 e i) =B P= 4 (SE i)
30) o PRIk, ZIELEIXLE [ W25 T AR AFE AN o SR, 38 A8 A S eV E iR, B AT T
AR I = LRI RO 84 VU SO R h S S Ak AV RE SE I 2 A P 75 B AL ) » (B2
AR H A 32% (SEHf) 31) o A ARZ TR AR I ZMIE SR A > 2 DR M b 4 3 1
[RImA . Blan, — LRI T RO 84 VU U R b A — LR i — A R E — S PR
RN GG AT1T T8 % 54kl 1- B —3— AL LE (SEHEf] 32) o [RIBikE , iIXLesE R BoR
A8 FH B R AR ) 2 2 R 84 R R AT I N AN S O A BT T I AL T R A e 2
[ B85 A2 ISR AL P mT DL s Rk Pt B o BT 2 A AL ) ( —HY
RIRTE ZFWmHEE ) DLREIER] ( = LI =AY ) BN £E¥ 240 A A
N RAL TR BB E . FE b, s fa NN = SFR I =S A, WA A BT &5 1)
WAL D> B N2 39% (SEHtif) 33) o HAE, 40 F i Sa I, WAL G n 42 84 % (=&
Jiif5) 34)

[0200]  SEZjEfH] 30

[0201] A5 FH el bl A G i 346 U 9B PR 2075 £ B o0 3— AR R EAT 2 AL

[0202]  [r] /E I T HH IR AR SO 85 VU SRR £ (362mg, 1. bmmol) 7E 4N (3. OmL)
TR 22 PP BB F W P I 3— ZRFETARE (1311 L, 1. Ommol) » 1. 5h JiF, #F S N IR S 4E
FAR AT 5% BrIR SN A TR K, BiRE 15 238, FRAT S0 ex B 13 (TR & 26 Y
2 Wo KA HAHE I, fEMIREE LT, JE BRI k. 78 R IF B kB N Z 8T
{8 FH DCM/MeOH (100/1) 2li4k {3 A RLEL &, A3 31 3- ZRIENEE (25mg, 19% ) FIN- &
MRS —3- I EE L (33mg,25% ) WIVETE MR . A N- SBEEE —3— AN EE ) R AL -
'"H NMR (CDC1,, 300MHz) & 7. 31-7. 08 (m, 5H) , 5. 60 (brs, 1H) , 3. 25 (q, ] = 6. 8Hz, 2H) , 2. 63 (t,
J = 7.7Hz,2H),1.91(s,3H) , 1. 76 (m, 2H) ;'°C NMR(CDC1,, 75MHz) & 170. 1, 141.4,128. 5,
128.3,126.0,38.3,33.3,31. 1,23. 3,

[0203]  sEjfs] 31

[0204] AT = L2 58 — S A a8 VY S IR 6 72 — U e ont 3— ZRIE P R REAT 25400
1k

[0205] TE=R T, AR, M LR L H L6 85 VY AR £ (687mg, 3. Ommol) 7E
AL (3. 0mL) BRI ETEE O 3- RN EE (26210 1,2, Ommol) o K R NIRE )
PiHE 30 738, SR 5 18 ik HPLC BEAT 438 (A3 HH 18] — A1 24 g N BB AR dtE i ) » BonfT 32% %%
W 1= G -3- R e W5 H SRR S AT LR S 3. 'H NMR (CDC1 5, 300MHz)
§7.34-7.19 (m, 5H) , 4. 47 (dt, ], = 47.3Hz, JH-H = 5. 9Hz, 2H) ,2. 76 (t, 7. 3Hz, 2H) ,
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2. 11-1. 95 (m, 2H) ;"F NMR(CDCl,, 282MHz) & —220. 6 (tt," ], ;= 47. 6Hz," ], = 23. 0Hz, 2F) ;
®C NMR(CDC1,, 75MHz) & 141.2,128.6,128.6,126.1,83.2(d,"J.; = 165.4Hz),32. 2(d,*J s
= 20. 2Hz),31.4(d, 3JC-F = 5. 6Hz) ,

[0206]  Sijiffh] 32

[0207] A F] — £ FE 5L — 3 k84 VY SR R 3 A = L R i = S A e — S T b ok
3- FRFENEFHEAT 2 mAL CIIANUF A)

[0208]  FEZWEL T, fER/TH, M 3- 2REENEE (2621 1, 2. Ommol) 1 = LFENZ =S WAL
(326w L, 2. Ommol) 7E S 4t (3. 0mL) H1 7 B B NN = L RE 2 5 — 3 I 85 DY 9
AR L (687mg, 3. Ommol) o H4 e MRS M HiHE 60 438, SR 5 il it HPLC AT 20 #fr (AFHI R —
FRAE g N ERARUERD ), B T8 % 5 b 1- i —3— RILN e, ik 5 B SFE BT EL i
KEEH = o

[0209]  SEjfs) 33

[0210]  fFH — £ &% — H WA 845 VU S R 3h A — LB e = SR E — A P R b A
3— RIENBEHAT 225 AL CIMAT B)

[0211] R T, AR/, 1) B S AR TR g il 845 DU U B2 2 (687mg, 3. Ommo)
=R =AY (326 1 L,2. 0mmol) 7E —F 4t (3. 0mL) 1 JE Rl ) BZ W A
3- RFEEE (2621 1,2. 0mmol) o K R WIRGWHEFE 30 7347, 2R 51 HPLC BT 04 (A%
FHTE) 284 N SRR ) » W fr 84% 540 1- 98 —3— RIEPAbE . T B H A ik
AT HCBER 1) o

[0212]  SEjifs) 34

[0213] A = 222 — 5O 84 VY S G Bh A0 = L B8 i = S AL AE — S P fe b o
3- ZRILNEF AT 245 mAL CIIAIY C)

[0214] TR, fEE/H, ) B SHE 2 JE M it 4 VU SR B2 28 (687mg, 3. Ommo)
H3- ZREEPTEE (2621 1,2, Ommol) /£ S HE (3. OmL) "I IIETFR P INA = L% =
ARy (3261 L,2. 0mmol) o ¥R NVREWTRE 16 438D, 2R 518 HPLC AT 730 #r (A&
() = AR 2R 9 N SRV S ) 5 Bn A 39% Aol 1- ) -3 2RIt . 18 5 FLSeAE kAT
LR 25

[0215]  JEIL B HF & TEA ) EE 12K Ak A 3 550060 B g A RO FH o L I JAd 4— 2958 —2- T
R A7 e, AT LHE o TEA, 2HF @ TEA I 3HF @ TEA @B #8452 B AL, (H A2
2HF @ TEA $&41t T miE1b .

[0216]  SEjfs] 35

[0217] 3 A b mbk A — L 0 5 845 DU U R 26 AT SHE « TEA X} 4— ZK3L —2- T RE kT LA Rtk
[0218]  {E2iR T, AE R, Il F A pR AR 360 W i 845 DU B BG 2 (362mg, 1. Bmmo1) =
LN = A wALY) (326 1 L, 2. Ommol) 7E S 4t (3. 0mL) FE M BIFE T IIA 4- &
K -2- THE (1550 1, 1. Ommol) o ¢ R WARGWIHFE 30 73 8h, SR il i HPLC AT 0 A (AT
FHTR] = R ZRAE D BB AR AESS ) Bon A T1% 54 2- 3 —4- R bt . il 5 S i
HEAT LL sk S 51724 s'"H NMR (CDC1,, 300MHz) 6 7. 35-7. 11 (m, 5H) , 4. 62 (dm, *J, » = 48. 4Hz,
1H) , 2. 89-2. 49 (m, 2H) , 2. 14-1. 63 (m, 21) , 1. 31 (dd,* ], = 23.8Hz,°J,, = 6. 3Hz, 3H) ;"F
NMR (CDC1,, 282MHz) 6 —174. 4 (m, 1F) ;"°C NMR(CDC1,, 75MHz) & 141. 4,128. 3,125.9,89.9(d,
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"o = 165. 2Hz) ,38.6(d,*J . = 20. 6Hz) ,31.3(d,*Jos = 5. 2H2) 20. 9(d,*Js = 21. 3Hz) .
[0219]  SEjifs) 36

[0220] 8 FH bR AR, — S50 P £ DU SRUBI R 6 R0 2HF « TEA X 4~ 2R3 —2- T REHET LA mAL
[0221] 7R, FERVH, ) E kAR — S A S5 DU e B £ (362mg, 1. brmol) \ =&
Sl =AY (326 1 L, 2. Ommol) FI = ZFEfE (139w L, 1. Ommol) 7E — 5L 4T (3. 0mL) 1
TR B P N 4 255k —2—- THE (1551 1, 1. Ommol) » ¥f [ IR E Wi+ 30 438h, 2K
JE I8 HPLC BEAT 23 A (A8 FHTR) = PR 284 PR ), B 81 % 4k h 2- 9 —4- 2%
FENHE. 15 FLSERE AT LSRR %0 )

[0222]  SEjifsl] 37

[0223] i F Wbk A — L A 845 DU U BR 2R AT 1LHE « TEA X} 4— ZK3E —2- TR UkT LA Rtk
[0224]  {EEUR T, FEEVTH ) F A RRA R B T Bl 84 DU BT R 25 (362mg, 1. 5nmol) L =&
Sl =S HAY (326 1 L, 2. Ommol) FI = ZFEHE (557 u L, 4. Ommol) 7E —Z 4T (3. OmL) 1
TE R R P N 4- 55k —2— T (1551 1, 1. Ommol) o ¥f [ VR S04+ 30 4388, 2%
JE i HPLC AT 23 A (A8 ) PR AR R FR el ), oA 57 % el 2- 9 —4- 2%
FEN L. T 5 E SR ST B BCR % 0  )

[0225]  hAb, id e IR HARSR YR R BS - S AL ) o fE U I I 25 S AL, 91 4n DO T 4 — Ak
AL FAEMEEE (~ 70% HF 5~ 30 %ML KRS ) .

[0226]  SEjfifs) 38

[0227] A HH = 32 2k — S Wk 84 DY AR SR A DY T B — e Ak S IR SR B AT R A
Ak

[0228]  FEA T, ) FH = & 262 56— 0 At 645 U U AT R £ (344mg, 1. Smmol) FTPY T 2
B R AE (422mg, 1. 5mmol) 7E G R (3. 0mL) B Al I VKA 1) BV P I N B = i
(1321 1, 1. Ommol) o 4 J NYR A DR IE 22 2535, FF 3Rk 4ho B S N VR -G A E 31 A8 A v f
) AL AR K Pt 15 38, FHAT A — S BExd i i IR -G 2B 2 Ik A HUAE &
I, fEm IR b, B IR o A BB A PR it Al A R, AT A5 31 55 B = 4 T
R CHE a0k 2.3 0 1) BRI A9 (80mg,62% ) HIVEH R4 « "HNMR (CDC1 5, 300MHz)
8 4. 63 (dm,”J, ; = 45. 91z, 1H), 1. 96-1. 42 (m, 16H) ;"F NMR(CDCl,, 282MHz) & —159. 7 (brs,
1F) ;*C NMR(CDC1,, 75MHz) 6 95. 0(d,"'J.; = 163. 4Hz) ,32. 3(d,*J., = 21. THz) , 27. 4, 25. 3,
22.2(d,*Jr = 9.8Hz) .

[0229]  SEjifs] 39

[0230] A HH = £ FE 2 Jk 3 W mt 845 DY 60 B2 R F0 S Ak SUNEL e 5 PR S B AT 2 S AL
[0231]  TEEJE T, 7F Nalgen L H, W) B = &2 (008 — 9 WU At 84 DY 30 2 2k (344mg,
1. 5mmol) 7E & FFHE (3. 0mL) 17 ety 28 B b & i P KO Olah 3551 ( ~ 70%
HE F1~ 30 % MHLBE VRS9, 78 u L, 3mmol  HF) FMERSEEE (1320 L, Immol) » 17h i, H RV
TRA AR T AT 5% Bk ER SN KBS0 K et 15 438, I8 — SR Bext BT A3 iR
EFER 2 K HANAEEIE, RS LT, JFl i i IR 38 . KRS RIZE R A3 2]
SRR (EL4r M 1 0 0,44 & 0.28) TR SRS Y) (58mg,44% ) [H1¥&
EWRY . FEE Y 'H NMR(CDCL,, 300MHz) & 4. 63 (dm, *J,, = 45. 9Hz, 1H) , 1. 96—1. 42 (m,
16H) ;"F NMR(CDCl,, 282MHz) & —159. 7 (brs, 1F) ;"°C NMR(CDCl,, 75MHz) 8 95.0(d,'J.; =
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163. 4Hz) , 32. 3(d,*J s = 21. THz) ,27. 4,25. 3,22.2(d,°J .- = 9. 8Hz) »

[0232]  FEXF 5 AA I EAT %08 I RE oy, FRATT I 3 I DBU 348 W] DA E 1) 25 46030
o [BIARAER R, R S AL BRI A R VR AT DL & BRAG IR, FLAE il o (R 20 0 5 AL A7) 1) g
H EIXFIEOL R, o fF MR AL o SR AR YR 2 2E R 1 L T & FRATDIE S 31 ik
Y~ AR ( ZHURR 2 3 RO Ea £h ) DU 3550 (1) I G 046 e A kg A R,
IR ALY) PR E LS B, a5 5 G I RAC R, W) 3— ZRIE T BT BT 75 B AL
VIR EEAL N 92% , T W AR 5 Ja NN 3— ZREE AT , WAH N AL R AL 76 % .

[0233]  Sijiifs] 40

[0234] i FH — £ IR 2 25 — G WU At 84 VU U % £ R0 DBU A 3— R AT 22404k (i
N A)

[0235] #F =3 N, £ &AW, 0 B 3- 2K KA (132101, 1. Ommol) 1 DBU(224 1 L,
1. 5mmol) 7E Z G HHE (1. 5mL) 717 e R ¥ I N = & Fk 2l ik — 6 0 At 845 DY 96U B 7R 26
(344mg, 1. 5mmol) « H4 NWIREVIHEFE 17h, X5 HPLC AT o0 8 (A = 2=4E R
PRI ) » 7R 92% FAb Ry 1- 8 —3- ZRIE N Bt . I B S g AT He sk %)
.

[0236]  SEjifsl] 41

[0237] i FH = £ FE 2 2 — 9 WV it 845 VU B % £ R0 DBU A 3— R EE T AT 22404k (I
AT B)

[0238]  7EEME N, fEEVH, ) B = £k 2k O 64 DY U R 2 (344mg, 1. Smmol)
I DBU(224 1 L, 1. 5mmol) 7E — 5 ' ¢ (1. 5mL) A JE B I & V7 8 i N 3— 2K 26 P 1
(132w 1, 1. Ommol) o K X MIRGWHFE 19h, 2R 518 HPLC REAT 70 #fr (A8 H IR AR Z84E 4
P EBARVEE S ) » SR 76 %6 5k 1- i —3- AREE N . 18I 5 B SRR AT LU R S
Yo

[0239]  FEXT 2P AT 45 2 I R b, FRAT VIR e IR 2 Bl LRI JE AL ] DA 3 1
P22 mAL (L] 42-48 53K 4) o

[0240] i ] 25 P B F) WAL BE IO b FE W (SEREBY 42-48) AERAT, M IR Hi
(1321 1, 1. Ommo1) FIEK (1. 5mmol) 7E & FF %% (3. 0mL) T B IRUK A IS NN — 2. 3%
I H OIS VY AR £ (344mg, 1. Smmol) o K S MR A WIRRE 2 =R IFHiEE 18h.
JRARE YR ZIR TAEH 10% HCL KWK ke 15 438, FFA8 S P e s B 15 iR
WA 2 R ¥ANAHE I, EmIREL b5, Wi fk e FF k4, 15 2 5 M=
§5 TR B AR e P R (R T s = s W R .

[0241] 3% 4 AT F &P AE 2N IR e g AT 225 Ak

[0242]
ST Bl TR FEER Y 3. . alcene HJLLAI
42 DBU 85% 3.2 11
43 DBN 80% 5.4 1 1
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44 Hunig % 65% 2.5 11
45 DABCO 62% 3.7 11
46 DY HI R 56 % 2.7 1 1
47 IB A 67% 3.3 11
48 Absh 80% 7.2 11

[0243] S ZFEEIE T EODAT S5 U UM AR th AN RE AL BRIL . Bldn, M LR
B RO VU SRS 2 7 A P 4t T IR O AT AL BRIN, 7R R, BE R
4 KGR MR MR 4-t— T -1, 1- “ @M ChEd. B2, EANERAY
B R (440 3HF « TEAL2HF « TEA, DY T 284 — AL S Olah 35 ) /745 T 2Rk
S AL
[0244] St 49
[0245] i — £ 3825 — O At 845 VU JeUB R 2 R0 SHE « TEA Xt 4-t— T JE3F LRI T R4
Ak
[0246]  FESE T, M B £ 28 20 28 0 it 84 DY &0 2 2h (593mg, 2. 6mmol) 7E — & 7 4t
(10mL) H T B i VE P o 4- BUT 23 2l (200mg, 1. 3mmol) 1 = £ g — &0
1y (2661 1, 1. 3mmol) o K4 K NVR-GWIHEFE 4 /NI, SR 5 NN Bk BR S0 K B T, I FF
BiFE 30 38 A NAHFFAE IR R BT 4 D49 S WA FH et (1omL) AR, JF
g FIT A3 TR RO I ek i I FH B eI . B S R RS, AR B 3 % AH R [ & 3 5
WAV PR 4-t— T % -1, 1- ZRMH O bt (120mg,53% ) KEIEWE. FELEY -
' NMR(CDC1,) 2. 09-1. 95 (m, 2H) , 1. 76—1. 67 (m, 2H) , 1. 65-1. 51 (m, 2H) , 1. 30-1. 15 (m, 2H) ,
1. 02-0. 97 (s, 1H) , 0. 80 (s, 9H) ;'°F NMR(CDC1,)-91.9(d, ] = 232. 6Hz, 1F) ,~103. 5 (dm, ] =
232. 6Hz, 1F) o
[0247] RS RO G 84 DU U R 2RI T DAST il Deoxo— Fluor® i HiAth &5 Ak 7E
4=t T HINCEI Y LR PR B 5 0. T8, AEE 2 A R P 22 B E R R
N K FE A AR AR B ALY . Hs2 b, DAST/HF Fll Deoxo— Fluor® /HF 5 4-t- TR
A 1) [ A AR S 22 77 A 33 % T 19 % 1) SR BRI = 1) » T — £ FE 20 5 — 3 W At 845 DY e
#h /3HF-Et,N 18 s FHAH R A T 7= AEAR T 3% 1 L 25 AL 40 i R I M O e PR ek o
[0248]  FRATTInAT Ho W 22 3R] LLLAT AR I AN FR S T4 AR ( R 2 2E 5
WARsHEE ) AURIER ( = R = WA ), NI TE B 118 — Ak
[0249]  SLJEfH] 50
[0250] i = £ FE 2k S WP AR E% VU U R 2h 1 — L3R I — S HAL AT 4- Jit CEFEIR
CEIZEAT 25 m AL CIANRF A)
[0251] R T, AEA A, 78 1. 5h Wi 4- Bk L85 - MO (159 1 L, 1. Ommo)
M= CEE =R (1631 L, 1. 0mmol) 7E &0 %t (2. 0mL) 1 2 B F ¥ 8 40
AN LEERFE RS VU AR £ (344mg, 1. 5mmol) o 44 [ MRS B £E 15h, 2R 5 1
F 5% Tk BR A AN K S T4 G B 16 3B I — S R A BURS KNR G Y. B ANAEE
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I, fER IR B I s IR E . RIS B 144me A5 4- e L HUSE -1,
I- ZHEA R (T1% ), 4- A -1- FARMC -1- M4 6% ) M 4- R LHEE - Ol
(23% ) HHRAWREE HRY) s EZAEY) 'H NMR (CDCL,, 300MHz) 6 4. 11 (g, J = 7. OHz,
2H) , 2. 53-1. 61 (m, 9H) , 1. 23 (t, J = 7. 0Hz, 3H) ;'F NMR (CDCL,, 282MHz) & -94. 3(d,J,; =
237. 5Hz, 1F) ,—99. 8 (d,*J,, = 237. 4Hz, 1F) ;"*CNMR(CDC1,, 75MHz) & 174.2,127.2(t, Jop =
241. 6Hz) ,60. 5,40. 5,32. 5 (t,*J, = 24. 3Hz) ,25.0,14. 1.

[0252] syt 51

[0253] i — 2 FEEFE W W 85 DY e I 8 16 Fn = 2 6 i FALIXL A- i AR FEIA
CEAEAT 25 m AL OIS B)

[0254] LEEIR T, ER A, 4 1. 5h W)l OB % FE — 5O 85 DU U0 8 £ (344mg,
1. 5mmol) = Z I =S R (1631 L, 1. 0mmol) 7F — & P4t (1. 5mL) TIE I BT
N 4- B EIE - ROl (159 1 L, 1. Ommol) 7F & W% (1. 5mL) TIEIIAER .
SR NAREVIFE 15h, SR 518 5 %6 Bk BR SV B A TRV K ke 16 23 BhIf H — SR e 2 U
RENRE . ¥ANAEEIE, R b0 o ks i i IR ER . Z R FHIATIAS 21 150mg
A= OHEE -1, 1- ZHH Ok (17% ), 4- IROAEE -1-HBAAHC -1-% (6% ) M
4- P OEEE - OE (18% ) KR S VETE MR o

[0255]  SEjEfh] 52

[0256] ¥ HH — LKL 2 A8 — S A es VY S IR 2 A = ZJE i = S AT 4- Fik S SEH
OB T 24 m AL OIS ©)

[0257]  FEZR T, AEA/S N, 76 1. 5h PR = LR — O a 85 DY sl e 8 (344mg,
1. 5mmol) F1 4- ¥ L4805 - PR CFd (159 1 L, 1. Ommol) 7F & %% (1. 5mL) B AR B TR
M =25 =A% (1631 L, 1. Ommol) 7F 4 FEE (0. 5mL) B RAHIVER .
RINVAIREVIEFE 150, S8 5 A8 5 %6 B BR A B /KIS AR K, B 16 438 F — a0 e AU
FHNREY . HANAHE IE, EER B b o ik ol i i R o 28 RS AT 43 21 147mg
BEA-IRCEIE -1, 1- ZHI OB (69% ), 4- FROHIE -1- FACKAC -1- 4 (4% ) M
4= CEFE - RO (27% ) VRS WIVETE MR o

[0258]  sEjifsl] 53

[0250]  {FHH — A& — M A Es VU SN ER SR AT T R AL E T 4- IRCEESRC
W4T 22 AL

[0260] ZEE/ST, M H LRI FOUMSS I HAER L (458mg, 2. Ommol) FIPU T HE4%
THRAE (463mg, 2. 0mmol) TE ST (3. 0mL) HIE LRI UKYA B TR I 4- 3R AR
M CNT (1591 1, 1. Ommol) o ¥4 [ N iRAEIE 2 R, IR 4h. B R NIRSYEER
T FH R P S R AR K B 15 23D, HH A TR AU SR A Y. HAHUAHE
GO, e IR EE b, i B R o AT BOE A PR o e A IR, AT 2 1 Pk SR
5 —4,4- ZHI Ok (130mg, 68% ) IFETEHARD o

[0261]  SCjtEfe) 54

[0262] A HH — £ FEZA Tk WA 845 VY SR £hF0 2HF « TEA X 4-t— T 2638 QAT 2240
Ak

[0263]  EEEVE T, 1) FH = L6236 Wi 5 DU Ui R 2 (344mg, 1. bmmol) , = ZFENZ =S
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e (326 11,2, Ommol) FlI=ZFEHZ (1391 1, 1. Ommol) 7 5 FF4E (3. OmL) "R IITE S
VA 4= SUT ZEH Ol (154mg, 1. Ommol) o K¢ [ NIR-GWIHiHE 22 /NI, SR J5 In ANk IR
SRR (5% ), FFFFEiRE 15 8. B &, HATH Z R PR KZEZE 2 IR
ANAHA FF AT DR ER BT . A8 TR I I A A 28, IR U ek i e P 28Kk
), AR 35 0. 8 % AH NI LSRR WAL W PIUR I 4-t— T 2 -1, 1- I Ch¢ (160mg,
91% ) MIVETH A

[0264]  Sjf] 55

[0265] ] — &I 22k — 3 Wit 845 VU S A RR £ R0 O1ah 1550 &k R 1EAT 22 54k
[0266]  {E =5 T, 7F Nalgen Jif 7, # 3— A FEPU#E (1320 L, 1. Ommol) 1 Olah k5] ( ~
70% HF Fll~ 30 % MLRE (RIVE -S4, 78 1 L, 3mmol HF) A AEI =40 F 4% (3. 0mL) 1. 7F 15 43 %h
S, M\ L FE A FE i es VU AR 2 (344mg, 1. 5mmol) FFEFEEMFE. 17.5h J5, $F &
NVRE AR S350 T 5 % BRER SN A A K, it 15 4380, JFH &P bek i3 iR &
WIAERL 2 IR o A WUAH G FF AT 10 % HCL % A WARTER BR B8 158 I i vlod i fek e
B R, NAF RN 3- RZERE (Hul 738 4.3 0 1) TURKEAL G (121mg,
78% ) MIVEIEIRY . FE Y ' NMR (CDCL,, 300MHz) 8 7. 38-7. 22 (m, 5H) , 5. 65 (tt, *Jyp
= 56. THz,*Jyy = 4. 4Hz, 1H) , 2. 82 (t, ] = 7. THz, 2H) , 2. 20 (m, 2H) . "°F NMR (CDCl,, 282MHz)
§-117.5(dt,*Jys = 56.7Hz,’ ], = 16.9Hz, IF) ;"°C NMR(CDCl,, 75MHz) & 140. 2,128. 9,
128.6,126.7,117.0(t, " Jop = 238.9Hz) ,35. 9 (t,J.r = 20.5Hz),28. 7(t,"°J.; = 6. 1Hz) .
[0267] A AR REFRIAT A AL P] LE SRR A R T 2 MR . (RS 00 T, 41
BGEV WRRLEE N IR Pl () e N2 3 BRI P~ W ) B 25 5800, i AE Al IS 00 R, A8 il 1 5
it FITIR F) J NAT AT A B8 A e o IR T V25 RS TR IS A S AR AN R T R A FUR IR -
[0268]  sLjifsl] 56

[0269] X (R) -N-Cbz-3- JREEMEIE LEdEAT LML (7E -T8°C I )

[0270] [ H1 (R) -N-Cbz—3- F2 LA BE (221mg, 1. Ommol) £E &L %% (3. 0mL) i
AEILE -78°C R IV I K U I DBU (224 1 L, 1. 5mmol) 11— 2, 50 5k — 580 1% 44 DY 4
MR L (344mg, 1. 5mmol) » FER/T FHiHE 30 73 8h 2 J5, B S W iR A Win g 22 %3, FH i+
24ho 4 S NIRAE VI b %6 TRIR SN AT K Bt 16 43 Bh It H & Rsext T3 R -5
2 Ko FHANAEFF, FERIREE b5, i sl i iR . 28 s il i IR N 2
FrAEH Tt /EtOAc (3/1) AL A3 IR ERL Y, M43 21 55 N-Cbz—2, 5— &t (LLfi o
H46.9 1 1) PHRRIBRL Y (192mg,86% ) IVEE MR . EE 4 'H NMR (CDC1,,
300MHz) & 7. 37-7. 26 (m,5H) , 5. 15(d, ], = 52.5Hz, 1H),5. 08 (s, 2H) , 3. 79-3. 46 (m, 4H) ,
2.24-1. 91 (m, 2H) ;"FNMR (CDC1,, 282MHz) 6 —177. 8 (m, 1F) ;°C NMR(CDC1,, 75MHz) & 154. 9,
136.9,128.7,128.2,128.1,93.0(d,'J., = 176.8Hz),92.2(d,'J., = 176.2Hz),67. 1,
53.0(d,*Jos = 27.1Hz),52.7(d,* ] = 27.1Hz),44.2,43.8,32.4(d,*J., = 57.6Hz),
32.1(d,*J.s = 57.6Hz) .

[0271]  SEjifs) 57

[0272] X} 4- ¥ QRIS QBT 2258 A0 (FE[RIAL DCE )

[0273]  {E=IE T, M = Z & =2 %ALY (163 1 L, 1. Ommol) £ 1, 2- — 5 Z%% (2. OmL)
PP BGRB8 DY SRR 28 (362mg, 1. 5mmol) , 2R G M 4- Bk &5
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—Haﬂﬂ (159w L, 1. Ommo1) , FFKf S MR S IR B 2h J5, ¥ I NIR-S WV H1 2
i, HATH 5 %6 Bk BR MK B VA K it 15 2B, 48 FH U e ) s VR S ) 2 HL

2{/\ WA NAEE I, EmIREL b5, JFad pE e 28 28 R W), 8 ok ek i IR 2 Ay
A8 e Be AUk A (AR, AT 31 55 4- B Q4R - 1- ®ARIR T -1- 48 CELtal 23 70
5 1 1) TR SR EY) (166mg,86% ) FIPEIE IR o
[0274]  SKjitifh) 58
[0275] 3% 3— IR NEEIAT LA mAL
[0276]  {EZUE T, Il HH = ZAE N =S ALY (326 1w L, 2. Ommol) 7E 5L H4E (3. OmL)
R P AR I — L3R 5 A 85 VU e ER 28 (344mg, 1. 5mmol) FlI 3— ZKFL A
(1321 L, 1. Ommo1) o 2h J&, ¥ S VR G W)7E I8 N H 5% TRIR SN K B i 88 B 15 4y
B, FRATH Z A P EE IR KR S A 2 IR HAVAHE I, EhRE: T8, Jidukd
AR 2R, JF T IR I E A48 BOe 2840 T A BA LR &, AT 1S 21 AR A 5
) (119mg, 76% ) FIVEIEIRY s'H NMR (CDCL,, 300MHz) 8 7. 38-7. 22 (m, 5H) , 5. 65 (tt,Jyp
= 56. THz,*Jyy = 4. 4Hz, 1H) , 2. 82 (t, ] = 7. THz, 2H) , 2. 20 (m, 2H) . "°F NMR (CDCl,, 282MHz)
§-117.5(dt,*Jy, = 56.7Hz,’ ], = 16.9Hz, IF) ;"°C NMR(CDCl,, 75MHz) & 140. 2,128. 9,
128.6,126.7,117.0(t, " Jop = 238.9Hz) ,35. 9 (¢, J.r = 20.5Hz),28. 7(t,°J., = 6. 1Hz) .
[0277]  SEjif) 59
[0278] Xt 2,3,4,6- VU -0 % —D— ntbi f 2ppE BT L E AL
[0270]  {E =R T, /£ & A, f i 2,3,4,6- P4 -0- % A& -D- it i i %4 #E (100mg,
0. 18mmo1) 1 DBU (44 1 L,0. 28mmo1) 7F 4 % (0. 5mL) FIE SIS P NN — L34
L RO 84 VY U R £ (68mg, 0. 28mmol) o FEHEFE 90 JrBh G, K I MR G WIAE IR T
H 5 % ik B E M KB W0 K, ikt 15 208, JF H U et BT A8 RS WA 8L 2 k. 4%75
FURHG I, fEmiBR B b 0f i vl i ik I R 28 R, 1531 2,3,4,6- 14 —0- %
5 —D— LR A A M 2L ALY (96mg,96%, B ¢ a ZERIFRAALR, LB AN 1.1 0 1) 1
o 'H NMR(CDCl,, 300MHz) & 7. 47-7. 15 (m, 20H) , 5. 61 (dd,*J,, = 53. 2Hz,’J,y = 2. 3Hz,
0. 48H, a — Z [ FH1k ), 5. 31 (dd,*J,, = 51. 8Hz, J, 4 = 6. 4Hz,0. 52H, B — Z [ FHIEk ),
5.07-4. 48 (m, 8H) , 4. 11-3. 54 (m, 6H) ;"°F NMR(CDC1,, 282MHz) & —138. 0(dd,"J,, = 53. 4Hz,
*Jou = 10.6Hz, B-F), —-149. 44(dd,"J;; = 54. 4Hz,?J, 4, = 25. 8Hz, a -F) ;"°C NMR(CDCl,,
75MHz) 6 138.5,138.3,138.1,137.9,137.5,128.6,128.5,128.2,128.1,128.0,127.9,
127.8,112.8(d, 'Jo s = 215. 2Hz, B~ Z W FH1K ), 108.6(d,'J., = 228. THz, a — Z ] 5F
4 4K ),83.6,83.4,81.7,81.5,81.4,79.5,79. 2,77.5,77.1,77.0,77.7,75.9,75. 5, 75. 2,
75.0,74.9,74.8,74.5,73.6,73.5,72.7,68. 4,67. 8,
[0280]  SEjiifs) 60
[0281] ¥ — £ FE &L WUt 84 VU SRR 3 Al = i = S AN 3— RIEE N IRIEAT &
AL
[0282]  {EEE T, [0 B & 28 %056 V0B 545 DY S0 B2 £k (750mg, 3. 3mmol) 7E & F1
(10mL) "R il ) e T NN 3- KRR A IR (245mg, 1. 6mmol) M= Z L i = F wALY)
(26611, 1. 6mm01) B RNAR G BEFE 24 /NI, SRS D0 N PR S BN K R (6(7) RS
ke 30 730 Bho A AR IR B T4 o A FH R BE MRSV, - 120 v v T i e fls
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FATH BB et o B2 RSS2 3- AREE N B (168mg, 68% ) HIFETH A
"HNMR (CDC15, 300MHz) 8 7. 30-7. 17 (m, 5H) , 2. 96 (t, J = 7. 6Hz, 21) , 2. 79 (t, ] = 7. 6Hz, 2H) ;
“F NMR (CDC1,, 282MHz) & 44. 8 (s, 1F) ;'°C NMR(CDC1,, 75MHz) & 163.0(d,"J., = 180. 2Hz) ,
139.1,128.9,128.5,127.0,34. 7(d,*J., = 50. THz) , 30. 2.

[0283]  sLjifs] 61

[0284]  {if F — ZFEZFE WA 64 VU SUHH R 5k R DBU X2 F R IUEAT 2 S Ak

[0285]  ESE LT, M) B £ Fk 20 2k W0 Al 8% DY 0 2 28 (344mg, 1. Smmol) £E — & 45t
(3. 0mL) AR B P I PR (122mg, 1. Ommol) F1DBU (224 1 1, 1. 5mmol) o H & M
REYEFE 4 /DI, SRJE N 10 % HCL /KSR, FFHp 8t 15 738 48 — SR Bexd BT i3
RGN 2 IR A VAHE I, fEmi IR e: b5, i s k4 o A8 H See B A BRI, I
BB TR IS ER, JF FH Rl . B A5 28 RV AT A5 21 28 P Bt s A ) (90mg, 74% ) 1
VBVE AR . "H NMR(CDC1,, 300MHz) 8 7.94(d, J =17.8,2H),7.62(t,] = 7. 3Hz, IH), 7. 43 (t,
J = 8.2Hz,2H) ;"F NMR(CDCl,, 282MHz) & 17.5(s, IF) ;'°C NMR(CDCl,, 75MHz) & 157. 3(d,
"o = 344. 3Hz) ,135.5,131.5(d,”J., = 4. 0Hz) ,129. 2,125. 0(d,*J., = 60. 4l1z) .

[0286] [ T —SMHEA 1,2- R LKE, 18 RAL SN HR] DUAE H HAR SR AL 7], A
FEAHANBR T8 LR S2 9] AT H I LA 3R 5 At 6 Fh A1) 28 KR 2L

[0287]  FE& AT H T HRACEE RS R T (L) 64-67) AEZMR T, LA, [
M OREZ Ak b 65 DY ARG 2 (344mg, 1. bmmol) , = Z 5L =S ALY (326 1 L,
2. 0mmol) M =ZFfZ (1391 L, 1. Ommol) fE¥E 7 (3. 0mL) = JE B VR & 440 T I N B = it
(1321 1, 1. 0mmol) o Hf Je NIRG W HEFE 24h, IRJ5 8 5 %6 DR IR VBN A B0 K Pt 15 43
B, FEAEH BER BT AR KITR S AT 2B A WARS I, (e B b1, Jf oy i ik
JRE o 75 VT N4 31 55 B <2 0 POV 1) A RPN B (R PV DR (X6 T 77 2 R0 7= ) 1K) 4
Mz TR .

[0288] 3K 5 A& PP IR SEE I 25 U AL

[0289]
R ol A W I )
62 CEH 60% 3.4 11
63 N- 3L -2 nt stz 22% 0.3 :1
64 LHEBE TR R 73% 2.5 11
65 LI 45% L7 1
66 L t— T Mk 91% 1.6 1
67 2 53% 1.6 1

[0200]  FEAFHEE I I T RAL AL AR 1 (STt 68-69) «AEEMR B, AR )
HI = LB A AR A 43 DU S B R £ (458mg, 2. Ommo 1) = Z ke fig = AL (163 L,
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1. Ommol) 7E¥F (2. OmL) FIEREIREW PN 4- P LA FEA TR (159 1 1, 1. Ommol) o
W NI FE 23h, SR 5 AE ] 5 % Bk BR AU BN /KBS WAE K B 15 40 Bh, FRAE A ke vt i
BRREWHAT AR . B NAEIF, B LT, I sl i e, 28 R M
RN 4- P QI -1 FARKR O —1- SR PIR I 4- BR G 1, 1- A CUpe vE ek
Y O TRz &) .

[0201] 3£ 6 AESFIEHIF 4- i AT O L Ak

[0292]
Y sl 7Y T AR LA
68 —S 2% 18 1
69 N- FEE —2— LR e 36 % 0.13 : 1
70 LEERETRIE 57% 1.4 @ 1
71 N 63% 16 : 1
72 FIgE t— T LRk 73% 8.8 I 1
73 2 44% 11.4 1 1
[0203]  =iRYE LA R IR LA LR 7 F0 8 Th LA A8 AT Et N « 3HF BEATAERERY, By 2 /iy

IR ) 2 J R I 85 R AR B A R AT BRI IR L 1K 25 U WAL o

[0204]  FH TRALEE G FE QR (S2itifh] 74-84) AEZI TN, fEE/S T, v —BUR 2 2%
T RS L (1 bmmol) , = L = AR ALY (3261 L, 2. Ommol) F1= ZFEE (13910 L,
1. Ommol) 7E—5UFHE (3. 0mL) 7R BIE B P MAIEAE (1320 1, 1. Ommol) o 44 R WY
REWBHE 190, RIS 5 % Tk BR SN A TR AR K, B 15 430, I8 H e se s B {3 i VR
EWAT R AN A I, ERMEREE LT, ot sl i iR # . 2RI
IS I PR A RIS (VIS R (W Fr= R R 3 S W R R )

[0205] 3R 7 AFH P B &S S O 84 0 TR aE el T KA WAL

[0296]
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K SRR R ARG 2 Vi RS 4 o]
— F
74 N“S  BFy 62% 3.4:1
—/ F
— F
75 O N“"S BF, 85% 7.3:1
/ F
\ . F
76 N"S  BF, 79% 2.6:1
/" F
MeO
F
77 N*S  BF, 64% 4.3:1
F
MeO
F
78 CN*‘-S\ BF, 68% 2.4:1
F
79 Q 57% 4.3:1
/
/
80 F 64% 3.1:1
N s\
81 Q_\*s BF - 98% 471
/ 4
j F
82 N 'S T 86% 13:1
F
N F
83 N*S TfO" 68% 1.5:1
/ F
— F
84 O N“S o 73% 1.9:1
__/ F

[0207]  FH T-HALIRIERE RN T (SLMEf) 85-96) AEZ IR T, fEE/ S, i i —HBUR I &
ETRIEm SR (2. ommol) M= = HALY (1631 L, 1. Ommol) 7EHSH (2. OmL)
TE R BIF I IMAN 4- B O - Ol (1591 L, 1. Ommol) o 44 ) MIRA W4+ 20h,
ARG 5 % Bk BR S BN ZK B IR K D dE 16 2380, HAEH Z & B0 453 R A kAT 26
o KB NG IE, AEMBRE: L8, JEid sl et . AR FIMNINIFE S 4- i L5
5 -1- FACKRC -1 PRI 4- B OEIE -1, - ZRIR ORISRy 1 7=
PRSI R )
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[0208] 3% 8 A% %Al —HUHI 2 AE — ROLFIER H X 4- Pk 8 - M C M 2EAT R RAL

[0299]
R IR A AR R A BRI 6 e
F
85 N*S  BF, 72% 18:1
F
~— F
86 O N“"S BF, 84% 24:1
n/ F
\F
87 /N+:S\ BF, 63% 20:1
F
MeO
F
88 N*S  BF, 80% 27:1
F
MeO
F
89 CN*zs\ BF, 67% 41:1
F
90 F 79% 81:1
N+:S/ BF4
\ /
91 N +/ 63% 24:1
N S
92 Q_\ +s BF,; 99% >100:1
_\ F
93 N 'S TO" 78% 1.7:1
F
94 L F
N*S  TfO 84% 1.7:1
F
~— F
95 O N“S Tio 77% 1.7:1
/' F

[0300]  ARAEIXLEAT 5, A AL — Jo M AL 8 B 78 AL 20 0 235 R DU T AL T E&
HHRREHIAT N . [z S A DA A A SR AL R 2R 50 Wt i = WS AR AR A A A
HGEATIARS A B / s ZAL & [FIFE, TS AL AR A S ADRIR & B 8 — Rl
AR HEAT B Mi tsonobu Je R B ACHIAE o Filvt, AR 2 2k — 90 T i 45 it
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[0301]  JVAE &6 A U BH ) ELAR IR S 07 S0 IR T A R B, (H2 AR B AR 1) A2 AS R BH e
et — 0 AE 0, F HAS HOE B AR a5 AN R BH IR AR ART AR A A5 FH B30 , 3o 38 i S A)G A R BH 1Y)
JER SR 48 DA T (1R 3K L6 ) 25, 32X 6 ff 0 42 A i IR D A3k 20 260 1 B 0 o S 1, I HL
AT LA FH 21 b i S AR AR A B B ACR) SR R 7E

33/33 L
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