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Fhh, B T TR AL T ] B LN 4544

Ar' i X=F. Cl
é/R Y =5 A 1-5 MR B et
Ar? TTAP RO=AEE I HLOE B B AR SRS L

Arl A2 AR =

Y. 4 x
6 /12

YOI Bi 2067 B 2.3.4. 568 Ho2H &
XET B 2067 B 2.3.4. 58868 Ho2H &
TR TR BG4, Ar' 6 I DA R, BERRAE 55 12 45
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[0049]

Y
; ; Y
Y Y i ;
-~
Ll @ OYY I) Il
Y Y
Y Y Y
' Ao f; IIY
Y Y Y Y Y
A e v
Y X Y
Y. Y X Y-
Y YY; X; Y X
“M vy e “ “
X Y Y
Y Y. X Y. X Y.
X; Y;X ; X
it i e = i e
Y X
X Y. Y- Y X Y Y. X Y
Y Y X; Y; Y; X;Y
e i ~ . i
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X, ;;; X Yi ;; Y >$ ;; Y Yj ;; Y \i ;; X \% ;;
[0050]
.4 Y Y Y X Y

Y
Y.
Y X

X
Y-
Y Y

Y

o8

&

Y
b
>

X
X
X
X
X
Y

j;.:jx
5
2,

Y.
Y
Y.
X
X
X

j;;jx
i
2,

X
Y
X
Y
X
X

X
X Y
Y
X X
Y ; Y
X
Y-
X X

Y
Y. X
X
Y. Y
X ; X
X
X
Y X

X
Y

IX?Y
i
i
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[0051]

[0052] TS Tttt g5, Ar2i B DL R , R AVE 55 240 4544 -
X X
X X X X X X X X
[0053] O/ D/ D\
il X X X X X
X X

R) | RY) | (RY) oy, TR o 25— BRI 22 (1SR 1 51 LGSR AT T 85 H0) RO 28
SRR B (B IoR 1 55 L AAL 5 A AT 5 ) B3 — L/ U A 23 (ke 1
24 G AL A 25 H0) R 9 58 e L U 1 26 (I 13K 1 5851 400 65 A 0 2T 65 ) 3¢
55 4/ SR (ke B 2401 45 MO AT T 45 K) L 9 ELATHE HOR' e A i
ST T I ST IR R SRR SR 1 2 A A3, 4- 513, 5 X GG TUARHY %
F (14013, 45K3 , 5- X0 (= Ji0FF ) BUARIIZEIE) L 281K, R A LT3~ 10/B I T B i
[0055] " 7% H e 5 R A AU 7% A9 14 L M
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[0056]

AR HEAL T 45 )
Art=Rl, RZ& R?
Arz=R!, R? & R?
Ar*=R!, R? & R?
B =4
LEA P AGAEAT — T 846
ik 6y R=R*

TR LA 1

TR 2

T LEA 3

TR LA 4

TP M LEH) 5

T 6

T A 7

TR 8
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Cl Cl
TP 9 A, Ar2 = /@\ AP =
FsC CF cl cl
sl
_ Gt FsC
Tl 2548 10 Arl, A = AR = R*= OO
FsC CF CF &
|
_ FsC
[0057] LA 11 A, A2 = Ar =
F FaC CF3
|

CF;
F F O
- 4_
Ard = R o)
F F

CF;

TR P LA 12 Arl, A2 =
F3

AP £E A 13 A, AP =

|
c” i “CF3
o v
Y
= 4 _
Ar = R*= o
sC CFs3 CF3

F

[0058] R ORI B TR s GIVESE AL, (H 2 AT A0 B35 H e & 8, an'en A L B R/ B
P SRANEE ¥ o S 41, o ) e S e A1) T M) P e A 700 60 VR 40, A8, A b SOARE 4K 7 45 A v
H— Rl 22

[0059] A7 B A% L B 148 o 24, 5 R 5 B MO A AR AR A7 O 49 G2 T SR A R
I S S5k 35 5% S A AR T L 28 91K, LA MR RRIRY B Ak 77 7T LA B A AE R AR ) T
RAEE GERM R | ®RY | ®RY) | ®RY ) B A EIEMR IR AE FERMRD | ®RY | ®) ) AF
EARTTHIMRD | ®RY) | R, R ZB BMLAERIHFEMRD | ®R) | ®R) |, 0 F SO FM=BJT
7~ HAFHEMRY | RY) | ®RY) AT Tl A 3Lk /R T AL ), A0/ B AT 530 A b
RIS E—SEMMRD | ®D |, ®RY | RY) B, LB T b A 31/ B8 7 AL
[0060] 24513k U, FLAFML R SR FIR? [ fH A0 7 TT DA LA A0 AT e R L [ (1 P AT AE
W SR .

o = &

F

o
Arig,ArQ — At A O Ar{g,Aﬁ —= Py
[0061] Arl Arl A
BAEMFE IR
HIR'FE ]
HIfELL 7]

[0062] (T3 ORI R4 B0 45 48 VR P09 T BRI 0 I L 1 i g T 5 B A
L R AR AR AR G o AT K ) A AR R E O R L SR I /1 AT A BT (n
A1) I AR R
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AT T B A6 4R AR (%)

A :
g

QF

F30\©/ /° 10
(00641 W] {5 B 75 A 453 5 A 750355 P P 475 150 55 Bl B KA Ak 70 A A 58 IR Y il R
P ELFE — 2Tk 3 50 5 FE Ik o R R0 T 2k DU UK DU e PR o 1, 4 - S8 S T, B 2 S
PIFERR | 41 e B O 18 e T TR

(00651 FH-T-7a= 13 P St 451w 14 i 2 B R AR AL TR Pl D B0 4 — Fh 2 Bl 2 B BR (4 A4 771) (451
& HEATEABRD | R, ®R) | ®RY ) FUT e % D — R (fE F T4 3R
ik 22 70 B 1) A3k 20 60 R AR 7R1) 1R VR A7) o TR A A TR P AT i b A 4 S B AL )
Hor B A I B i 2y I A7) 7 TR AR AL SR S A 2 /25wt %6 2 /D 50wt %
EBT0wt % B /DT5wt % L /80wt % £ /85wt % 90wt % /095wt %6 L /B 99wt %

B
&,

[0066]  DMCHEAL 5]

[0067] 4 Ak 71 2H 43 W AT i 160, 475 DMCA#E A 741) o 75 451 12 DMC A2 A 751 0 A2 72 DMC AR A 711) %) 7 9%
iR T sE L) 553, 278,4575 553,278,458 5 . 553,278,459 5 . 553,404, 1095 . 4
3,427,256%5 . 553,427, 3345 . 553,427, 3355 F1E55,470, 8135 1 . DMCHE AL T 1 7~ 5 2
TR 7S G BR B AL 70 2% & T A FH T FDMC A%, 791 P T3z i 7 392 58 1) 4% mDMC A 7711 2% &
W DMCHEAL T, 91 Tt Br Je8 A0 20 0 4, W1 T/ E 456 88 5 R A 70 ) B AL 7744 2R b o DMC A
AFRIRT R BT PR R ) 28 — BB AL

[0068] 244513k 3it , DMCHEAL 7 AT F : 1 7

(00691 M, [M'(CN) (%) J M (X) (T, + A GRD)

[0070]  H:rPMAIM® % [ 94 s MR SMAS A et 9 4 Jad o X 3 oM 0 1 T o7 14 5 S 1
IR L[] M Ay 3o 3 4 i o XP 2T 5 i SR 85 T2 57 14 5 0 35 1 ) 3 ] o X BT 4% 1 ST
19 pa 2 BRI R ERAR  BAEBR AR B TR AR SRR o 7 Bk S il o, X RN AR ) 9 EoA
ST A FRYTE T b e MId g S e r rh P 28 S W BT s v 94506 5 t 90 FN 2 x Ay A
TE4 SR RN A Hr () 5 P4 1 B8, 9 AL oAy T IE R4 2R, n 0. 013120 BR
wH fiﬁﬂ%l_ i Z?f TDMCHEAL 25 A B He P45 6 77 (WU T ) IIAFAE

[0071] 23X (1) MR % [ AT H e 5 (B0t LR 4G4 R) 4283 12 Zn”' \Fe
FLCo NI Mot Mo AL v VS W W Mn® L Sn L Ssn L PP L Cu  LaT RlCr L R

{51 S i) 28 D L AR Zn o S A MURING 5 1 ks b g 1 (il e DA AL AL 4 )

[0063]

15
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B 1 :Fe” \Fe® .Co’ .Co™ .Cr? . Cr® Mn® Mn” . T’ Ni®" \Rh” \Ru® .V (V" Ni* (PA*FIPt™,
FERTIR 1, b T IE = S04 AR TR e m] I T-MURINC 4 Ja8 o o 491 1 S i 9] 4045 Co " 1/ siFe
[0072] &3 BB FAGLHRAEANPR T 50 B 7, NS 7 IR B 1 AR 1 LR AR AR R
R VBRIR AR B T IR AR IR AR e U AR 1 SRR B SRR AR et BRAR , 2 H i
PR AR 05 FE R PR AR , oo H 2R AR - =980 TP b IRAR. (=3 R R AR) AIC, FRIRAR o /- 141
P STt ) LA S

[0073]  ZZE K (1) , r 4. 56 1) BEE o LE7R 9 P STt 451, v 9486 . F341, t N0 F 201 %
5, I HARRIPE ST, 80 rHt LB AT TS

[0074]  FE7R 14 S A5 v, DMCAHE Ak 771 D 7S U R B A AL 751 48 5 ) « DMCHEAL S5 RT 50T
M 28 G o T 73 18] 1A I T A7 DMC e A4 751 7R T g B8 — il 22 FhDMC A8 A4, 711) 1) LV Ak A7)« 4
VS A A4 79 R AT 326 b A 4% JEDMC AR A4 771 FG v BT IR DMC A A 751 o L VR A A 751 7 B e 1 2 2D
75wt % o FLTR A 7R AT AN C0 A A JS VS DD AE A AR5 8 G 1) 38 5 ST A A 7 o (R AR AT — o
[0075]  HA4K

[0076]  FHT-H2{H IR K 2 JU L) S AR B0 45 2 /b — PRI S I o SR AT O B 4 B i
WA R R (1, 2- ARG AT R (1, 2- 8 T kD) B 2D =N JE T 1 PR e 5
ik H BA =2k T, 2- A AR R B R (BB BN S i) AN/ B 05 IR S e e B
A BB AR A R (AR L, 2- D) VRO s (AR AL, 2- A kD)
AMER BPRAL, 2- AR R VAL TIR (WP, 2- A o) A S s (WRRoAL,
2-MEEZELE) R R T M 4 F - - AR R R 0

[0077] 4k FFIEH 3 () 4 FH

[0078] 7 v i ) v R e A4 7 i GRS R M R 4G 71 AL S 1) (BB PR AT 51 7)) 1) Joe 2
FAL ) St 7 b, AT I o 2 A A U ) B S B AR A6 A 4 T B Rl SR T 2
TOIE b Ah, 755 A I A [R5 FH 2% i 30 R 14 A 751 T gk 2 S | B 7, 3K 6 | e 87 -5 B0 PE o
AP 203 WU S IR/ B 2 A S B G

[0079] 4G A E Y (WA FRAE 51 &) HAAIRS T8 IF BRI TR E 2 b2, 5]
RIFNRIER G N b S AR T A ML &Y. 51K & A 2k 124 808 2452
e BIRAL, 5 RN B = EEE S EE T G A/ 5 R IR A . 5l R
AR REYEEEH /DN TR RE LS, flan R A S 80 /N T3500g/mol & /)
F333g/mol H = /M TF300g/mol 4 & . K T30g/mol 4 & .30%F]300g/mol 24 & . 30%250g/mol
1. 50%250g/mol Y ESE R FIESI KA EMBEFEEAR T4 2. 0. =4
BE N TR N TRV SN L4 L, 6o L 1L 8- T R e R
R SRR R A e 2R IR DU 1L BNE I L R AT/ B S| AR OCH 2
A/ s A FEAND) L XL AR — R RS 2 T RN T RGN ES o 1 & ()
1/NF5000g/mol «/NF4000g/mol./NF3000g/mol./NTF2000g/mol, F1/8/NF1000g/
mol) .

[0080] 4G AE N/ 5INPT NG TR B 2 ol , H O 3 A e (3RS e
IR LK N/ BRI ET ) Te e (BN HL 5 5 — MR ds 5k &4/ 51 K FIEEE) RiaFIt &
YIaT oy I B = AR, AR IR RIS VIO IR A b2 R R = R AR I SR
HARTREFRNSEER, JIRELEHEE /N T3500g/mol Z& /) T-333g/mol 24

16
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&./MF300g/mol H & . KF30g/mol H&.30F]300g/mol K& .30F]250g/mol & .50F
250g/mol M=k,

[0081] 4/ FH % 5 AR i Ak 7B, 545 I DMC R A4 70 AR EL o 5 87 5 P i B ] PR A 22 /020
"C o 241515k B, A8 FHIDMCARE AL 770 [ iR FEE 7T 9 125°C 22160°C (4, 225 3R 48, £ e bR iR i / 42
T8 R 03] B2 87 2 J 1] AIE AR UGB 7504k & 1) S5 DMCHE AL FVE & A IS 18] 2 J5) o 8 R 5 BT g 1AL,
FUR IR BT 9 25°C FI115°C A1/ BE60°C ) 115°C o L2l P S it 451 o, 5 A 3 P DMC A A 771 A
T 1 % T TR TR B A (%) RO T R 1) 428 i) mT DA A4S B B 17 PR e A% SCIC 7 B o b TS I ER AR
Fto

[0082]  FEf M S5 b, 24 S IE 22 Ju BT A B PR R e 28 51 R (9 o 3R AR A s ke 4
FIAE D) I, FEEE G TT R IR, A S F vl s N2 s SRS Y LU 8 4y 7&K T 51K
I I8 7 2 B K 22 JUIE o 28 0Kk U, SR K 22 JuliE 1 4 & 7] A %2 /0250g/mol | & /b
1000g/mol % /1»2000g/mol . & 71>3000g/mol . & /5000g/mo1l . & /06000g/mol , Fl /8 F 7K
+100g/mol.

[0083]  ER G I N A AEATAR] S BY ()3 & T Pl s 70 FHR B 1) 5 28 Fh AT o FE I S Bl 1 42
FE BRI EA —ANEEZ AN, AR RO B R AT B A N T 5 N IR A S A 5l R
AL E Y AEELLE T, RN AR N U5/ 20—, BE R NIR A VIR s
Pk O« A AN B AN T NGB A6 R AL B EDIR S B2  FRE BN, 2 A
LA FERE [ A% (CTSR) NPT A& & TSk el SR R B 2R K8 IRt T A R 1 &
FIATFE2011/01058025 HH 8 o

[0084] P53 5Tk 2 JUIE =4 nl 45 Wi 7 [N 725 ik FE AN /BRI R gk — 2D AR BE . 2445 Sk it
R A 551032 B 42 M R B AE =40 e, ] A B SR T 22 e I DA DR D (AL SRR BE 4 - mT I IR
PR TUIE 257K 43 o AR S5, AT AR H IR B SR Tk 22 JC I A % 2 R T AL AR FE (DA
FE R % 2 St i ppmit) B A50ppm 3 1000ppm (5 41100ppmE|500ppm A1/ 5 100ppm F|
250ppm) »

[0085] SR I B HIAHFAE T AE T “Rat b 227, Hopl g SO R BE =M 335 oy 7+ &8 5 51 K7
AR 2 L A B 2R 0T =ik 160 , {H 2 B IE W 722 . 52 216511 Y [l 1, 7
HATY 5 18 A2 . 52250 90 [l N o 24 SR TE = P I 2 5k 24 B 985 14000 , A4tk bb 2238 W 7
212 . 5F| 2158 A TR L1 L HITE A

[0086] 7y {5 A S ot 4512 R A FH 2 6 2% J0r R e A 7510 ) — bl 22 B A D9 2R 6 e A 7 o)
%Wk 2 JORE , ATE BT 15 22 JUBESE TR B 0 S BE R BT, B i i85 ) R A 77 v 76 T 159 5K
fik %2 70 B b S BB 8 & & (1 /15, 0mo1 % /N F4.0mol % /N F3.0mol % /T
1.5mol % +/NT1.0mol% «/F0.8mol % /NT-0.5mol % 55) , [F] BT SR BRI /&1 7T % JU I
(BRI A L 2 oz RN A N b/ AR Lt 2 o lE R IR Lt/ AR T e 2 uliESs) .
[0087] 45tk Sz it 451345 % DA vy 7 R A1) 45 BOF i 1) S8 ik 2 JC S, 499 2 DA T 45 22 S0 7= 1)
S E R, PR NEDS0wt % E 60wt % EDTOwt % FED80wt % L /90wt % L E /D
95wt % %5,

[0088] 7y {5 A SIC Tk ) B A FH 6 % oy 07 I e A4 711 P 1) — bl 22 P R 3R e A 5], A
135 FH T2 B EE 5 Bk 22 0 I P 0 B A ) AR A 34 22 AR T, A8 FH 2% 2 B0 R A e 751 P 5 350
B T TG A 3 22 BT IR B N AN SHER 1) 7 )« a0tk , SANIHER P2 AR LG , T2 O 2 7
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Wk B PR LE S A O VR B TR AT A R o 2890 R, T 36 A %45 22 ] K T3 . Skeal /
mol. KTF5.0kcal/mol. KTF6.0kcal/mol, fl/8f KF8.0kcal/mol . s 1G4k 34 22 0] /)
F30kcal/mol #1/8%/NF20kcal /mol,

(00891 AR 4fs i it 5] AF 7= 1) SR 1k 22 O v FH - il & SR U - SRS SR B W TR N Rk 2 o
SR G (U022 sV RR S , L S A0 45 3 H 36 — 25 3 — SRR I th sl Bk MD T AT 28—
SRR A AR ATDL) B S NP2 ) 4% o 28R UL, e 24 B B R W2 ol =l
i) AP B o SR A, B I 2 FLE LR I A iRl R B 7R BB R B A AR
AN WP Bk 3t SR RV R o 3R IRV A nl ZEAROM BSOS 7 vk v i 4%

[0090]  BRAR A ANER, 75U ATA 4y B0 5 20 b By L it BR AR A AME RS, WA 2 T
BEBWETHN S TE.

[0091] s

[0092] R 3L T &M ARSI b A Sz A9 AN AR R EL 852 S 45 v s P K A R A AL
PEVRHIE B85 .

[0093]  fi4LFIA AR

[0094]  FFEALTAI A ) — AP~ a0 R B AR S ULRE L 75 AT 624 S0 ) SE IR AR
AR AR R FEM BSchlenk A 7= 2k E#AT BT AR DA (2K B 2
Ft DU SRR (THE) ) #0838 5 80 Ab 45 FNQ5 s B 4 T Bk 7R A T 08 o BT L B0 VA7 g 1 L i L
(Aldrich) Jo/K ot HAEM HIZ BT VG40 3A 410476t - NMRVZ 7] (CDCL,F1C,D) M Sl
[F 4 & 5286 % /N 7] (Cambridge Isotope Laboratories,Inc.) 3%, H2 T if T gak, 78
CeDg DL, A FNa /K& G F4 . S350, 1-1R-2,3,4,5,6- FLHAR  1-1R-3,5- B (S5 JE)
. 1-98-3,4,5- SR 182, 6- I 1-R-2- -4, 6- UK 12,4, 6- UK
1-YR-2-50-3- PR V1R -2- 34 =8 R OR  1-7R -2, 5- X (/U 58) R -8 -
2,4- 8- 3- = E IR H Oakwood 4k % (Oakwood Chemical) J+ HAZJEFEfER . 1-1R-2,
3,5,6- VU -4- = LKW {7 (A fa Aesar) 3 H A2 JEREAE B . b4k, IE T 3848
(b k1. 6852 . SMF Ce A A IR — 5 I TG - — &AL T (1. OMF FR 2R e (7 70D & =
R AR« /S SR TG ZKHCT (2. OMF = Z Tk Hh (10 9900 ) M\ P A ) - BRLAa L 25 0 ) (Sigma-
Aldrich) 3843 3F HA% JERAS . S AN, 1IE T 48 (1. 6852 5MT C e b AV ) 7E48 FH 2 mi
FH1. OOMFH 2 A () ZE i 5 Ferb 1, 10- MEMRAE S FE 7R 371« X (3, 5- X (=480 FFH L) 2R3 &
Wi (SamigullinZs N CE L4 J@L &4 (Organometallics) ),2014,33,3564-3569) H 5 3
HRFE - i) 2%

[0095] 7 LA RSt — Fh E e 2 NMRYGHE (‘HL'BLPCLF) s Varian MR-4008K,
Varian VNMRS-500. HAI'C NMRAL AT #% AH X T3k B v 70 L4 1 5 40 5% - ' H-%) T
CeDy 7.15ppm, XFFCDC1, 7.25ppm; ' °C-%tFC,D,128.00ppm, 3 HxtFCDC1,77.00 ppm. fll-
1 INMRAL 2057 %% M 413 2 % BF, (E,0) (Oppm) , 3 HL'°F NMRAL 0788 M 418 2 % CFCl,
(Oppm) o B A4 UK B UKAE i — ¥ H1 - BEA AR T REE 10 B 82 I 5 A8 FH B A 41 JKEMA% J&&
SPTFES4EK 36INJ[¥JExtech Instruments EasyView '10Dual K EA 10735 BEH3E4T I

=]

HEHo
[0096]  FIF-HEAL TR RS ARFA R U T il 2% -
[0097]  HR4E7R = B 28] % AT LA R (3, 5- X (S ) 2R 5L — S5 N il oe -
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0C4H1o

Y A A A

78 °C,3h HCI B
[0098] Q (0P EL,0 /@\
FsC CF3 25°C,2h FsC CF

EtO 4
-78°C,1h
e w2a 5o TR
THY TH
AL

[0099] ~EK?2

[0100]  H.f&Rul, 7/E 28 — B Berp , fE S HE TR IR T &4 (23.0mL, 2. 6 IMT S,
60.0mmol) ¥ INEN ¥ (-78°C,CO, () ¥3) 1-1R-3,5- R (=5 H 2) % (18.5g,63. 2mmol) T
2.5k (200mL) 7 (VAT 85 [ N IR S AE - T8°C R $it k3 /NI, 78 IS 1] 31 18] J BRI IE o 14
TR = R A G (11.9¢,63. Immol) T Z. M (20mL) HF ZZ42 I8 N2 e B VR &40 o 6 [ IR A 9
TE-78°C F R/, H AR 5 8 TR BSR4 R B A 7 A HE 1N DL 2]
FE R Ve FRT VS o L Y08 R LT & W) 3 ELTE RO B 8 e ) LA A5 1 [T 4k o o ] 4k FH L e it
il , 198, I BRI EOE N LBRIE R DS B 2T AN RN (L EBAEY) 3,5- M (=
B R =R NE MR 7R . 23.2g (95%) .

[0101] 7855 —Fr B, B S EIA R (12. 3L, 2T £k rh , 24 . 6mmo 1) 78 FREEIE B S R
B (ZZEBAY) (3,5- W (Zm ) K =R NEEWERE (EH M Bh &,
8.00g,19.6mmol) T = Z Mk (100mL) H FE I H o — B IR SZZITE ITTE o 44 IR MR & 4
THE P /NS, 3 HAR JE ik U8 AR s T BB R Y . O bt 22 B 1S 5k B8 uﬁé#ﬂﬁfﬂz
JE R B EBRIE R YR R HCIRE (3,5- W (Z /A ) 238 — R ALk 5~
5.10g (76%) -

[0102] AR FE R B3I AR (3, 5- X0 (=460 F 38) L) S A S e -

.
(i) BuLi = Li(OC4H
E:JZO )\Y CF3—| i{OC4H10) /( CFs
Br -78°C, 1h o\cé) HCI O\B
/@\ i Et,0
FiC CFs )\o OJ\ GFy 25°C, 1h CF3
[0103] ~g” FsC CF3 FsC CFs
J@\ 829, 94% 40g, &
FiC CF3 UM B — 3015 25 40D
Et,0
-78°C, 1h
25°C, 16 h

[0104] ~=EK3

[0105]  HAASKUL, fE58— M BErb , 7EBERE o IE T 2248 (5. 3mL, 2. 6M T e, 60mmo 1) ¥
¥ (-78°C,C0, (s) #) 1-18-3,5- B (= ) 7K (4.26g,14.5mmol) T = Z ¥ (200mL)
H - h)ir“@ WIAE-T8°C T4 HE L/INIS 5 78 LIS [8) BA 18] T2 B Ui E o 4 (3, 5- R (=56
) REL) R NAIENE (4.82g,14. 1mmol) T~ £ 1k (15mL) H SAS W N2 I MR &4
IR SR A ILE -T8°C N HE L/INS (UUUE TS SRAFAE) - H HLAR 5 A iR 2 A 55 iR B o 4
NEIR GV I, LS BV IF I I - R IR T ZBRYE R YD, LA 2 45 St IR [ A4 o e [ 44 %
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fRAEC B, I EUK T A3 VA et 8 5 i B E A R4 (-33°C) Ak A o 78 U s Ta) J3 1) 2 Bk
B AL AT EIEW I BAEUE N BB ERY), IR BITE A MR (2 OB
) R(3,5- B (= R L) — e NSRRI IR B ) 7~ B2 8. 238, (94%) ©

[0106] 7R =M BE b B EALE AW (5. 5mL, 2T 2.k, 1 1mmo ) 76 3R 550 B Vs in &)
(L HEBREYD) W (3,5- X (=) K5 —FHAEMRE (T — M Bob il %
5.00g,7.86mmol) T~ Z MK (100mL) H (RIE W H o — B IIPT SZZITE TTTE o 44 IR N IR & 4
PirE— /N, I HARRE T LB R . FH O R AT 43 5% B8 4 » i 98 9F BRI FRR 2
3% KW AR 3 BT o R B (3, 5- X0 (=4 3E) 2K 3E) B SRk . 77 & . 3. 98¢,
(102% ; F=¥) & B R H A o

[0107] R4 = K AKI & EIEMEL (2,3,4,5,6- T EIE) (3,5- W (4 AL ) - (7
AL T -

"
(i) BuLli " LI(OC4H
Et,0 )\ S g L PR /( CFs
Br -90°C, 1h 08 HCI o(
F F B —_— B
) Et,0
i ] (i) )\ J\ F P or, 25°c,05n F Fcr
F O-g-9 F F F F
[0108] /@ F F
FiC cFy 529, 61% 3.5, 100%
Et,0
-90°C, 2h
-78°C, 23 h
25°C, 16 h
(iiiy THF, 25°C

[0109] {:%?4

[0110]  HEApARKUL, RS —B B p , fEHE 4 TR IR T 2548 (6.0mL, 2. 6M T bt 5 16mmol) s
IMENA (FE-95°CHI-93°C 2 [A],C0, (s) , RGN, (1) FHEEA) 1-1R-2,3,4,5,6- oK (4.47g,
16.5mmol) T Z. Bk (200mL) H I A o B I TR -G PTE -90°C R BEHE 1/INEF 5 78 B 8] B
[T B B e o SIS N (3,5 X (=4 FH 3) 2R 3E) — RN LM% (5.00g, 14.6mmol) T
Tk (15mL) H K s VR A YD AE-90°C R HERE2 /N, I HLAR Jo {8 H T+ 34 - 78 °C I 4 #k2-3
AN o A S RV A IR B A IR B, BRI, DA BV IS W AR DR N BB K
Yy, LA BIAF R ol O obe 22 B0 it Bk B3 P 97 Hdk U8 o 7R 0% T N O B v i 5B K
Yy, LIS 2R B B Vs I ot (50mL) LAV i o 4 THE (5mL) 8 I 2 HLAE IR T £ FR
YRR CAAS B[] A4 o [ ARV A AE O b b, HOB IS B AR AR (-33°C) AR s 7E Uk
T 1) 300 () R ol ] A 23 s A ek o I35 s R HE V8, 9 HL R C e i R 7E B2 TR g
J& 43 K B R A Bt [ A R XL (DY SRR R (2,3,4,5,6- iR 2E) (3,5- B (=98
HOE) R 38) — R N U IIER B . 77 52 5. 24g (61 %) -

[0111]  7E45 =P Be b I S S VAR (6.0mL, 2M T Z Bk h , 12mmo1) 78 FABS 15 B R s N &)
M (PUSE RIS (2,3,4,5,6- TLAIE) (3,5- X (Za ) HHE) — SN A LR ae (724
—Br B 4% ,5.11g,7.73mmol) T — ZFF (75mL) " )VER o — ELISINB] S22 BUTIE -
W IR A IR 29305 B AR JE K I RUVR A IAE AR B AR R R B I A, DA bR
FERMD o T2 R A a4k o FH L e 25 B P B i, 3 9 9 HL B 5 R W DA AR 31 2 [T A 1Y)
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(2,3,4,5,6- TLgAREL) (3,5- X0 (=g AL FREL) 7 Y SRSl e - 7 - 3. 46 (100%) &
[0112] IR ZESHIE AL MARE (3,5- X (ZaH H) #IL) (3,4,5- = AKHK) 7 Az
e -

(iy BuLi

F Et,0 )\
-78°CH-70C, 1h Q ,O _Hol
Br F
(i OPr \Q/ \@[ ! Eézcgz i \Q/ \Q:
F
[0113] FsC -
32.6 g, 84%

CF3

Et,O
-78°C,1h
25°C,72h
[0114] {:%’65
[0115]  H 4k kUl , /£ 58 — B B, fE S #E TR IR T &8 (37.2mL, 2. 53M T2 ke,
94. Immol) W MENA (-78°C,CO, (s) 1) 1-¥7--3,4,5- =% A (27.6g,131mmol) T — Z ik
(300mL) H IV ¥ ﬁbuuﬁﬁfiﬁﬁééwﬂ’wﬂ“é&ﬁﬁ 73°CH|-70°C 2 8] i el P 1) 3
BT B R PIR A IAE-T8°C T Hi kLN, IF Hid = BN PTIE B B 4 (3,5- X (=3 H
) RER) RN (32.2g,94. Immol) T~ L (15mL) H 2188 In 21| e B2V & P o A
LR E YT B EIR S, [F R B R, A4S IR Sl b ) 8 9 o 1 BV, FF BLAE
IR T ERRIE R, LA 2 2R S5 b R B4, Hod i 2 ZNMRGHE RAE N (2 L ARk &
Y1) (3,50 (g 3E) ZRIL) (3,4,5- = 5ARHE) = 7 N AL N RR B o b [] A4 7E o AT A 12—
HAITE LT T —Br .
[0116]  FEZ8 W Berh, Mk B 28— Be i P Wi i AE — £ 1 (150mL) H, I s Insa@ L&
W (50mL, 2M T — Z krh, 100mmo1) , FH A I K B PTTE o A8 S VR G ) H E i i oK o i )
SR E WD o AEJ R T M UETR 2B ¥R - - C e A BT S 5% B 4, ik € FF HAE R T X
FBRFE RIS B A €y, HRAE A (3,5- X (S5 L) R 3E) (3,4,5- =F KL 7
WA F 750 32.6g, (84%) »
[0117] (R R ZE ORISR AL (3,5- A (ZHF L) FIL) 2,5- W (ZH AR FE) H
PR SR -

N
(I) BulLi —l- LI(OC4H10)
Et,0 )\ \C@c _ . FaG
i o -100°C#)-99°C, 2h N Me;SiCl g
* , Et,0
. (i) )\ J\ CF, 25°C, 1h CFs
3
O.g-0 FsC CF
[0118] B FsC CF3 3 3
/@\ 539, 83% 359, 83%
FaC CF,
Et,0
78°C, 3-4 h
25°C, 16 h

[0119] /REK6

[0120]  BARSRUL, 755 — B B b RS A TR IE T R4 (4. 0L, 2. 5MF- 2 e H , 10mmol) ¥
MENA FE-101°CHI-99°C 18], CO, (s) , RJEN, (1) FHEZYE) 1-¥R-2,5- X (=9 38) %
(3.00g,10.2mmol) T = Z ik (150mL) H VAR o ¥ S SR G YITEL) - 100°C R HiFE2 /M
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HHAREHEHTES-78C . ¥ (3,5- W (ZHH L) X)) —BHE LM (3.51¢g,
10.3mmo1) T 2. Tk (10mL) HH ZA& A N2 [ MR -S4, I HAE I B IR A P T B A B 5
b R B H5 HF o PEVRUTR T MR B 8 LT V8T (R I VR 22 R 43 0 LA A 381 & ot PR B e ik o
T AR C e, 8, F BRI N IRAR o TG il AR WIS RDTTE I Hod i ik
PER A B o b AR INMR 23 BT 7 H 400 3B B - 3R — HETC (AR I 77 52 3. 32 K
(1) VS WRCE A RAR R I T OGS R T B TR T 5 R A R R B AR R
T :2.02g. P4 (L HEBEEH) (3,5- W (S5 ) K3) (2,5- X (& &) ) — 7
PR IR A I B N5 . 348, (83%) o

[0121]  ZE%8 B Beh B = W AR (2.0mL, 16mmol) FRNE (= 2 3Emk&4) (3,5-XL
(R 2E) 2K 5L (2,5- W (4 28) KAL) — NS A RR 2 (3.32g,5.21mmo) T Z, ik
(10mL) A P A S oA B THOE BOTTE o 8 e ROV A 0 4 I A 3ok Y8 s BT A4, HF BLTE
T LBRIE R NMR AT 78 H S S 56 A » SR ABI D FH 2 . OmL I 5 = Y BE e A BE 56 — 3tk (&
CIETEEWD) (3,5- R (= F L) ZEIE) (2,5- W (=P IE) L) — 7 74 S FE 0 iR
(2.02g,3.18mmol) FFHHE3/INT L JELE L EE B Bt R 38 R MR & B 5 38— R
FENE FF AEIE N IR AP PR AE R FHC B AR B R 9, i v 9 HAEIRE FfE40C R
MR ERIE R YL S 2B AR Y (3,5- W (ZHm P E) ) 2,5- W (EH P E) ¥
5 SIS, 3.472,83.4% .

[0122] 4 T sl & fRe A A o«

[0123] {41 XL (3, 5- X (=9 8) R 3E) - (2,3,4,5,6- s R FE) ke ) THE &

Py, HARFELL R s I T4
F F. I F
F F ‘/FD

cl F
|
FsC B CF;, —» F,C B CF, ——» FsC B CF,
[0124] PhMe v * hE
25°C,1h 25 °C, 5 min
CF, CF, CF, CF; CF; CF3

0.74 g, 72% 0.51g,75%

F.

Qm

[0125] ~EK7

[0126]  RARSKRUL, 55— B, ZEN, IR F-E 50 KX (3, 5- X (8 ) 4868 |
Wi (0.80g, 1. Tmmol) YA MAEAE L 1OmLEEFES ) 11 19 20mL B A Hh o 8 I 58 DU 46 £ 0 i AT A
PEHE  AE20mLI IS N #5Zn (CF,) , (0.34g,0. 85mmol) YR AE 10mLI HY K o FEHERE T K
A S E RN IR b o — BLSE RGN N, PUTE LS AR R VTR S TR
SR TR /NG S U S SR A0 25 73 5URE , 108, IF LB R NMRYGE /04T o il i s
TEAETE B EE P2 WD ) S N7 o K s TR 5 st 3 0t — IR PR PTREG Bl DL 22 B ] 44k » 2R 5 4
AT, DA 21 ] 4% o e 1] 4 V5 AR A ASE A RE I v P 75 1 e /N BT PR b, 9 HF
TR O EE I — IR PTRESA B R O B A F BRI R4 (-40°C) i, fEILI
[E) SU1A , YTUE /N B B TIR AR o d i i S B Ak, RV e (-40°C) ek, 3F Hoe s 1)
LI X (3,5- X0 (= 3 5 (2,3,4,5,6- LA L) R0 S & :0.74g (72%) ©
[0127]  FESE —fr B, ZEN ) T EH 440,61 (1. Ommol) FIXX (3,5- X (=4 H 2%)
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KAL) (2,3,4,5,6- BN Me (EMT B 1A i £) FRE 201 10mLBE S LU - I B AR 7E
50mLA THE R o fE L2 N AESFE I Z5BR THF , LLAS 30 4 1 B 4 o 445 ] 44 FH 40mL ) 32 e i £l
DA B £ A e AR R AE A (3, 5- X (3 ) ZKE) (2,3,4,5,6- LA ke
I THEIN& 4. 77 8::0.51g (75%) -

[0128]  fEALFI2 N (2,3,4,5,6- FLIARIE) (3,5- X (=46 FH L) ZR3E) MK THE N &4
FLARARE DA 7R = I 81l 2%«

(i) BuLi F
Et,0 F F\|/F FL E FF
e -90°C, 1h o o Hel E
F. F = F i —
- 3 B Li+°0<j Et,0 H B\ F
n
] i \o( AN £ 1 25°C,05h H i@D
F
F i FaC CF F3C CF.
E B CF. 3 3 3 3
[0129] N
46g,91% 3.1g,86%
F F
F CF3
Et,O0
90°C,2h
78°C,2-3h

(i) THF, 25°C

[0130] REKS

[0131]  HARKUL, R —Fr B fERHE MW IE T 24 (2.5mL, 2. 6M T 2 4+, 6. 5mmo1)
IIMENA (FE-101°CHI-99°C 2], CO, (s) , #RJAN, (1) HEE#E) 1-¥4-2,3,4,5,6- LA
(1.68g,6.80mmol) T — Z M (200mL) HH IR o 1 S NV B )48 - 90 °C R i HE 1/INKT 5 721
IS 1) 39 1A) T 1 D B e - SR 5 45 2 (2,3,4,5,6- Fudmaidt) (3,5- W (Zm L) K5 B
AEMLE (3.00g,6.67mmol) ¥ 2. Tk (15mL) 221298 N B s RV A 40 o 4 I VR A P 7E - 90
CRHEFE2/NT, I BAR J5 A L T 21 - 78 C I F i $E2 - 3/ o i ) M VR & W) THIR B 5 IR
o 3 U8 IR IR AW, FE HAEIE T B35 K, UAF 25 A KBRS AR i e )
W e AR AE THE (10mL) A, F HAEJUE T B4 K4, LAAS 205 i 3 FH O b il (2
AEFTA TR AR I R o AT ABTHT H e T VR - M\ e VR R 1 53 2 BR 3 R, LAAS Bk
H I o 1 B g i [ 44 (2. 23g) FISR B CRE iTIE  R R [l 4 (2. 42g) 8IS 2 1%
NMRIGE , >k B 1273 10 1l 4 Dy Al il =X ) BREE =4, X (DY AR R) AL (2,3,4,5,6-
FLRARIEE) - (3,50 (g L) 2R 3E) S N S R R A o i ik 22 AZNMROYG 3 , ¥4 A £ [ 44 Ay 31
B ey, FR AR AR — S5 e o YR A U TR O e BE RN IR, D45 B9 1 6 Y ] A
(2.35g) , HIEENMR GG AL 9 BAEE =4, XU (VU SR IR) X (2,3,4,5,6- TLai AR dL) (3,5-
(=G R L) 2R 3E) 7 A SRR Bl . B 77 50 4. 582 (91%) »

[0132] 7R M Berh B EALE T S Bk I (4. 0mL, 2. 0M, 8. Ommo1) ¥ NE X (PU A
WRIEER) X (2,3,4,5,6- HAARE:) (3,5- X (=4 H 2%) KL RN A EMIIREE (4.40g,
5.73mmol) F - Z Mk (75mL) H VAR, Fo b WL B2 T L DTTTE o 4 I MR S M3 FE 2030
SR RIS IR BRI AE R AR R ek T A R DL B4 R, LA AR B L LE A . E
i TH ONMRYG B, AT 7 B 723 B Y B A R h T SR A2 AE S T B 3 (D AR AR AE R I M KD B
5 BV R AE QT I BN S A S A S VAR (2.0mL, 4. Ommol) 5 (N %% 2R & [ 44 %
F o W S BB RE 3043 B, I HLAR SR AE UK R 2 T 45 5. 3t 'H NVR i , 7T 7R HH A7 7E
A3 22 1S G R ER = RS AR AR B TR OR Kk B R SLTR A W Bk B 0 @ AE THE (10mL)
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H, 3 B IRAEJRE T ZBRE R I I 2K (50mL) , 1 I R LA £BRLiCL, I H DA &2 12 1)
R MR SR R . B R, R W, B R Aok, ol 'HAF NVR
eV B N A P, R (2,3,4,5,6- FFRARIE) (3,5- W (40 28) ZK38) Ml ke THE i &
Y. BB RIF =5 :3.09g (86%) -

[0133]  fEALFSAX (3,5- R (=5 H 2E) L) (3,4,5- =R Mkt , AR N RE
9] % -

- +
CFs 71 LiC4H100 FsC CFs

Br ()  BuLi

FiC
Et,0
-78°C,2h o HCl
FsC B F —> F,C B F
F3C CF5 (i) Et,0
o Pr F 25°C14h F
[0134]
CF3 < CF3 F
ROE 149, 32%

EtZO
78°C. 1 h
25°C 14 h

[0135] ~=EK9

[0136]  ZEA5—Ffr B, 1 T 248 (3.5mL, 2. 5M T S 4t , 8. Tmmo ) ZEHiHE N 22 18F Vs
nEe (-75°C,C0, (s) #) 1-18-3,5- B (=) K (2.77g,9.45mmol) T = £ ¥ (150mL)
H - Hir“/é'é WIAE-T8°CHiHE2/ N, o rp WS RN UTUE T B 218 in (3, 5- X (=
T IE) KEL) (3,4,5- =FORE) BN (3.27g,7.89mmol) T Z. B (15mL) H FRIVE R -
W ROV APDEFE /NS 98 Ja MIRAEP IS VTR 22 B i, USRS W) FHR B SRR 5+ B
B E B R, TERRERIR N INHCTE W (5. 0mL, 2M T Bk, 10mmo 1) , F H ¥ e o
REYPEREE A, bk, 3F BAE R T 225345 & W . BT A3 K@ 1 'HNMRYG 32047 , I HL AT
RIMATIIRE A — L6 5 AR B Ge B A R o 6 [ VA AR AE — S kb, 9 LA n 55 A THC T
W (2.0mL,4.0mmol) B2 K, i 8 [ BV A W FH HALIUE ™ LBR I K A 2 3k P ] 44
B RV AR Qe R, ik U8, I B I A U B AR R AR (-35°C) R, I BB B TE
S [ 47 ﬁlztt'.L/ﬁ/ﬁ%ﬂﬁﬂﬁ?ﬁmlmﬂéélﬁs (OB (3,5- X (=5 H 3) 75 08) (3,4,
5- = HOREL) Wik 7 1.44g (32%) «

[0137]  fiE4kFFI4 9% <3 5-X (=5 L) KAL) (2,6- 5 KL MGE i THE G4 FAR Hin
PLUR /R BB 106145 o

24



CN 111263784 B W OB P 22/43 T

"
CFs ‘l Li(C4H100);

(i) Buli

R Et,O

78 °C,1h F3CQ T™SCI
Br > FiC M
(i o Pr Et,0
F FsC ; ; 25°C,48h

CF; CF3 6.9 g, 88%
Et,O
[0138] -78°CE25C, 1-2h

49g,74% 469, 94%
[0139] ﬁ%ﬁ@]lo
[0140]  EAASRUL, E 5 — M Brb B 1E T 384 (3.0mL, 2. 5MF 2 e , 7. 4mmo 1) 2212 1% i
ININENA (-78°C,C0, (s) #) 1-98-2,6- A (1.46g,7.56mmol) T = Z ik (100mL) H (1%
T B S SRS IAE-T8°C R /N ARG , SRIZ T INXL (3, 5- R (50 FH L) 2R L) S/ A
FemE (3.69g,7.44mmol) T £ Bk (10mL) H o YL UE T R[] I A s 37 Ve 5 40 Ui 21 A B 3 P
Bl 2 MR G ) Lk B = I, VAR UTTE V) LAAS BV TSIV, s LA 2NN o T IR I I HL
TEJE T E R HE R P UAAT 1) 28 DR I A o 5 [ 4 35 e A d /D B b s LBk b, I LV TR
BAIERGHAT AEAHIS R Z 5, WNC TR d AR WA 3SR FERUE R T8 ai i 591(:
CEEBEGY) X (3,5- R (9 28) 2R3 (2,6- o R 5E) S 0 A 8 DIV R 4L ) s A4 1 7=
6.9g (88%) .
[0141]  7EZ8 P Bo, B (. ZEBR A4 XX (3,5- X (Z 4 FH3E) ZR38) (2,6- 3R S0)
SENAEIRR A (5.85g,10.6mmol) ¥ fAEAE LTk (150mL) H o 2R &, TEIABEIR S R s =
FERELT (3.0mL, 24mmol) o 7E 1553 Bl N FF UG T IUTIE o A% I BV A i FE ik AR - 21 2 1 —,
PR ZE R B H AL « HOBEREHUE E b A I B 98 fEiUE ™ ZRE RS
B 2 I AR R (3, 5- X (= L) Z-3E) (2,6- 9K 5L M f) — 4 BEm&4),4.9%
(749%) «NMRIGE 7~ H 40 450 1 7= 4, HL 2 L ro) T+ BRIk 5 W0 48 6 W e 10 BRI R 2986 %
P AE L 15 BV M AT AR 5, YR INTHE (6mL) , ¢ HIS WAL N 58 2076 - fEIRE
R, LA 20 IR A o R A 44, ik uE , I HAEDUE T LR K LS 2|
0 [ A o X (3, 5- R (=4 L) 83 (2,6- 9 5L Bk (K THE In-& i) 7= & 94 . 6g
(94%) »
[0142]  fEAL IS A (3,5- X (=5 H BE) 2R 5E) (2-3(-4,6- 3R 2R M THE In-&47)
HARPELL T2 B 114
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i) BuLi
R ()ap ikﬂ)\
-78 °C,1h r /O TMSCI
Br F »  F5C B CF, —_—
(") OI\Pr cEt20
cl FiC & CFs 25°C, 16 h
\Q/ \Q/ CF; CF;

CFs CFs 9.2g, 92%
Et,0
78°C. 2-3h
25°C. 16 h

F F
FsC CFy —> FiC B CFa
Q Q Q*Q
O
c CF,4

B
F3 CF3 CF3

[0143]

369, 99% 22¢g, EBTEHE
(M B — 5 52 (MR —3 B 21540

[0144] REEILL

[0145] AR, ZE B B 44 0E TR (5. 2nL, 2. BMF-EUBE T, 13mmol) ZEIEH ¥
INEA (-78°C,C0, (s) ¥#) 1-¥-2-5-4,6- —H A (3.03g,13.3mmol) T = Z Tk (150mL) ]
W SR IR £ ITE - T8°C R BERE LN SRR GV (3, 5- X0 (=0 ) HE40) 5774
AJENLE (6.50g,13. 1mmol) T~ £ ik (15mL) H1 o 4 [ VR G 3 U/, SR J5 48 - iR 2]
R SR FE (RN e B TR 5 R 0 DA FE 80 4 L 5 ST ) ELI 0
FFI e ek 97 ELJRPE T8, AR ) (2 RS ) 15500 (3, 5- X (S50 3) 2E48) 2-
S-4,6- I B UL TIEAR A0 BN9 . 2¢ (92%)

[0146] 555 I Bebr 4 S = I ERERE (1. nl, 0. 94,8, Tnmol) ZHE MR INE] (=2
SEREEY) 1550 (3, 5- % (S AP %) (2-50-4,6- AT 53 1R AL (2ER B 1
H il 2811, 4. 73g,6. 21mmo1) T Z. Bk (100mL) HH IR o £ — /NI PSR G6 T BGDTTE o 3 J B
RSV A Y8 R BR A Y I HAEIRE T £ R R VI AT 205 A 55 B R0 ] 4
4.0g o FHAEREELFT A 5% B0 , ek VA, O ELESRR T 2B A48 5 T € 1 14, 3. 60g
(99.1%) A4 [E R NPTER S : 411, 5g M2, 0g 2R » ¥ THF (8mL) AR INFI2 . 0g#5> T 2. Wk
HIVEB T AR T L BRIE R, T HoR B3 [ A VA AE L T8F (25mL) Hh o FRIRFEIRUE T LB
FER D, AR 45 5 AL (3, 5- 500 (40 FF 6) 2) (2-0-4, 6- - SiHE) B ) THE A
Y Q.2g, FREAER)

[0147]  fEALFFI6 AL (3,5- X (=5 4E) 2K 38) (2,4, 6- =5 HE) ML THE In-&4), HAR
LT R e 1244
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=
R 1 Li(C4H100)

(i) Buli F
R Et,0 J\
78 °C.1h g 0 TMSCI
Br F > F;C B CF;3 —_—
(ii) oPpr \Q/ \Q/ Et,0
F F

F F.C b CF, 25°C, 16 h
\©/ \Q/ CF3 CF3
-78°C,05h
FsC CF; —» F;C B CF;
O f;f Q*
3
(o C Fi

CFy CFy 10.6 g, 96%
[0148] 25 GC, 16 h
F
B
B e C CF,

5.0g, 86% 4.8 g, 96%

MR — 3B BB (R — 384 B 340D
[0149] REKE12
[0150]  H &K, fE5—Fr B, 2EN, R AR FEHM 4, 443,005 (14. 2mmol) 1-7R -2,
4,6- =FA 5200mLH) — LBk IFES00mLEFAG JE i (Schlenk flask) Hr o # 5R PU SR & IR
A PR VAN N2 TG R, FE ELBEIE T B A48 B 2 117 PG b Js 3 o 7 8 XU
WhefE R BB B L, IF B HE T 0K/ Wi (-78°C) Hhid #2044 442 . BMIE T 2
BT Ok I (5. 8mL, 14mmo) 28 i 5 88 8 I VAV TR - K S BT A ) 7E-T8°C R i
PRI EFEF R HI47.05g (14. 2mmol) FIXL (3, 5- W (=46 F %) K3 R ALk T
25mLI = Bk IR, FE HARMN S 28 TGS N B & - 18 C IV 757 AW
IR o AR J5 i S VR A P N8 T il 31 5 R R I 7R 58 =R FL R, AT i 2> &t
TEVDIL PEVA R  TEVRE T BRI R W, A B3R 2 €0 [ 4 . F 2 e (2 X 100mL) AEHY & 44, i
JEFTARIR G, I HAE R ™ LR R LA 2K B i A4 4 [ 44 B OB i, 38 H [
W, 3 BLAERUE T M IER L BRI R LA 2 3 A, (2 BB 4) AL (3,5 B (3
HHJE) R L) (2,4,6- = 50REL) e N A IR 2, 7 & : 10.6g, (96%) -
[0151]  FE58 i Berbr, 7EN, AR FE A6, KR B B B 8. 00g (10. 2mmol) I (.4
FFEA YD) A (3,5- X (Z 4 F L) REE) (2,4,6- =4 KL 7 74 480 S R 20 v R 76 100mL [
T OTEF UL TG S A B N AR R B R S R e (3. 2mL,2. T, 25mmol) ¥ AN
B AR G WAE S I NI A, HAR IR SR ETHE U & TR A I 55 50 1R, I
L@ R NMRY 3 4317 DA S 58 % o 308 3o 7k 9 i i e SR S 0 BA £ R LiCL, I L
TEVE ™ L BRIE R W 5k B A BB R, sk 8 W, I FLAE DR N R 548 4, LA A 2
(R R o 22 RENMR G B 4IE S B 40 4 T 2 0 (3, 5- X0 (=g R 3%) L) (2,4,6- =4k
FE) M. 7= 5 2 4.99g (86%) o
[0152]  7E55 =W Berb, EN, KA FEF, H Rk BB BL2i4. 45g (7.82mmol) (X (3,5-
R 5 ) R HE) (2,4, 6- =5 R BIkeiA i E LTk (20mL) A, I HES INTHF (2mL) o 7EK
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JE N BRI, LS ) 2 A G AR 7= . o [ A48 i 2 AZNMR G TE R AE L (3, 5- XL
(R ) R ER) (2,4,6- =90 IE) M B THE I & 4. 7" & : 4. 81g (96 %) »

[0153]  fEALFIT AL (3,5- X (5 &L) 2K 3) (2-%0-3- (U 55) 2K 28 Wle ) THE N
Y, HARHE DA R 7 = B 13045

-+
"1 Li(C4H100)

(i) BuLi F (i) TMSCI
R CFs Et,0 5 )\ Et,0

78 °C,1h F 25°C,48h
Br s F3C B CF3 —_—
(ii) OPr \Q/ (i) HCI

Et,0

Fal B CFy 25°C, 16 h
\Q/ \Q/ CF3 CF3 '

8.7 g, 92%
Et,0
78°C,2-3h
[0154] 25°C, 16 h

CF; CF;
; F ; F
F3C B CF; —» F;C B CF3
T O
(o)
CFs CFs CF3Q CFs

6.0 g, 86% 6.59,97%
[0155] RiE[E13
[0156]  EAASRUL, fE2E5— M BErp 0 1E T 3648 (5. 0mL, 2. 5MF 2 5e 7, 13mmo 1) ZE1& s %
% (-78°C,C0, (s) ¥#3) 1-¥-2-%(-3- (=2 2K (3. 11g,12.8mmol) F - Z i (200mL) H (1
TR o H}ir“/t% WIAE-T8°C I HHE L/ SR 5, RIS INAL (3, 5- X (=3 FH L) 2858 = A
AT (6.34g,12.8mmol) T Bk (15mL) H o 44 [ BV TE - T8 C N it #155/N o A8 1
Tt B S L 5 [R) I 45 I A, DA 20 R A e 1 3 I R o ik B S VRS- W9 H B 5
RAUIAS B R o FH O e A8 B A 3ok R, F LR T M BER R A8 R T K
Y, LA B K A HEE EEWR, /b O e (Bml) Wik di A, IF HLZE R R L3 A9, LA
R 2RISR =) (L HEBEA ) X (3,5- X (=5 2 K 2-%-3- EHF
) REL) N AR, o PP N8, 67g (92%) ©
[0157]  FEZE P Berh B & = AR (2.0mL, 1. 7g,15. 8mmol) ¥ JN 2 (= £ EE k& 47)
(3,5~ X (=g H JE) 29 0E) (2-980-3- (=3 28) R 0h) e N A R IR CR A M B 1, 8. 67
5L, 11.6mmol) T+ Z MK (100mL) H (R, I HLAEVR A P di i 4 o 55 73 il FRINMR 23 # 7s H
ANFEA RN TR0 A A A = H 3 (1.0mL, 7. 9mmo) , 3F AT VR-A Wtk 7 . 2540t
FERINMR 3 #7 7~ HE AN 56 45 [ N s s IIHC LY W (2. OmL , 2MF Z. B , 4 . Ommo1) a%caﬁmm
P HE I 1 NMR 7 7 HH S OB 2 58 o 3o 8 S RV A4 5 T BLAE IR T PR ¥ & FHR
R B, L DE W, I HARDRE T ZBR R Y, LS 2 5 . e ﬁﬂ/ﬁ,ﬂ/)ﬁ/ﬁ
T, F BARIRE T 228 LB R, LA 20 2 b, X (3, 5- X0 (5 F L) 2R 3E) (2- 9t -
3- (ZH ) K e (6.0g,86%) o KM e I R E £, Bf (10mL) 1, H ELIS I DY Sk e
(10mL) , F£ H 2BR4E KD, LRI (3, 5- R (=5 H 2E) AL (2-9-3- (=90 FF 38) 2R 3E) T
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JEITHE &4, Hordr P28 6.5 (97%) -

[0158]  fHEALFFISSARN (3,5 XL (=5 2) L) (2-98-4- (=5 28 A3E) Mie i) THE fn&
v, HARPE L N K 141 4

P& 7' Li
i(C4H100)2
(i) BuLi (i) TMSCI
K Et,0 Et,0

C -78°C#|-70°C, 1h /0 25°C, 48h

Br CF; —_—
(i) O Pr (i) HCI

F3C ; ; Et,0O

25°C,16 h
CF3 CF3

Et,0
-78°C, 2-3h
25°C, 16 h

9.1g, 88%

[0159] (i) THF

CF3 CF,

i F i F
F3C B CF3 e F3C B CF3
T
)
CF3 CF3 CF3 CF,

6.2g, 92% 6.8 g, 96%
[0160] REK 14
[0161]  EAKRSKUL, 7R85 — [ BLrb K5 1 T 2848 (5.0mL, 2. 54MF ke, 12, Tmmo 1) FRIE
INEA (-78°C,C0, () ) 1-3-2-%(-4- (=& F ) 7K (3.08g,12. Tamol) F Z%(zoomm
H@iﬁ?fﬁo%}imtm%f T8°C RN HEHE 1IN o 2B IR X (3, 5- X (=460 FF 3%) ZK38) 7 A%
FWbE (6.29g,12. Tumol) T+ £ MK (15mL) H , LAAS B JC LI R o I MR & P FEEU N,
HLAR S A H TR RS IR FE  BIIR FE IE B 29 -50 C i, VA TR i 38 €8 o B R £ 74, BA
15 B A T e 1 B VA TR - o DR S BIR G D H B BR ¥ K W) LAAS BRI 3 5 R .
CE A, 198, 5 H R BRI R, UAAS 2075 I VR B 0 3 o X (2 L BElE A 4) AL (3, 5-
M(EHF ) R Q-%-4- G2 K1) FNAEMBREN r~ 289, 1350 (88%) ¥
JOTHE (10mL) LA v 5 B O (DY SR IR IR) IR 21 45 o 7R 9 T 2R R i &, UG
FIR (VY SRR ) R (3, 5- R (o B 28) L) (2-3-4- (U AR 2R3 S T S R g
(9.1g,88%) »
[0162]  7EZF B, B = 3 (2.0mL, 1. 7g,15. 8Smmol) ¥ N3 XL (DY &K R 1)
(3,5 W (g &) 2R3 (-9 -4- (R ) R L) A L MEREE (9. 1g, 1lmmol) T
Tk (100mL) H B, 37 BAETR & P4 HEad 47 . 55 70 iR ONMR 3 A1 7 HH A 58 4 s 85 4
FAMAE = H LT (1.0mL, 7. 9mmo1) , 3 BLAFVE S5 5 o 5553 R [FINMR 29 B 7 H
AFEA N TS ITHC LYW (2. 0mL, 2MF ZBf 4 . Ommo1) , 1 HAF VR & W0 £ 1% -« I B
REDEBRIERY), 3 B R AR A3 5% B8, i VI, HF BLAE T T B 2B 5 &
W, 45 DL 203 B ] ko FH O e A il 4, b YV, FF HAEIE T 2218 2B K, LA
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BRI 5 . F 2t (20mL) H4 & A in# #1165 °C AR A A #l . EFx . HiEW, - B
FEP T 158 [ 44, AAS 2R (3, 5- R (=g FH AR 29 08) (2-3-4- (U 28) 2R AR #lbe
(6.22¢,92%) K libe (6.22¢) Vi fAAE — 2Bk (10mL) A, ELASINPY &R (10mL) , F¢ H 2%
WRAERYD, LA B K45 5 P2 A (3,5- X (S P L) K 3E) -8 -4- CaE ) F
) MR THE NG . 72 5 : 6. 76g (96 %) -

[0163]  fEALFIIA AL (3,5- X (=4 L) L) (2,3,4,5,6- A AEKL) Mk, HAEHELL R
7~ B 154

i i Cl -+
o o C T LiCHO) » i
o (i) HCI
cl. €l 78 °C,05h CIJ\ Et,0
-78 C§U40 ‘C, 0.5h 25°C, 72h cl Cl

Cl > F3 _— F3C B CF3
OPr
[0164]
239 21% 0.87g,91%
. Eézomh UL — 38
25°C, 23 h BRI

[0165] J~EK 15
[0166]  EARSKUL, 7R85 — M BE b, 5 1E T 2448 (5. 0mL, 2. 5M, 13mmo 1) HRIEE i 8 I 2V (-
78°C,C0, (s) ¥%) /NS (3.61g,12. Tmmol) T~ Z ik (150mL) IR o 4 R RLIR A W1E-T8°C
FW#BO/\%EP I HAR G T B -40°C o SR1F S0 O W K e BV A W R A #1381 - 78
C, 3 HEBH A (3,5- X (=5 H &) 5 38) 2 A L 0TE (6.29¢g,12. Tmmol) T+ = £, Tk
(15mL) H IR 45 S SR B IAE - T8°C N i #F2 - 37N, I HLAR J= A H iR B PABE IR &2,
B AFE2 - 3/NF o R S TR B i e I — I MEPTREAG B, 3 BLAE IR T MBI R FRiE K
o B 15 38 (5% B W) A CUE A, I 98 , DAAS 21 38 €0 1 W o {87 2 C VA B B PRSI T, I
H Sl TE « M BT IS, I HOSCE AR A URFE a4 (-33°C) , LA B E A
TR RH VR B0 AR o DTN S AT 37 VRV A S LK/ TR TR B MDA R T T8 o K
5 8 ) I AR 3 5, FE HLRAE N BREE =4, W (. Tk G40 A (3, 5- R (= 3) oK
1) (2,3,4,5,6- LA B NASEMEREE . P78 :2.34¢ (21%) »
[0167] 7R85 —Bh Borb, ZERSRIR S FASHC LA YR (1. 3mL, 2. OMF — Z FkH, 2. 6mmo1) s i
B (L HEBEA ) X (3,5- X (S5 k) R HE) (2,3,4,5,6- HERIE) 5 T4 A S0 iR 4
(1.3g,1.4mmol) T - Z.F (20mL) " (I . — ELS INZE B SEZITE I A ETTE o 4 I BV A
WIAEIREE I BT N Pl R AR RUE N W BEIR G B ¥ W0, I+ HUKs B 5 1 9% 25 £ 5%
B C 5 (30mL) ek , I H TR & st 8 iE it — IR PEPTRENS B o F 20 Tk A5 BT R 71 s B
BB, T YRV, BN UER BRI R, LA B R R I B A AR . IR (45°C)
O e (100mL) 2 [ 44, 3 EURHER &40 38, A5 2128 15 W o 4 38 i AE A R AR (<33
C) W HIS A, LA E/NR) TG IR S A o SR AR AT 375 W, I ELRE S AR el T4, DAAS 2
0.79gM A (3,5- X (=5 %) 2 k) (2,3,4,5,6- 35 FOREL) Me - K ISR 4e - HAES
IRAETR A EE R, UAF 210, 0825 SN =1 . =5 :0.87g (91%) &
[0168]  fHALFFI10 X (3, 5- X (=580 2) K 3EL) (2 5- 00 (=3 H 8) 2R 58) B be i THE In&
Wy, HARHE UL R 7 e B 161 45
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- +
CFs 71 Li(C4H100) . , CFs
- (i) BuLi J\ U] l\éfagICI
3 Et,0 7
78 2@ 1h Py 25°C, 16 h FsC

B. ; JCF, _— F4C- ; B. ; CF3
F3C FgC B CF3
\Q/ \Q/ CF, CF; CF, CFs

CF;  CFs 7.99,98% 6.0g, 93%
Et,0
-78°C,2-3h
25°C, 16 h

o o
T o

CF3

[0169]

5.0, 93%
AR — 78 73
RRNFALD

[0170] RiEE 16
01711 EARSRUL, fEZE—F BErb 0 1E T 5648 (4. 0mL, 2. 5MF 2527, 10mmo 1) ZE 1% %)
7 (-78°C,C0, (s) ¥#8) 1-1R-2,5- X (=& ) 4 (3.00g,10. 2mmo1) F- = Z ik (200mL) H* [
VW o P BT G AE -T8°C N B HE L/NET B X (3, 5- X0 (460 R 28) 2R L) S P AR Rl e
(5.04g,10.2mmol) T Z Tk (18mL) HH LIS A N B R MR G, F B RAE - 78°C T i 14k
ZINESF o A5 BRI B PR R ()R e T R, DA AR B R AR €A ) P VT AR
REYLEBRIERY), UAS B 0 AR ZERGH A A PE  DORIE I L BRIE R, LS
RO Y (CLEBEA YD) W (3,5- X (Z R/ ) #3E) (2,5- W (=& &) k)
SENAIEMER . P75 7.88g (98%) »
[0172]  ZE55 B B 8 (2 BEmEE ) X (3,5- R (A 36 ) (2,5- W (=4
H) L) B EIEEREE (7.88g,9.97mmol) VA AE £ Wk (150mL) o 8 NG = H JEfe de
(2.6mL,20mmo1) o3 Je MVR-E VLA, A 2L H A TG G ITTE B 38 (I W FE IR T 256
&7;2% BRER YT b (100mL) 28 o 1 S8R5 4, H HLAE R S IR HE R W s TRAE A 5
FErh (-33°C) A EE A o 1 JE T ), T B T, DUS B 2 B SR R 7, X (3, 5-
56( (D) KAL) (2,500 (U 58) 20 48) Mlibe . = :6.02g (93%) -
[0173]  FEZE =P Br i, B 00 (3, 5- X (5 A AR) 2R 8) (2, 5- 00 (=98 &%) %28 Wl o
(4.83g) VA RAE LTk (50mL) A, ELISINTHE (6mL) o fEIRE N MV R ZENS L 45 kW, LS
B2 A AE AT =P, W(3,5- W (ZFF L) 2K3E) (2,5- X (=50 58) 2K 2E) B i1 THE i
H4:5.0g,93% ALTHRZS S04 T 5 B 25 25 5 L BRBC AL I THE 791+
[0174]  fEALFIT1 (3,580 (3 2%) 2R 3E) X (2, 5- X (=4 FF &8) 208 il , JLAR 5 DA
TR ERELTHI%
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_—
CF3 71 Li(C4H100)

) ) CF3
o () BuLi J\ (0 v\éeagm /Q/
3 Et,0 ty
-78 °C,1h FC VP 25°C,16h FiC
Br > F,C B CF5 —_— FsC B CF,
)& )5
[0175] F3C F4C B CF, FsC FiC
F4C

429, 876% 31¢,97%
B0 U — 343
-78°C,2-3h >
25°C. 16 h BRFAY)

[0176] NEE1L1T

[0177]  HARSRUL, 758 — B BErb B IE T 26488 (2.4mL, 2. 5MF 2 5¢ 7, 6. lmmo1) ZE 12 N
¥ (-78°C,C0, (s) ) 1-¥-2,5- X (=5 2%) K (1.80g,6. 14mmol) F - Z i (150mL)
(R T o K7 S TR A WAE - T8 °C N P RE L/ o 1805 I (2, 5- X (=4 38) 2K L) (3,5- %
(Z U 28) 3L A ZEMLT (3.02g,6.09mmol) T 2Tk (18mL) H o 44 [ VR -G HLE-78°C
THRFEEUNI VAR 2P R BN B 5, LAAS SR TIOE (R B VR TR - SO
REVLEBRIERY), UAF B3 Al . R ZERUH B U8 AR  DIRIE I L BRIER YD,
DLAS 3 S8 gl P24 (L REBEE ) A (2,5- W (/5L ZEL) (3,5- X (=4 3E) 5
5 BRI PP 4. 212 (87.6%) -

[0178] 728 P B, 7E S FE MRS = F 36T (1. ImL, 10mmo1) ¥ I3 (- Z 2Rk & 4)
R(2,5- K (ZFH ) K58 (3,5- R (=5 28) 2K 5E) Fp U A FE IR 2 (3. 92g,4 . 95mmol)
T Tk (150mL) HH VA - 7E 1553 80 Y, ARV I E2 BIUTIE K S TR & i it 1 . i
JERA I BAERE T LB IE RS B ot b4, 3. 26g. OGR4, i S8 W, I
BRI ™ MBI L BRIE R, DS B 23 AR R =4, (3,5- X (=4 5L 2R3 XL (2,
5- X (=5 H 2%) R Bife o & :3.11g (97%) &

(01791 fRAkFFI129X0 (3, 5- X (=5 4%) k) (2,3,5,6-PUa-4- (S5 28 A8 38) il
(R THE NG 4, HARHE DL T 7= = B 187145«

-+
Br (i) BuLi E 71 Li(C4H100) (i) SiMe,Cl F
F F Et,0 h/ CF, Et,0 F d CF4
-100 °C,2h FsC 0 25°C,16h FiC /
F F g B = B
(ii) O'Pr F ) F
CF ] (i) HCI F
3 FsC B CF4 F CF, Et,0 CF4
FsC CF 25°C,16 h F3C CF3
CFs CFs

3

Et,0
-78°C,05h
25°C, 16 h

5 ] o
FsC
THF
F
F/@\ CF,
FsC CFs

0.41g, 21%
B — 7
(CEEE o)

[0180] 6.29, 93%

Fs

Dﬂ‘o
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[0181] ﬁ%ﬁ@]m

[0182]  HAASRUL, 7225 — B Berh , FESEHE N IE T 254 (3.0mL, 2. 5M, 7. 6mmol) ¥ INE|#4
(fE-101°CH1-99°C 1A, €0, (s) , 2R JEN, (1) FHEFHS) 1-¥4-2,3,5,6- DU -4- (= 3E)
(2.26g,7.61mmol) T = Z ik (100mL) H FIVE TR - ¥ [ BVR -G M AE L] -100°C T HiHE2 /N, S8
Ja TR B -78°C o ZE 1B IS N (3,5 - W (=9 3E) R 3E) S A A LW e (3.78¢g,
7.61mmol) T 2Bk (10mL) H o 5 [ SR 0 T+l BIPRS00 5 5 () B 3t P 0 A8 o ot i8R i £ (2
VT PETH) W BAEIE ™ MU 2 BRHE R, LAAS 21 45 IR [E 4 o B O e e % [ 44, 1 98
REY, HF BAERE T TR R o WA =4, (Z 23R X (3, 5- X (=5 28) K
%) (2,3,5,6-VU5-4- (S EL) 2008 N AL IR 6 . 16g (93%) -

[0183]  7EZ8 [ B, ZEHEHE MRS = F 36k (2. 0mL, 18mmo) ¥s I E (- Z &k &4)
R(3,5- A (=g H ) 28 58) (2,3,5,6-DUgR-4- (o 38 21350 A R IR 2 (6. 16g,
7.10mmol) T = Z 1k (100mL) H FI ¥ W o 4 S BEVR & W0 0 1 3 4 o NMR 73 AT 7 HE B8 RO
A RINEALE T 2B VAR (7.0mL, 14mmol) , 3T FUK S B VR S W 1 i IR &
Y, 3% BAEIRE T MBI 25 BR ¥R o 4 BT A3 5 B W0 e A R 2R, il D8 VA T, 9 BLAE DR
IR EBR IR YD, LT H4 . 50g A= 44 TG0 B RDIR Bl AR B it AR O e b, I IETR &4
I HARDR T R 4, LLAS 31 20 6 AR 9, R (3, 5- X (= H %) 7 48) (2,3,5,6-
VU5 -4- o R 3R 2R D) ke i) R I BE NG 4. 77 & : 2. 458 (53%) -

[0184]  7EZE =P Berb , F X (3, 5- R (= F L) 2R 5E) (2,3,5,6-DU9R-4- (3L 2R
) Mben B mE Y (1.81g,2. 54mmo) W& Al 7E £, B% (40mL) H o 44 THE (10mL) ¥8 N 2%
W ALE NG 25K, UAF B R fn A« £BR HIET, A O Be el 5 R 10 28 bt 44, 7F ALK
JE R TR SRR (1.08g) o i 4088 1 x5 28 A4 27 3 AT R (3, 5- 00 (= FER) 2R ) (2,35,
6- VUG -4- (5L 2R L) WBE I 55 DO B N6 0 o TR 4 1 35 RN O e e R, LA 31 28 —
Him A (0.42¢g) o PRV S A, I HLUL 5885 —RUARTR 09 77 20T )8 . NMR 2> BT 7R A7 AE B AL
(1) 57 P B AN /D THE o 44 THE S Jn 21 28 4k i 4, FF BL7E DR T 2B 38 K9 - NMR 23 A1 7w H
THE/ 5 TR B JEE JREE 6 . 42 1 5 [ AR 38 — RIS RAETHE A , I HLAE DU R BR K38 K40 - NMR 4>
Mo~ B THE / 55 TR B BE R EE A 142 10 A4 5 = RIS MR AETHR R, 5 HLAE RS N EBR R Y .
NMRZ3#r 75 HE THE / S A B JEE VR bE D23 2 1o 48 [ 4 565 DY A i AE THE R, I HLZE Dol & Br 4%
KA Wt T A B8 LRI R AE THR R, I HLAE IO T B 2245 K4, LS 21 20 ok REI =4, XX
(3,5- X (=3 H &) % 3E) (2,3,5,6- VU9 -4- (:%ﬁﬁﬁ) HHL) PRk I THE &4 ,0. 41g
(21% 77 28) JNMRZM A7~ U THE / 5 IS BEE /R EE 941 0 1, iR 9 & /2 5 4l

[0185]  fEALFIL3 N (3,5 W (= 28) 2K 3E) (2,4 8 -3- (U 28) 2R3 Wl be )
THE N0 THE In-&4 , HAR# DL T 7 s B 19 £
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-+
Br (i) BuLi FiC Y 71 Li(C4H100) (i) SiMe;ClI FsC

F Et,0 F CF3 Et,0 F CF3
78 °C,1.5h F Q 25°C,16h F
v B - B8
R i '
F

4.7 g, 99%
EbO 769, 88% MR — 885>
Zg g 3_83hh AR
[0186]
- FaQ F (Oj CF3
THF \@B'
CF;
FsC CF3
379, 86%
AR —8 43
(R

[0187] S RiEE19

[0188]  EfAkii, ZE 58— Berph B 1E T 3848 (4.5mL, 2. 5M T 2 e, 1 1mmo) ZE18 s in %
% (-78°C,C0, (s) ¥#%) 1-18%-2,4- 5 -3- (=3 H &) 7 (2.98g,11.4mmol) T — Z i (200mL)
R o K S ST A D AE - T8 °C R B 1. 57N o 2 1B R XU (3, 5- X (= 98 F %) 2R 3E) 7
AT (5.66g,11.4mmol) T — 2B (15mL) 1 ¥ R BNV WITE - 78°C T B RE SN o
TERTHIR B PRSI B, (R P i AR, DAAS B RS S b ) 38 s v - I 98 S BV & 909 A
FBRFE R, UAAR B A i A o [ R 2R AR e b, SRR A, 9 B C b ve ik 7 M B
AR AR RS R EBRIE R Y, M aE EABE IR S B B E R (5.979) o AE M BRIRTR 22
R HE RS, TE R df AR o 3 IENMR 23 7, 7E 0 e B USCBE  E fa [ 4 D A 5 Sl SH 2 =4
(L FEBE A W (3,5- X (=& ) FHE) (2,4- 5 -3- SHEAE) K 7 HEFLMER
B T PRI IRIRTS I SR A BRI Al P2 SR B P i A H 2 e Ik &2 60°C (29—
) SRR I HCE A VR R T % A LR DR R T g A, DA B 5
T 1.66g. T (L HEEBES YD) W (3,5- R (Z /R FE) ) (2,4- —F-3- EHH
3) ZKIE) T A AL MR B 7 B NT . 63g (88%) o

[0189]  7E& PV EE W 5S —= FF ERELE (2.0mL, 16mmol) ¥R N A (2 L&) W (3,5-
M= H L) 2K38) (2,4- 253~ (ZHF L) K5 F N EIEMIRR4E (5.80g,7.65mmol) T
MK (150mL) H B o A8 s ST S 0 HE I A TR T RBRIE R - R/ BRI A1)
(1:1) ZEHUR AW o i PE IR, I FLAEIE T EBRFE R, LS B 2T R R 74, %L (3,
5- R (=g H 3E) R L) (2,4- 3 -3- (U ) 2R 48 Wl . =5 :4.67g (99%) -

[0190]  FEZE =P BEH B0 (3, 5- X (g 28) KAL) (2,4- -3 (U 28) R 3E) il
bt (3.84g,6.21mmol) YETE LTk (50mL) H, 3+ HIASINTHF (8mL) o 7RI~ MBI L BRIER YD
it 5% B 4 s IR G4, HF BLAE Dk ™ A 0 [E4A LB HE R, IR B 2 0
[ 42T 724+ 3. 034g o« N T E LR R ER 1T S 71 74 (0. 65g) « 11 :3.68g (86%) -

[0191] AL FIA Y = (TLa A 5E) B e, #E RRAEFAB, AT H (7] 1y B /R 8 R} 252 A
(Boulder Scientific)) .
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[0192]  fiEALFFIBA = (W (3,5 =% H &) ZREL) wlibe
[0193] B AL FIC oM /N FUE R £ 1 1L 71 45 & 9 (LA % Arcol 3®- 1 4L 7)1 B £} & A1
(Covestro)) »
[0194]  Z JLRER 4%
[0195] Sy 7 ffil#% 2 Ul , 32 B4 UL T AR
[0196] P390 G AML G, ¥ TR N KZ390g/mol I A N M — B (7] LA
VORANOL™P 39004 4 M &4k 242 ] (available from The Dow Chemical Company)) o
[0197] V2070 %394y T8 N KZI700g/mol (AN I =K%, B, k5> 7 R=PO= (AT LA
VORANOL™20700 [ [ X A4 22 2 /)
[0198]  V230-064 %3445 F 8 HZ12700g/mol I 58 4 R M =% (7] LLVORANOL™'230- 0644
H M RALFEARD) -
[01991 VA7 WA FRIE T RE A % 8% (AT LAPROGLYDE"DMMIY 5 P X Ak 2 2 7)o
[0200] N5 LIS BEER IR IL T o
[0201]  H AR, w48 A an b SRR i A A0 7 1 210139 H DL I 7E 7R 1S & K 20
AT, I B B TR R R SR AL SR, TR SRy Bl S B 2% R AT DA R RN

"

ALY AR
r B I

Me cat /E\ 3

Me
o . —
%O\)\OH +10.4 |> —_— %O\AOJ’\/OLH + VO + ﬁﬁaéﬂ"lgmﬂ?
90 °C, tR 10-20 min
P390 (~400 Mn:ﬁ?) Proglyde™ DMM

[0202]
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[0203]

'y c K¢l ; FiC
Arl, AP = Ar = bOA A= AP = \©\ R* ,o(>
FsC CF cl ; F3C CF. CF, =

Cl d
10

| | i A
FsC i F. F
Ar', AP = Ar = L AL AR = Af= R4 = o(>
CF3 FsC CF; | FaC CF3 F F #~
1
F.
Ar', A2 = AP = Ré = ’D
F
13

[0204] JREI20

[0205]  AR¥EAE N K PRI 41, 8 FP390ME N 51 &, R4 L b (E0) 15 sh, v
A TAE S L 220 F0 LU B SEFIBRICH) 2 JuliE . 5 R 1, R4 T XA bR B v 7 v
TEEOLE & o FIRE (15 AL 35 48

[0206] 1
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ALK WALKRE | BE a'i'zﬁ EO &4 BReGEY L
(ppm) (%) v (kcal/mol) (kcal/mol)

Ex. A - - 10 90 n/a n/a

Ex. B 10
E);f A 1000 0 90 122 3.2
E: : 1 1000 ;8 90 126 5.0
Ez Z 2 1000 ;8 90 129 3.8
Ez Z 3 1000 ;8 90 418 7.3
[0207] Ez ; 4 1000 ;8 90 114 6.7

Ex. 9 10
Ex’f " 5 1000 0 90 10.1 6.1

Ex. 11 10
E;‘_ > 6 1000 0 90 10.9 6.0
Ez iz 7 1000 ;8 90 927 63
Ez i: 8 1000 ;8 90 14.6 6.4

Ex. 17 10
E; = 10 1000 — 90 95 9.0
Ez ;z 13 1000 ;8 90 125 5.7

[0208]  Lh A SEGIA Y W AE A AL TR B I 400 T 38 47 1) BH 0t HEL SR 56 o AT 3 e 8 800K e
FHT90°C FIRA BIRFIFINA L KE 104> Bk 34T s 1.
[0209]  FH-F 4 S 450 1 31 2.0 1 Eb % 2 6 B A1 C ) 22 o0 B #F i ] 78 a] {6 Al I H
Vapourtec Inc. Bl B2 B 7% G200 i S s v il 2% o 0 T SE2491) , m] K 4BEO B AR 28 Fi s 3T
7E50psig I HERFEIZE AL E I A I A7 48 AT IE RS 59— /N R o ol R FH 2mL i 59 0 T
SE AL AN 51 2 770 B0 (60wt % (P390 T 1 —BE —F k) 5] N RS0l i % A
TR, o TR RIS 46 77 LA E 1 33 6 51 N B B R 5 - K EO B4R 5] & 771 - A4 7] - 5 71
WARIR A B ouH A 57, bRl 22nL AN SN R B 48 . LB 7E250psig NI TS i 11 8
A T 16 RSk S B BhEOLR B fER AR « vl & 2L ) R Mgs H 35 N0 ImL/minf¥)
SR - AL - FR A ADE IR 2 5E L0 . ImL/mi n i 18 5 BERLE SR HERL 2 e B 2% . —
B 51 R - AR - I TR S BINFE S IR, AR 38— A5 13mLi) PR & V) 7 £
3wt %6 B S A A B K I VA R Bk 2 o ATUCEE TR — AN 3. 04mL ) PR &), F Hod it
MALDI 3% 53 #r o
[0210]  ZEZR LH (1R P N TE S 0 3 HH (1)L o BT[] A BRI ], F 4 R 5 X
R BRI
(RA#9 7% F + KB 497 5512 )
[0212] IR AFIBRYAL B0 2 N0 . ImL/mink,
2mL

0213] 1F A E] = = 10 mi
0213 H A = T 00 mijmin i

[0211] 717 i /E] =
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[0214]  YFERAFIBHIIRBNE 2 N0 . 05mL/mink,

: , 2mL _
lo2t6] - 1B = 505 T 0.08) mLjmin — 20 ™in
[0216]  FEZEA N AR BT SEELAH B840 7 (Mn) w] B T BT ) 0 4% & 1 B =4 (el in 2.
M%) 1) B o 259K UL, 8 K I HE R PR R P2 a7 A 2 25 AT B S Mn I Mn o A 2, AR /K 11
PR 9% 1 B = T 5 Bl s PR R0 RV Mn (79Mn o B H 28 S BB B/ Mn R Mn
[0217]  PDIE SCNE IS T Mw) 550355 F & (Mn) B PDTA] RoR4aiis IR FE I
B, RN I N i) A R A T B N o DR G, 7R AHAULRIMn &L PD T BL 45 ] S A6 F 1
for SN (A S ) 55 57 4 A0 RN 408 T 0 P 1 A 7 e B PR 10 &8 B 0 T e s R A 2 e
PE , BARBIPDI I] AL -
(02181 AT e i s 4 Ak 1) (HL P RORFEAE) RIBOZEL R 8 1R S T BEOZE B 08 o N T I
= BE T, BRI R4S G RUE , Bl K F-9. 0keal /mol K F--10. 0kcal /mol%5) Al
HI SR, G B FILRI2E T AU RIFIEOLE & , 1 15 S0 DL R 176 1 o 15
PER 57— Fh & BN R SOR B ER3A 22 3 TR m i v BRI T 3R 35 22 L 1
[0219] i (1) 4% A4 35 22 e 7 T B 1) T RN AR TS 1) 52, R BT o o A /K P 14D 1 AR i 1
TR TE A B R TS AL A 22 N LIE I
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[T\ FH%L
Arl__Ar? // l'n
SO AN vz B
---------------------- SR 2N
L F] D\ mm L
EO% & i & [ // o Eene
\ / \ / \ \.‘
......................... v_“__._____\S__Z_________ ________X_________/___7/_{_____,\;______ W, A
W \
~ Ho R Arﬂ\CBl),Al’2 VVVVVV 1' \\ \ \\
5 s ol 8 \ \
g Al AR P07 T \
= \ /
§ l\ \}/Ar‘
[0220] Zﬂ \\ S T
= | A HHER [
s Py (D
\
|
\,
\\\
\ )
_____________________________________________________________________________________________ \/ T
HO/\/OR
SHER )
SRS AE
[0221]

22 T AR 1 220 FILL B S IBFNC, S AL FRIAAREL , K IR AL 7 1 28 10FN1 3/
A=Y G 3 22 (S IHEEE0 & 210 R B 2 o BN i (LA 22 M L) v 8 28 e . ik
SRRl R I, SAEACFIARILL , 1840 7701 28 L 10 AL 3 25 a4 S0 28 P M i) 7 R AR v

[0222] 25 pEAER2 B8 SR 45 1 I HAR Y = B K21, 48 H T SCHE e M fE AL 7, Al AR
I B1R TR EAR DL 23 32304 T S A TAE S 45121 BI29F0 LG A 5L 4 C DFAE :
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a R*
ALY AR
Me cat 1 o
30 Aon+ P EEO% M
g1 %5
b R*
ArlLAr2
Me cat Ar3
%O\)\OH + (l)> + ?}—Me —_— EO-PO%%%%E?
g1 %5 FitE
[0223] R
ArLY_Ar2
Me cat Era Me Me C|)>
LEIO\AOH + Ol>—Me — :177_0 O‘IJ\/O}H — EOi{I‘QﬁJﬁE@POzi}@§
g1 %5
d R4
ALY AR -
Me cat [
Ard Me Et |> - .
}LLO\)\OH + C|)>—Et ———> 50 O'IJ\/O}H — EOHu#BOZ juli¥
51 47
[0224] JREKE21
[0225] 27 3R238, Ini tx2F81H I 51 & 57, Mon & i A8 FH I B 4%, FF HM/ T2 $8 15 A B2

A5 51 EE 28 o A HTR SRR O AR 4 0 (BO) , BA 2 AT B (PO) - AR 4 ke (EO) FEHER],
B A KE (PO) , BB R AR 2 45 (BO) Jt 3w , BIA ST K (BO) , B Ja PR 4 b (BO) 31 o

[0226]

[0227]

[0228]

[0229]

[0230]

[0231]

[0232]

%2 (E0jtHD
) M/I ALK RE | BE k- =
Init Mon R R4 S o) Mn PDI (%)
Ex. C P390 EO 10 A 250 55 790 | 1.36 60
Ex. 21 P390 EO 10 10 250 55 929 | 1.28 81
%3 (EOs#tAD
. M/1 WA KE | BE k- S
Init Mon HE AL " o) Mn PDI (%)
Ex.D | P390 EO 10 A 500 55 888 | 1.49 79
Ex.22 | P390 EO 10 6 500 55 992 | 1.10 92
Ex.23 | P390 EO 10 8 500 55 948 | 1.27 87
Ex.24 | P390 EO 10 13 500 55 | 1054 | 1.18 87
£4 (POEOFL3ERD
. BRAFKE | BE Pt S
Init | Mon1 | Mon 2 | 4L (ppm) o) Mn PDI (%)
Ex.25 | P390 | PO EO 10 250 90 924 1.08 91
#5 (POEOFL 3R
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3 <8
Init | Mon1l | Mon2 | #E4LH] AT R R ’f,"}i Mn PDI N
[0233] (ppm) c) (%)
Ex.E | P390 | PO EO A 250 55 | 2112 | 1.23 90
Ex.26 | P390 | PO EO 10 250 55 | 2190 | 1.08 94

[0234] %6 (PO.EOLiERL

. AR KK | BA EE
[0235] Init Mon1l | Mon2 | {E4L3] s o) Mn | PDI (o)
Ex. 27 | V230-064 PO EO 10 250 55 | 4956 | 1.15 89
[0236] %7 (POSRJGEOES i)
. HARRE | BE bk =
[0237] Init Mon1 | Mon2 | 4L Eonm) o) Mn | PDI (%)
Ex. 28 V2070 PO EO 6 500 55 | 3864 | 1.14 94
[0238] &8 (BOARJGEOE i)
. AR RE | BA g 3
[0239] Init Mon1l | Mon2 | 4L E i) o) Mn | PDI (%)
Ex. 29 P390 BO EO 6 500 55 | 1931 | 1.07 | ~—100

[0240] i F TAESZ 121 29LA Je bb s 5IC DAIE , W & 1 B 15 22 JCBEAE it o 3R P24 )
FRET I (U3 2 SR R K B R o 25 3R 2318, WA i B AL RIAMEEL , 2448 H
AR AR A1 7= P ST 9] 0 PR A IS ST P ) 7 2R B 2B

[0241]  SGF-3R9, AT B A B AR FR 3t & . 25 E AE RO FITIR B ) 26 A, AE A T T 3¢
JITHa € AL TR 2 23 bk o, BEAT S3 A AR SI30F031 A K L LS IF . B % K9, Init
AR AE I 510 Mons $ 48 FI 44, IF HM/ TR Fa A8 A Sk 5 5 R R EE =6
[0242] &9

Init Mon | M/l kb& AEALH RN L i?‘}i 1°0H(%)
(ppm) e)
[0243] Ex. F P390 PO 27.5 B 250 55 45
Ex. 30 P390 PO 27.5 10 250 55 50
Ex. 31 P390 PO 27.5 11 250 55 65

[0244] 23K, " E H SALFIBAHLL , AL LOMLLAEPOR & 2 BR &5 IR I (e 2
B B SR RIBAHLL , 48 AT, S DA [R] 96 foe 22k EUA P 2 22k A/ BlA [ it/ S EA R
A HE U R i 2 el R R R B &

[0245]  5of -2 23 e S SR A SR, A8 FH = FhAR P o B — A 51 RGRIT R IR 2R N s 7 s i
.

[0246]  FEFAFAFANE B 7E125°C N AR H T 86h . fE B % 213 & - fEZR
HT BB W Parr )R 2875 140°C B RE IR FE T T8 Lho 1 51 R FIE S B 45 1L 7E65 2 2 (1)
FZ N T110°CHge2h, 3 HAR G 78 B8 T % 2IANE AN 1 o PR = 3 74 9 BT UK )
W H N B BPary IR N5 - fE 555 2 Ja PR3 {8 LA € e A\Parr ) B 2% 1) & o

[0247]  FEFB: &R -FK 51 K A HEEA S Parr N 45 . FER AT, £ R M #g T
120 CHRAT T #1207

[0248]  FEFFC: &M FKs 51 K7 B 428 NParr SN 8% BB/ SWI N, 78 [ v 28 1140
CHAT 15180541
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[0249]  LLAGSEAFIC (22) « A FIFE FEAK600mL /7 2 & 28 71 35 X\ 66 . 85 VORANOL P390 , Bl
— M T EONA00/ R GRENRE) —BF o 75 USR8 R S 8 s 11— P 8 o
HEATRIA (42mg) T-To /K DU SR (2mL) A VAW - FER A5 53 8 2 J 45 IR SR 9 H ORI
N2 T o 3E I e B2 N 1R 280 A ASE T 2 ] 52 4 1 » 7E 55 °C (1) S 5 A0 . 75/
minf1E E HERRE R PRI R LS (100. 1) I INE] N 88 . — B 58 AR L Bt Rl , 4 [ v
TR EWITESS C R 2833577 B M I LA, IR0 S STR S W N4 21190 °C H 3053 % 4%
SNV E ¥ FE60°C FF HISEE 4 (100.2g,60%) o 3553 18 =790 GaEId Btk 2 1%
TR s 2 RS (PDT) =1.36 CGELEEEISIE Gl .

[0250]  T/ESEHi21 (2) < {3 FHFEFAK600mLE 775 37 88 7135 A 63 . 1 7VORANOL P390, Bl
— P 7 T EONA00M R GRE N RE) —BF o 75 USR8 R S 8 s 11— P 8 o
fEALFI10 (38mg) FIC/K DU SRR (2mL) VA - FE R 570 Bh 2 Ja » 15 IR R AW 9T B ok
P 2 I 2 H I o 368 3 e I 4 N T 928 0 600 DA T 38 2 1) 2 1 1 » 7255 °C 1 s B 3L 55
0.75g/minf1E g HERNE RIS FRE 257 (90 3g) TRINE 2 88 . — H 52 I VA 2 ke bkl
i ) NI A ITESS C 28 B 350 Bl o R M2 HE S, FF0 [ BV A P i #4#1190 °C H k135
I3 N ST G YA 21 E60°C FE HULER =4 (124g,81%) o $13) T8 =929 (BT B iZ
FHOIEEE) 2B % (PDI) =1. 28 GE BB B OILEE) .

[0251]  LLA&gSEAFID (3) « A AR FE A 600mL /7 2 & 28 7 35 N 55 . 252 VORANOL P390 , Bl
— M 7 T EONA00M R GRE N RE) —BF o 75 USRS 38R S 8 s 11— P s o
HEAFRIA (70mg) T-Jo /K DU AU (2mL) A VAW - fER 550 8 2 J 45 IR SR 9 HOGH
N2 T o 3B T e B2 N 1R 280 A ASE T 2 ] 52 4 12 « 7E 55 °C (1) e S 5 A0 . 75/
mi n (1)1 2 BERLE R ORI 205 (84 . 3g) WM INE S B3 o — HL5E IR L B it k), i Jse v
TR EWITESS C R 283850770 B o 4 [ LA, IR S STR S 4 N4 21190 °C H 3053 % %
SNLTR AV EEI60°C H UL ~9) (111.1g,79%) - $#57r T8 =888 Gl id kit is i (4
L) s 20 BB S (PDD) =1.49 GE R E S A1) .

[0252]  TESEHI22 (3) < {3 FHFEFAK600mLE 775 37 88 713 A 59. 77VORANOL P390 , Bl
— M 0 T EONA00M R GRENBE) —BF o 75 SR 38 R 5 8 s 11— P 8 o
fHEALF76 (75mg) T-Jo/K VU EUIE (2mL) A VAW - FEIR A543 B 2 J 45 IR B SR 9 H ORI
RN T o 3E T e B2 N 1R 280 A ASE T 2 ] 52 4 1 » 7E 55 °C (1) S 5 A0 . 75/
mi n (1)1 2 BERE R IR 205 (89 3g) WM INE S B 8% o — HL5E IR L B b k), i e v
TR EWITESS C R 28386577 B 4 [ LA, IR S STR S N4 31190 °C H 3053 % %
N A YA EF60°C H: HULEE =4 (136.6g,92%) - 5030 T8 =992 (GBI BB E
TEy) s 20 HRTEE (PDI) =1.10 GBI BB IE i) .

[0253]  T/ESZHi23 (33) < {3 FHFEFAK600mLE 77 37 88 7135 A 63 . 5 7VORANOL P390 , Bl
— M 7 T EONA00M R GRE N RE) —BF o 75 USR8 R 8 s 11— P 8 o
A8 (T9mg) T-To /K VU EUIEN (2mL) A VAW - FER A543 8 2 J 45 IR SR 9 H ORI
N2 T o 3E I e B2 N 1R 280 A ASE T 2 ] 52 4 1 » 7E 55 °C (1) S 5 A0 . 75/
mi n 1)1 2 BERLE R IR L 05 (95. Tg) IS INE S B 8% o — HL5E IR L B idb k), i Jse o
TR EWITESS C R 28382077 B o 4 [ LA, TR S STR S N 31190 °C H 30538 4%
SNV E ¥ N E60°C FF HISEE 1) (138.4g,87%) #3551 8 =948 Gl I Bt kB % (1
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L) s 2 B3ES (PDD) =1.27 GE R B B O .

[0254]  T/ESEHI24 (3) < {3 FHFEFAK600mLE 77537 88 7135 A 59. 77VORANOL P390 , Bl
— P 7 T EONA00M R GRE N RE) —BF o 75 USR8 R 8 s 11— P s o
fEALFI13 (T5mg) FIC/K PU SRR (2mL) VA - FE R 1570 Bh 2 Ja » 15 IR R AW 9T B ok
P J I %t T o 3 I R N T 9 I 280 A S T35 2 ) 52 1 1k » 7555 °C 1 i B3 A
0.75g/minf1E g HERNE RIS FRE 257 (95.0g) TRINE 2 88 . — H 52 VA 2 ke bkl
i [ VR A PITESS C R 2885000 B b S N A HES, 05 I BN TR A 0 #3190 °C H k130
G350 W I VR A A H1 21160 °C I HU S 4 (137.1g,87%) 37y & =1054 Gl id #t
B RV s 2 HdE S (PDI) =1.18 GBI BRI E (ki) .

[0255]  TAES:M5125 (324) - 4§ FIFE FFBIS600mL % /7 52 37 48 115 N 59 . 8 % VORANOL P390, I
— P 7 T EONA00M R GR RN BE) —BF o 78 USR8 R 8 s 11— P 8 o
fEALFI10 (37Tmg) FIC/K PU SRR (2mL) VA - FE R 1570 Bh 2 Ja » 15 IR R AW 9T B ok
P I V28 1 o 2290 °C Y e Mt A0 . 75g/minfE 5 HERHE R NI A A ke (44.92) Is N
B [ 2% . — HL5E B R A B HERE, A8 2 R AE90 C T 28 & 2070l K S B A HE S I 6 B L 3
SR BE AR SR 2065843 HIAEO . T5 10 . 2g/minff) BEARE R R JLHERL ZE R INFA & A £ (36. 0g)
M E KT (9.58) ZJ5 AH ISR S IAE90°C R 28 2 354 Bh o ¥4 S N 2o HES 3T H AR
FH3073 % K [ VR A A A1 2160°C FF HIli & 74 (135.9g,91 %) £385r ¥ & =924 (@it
BB EEREE) ; 2 BEEE (PDT) =1. 08 GBI B IBE AL .

[0256]  LL A SEAIE (5) « A FFE FEAK600mL /7 5 & 28 1 35 N 65 . 952 VORANOL P390 , Bl
— P 7 T EONA00/ R GRENRE) —BF o 75 USR8 R 5 8 s 11— P 8 o
fEAL A (82mg) T To K VU Sk (2mL) HH (VSR - TEMR 520 Bl 2 S5 45 IR B A 9+ B o1
S N8 HY T o AEB5 C Y S SR AL . 25g/min i 1H € #HERHE R OB IR & A be (165g) s F
RN 28— ELSE O R A B bR, Ad SN ZES5 °C R 28 3070 B K N SR HE S S RNV
PIE IR SR Zfe 20 I AE L. OF10. 25g/minfy bR 2 R IL bkl  FEAS INFA S N 4t (79 . 4g) A
HE K (19.9¢) 2 Ja A R MR A WIAEIOC T 25 2000 Bh o B [ i 28, IF K MR &
P hn#k#190°C H 3050 % B I SR A 1074 213160 °C - HIEE P4 (296. 4g,90%) - 513
S FE=2112 (BB RGBIE GIER) s 20 8dE 40 (PDT) =1.23 (Bt BB E Bihk) .
[0257]  TAES:45126 (355) - 1§ FIAE FFAKS600mL % /7 52 37 % 5135 N 60 . 5 7. VORANOL P390, HI
— P 7 T EONA00M R GRENBE) —BF o 75 USR8 R S 8 s 11— P 8 o
fEALFI10 (T6mg) FIC/K PU SRR (2mL) VA - FE R 570 Bh 2 Ja » 15 IR R AW 9T B ok
A 2 N 25 H T, AE55 °C 1 SN IR AL . 25g/min 18 58 3 RHE 2R NS M A A K (151.5g) ¥
INE 5 B %% o — H 58 R A A e Bk}, 8 S BN AES5 C R 28 8 2090 Bl o 1 S5 B 2 HE S FF 5 14
A A B RS 282 BIEL. OFN0. 25g/minff) iFE AL R F ILHERE . 78 48 In 2R %018 it
(73.3g) MIIA L HE (18. 1g) Z Ja » i X MR A WITEIOC T 2 & 2070 K e B 28 HE S, I
SR A PN E]90°C Hk 493057 B o 4 S LR -A P #1360 °C IF H &L =4 (285g,
94%) E 35y ¥ 8 =2190 (Bt B RIB A O 18E) ; 2 Bida 2 (PDD) =1.08 (& IS BB 12
BREE)

[0258]  TESEHI27 (6) « {8 FHFEFAK600mLIE 775 3 28 35 A\ 240 5 VORANOL 230~ 064,
K85y TR N2T000 5 RN KE) =B o 76 BV T 3 bR 5 s I 11— R RS 4L
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F10 (111mg) F IR PYSMRM (2mL) H VAW - FEM 570 80 2 5 4 1B B AR5 H oG R
J 7 1o 7255 C 1 S SLR FEFIL . 25g/min i 4 2 dERHE 26 B IR T (103, 1g) ¥ N2
SN2 o HLSE RS A BEHERL A S N AR5 C T 28 1505 Bl o B I B AR HE S IR R ML R
PIE IR SR £ b8 20 I FE0 . 85810 . 4g/minfy AL 2 R Ikl  FE U INFA S T 4t (65 1) AW
HE K (30. 1) 2 Ja A S M IR A WIESS C T 28 & 3000 Bh o B [ B 28, IF K NV IR &
YIn#E190°C HR 1305l o 4 s SR A 9094 #1 2160 °C - HI A =4 (396.7g,89%) - H(14)
53 H=4956 (B B RBIE i) s 2 0 BdE 4 (PDT) =1. 15 (B BB E Bik) .
[0259]  T/ESZHI28 (£7) < {8 FHFEFCH600mLIE 775 3 28 i3 A 56 . 6 5 VORANOL 2070 , %
15y FENTO0MI R CGRE A E) — B 78 SR I8 A s i 1 — s InfiE 4k 7716
(200mg) FJE/K PSR (2mL) H IRI¥A R - TEMRH5 53 8 2 S » 45 1 S AW I H R P I vy 2%
1 o 7E55 C 11 [ B2 A2 . OmL/min )48 8 HERLE 2 W PR A A (376mL) 8 N2 5 b 2%
, — HSE BRI R A B HERE, 1 [ B VR S 4E55°C R 264 207 b HE R BOR &, I BLiR
Ina/ S DA T 25 ) 245 1M o 7655 “C 1 S B iR FE A0 75 /min ) E 8 HERHE R N H A L
Bt (32g) Us INE J .38 o — FLIE IR e idb i), i e VRS M) TESS C R R 27 4 K X
REERHE, IR SO STR A P InFAE]90°C Hk 3053 1 o 4 [ BT & 0% 21 3160°C I Hfic s
PR (377.7g,94%) K345y F B8 = 3864 GBI BB E A ikih) ; 2 BRE (PDT) =1.14
GE BB IE L) .
[0260]  TFESZH29 (8) « {3 FHFEFC500mLE 77 3 88 713 A 65. 07 VORANOL P390, Bl
— P 7 T EONA00M R GRENBE) —BF o 75 USR8 R S 8 s 11— P 8 o
fEALFI6 (163mg) FIC/K PU SRR (2mL) HH IRVA R  7E R 1570 Bh 2 Ja » 15 IR R AW 9T B ok
B 2 3 2 1 o £E55 °C () i B S AL . 25 /min 18 8 bR R R R A T 4% (231.19) ¥
INEJ B2 o — 58 O T S bkl 8 e N AR5 °C T 2588 2043 % . 7E55 °C 1) e 3 I & A
0.75g/minf1E g HERNE 2 RIS FRE 257 (28.6g) TRINE 2 N 88 . — H 52 VA 2 ke bl
i [ MR A ITESS C R 28 B 455 Bl o HE I SR A9 71 HIS I LA 00 2 B) 2 1 1
B R NAIR S IAEI0C R IRAA3020 B, Y2 213160°C , 3F HUSEE =4 (325g,100%) ¥ &
=1931 (Eit BB IE BREE) s 250 EdEE (PDT) =1.07 (AT BB E (L 1E75)
[0261]  LLA SR (29) « s FIFE FECH600mL /7 52 & 28 71 3 N 60 . 752 VORANOL P390 , Bl
— P 7 T EONA00M R G BE) BE o 78 USR8 R 8 s 11— P s o
fEAL B (T6mg) T To/K VU Sk (2mL) HH (VSR - TEMR 520 Bl 2 S5 45 IR BRI 9+ B o1
SN2 o #E55 C ) s NI FE AN T . 5mL/mi nf 4E 2 BERHECR OB IR A B (294, 9mL) 80
B [ NS . — H 58 R R T ek A8 N AESS C R 28 & 2500 Bh o HE R RTR S HAE R
AW T INHAEN90°C o B MR B IAEI0C R IR 43040 B, ¥ JF60°C , 3 HLUE =W
(292.4g,98%) - H(35 77 1 E8&=2060 Gl I BB E GIEE) s 240 RS (PDT) =1.08 GEid
BB B R s AR SR =45% (B =W 2 BRETHEATAT A 4F AL B 5@ F NMR
HHE)
[0262]  TAESZHI30 (29) - {3 FHFE T AK600mLIE 75 37 88 713 A 67 . 37 VORANOL P390, Bl
— M 7 T EONA00/ R GRE N BE) BE o 75 SRSV 8 R S 8 s 11— P s
fEALFI10 (84mg) FIC/K PU SR IR (2mL) VA - 7E K5 7r Bh 2 S » 15 IR R AW 9T B ok
P 2 87 3% H 11 7E55 C 1 I S5 B AL . 25g/min 1 78 #E kL8 2 NG IR E R T (269.5g) ¥
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IR [ N 2% o — HLSE A A A bt k), {8 s N AESS C R 2838203 o Hk I M YR A HLAE
SR FIN#EI90°C o H IR B & WI7E90°C FIR 3040 B, ¥ 21 5160°C , 3¢ HILEE =1
(315g,94%) H(3) T & =2157 R BB E ) s 24 BFE% (PDI) =1.05 Ga it %t
533 (i) AR IE S B =50% GBid FH =M ORI AT 7415 F L B JE i °F NMRO'G
)

[0263]  T/ESZHI31 (F29) « {3 FHFEFAK600mLIE 7% 37 & 713 A 67 . 57 VORANOL P390 , Bl
— P8 5> TR ON40009 T R A KE) B o 7R BRI I8 R b 7 sy 11— JR PR
fEAF1L (84mg) T To/K VU SR (2mL) HH (A - AR50 B 2 S s 45 IR R AR 9 B oG
B 2 3 2 1 o £E55 °C (1) i 8 i B A L. 25 /minff 18 8 kL R RS ER A N 4% (269.9g) s
IR [ N 2% o — HLSE A A A bt k), {8 s N AESS C R 2838203 o H I MR A 9 HLAE
B N INEEI90°C K e MR A WIAEQ0C R IRFH30 20 4, A 21 3160°C , 3 HUEE =4
(313.4g,93%) 355> 18 =2102 (E BEIRIEE 15 ; 250 #da 2 (PDI) =1.06 (&t
BEIIS E (0 E) R RSB =65% Gl FH = M L R BT BE47 AT 26 4 L Bt J5 38 F NMR
HHE)

[0264]  FHF 1l 2% 2R Bk 22 OB 1) 77 ¥ P A e 6 SOUME A 390 g vk DA S8 a2 o3 v idk AT, 2
LT FR A TF W0 2016/064698°%, HibL 5] FHR 7 IFE .

[0265] "I SCHAEIR & TS24 43 7732

[0266] % T2 3 4k 7= M) BIM BB 7 = Bt v 03 a1k (GPC) 40 T 1 #0394y T &
(Mn) , HA DU A 5 BEE R I PLge 1 5 HLGPCHE (3um, 418 A ] (Agilent Inc.)) 3 HIUA
IR I F A9 9 B8 7902 1. OmLL/m i 937 5013 26 R HEAT o A 3L % 940°C . VORANOL™CP 6001
VORANOL™210.230-660F1230-056N FH/EATHED -

[0267] A5 o R NI P2 R H 4t

. ZIOCTFHRZAXRIZ30 D45/ FH59F &
to2eg] - F (%) = - Az ]Jf;’/l ~ — x 100

[0269]  FH T B 25 J FNTE AL 35 22 ) T E BTV < b T RS A 38 10 BT B 0 R ) S5 4
15 FH 2 32 pRBEVS (DFT) BAB3LYP/6-31+g**x /K- P-4k (112 WBecke,A.D. (fb ¥ H &
(J.Chem.Phys.) $1993,98,5648;Lee,C. %5 N , () 4B (Phys.Rev B) »1988,37,785; LA
KMiehlich,B. 25 N\ (024K (Chem. Phys.Lett.) »1989,157,200;Ditchfield,R. %
N, A 32 501971 ,54,724 ; Hehre ,W. T 25 N, (b2 3 42 601972, 56, 2257 ; BL J%
Gordon,M.S. (4L HE R 1980, 76, 163) o @I fd 5 v Bl Ak 3 SRR A5 7 (CPCM) ) 544
BFER A R R, Hod = 28 (e =4.2) FIFIE R/ il o 8 1 48 HGrimmae D3R AL K
Becke - JohnsonPH J& k0045 (4 HUH BAE FH o« AT Z2 38 T U AR IR 30 207, 7F HARAB A ZE 1
AN TN FBE T (PES) 1 f5e/IMEL o Wik IS T LRI IR B AR TR 20 B 8 8 —IMERAE 2 7E
Ja—MIEAL T, GaussViewfE 5 T MR AEASZR v AL IR S, DL OR S5 -V B 8 J R AR
P2l o X T RS A A T LADRAR il 0 2 fl e E N 28 1 Re &, 3RS 7 Akt
BAE298KAL IS (Hygq) o FT A THHASE GO AR 5 $HAT o AT ML h H 3RS L ke (BO) &5
4 (BH) FIEFERALLLTE BRI (AHE) V150 E BEAE 3 1R B H o A8 B o 8 A 590 1 s v M
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BESREE SN K -ve ) o BhAh, N T B R SRS T, W AHB Y, S8 b2tk bk

[0270]  JiFEs (B AT Ao) ARAR ) v SR - — EL A A R J7 v R A U B AL R (LA 1 7
K GAEBEMIR" Lewi shllf &) st 48 &4 CGLrh A6 SAEERIR BE 5 Brbsise &) f i
(1 U AR TEBJE T R B 120 3.0 A B BRI (WL ERIR IR FA R AR V) o 88 J5 B BR A
B A BT b IR BRI AR BN & A R T e AR T2 4% A FMonte CarlofR4y
BRI B e i 1 AR RS CLB A R O I ER A ARER o B 4 AR R R o V2 o A
FULFEEAGHE A BRI FV)

[0271] FV=1-(V2/V1)

[0272]  FVHERFFAEORIL Z (8] 224k o iZ 3 RS2 ff FPipeline Pilot T H B2 78 ik
W FHEFE ok T R B Al S ka5
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