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X” ,
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Bn=-F2%

Boc B BOC=# T %A Fik &

CBr, = VYR b i

Cbz B 7Z="F5 Fik It

DCMECH,C1,= & e

DCE=1,2- —& %%

DMAP=4- — HI JLZ Lt ig

DIJK=ZETK

DIBAL=5/t — 5% T &4

DIEABKDIPEA=N N- — F: A 3 2 JI%

DMA=N,N- — FF £ 7, Pt iz

DMF =N, N- - Ff L Ff g g

DMSO= " F JE£ IE. A4

DTT = fi 75 K i
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EDC=1-Z -3~ (3- —H G LA 8) i — TV i
EEDQ=N- LA PRI -2- 58 L - 1, 2- Sk
ESTELES = H M 25 L 5

EtOAc= 4R 4. T

Gly="H=%

g=r

h= /i

HATU=N,N,N' N -PUFHJE-0- (7- B Ao =M - 1-38) RE5 /S Rk IR £h
HPLC= A i
HOBtB{HOBT = 1 - ¥4 3 2 J —
LAH=Z b 554

LC=Wi Mt

LCMS = ¥ AH £ 1% - Jofi 1

min=77%f

mg ==,

mL==%7}

mmo 1 = Z& B8 /K

ng=Hre

uL="rt

umol =7t JBE /R

Me=H 3£

MeOH= H i

Me T =Rl FH 452

MS = JF i

MsC1 = FF B gk S, (FF S s 1 0

Ms, 0= FH R PR I

MTBE = R B350 T JE ok

NaBH (0Ac) ,= = Z ik S LB A AL 4k

NHS =N-$2 JE 55 FA L W fi&

NMR = #Z i a4 e 3t 2

PPh, = = Rk

PTLC= i £ 44 8 J= (i
rac=4/MHEIREY)

R, =BT
RPHPLCELRP -HPLC = Js #H e R AH €2 3t
RTEGrt === 5 (FR5%, £125°C)

satilsat’ d="1FIH)

STAB= = LIt E I MR AL 4 (NaBH (OAc) ,)
TBSC1EE TBDMSC1 = T 28 — FF R R ke AL &
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TBS =T 3 — FH L I Rk o ik

TCEP « HC1 == (2- 3 2. 3) B Eh e £k
TEA= =% (Et,N)

TFA= =L

THF = U Sk I

TLC=W /=t i

St 51
a o
NH HOA/XS - Hi )I\/XS.S/
HO\,/@\,OH EDC, DMAP
HO OH

1a

] (5-2 HE-1,3- W) ZHEE (1.01g,6.59mmol) 7E 757K — H 3 H ik fi
(16.48mL) FJE /KDY E RN (16.48m1) H R H FEVE TR R hiN4- FE 2 -4 - (FF 2 Zibe i8) TR
(1.281g,6.59mmo1) ~EDC * HC1 (2.53g,13.19mmo1) FIDMAP (0.081g,0.659mmol) . 7FEE &
AT A YD L8/ N o [ B4 F W AN G AL B s VR K, I 4 BR £, T (3 X 50mL) ZEHI o
B HLEEE K R K PR, I & T /K SRR BN T 1 o W v Vs i O F B 2 vk 4, HLAT A3 7k 4R
P i R (i (2% /Et0AC) 44k, 19 3 B 3 B R L & 1a (0. 708, 35 % IR &) . 'H
NMR (400MHz , DMSO-d6) :69.90 (s, 1H) ,7.43 (s,2H) ,6.93 (s, 1H) ,5.16 (t,2H,J=5.7Hz) ,
4.44(d,4H,J=5.7THz) ,2.43(s,3H) ,2.41-2.38 (m,2H) ,1.92-1.88 (m,2H) ,1.29 (s, 6H) MS
(m/z) , SIE330.0 M+H) .

SSMe -
S55Me
HNLX TBSCI ”Nj\/x
—_—
HO OH K% ygso OH

1a 1b
¥ W 1a (1.0g,3.04mmol) VAR T-DMF (10. 12mL) 5 . [ 359 1 I A TBSC1 (503mg,
3.34mmol) FHBKME (238mg, 3.49mmol) , FHAEZ I T WFE R AL o 7] SR S0 I 5
AMEITBSCL (600mg) ALK ML (220mg) , H7F = I T B P 5 /N o K I N TR A4 FIDCMAR B¢ , - H
RIS e R /KPR, T BRBR AN I8, L S8 IR MR 4 AL 1 1 7= i 3o ek 8 € 35955 (Et0Ac/
O, 86 BE) 4alifk,, 15 21 2 I6 AR 1b (710mg , 53 % UKL Z&) LCMS (843 B 75 1E) =6.9674)
St UL S5 B (ESTY) :445.95 (M+H) "F1467.90 (M+Na) .

SSMe SSMe
H‘dj\/x 1. MsC\, TEA. 0°C ”"LX
]
mso\,a,un . N OH TBSO\/@\,O =
1b " Mo 1c MeQ N
0
I

G:${$ A

KsCOs, DMF

A& 41b (200mg,0.451mmol) M T-DCM (4. 51mL) FH A HE0°C . fEAr N A %
PR &Y INAELN (82uL.,0. 586mmol) , 7R JE iR AN F LS (42. 1uL,0.541mmol) o fE0°C T
P FE [ SR A W2 /NI o Bz HEtOACHG B, I FHYR K (2x) TRk A NLE S IR T
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Wi, TR IR AR , 493 2 R R TS o 1 R e A S Al AL D BT R — 2D . LOMS (84 8 1)
=7. 4445y % WL R (BSTY) :521.8 (M+H) “Ai1543. 8 (M+Na) "o FHH 1l F R 1S (210mg
0.402mmo1) ¥ T-DMF (2.68mL) H . A VR A #H NN TGNELAKA (130mg , 0. 443mmol) Flfik ik £
(111mg,0.805mmol) JFAEZE I T EAr N HEHEIER - I ZK (15mL) 5 P24 H K o s 22 3 3k
P50 BhIE I 8 JEYE FHIK (3x) YE¥ AR H 23 /N, N T3 2 2 &K b &4 1c (270mg,

93 % WL #) JLOMS (87340 J77%) =7.624% &h . WL i & (ESTY) :719.8 (M+H) .
0 0

SSMe SSMe
”NJK/X 1. NaBH(OAG)s, DCE ”NJ\/X

\f@\/ S ~ \/@\/ N
N"'l-n. o N"'I-u.
BSO O =% HO 0 %
1c MeO N 1d MeQ N

0 0

Btk & e (686mg,0.953mmol) ¥ fi#TDCE (6. 35mL) o [ S MR S A =2,
T A L A A 4 (400mg , 1. 91mmol) , FF7E 2R T HEPH3 /N o K s TR & 40 FHDOMA %, 3
T AN ERK R TR, TR T, L B IE IR 4 , 19 2038 JR ) W% 74 . LCMS (873 877
%) =4.3635 % I B (BSTY) :720.75 (+H)
Y 1) (40 38 JER ) IV i (680mg , 0. 942mmo ) ¥ F-THF (5.23mL) 1. JI AHCI (aq . 5M)
(3.77mL,9.42mmol) HAEZ IR T HiFEA/NS K I N VR A 4 FDCMA R , - FH v At B S 4
ERAK B, SRR AN T )5, ok Y IE I i o HHL I ) 7= P e Ak R 8 53 (B B2, MeOH/DCM) 464,
BEMEP1d (420mg, T3%ULZE, 2N 2 58) JLOMS (84341 J71%) =5.905%) & . Wil 57 & (EST
") :607.8 (M+H) .

rwj\/XSSMe Nﬁ\/xssm

H 1 Ms20, TEA
HO 0 N—,
y |GN;‘F1'$ A
1d MeO N chcs DMF OMe 4o MeO

BALE41d (420mg,0.691mmol) ¥ f#ET-DCM (4. 61mL) A VETRA HE-5°C (UK- £k
KA » HIMATEA (1250L,0.898mmol) , #35 7EAT N AN\ FEBEER I (144mg,0.829mmol) o4 )z
RIREGYIAE-5C T EAr FHHEL. 5/ 4 I MRS PAE -5°C KK I FHE 2 =R . H
Et0Ac (2x) ZHUREW, 3 F/K @x) Teid A HLZ G B VLB IRAA 15 , o Y8 FF e 4 , 15 21
SRR IR F AL P20 . LOMS (843 BHJ73) = 638070 % . WL i & (BST) :685.7 (M+H
)"

W F R R T (470mg, 0.582mmol) Y& % T-DMF (3.88mL) H . 76 = I N I A TGNEL A
(189mg,0.641mmol) , SR G IMAFRIREF (121mg,0.874mmol) , -4 I MK - I K (£
5mL) DS =0T HH SR o K SR R 7B, SR i T BB S TE A /N, T LR = A
T i € 1y (B B2, MeOH/DCM) 4fifk, , 15 21 2 3 4 [l iR 1 Ak &P Le (543mg, 53 %6 YL %) o LOMS (8
3BT =6.8044) Bh o ML R & (EST) :883.7 (M+H) ",

S 5112 .
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9 Jk R w2
Doy, Wy Seniaae
o = 2

W (S) -2- ((CRAEES) BiRAL) 25 IR (5g,22.40mmol) F1(S) -2- 2 F N ER AT I
EhWEEh (4.48g,24.64mmol) ¥E MR T JC/KDMF (44.8mL) H1 . JIAEDC « HC1 (4.72g,24 . 64mmol) -
HOBt (3.43g,22.40mmol) FIDIPEA (9.75mL,56.0mmol) . ZE4R /S N 7E % iR T #tHE s W A3 74
SREY) ] & e hoRE , 2R e AR AN G b a2 M AR IR A S K A R K e ik - B HLE &
T PR ) T 3 FE A A4 o AHL S 1 e PR A i ki € i 32 (L 0t/ O BR S TR 484k, = A4 & W 2a
(6.7g,85% U)o 'H NMR (400MHz,CDC1,) :87.38-7.31 (m,5H) ,6.53-6.42 (m, 11) ,5.42-
5.33 (m,1H) ,5.14 (s,2H) ,4.48-4.41 (m,1H) ,4.32-4.20 (m,1H) ,1.49 (s,9H) ,1.42(d,3H,]J
=6.8Hz) ,1.38(d,3H,]J=7.2Hz) .

Sy e Sl

By 2b

WA Y2a(6.7g,19.12mmol) HAET FHEE (60. TmL) FI7K (3.03mL) A o 44 ¥ H &
AR5t AR IR BT (8, 10%) (1.017g,0.956mmol) « ZES /S5 N HtHE s N A5
W IR A EE L8, F B e IR IR 48 0 I 5 F B AN 20 J 330 , EK A3 Jieik 4 B 82
BTEET T B85 2b (4.02¢,97% %) , LEBEH T F—#."H NMR (400MHz,
CDC1,) :87.78-7.63 (m,1H) ,4.49-4.42 (m,1H) ,3.55-3.50 (m, 1H) ,1.73 (s,2H) ,1.48 (s,
9H) ,1.39(d,3H,J=7.2Hz) ,1.36(d,3H,J=6.8Hz) «

o

= o] _
o] = o] =
H : /"\/\/\rrom EDC/HOBYDIPEA H = )j\/\/Y
N N OMe
>\~o)kr o NHe WO ﬁ&o’u\r TN
o o]
2¢

o] o
2b

KA 2D (4.02g,18.59mmol) AT, —FRELHIig (3.03mL,20.45mmo 1) ¥ AT To/K
DMF (62.0mL) 5 . it AEDC * HC1 (3.92g,20.45mmol) \HOBt (2.85g,18.59mmo1) FIDIPEA
(6.49mL,37.2mmol) . fE = FHFHIR AW I S H & e/ BE (150mL,5: 1) #
Fe, H AN A 0 R R S BN AN R K Pk i LR R RN T I JE IR G iz A A
M5 OB (5x) 3L, AR E3S CHE M FL 25 T 242 4, 1 2 G P2¢ (6.66g, 100%6 YL 3) o KR}
A AL T 5. 'H NMR (400MHz,CDC1,) :86.75 (d, 1H,J=6.8Hz) ,6.44 (d, 1, J=
6.8Hz) ,4.52-4.44 (m,1H) ,4.43-4.36 (m,1H) ,3.65 (s,3H) ,2.35-2.29 (m,2H) ,2.25-2.18
(m,2H) ,1.71-1.60 (m,4H) ,1.45(s,9H) ,1.36 (t,6H,]J=6.0Hz) »
1w i OMe A 4 I 1 OMe
j\OJTNjC(\HJ\/\/ﬁg —_— HOJTN\IC]’/\H)I\/\/\E
2c 2d

TEEW N Kb &4)2¢ (5.91g,16.5mmol) 7ETFA (28. 6mL, 372mmol) F12% B F7K
(1. 5mL) HEREPES /NI o K S LIR30 2 A, F BT R 02 10 280 S 1 ] 4 ) AL
Ak A 2d (5.88g,100% I 3) o 'H NMR (400MHz,CDC1,) :87.21 (d, 1H,J=6.8Hz) ,6.81 (d,
1H,J=7.6Hz) ,4.69-4.60 (n, 1H) ,4.59-4.51 (n, 1H) ,3.69 (s,3H) ,2.40-2.33 (m,2H) ,2.31-
2.24(m,2H) ,1.72-1.63 (m,4H) ,1.51-1.45 (m,3H) ,1.42-1.37 (m,3H) .
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o

g 2 EEDQ 0 o
N‘I‘I/.\N )'\/\/\H’OMB -
HO JI S HO OH

NH,

2d HO OH 2e

WG Y2d (5.6g,18.52mmol) IEME T Jo/K — & H e (118mL) F1JG7K FHEE (58. 8mL)
o N (5-23k-1,3- WA 3E) —HIEE (2.70g,17.64mmol) AIEEDQ (8.72g,35.3mmol) , H-7E
il FIFE R NS RGN G IR LW K AR 20 U8, F G BR S B e A
BN, T T B2 A2 (2.798,36 % UEK) o 'H NMR (400MHz , DMSO-d6) :89.82 (s, 11) ,
8.05, (d,1H,J=9.2Hz) ,8.01(d,1H,J=7.2Hz) ,7.46 (s,2H) ,6.95(3,1H) ,5.21-5.12 (m,
2H) ,4.47-4.42 (m,4H) ,4.40-4.33 (m,1H) ,4.33-4.24 (m,1H) ,3.58 (s, 3H) ,2.33-2.26 (m,
2H) ,2.16-2.09 (m,2H) ,1.54-1.46 (m,4H) ,1.30(d,3H,J=7.2Hz) ,1.22(d,3H,J=4.4Hz) .

(e}

@ 4 i 9 ? v i
AN NMOMc TBSCI, ke HNJ\I,N\H/\N)K/\/\(OM&
L S 0

H
o] o) | N
HO. OH HO = OTBS

2e 2f
¥ lE2e (1.0g,2.286mmol) ¥ fift T JS/KDMF (7.6mL) . i ATBSCI (0.482¢g,
3.20mmol) FIBKME (0.467g,6.86mmol) , HL7E =3 N it Ht S B2/ INef o K s i 47 F A A&k
B K FH K FNELOACH B o ¥4 7K 2 FHE tOAc 2R B — UK, HAH6 FF BB HLZ -7 ER K e
CRTRER AN T 15, 1o IR FE VR A0 o KL 1) PR 5 A% 0l o e e R 857 (DCM/MeOH) &fiAk , 13 B4k &
Y)2f (360mg , 28 %6 5T K) L LCMS (843 %h J71%,40-98%) =2. 354 4o MLl 53 & (EST) :574.4 (M
+Na) s

o , : o o , : o
HNJH’NY\NJ\/\/\"’OMQ Ms,0, TEA HNJTN\I(\NJ\/\/\H’OMB

o M 0 ) o H 0
HO OTBS MsO oTBS

2f 2g

¥Ab-& W21 (360mg, 0.652mmol) W AE T Jo/K — S H Kt (6. 52mL) Hh IFLE I IR / VK
A E L I\ = 4% (227ul,1.631mmo) FH f# R (146mg,0.816mmol) . 7E-10°C F7EA
i/ KIS o 4Bl R L /NS ¥ e 4 P EtOAC s B8 3 FH UK K I8 K o 16 WL R VKoK B
B SR 5 FHOR B AN AN AR PR T8, L DB T T IR 4, 49 31 52 A [ A 1) RH A1) R A 5 0 2 (390mg
95 % U F) JLOMS (843 Bh 777%,40-98%) =2.814341:5.860 B (87> #h J51%,5-98%) - MLl Jii
F (EST) :628.0 (M-H) .

N A Ot 0

| H i 0
N~ OMe
o . : o N = OMe HNJY m/\t")\/\/w
HN)TNY\N)J\/VYOMO O IGNEHK A S o o
o H ) - N e} AN_OTBS
K;CO4, KI, DMA
use\/©\,oms N oMe o
o]

29

B iRl 2g (390mg,0.619mmol) A IGNHLAAA (264mg ,0.897mmol) V& fift T-J5 7K DMA
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(7.47nL) . IO B EREH (207mg , 1. 495mmo 1) FIRIAL4H (51 .4mg,0.310mmol) , H7E 2 I8 N4k
PE I NP o S N AR TE , k8, ELIEE FH /K e o K [ R A AdT-DOM A, R /K Wi
Z R TR IR IR, 13 B I AL S 02h (568mg, 111 % USLR) o PIANZ 3t — 5 i B 7]
18 FH L LOMS (843 8H 7715 ,5-98%) =6. 2344 . Wil i & (EST") :827.8 (M+H) .

a 4, : 0 o 4 : ©
N A )l\N\rOMe N )l\/v\“,om
HN
J\r N HNJ'T TN
o] o (o] o
NaBH{OAc)s, DCE H

K20 (0.513g,0.619mmol) ¥ % T-DCE (7. 74mL) ' JIANaBH (0Ac) ,
(0.276g,1.239mmol) FE S N HEFHIR G YIL . 5/ o Rf S S FHDCMA B » T AR A
PRI T ER K Ve o KA LR 22 G BN 45, I JE R 4, 19 B4k S 1021 . LCMS (1593 817
%) =9.9350 5,

o

AT B H ¥ B
N~ OMe N~ OMe
\D\/ ?‘k\dk-t HCI N \ﬁ\/
o] OTBS N 0 OH

b
N
Nj(\ j :Or.-!o 21 NW‘I:IOW 2
0 o

¥k &521 (514mg,0.619mmol) MR T THE (3. 44mL) F . 7E = IR T MASM HC1/KIE
7 (1.24mL,6. 19mmol) , FFHuHE S NI L/INIS o % [ MR 4 FHDCM/MeOH (20 : 1) #kE , HoR A
B2 R AR BR SN SRk ek » e DR B 05, o 18 A 4 o KL 1] %) Bk P 3 e e e € 7%
%< (DCM/MeOH) 4li4b 15 21k 412 5 (210mg , 47 % W) LCMS (843 #h J71%:,5-98%) =4.56%)
B W 5 (BSTY) < 715.8 (M+H) .

6 4 5 0 o 4y 3 9
N - OMe N ~ OMe
wd o dnny B PN PPN
o o 0 o
H Ms;0, TEA H
N 0\/©\/°H == N \/@J‘”"’
iji OMe % Nmn .
o

BAEH23 (210mg, 0. 293mmo) ¥ fi#T-DCM (3. 95mL) FIDMF (500uL) H1 H- ¥4 #1ZE-10
C (K- B o IMATEA (57.2uL,0.411mmol) A1 H i ERF (46.6mg,0.260mmol) , FF7EAT |
T HE I N 37N o K S 4] FH - 5 °C R 74 7K 2K 3 FHE tOACHi B « FHR Et0AC (2 X) ZHUKJZ,
HAFBBENERK @X) Tk AE *ILFQZ%M*I@E%W/E%%*W;,Lif@#i&%’ b i
HIT ) 2k A 2 N R A HAEA A IGO0 T T~ — 22 . LOMS (84381 771%,5-98%) =
5,067 Bk WL & (BSTY) :791.8 (M-H) .

[} H : ]
N’\r Y\“’l\/\/\lr ,'n HNJTNY\EJ\/\/\T(C&E
e Ltk O “
N
( OMs T _ NWO OW E}_
[ ,‘{fow‘_ 2 "‘(‘)\#W'N
& )

[0267] ¥tk &2k (233mg,0.293mmol) V&M T DMA (1.95mL) H1 o £ IR T I IGNEfAA
(103mg,0.352mmo1) FIFREREH (60. 7Tmg,0.440mmo1) , FEHEHE S NP1 o [7] e N V& 4R
DK, H ¥ B 45 A 5 8 I FH K Bl 5% o 4 T R -3 A T-DCM/MeOH (20: 1) H, /K ¥, &
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B R BE 15, b 8 IR R 48 o HHL 11 ) R A 438 Ik RPHPLC (ACN/H,0) 4lifk , 13 %121 (44mg, 15 % UK
%) JLOMS (843 B 71%,5-98%) =5. 440 MM i & (ESTY) :991.7 (M+H) s

SE i 45113
NaBH(OAc)s, DCE, DMF
OMe
IGZ\i'F-ﬂiA R A IGNEHRA

[ IGNHL4AA (1.0g, 3. 4mmo1) 7EDCE (10mL) FIDMEF (4mL) H [ HH DN = 2 T 48 2
MEA AN (1. 1g,5. Immol, 1.5 5&) , FRHHE I B B 2 I BE 58 R 7£ = I T 2/ 5 58 R
BEHE , # N A) FEAI EAGEL (10mL) 2K, SR JE 4 B8 % J2 o« /K2 F & e (10mL) AEH—
U HAEFFMANLE /K 2X 10mL) A /K (10mL) ¥eigk G HELmEREE T8, i ik, B &
R EVEF, 15 R /RO R 8 K FHEt0AC (2 X 10mL) YER I ES F FRE3I 24
At [ 44 (1) 3 JE R TGN BAAARA (0.87g,2.9mmol , 87 %K) , A& — B 4ifbmi T F —.
UPLCMS (2. 543 81 J59%) =1. 344> 5. WL 5T & (EST') :297.4 (M+H) "o 'H NMR (400MHz , DMSO-
dg) :69.44 (s, 1H) ,8.20(d,J=8.1Hz,1H) ,7.30-7.23 (m,2H) ,7.22-7.12 (m,1H) ,7.01 (td, ]
=7.4,1.1Hz,1H) ,6.21 (s,1H) ,6.17 (d,J=6.6Hz,1H) ,4.37 (tdd,J=10.1,4.4,1.9Hz,
1H) ,3.70 (s,3H) ,3.58-3.39 (m,2H) ,3.31-3.15 (m,2H) ,2.88 (dd,J=16.9,4.4Hz,1H) .

o] H : O (o] H = 0
N - OMe N - oM
""JT PRI e o Hﬂkr P~y
(o] (o] (o]
HO OH MsO OMs

2e 2m
¥ 2e (5.53g,12.6mmol) ZEDCM (81mL) FIDMF (64.9mL) H VAR A HIZE0°C, SR 5 b
ADIPEA (6.13mL,37.9mmol,3. 04 5) , 2R Ji5 i i i ER T (5. 06g,29. lmmol,2. 34 ) 7
DCM (15mL) /DMF (1mL) 5 B3 o 44 S S 4 1 1 /SNBSS 98 J5 FHVA ZKOBR Ko T8 FHZK RN R /K e 5k
Z G s IR AR BT, 108, BB AEBR LW, 15 20 AUk, % HAE = 2k
P&, 49 3] — H iR E2m (6. 4g,10. 8mmol , 85 % W) LCMS (87 Bh /71%) =4. 01953 B o WL 5
& (EST) :594.8 (M+H) ' *ﬂ*ﬂ%%ﬁ—”%wmﬂﬁﬁ??—

o , : 0
NSNS OMe
HNJT Y\N’L!\/W go IG"\i‘W‘A JY E/\H)\/\/\g’

0\/©\,0Ma
M 0\/©‘v o
s
OMe .

2m 0

i) 2m (0.52g,0.88mmo1) FIIGNEA/AA (0.18g,0.61mmol,0. 74 5) ZEDMF (7mL) 1 1#)
R R IR B (0. 24g,1.75mmol, 2. 024 &) HAES I NHFE R N1 2/ 4 [ i) F
7K (30mL) #4 K , 3 FHDCM (3 X 15mL) 22 HY ¥ A WLZ A I, H 7K (3 X60mL)  £h7K (60mL) ¥
Ok, BRIR BT 108, B AR 25057, 45 2R il (1) 28 L IR A o 2 ek Je e e i £ 1 92
(DCM/ (MeCN/MeOH (4/1) , JA100/0%265/35) 4tk , 75 2 HHEE F) 7= 4)2n (0.09g,0. 12mmo1 , 13 %
2 Z) JUPLCMS (2.5r B J79%) =146 % WL 53 & (ESTY) :792.6 (H+H)
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H
OH

N‘“:[Q“ HND N "G‘.\ OMe
N \Q\’ L )K/\/j]/ @ L}? ﬂIG\$ﬁ.A ‘ r)\/@):l:o?\”i\/ﬂ\/\g
= Sl e eegeres
é 0 — é ( OMe Mely g ﬁ

[1]2n (0.05g,0.06mmol) ZEDMF (0.48mL, 6. 2mmol) 1 (R HH II N BREREF (0.02g,
0.12mmol,2.02 &) , SR 5 IR JE AT TGNHEARA (0.02g,0.07mmol , 1. 124 5) L= FHiFE
SN 27N o FZKBE KR S 5 I FLAG I 45 [ 4 3k 90 5 P 7K 5 5% o [l 4 P9 A T~ DCMY/
MeOH (20: 1) Hv, FHZK B , FHBRER B T4, 3L B I e 48 o #H il ¥ B A% 38 5 RPHPLC (ACN/H,0)
aifl, 735021 (0.03g,0.04mmo1 , 55 % UL ZK) LCMS (873 Bh /714 ,5-98 %) =5. 443t . ML it &:
(BST) :991.7 (+H) “o'H NMR (400MHz , DMSO-d,,, #]IE J/K I & #HR &) :610.10(d, J=
.THz,1H) ,8.27(d,J=8.0Hz,1H) ,8.21-8.10 (m,1H) ,8.05(d,J=7.4Hz,1H) ,7.78 (dt,]=
.5,1.8Hz,2H) ,7.43-7.13 (m,7H) ,7.16-6.98 (m,2H) ,6.49 (s, 1H) ,6.36 (d,J=13.1Hz,
.4H) ,6.16 (d,J=6.2Hz,0.4H) ,5.80 (s,0.4H) ,5.67 (s,0.4H) ,5.57(d,J=5.6Hz,0.4H) ,
.35-5.09 (m,2H) ,5.03 (t,J=5.9Hz,2H) ,4.81-4.72 (m,0.4H) ,4.60 (dt,]=9.7,5.0Hz,
.2H) ,4.51-4.36 (m,2H) ,4.39-4.23 (n,1H) ,4.17 (td,J=9.7,2.9Hz,0.4H) ,3.93 (s,
.4H) ,3.83-3.74 (m,5H) ,3.62 (s, 2H) ,3.75-3.44 (m,2H) ,3.32(d,J=11.6Hz,1H) ,3.19-
.07 (m,1H) ,2.95(dd,J=17.1,4.3Hz,1H) ,2.38-2.29 (m, 1H) ,2.18 (m, 1H) ,1.56 (m,J=
.9Hz,4H) ,1.41-1.31 (m,3H) ,1.30-1.14 (m,3H) »

St A4

W W O O o1 O o W

I )| uf 9 IG\EHM O\/©\,om
MSO\/G\,OMS KoCOy, DMF uﬁom
2

0

[]2m (0.88g,1.47mmo1) FEDMF (11mL) [ ¥A ¥R H In N & JE ) TGNEEAAA (0. 26g
0.88mmol,0.64 ) , SR JG I ABREREH (0.41mg,2.95mmol,2. 024 &) AEHHE R N 12/
ZJa ¥ NP K (50mL) FIEt0Ac (30mL) i o 7K = FHEtO0AC (3 X 10mL) AEHX . & B A Bl
J= 7K (20mL) Peidk , e B B 1 011 U8 o B 220871, B 1ok Jie 23857 (DCM/MeOH) 4iifk,
FHIFRE Y, £3 2 R =2k (0.11g,0. 14mmol , 10 % WL %) L LCMS (84 #h777%) =5.013
Ayl LI E: (BSTY) :794.3 (H+H) s

ijt Y\ M 1G\$ﬁ-& o\bﬁ:rhjjvfu
f({m Y- SESpes ey

rmzk (0.11g,0.14mmo1) 7EDMF (2mL) H )33 7 i AN B B 4 (0. 04g,0.29mmo1, 2.0
M) I TIGNEEAKA (0.04g,0. 14mmol, 1. 024 5) , HAE S I FHCEE R M1 2756} o F7K
(10mL) J K 2 S, oK BT 45 [ A4 ik 368 3 FH /K B35k o H4 il 47K -9 A F-DCM/MeOH (20 : 1) H, FH
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7K (10mL) e, FABR R BE T , i Y IR 4 o R 111 ke 4 38 1 RPHPLC (ACN/H,0) &gk , 45 3]
21(0.08g,0.09mmol,59 % YT Z) .LCMS (843 Bh 7715 ,5-98%) =5 . 4434l . WL Jifi & (EST) -
991.7 (\M+H) ",

St 515 .

o NaBH(OAc);, DCE

o

[M]2n (0.1g,0.13mmo1) 7EDCE (2mL) HH ¥ H I = £ B A S &4k 44 (0. 03g
0.13mmol, 1.0 ) , FAEE IR FHHE Y2/ T o AN A (2mL) JE K R BN AH: 0
% )2 o ¥4 7K 2 FIDCM (5mL) AU I K& A HLZ K ERK B, i IR 15 JF o Uik
1Py 3 [ A A P i €0 35925 (EOAC/MeOH (95/5) ) 4liAk, , 75 31 3 28 ()38 J5 7= 42k (0. 035¢,
0.044mmo1 , 35 % UL H) LCMS (84341 777%) =5. 021/\%4: ML 5 & (EST) :794.3 (H+H)

o\,::;:r, V‘Hj\"’ﬁr @IG\ff-ﬁ-& ﬁf%

Q

]2k (0.035g,0.044mmo1) ZEDMF (1.0mL) 91 ¥ ¥ ¥ v in N B B2 20 (0. 013g,
0.09mmol,2.045) . A IGNEA4AA (0.013g,0.04mmol, 1.0 &) , FF 7 i FHihE R N 4
127N o FH7K (10mL) 8 5K S R4 » HL 4 P45 ] 4 Tk 98 7 FH 7K B % o 1 1] 4% -9 i - DCM/MeOH
(20:1,20mL) ", F7K (20mL) Bk, FBRER B 15 , Ik 8 IF e 4 o FHL 1)1 7% 42 438 1 RPHPLC
(ACN/H,0) 4fifk , 743121 (0.017g,0.01lmmol , 38 % UL %) - LCMS (843 £ J51%,5-98%) =5. 4%y
S UL 5 (BSTY) :991.7 (M+H) .

S 5116 .

2w = 9 Q@ n 29
NoA OMe 3 HN NT(\“MOMG
i + MsCl. #L°E  DMF N X

0 (o] o
HO. OoTBS Cl OTBS

2f 20

1] 2f (8.8g,16.0mmol) 7EDMF (100mL) A AR H I NAEE (4.51m1,55. 8mmol , 3.5
YY) A EIZE0°C L SR 5 T D FR R R SR (2. 5mL, 31.9mmol , 2. 024 &) IRk R N A2
/NI o PR AT B R N (30mL) B KIR G4, IMAEtOAcH 70 B8 & )2 o K 7K J2 FIEt0Ac (3 X
50mL) ZEEL K5 A A HLZ FZK Bk eI S miBR B T 1 iE . B 22 77, EUHLAI A
t[E R 20 A2 ik T T —# (6.2g,10.9mmol,68%) -UPLCMS (2.5%0 8 /715) =1.96%>
G L JR & (BSTY) :570.7 (M+H) ©

0] s O o) H s ]
N N A OMe
N OMe atpos HN N
HN& \n/\HJK/\/Y HE- Bh9E | THF ‘m/\H
. ’ \/@\/ ) ’
01\/©\/0133 cl OH

20 2p
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[M]20 (1.7g,2.98mmol) 7ETHF (36.6mL) H I ¥ H I ADIPEA (2. 1mL, 11.9mmo1 ,
4.0°98) , AR5 MAHF-MEE (0.84mL,6.0mmol, 2. 024 H) o 7F 25 iR FHihE K B3/ N o F
FBR RN (20mL) 28 K [ i, SR J5 73 B85 4% )2 . /K J2 FHEt0AC (3 X 10mL) ZEHY K& IE A HL
JZ A ELK (30mL) Beisk , B RiEREE T8, U8, H BB 25857, 15 2K I 0 B e ek, Hod
i ik B % (DCM/MeOH) 24k , 73 3 52 (3 B 4 (1) IR 0 7= 4 2p (0. 75g» 1. 6mmo1 , 55 % i
#R) LUPLCMS (2. 54344 J732) =1.23 3% WL i & (BST) :456.4 (M+H)

o - 0 o] H = o}

H : /ll\/\/YOMe 0. DCl HN)H/N\K\NJL/WOME

HN ‘n/'\u Ms,0O, DCM, DMF TN T
< e DIPEA | =

cl OH ] P OMs

2p 2q
[1]2p (0.65g,1.43mmol) 7EDCM (10mL) FIDMF (2mL) H 19 9%+ i ADIPEA (0.51mL,
2.85mmol,2.0 &) , ¥ R M)A EE0°C « A2 N EEER I (0.3g,1.71mmol) 7EDCM
(2mL) H I SIAE30 73 B 2 fa 52 I FH7K (20mL) 32K, ZEHU A 2 5 7K 2 FHDCM (2 X 10mL)
Tk KB HLUE S, K QomL) #h7K (10mL) Pk , SRR EE T I I8 . LS b RV 7715
FIAE R P2 29 (0.76g,1.42mmol, 100 % W K) , HAZ# —Daifb U S H T F— 2.
UPLCMS (2.5 %1592 = 1. 370 %t WL i & (BSTY) :534.4 (M+H) ",

N OH
rrp Q ., ¥ 9
N e :
g W @, ( oM HNJ\rum/\mJ\/\/\rrouc
i oM Q Q
HN)J\rh:ﬂ}/\HJ\/\/\(H: Ve IGS*—#-'& N 0\/@\/0

K;C0., DMA
MsO cl N OMe
2q 2r

(o]

[12q (0.76g,1.42mmo1) 7EDMA (13mL) H ¥ - IDNBRIR £ (0.59g,4 . 27mmol)
ARG N TGNELAAA (0.5g, 1. 71mmol) ZEDMA (ImL) HP VAW - 76 0 FHidk i R4 12/Net .
7K (30mL) 4 K i i H1ETR G 1050 Bh o 4 [ A4 38 , 2R J5 ¥ A T-DCM/MeOH (9/1, 20mL)
H g LK (10mL) e K B HLZE 2 B IF SRR BT, 1 8 I B 2 vk 48 , 15 2 1l 1) 75 £
il 4421 (0.76g,1.04mmol, 73 % W) , AL 3 — 20 alith LUK & T~ — 22 . UPLCMS (2. 543
B =1. 55008 WM& (ESTY) :732.9 (M+)

1o
)
9 4 3 © N e 9 i 9
H"J\f"rﬁ)\NrGw ﬁ 1;\?\0“ Y E\O(-'\hk/\/\(mg
& /3 6 IGNE AR A H

N -::\D\J{: M 's) CWN“@ ’

(5’“1:((:("“" . e, Eg,{f\]:;g« 2 Mecll\f?.m%

[ 21 (0.26g,0.36mmol) 7EDMA (10mL) H [F) % IR\ T4k 2 (0. 06g, 0. 355mmo] ,
1.0348) B J5E I IGNEAAAA (0. 1g,0.37mmol , 1. 054 &) FIFRERET (0. 15g,1.06mmol,3.024
) oW R BT 240 CHBE AN o FZK (20mL) J8 K s L) H- 1 H1ETR E901050 Bh o 1 98
FIT 15[ 425 o 8 ] 47K - 925 2 T-DCM/MeOH (20 : 1, 20mL) H , FH7K (20mL) 3635 , FHBRER BTt , 1t g
U4t o FH 1 (1) T R )38 I RPHPLC (ACN/H,0) 46k, , #9321 (0.097g,0.097mmol , 28 %6 S ) .
LCMS (843 #7725 ,5-98%) =5. 44 Bh o MM i & (ESTY) :991.7 (M+H) ",

SE 57
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oy Ly

ol L. llﬁ@
N OMe 27 2
& &

E0°C FIA)2r (0.76g,1.04mmol) ZEDCE (10mL) H {79 -H I DMF (3. 0mL) , 2R & hin
A=A FEMEALS (0.33g,1.56mmol) o 76 %R N B HE S S W4 /Nt o Al A 4%
(20mL) K S S I 43 B8 4% 2 o 7K 2 FIDCM (3 X 10mL) ZE B4 & -1 HLZ B 7K (10mL) -
#hoK (10mL) Pk, LIRS, ok 98, FF bR 2295 7 ?%iﬂ%?ﬁa%#@mﬁﬂ‘ém*ﬁ*ﬂrzs
(0.65g,0.88mmol,85% %) , HAR L — DAl T~ —25  UPLCMS (2573 % /5i%) =
1.80% . WL 5 & (BSTY) :735.3 (M+H)

JoR o

|

ey ¥ 9 N Mo I

i uj;,«-\:i/\/\/\r_urcm -L_y W‘D HNArN\g/\h’J\N\gW“
o Ol .2 N o S

N
KLOs K1 DMA | f_
r.\nmow 2 N‘m" 2 MWN )
o | ] [ O

7E 2R T A2 (0.65g,0.88mmol) ZEDMA (15mL) H [V ¥ Hh i AN BRI 4 (0. 25¢,
1.78mmol,2.04&) , 2R G5 IMAMIAL A (0.073g,0.44mmol ,0. 54 5) , H.[A) K MRS 0 hn
N IGNEAARA (0.29g,0.974mmol , 1. 124 %) FEDMA (2mL) FP R VA W o 7E40 °C I e N A5 7N
FH7K (30mL) H KB N, A8 Jia i H (3] 4 o s 1] 4 P 935 i T-DCM/MeOH (20 : 1, 30mL) H, 7K
(20mL) Wik , IR R B TJ , 1 DB T R 4 - B 11 K Bk R P (0. 78g) i i RPHPLC (ACN/H,0) 4
1k, #5321 (0.43g,0.43mmo1,49 % W Z) LCMS (8 %1 J5¥2:,5-98%) =5. 443 B o Wl Jii &
(ESI") :991.7 (+H) .

S A58 .

H
N

éc‘m At

HNJT“‘K‘ k/\’\rr R A IGNE A

K-COs, DMA
MsO. N OMe

2q 0 2s

[]2q (0.14g,0.27mmo1) 7EDMA (3mL) HH ¥ ¥ H IR R B (0. 11g,0.81mmo1) , 58
Ja IINIE R I TGN ELAAA (0.084g,0.28mmo1) 7EDMA (1mL) HH ) - 75 = R A HE [ N4 12
AN o 7K (20mL) 28 K S i, F5 4 FEIR A 1000 b o 4 [f] 44 58 , 4R 5 VA AR -T-DCM/MeOH (9/
1,20mL) H 3 HER K (10mL) Feik A HLZ 73 B I F A i B B 108 , ik B I S0 8 B 29 7)o A
b a8 it i I € 15745 FHDCM (MeOH/EtOAc , 1/4) 2615 2 3HEE 1) 16 5425 (0.08g,0. 11mmol ,
40% st Z) LUPLCMS (2. 543 87515 =1.6340 8 LI 5 & (EST') :735.2 (M+H) "o

OMC‘

R OH

e
IG\!HM vjv
S TR by,
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[1]2s (0.06g,0.09mmol) FEDMA (2mL) H BV H IN B R £ (0. 025g,0. 18mmol) ,
SRIEIANTBAL AT (0.007g,0.044mmol) o 7E 5535 , [ e BIVR &4 o I A TGN KA (0. 03¢,
0.097mmo1) £EDMA (ImL) ¥R - £E40°C N IS M5 /NI o K5 s 4 # I3 K (20mL)
PR I H T4 o [5] 4% FE 5 A7 F-DCM/MeOH (202 1,20mL) H, FH/K (10mL) Wit , A AR B EE T
W, 3 PR R 45 R HI TR R (0.07g) i I RPHPLC (ACN/H,0) 4fifk, , 75521 (0.035g,
0.035mmol ,51 % L #) LCMS (843 #7545 ,5-98%) =5. 444 YL szt (ESTY) :991.7 (V+H
)"

SETtA19 .
HNJW’ r\nj\/\/\g ! wr. SthOE e \/&tro:g/\uk/\/\g

N 0\/@,0135 _— IN 0

FEEIR T, 1120 (0.85g,1.027mmol) ZETHF (9mL) o (¥ % o I ADIPEA (0. 54mL,
3.1mmol,3.034 ) , 2R J5 IIAHF -AEBE (0.3mL,2.053mmol,2. 024 58) fE I Nt M43
/NI o RV AR R A (10mL) 28K [ N4, 73 85 4 J= B FDCM (3 X 10mL) ZEHUK & - & H 1A
HLUZ K (10mL) Pedk , OB EE TR IF 1 I8 o 02 B 25 8 70095 380 52 [ A4 TR R A1 =, G
FHEtOAC eI 13 2 E /I =42t (0.64g,0.89mmo1,87 % WL ) UPLCMS (2.55 8l i%) =
136538 A & (EST) :714.6 (+H)

g i on Ms;0,DIPEA, DCM i o \/@\/m‘

fE0°C R, 2t (0.23g,0.322mmo1) 7 & H %t (3mL) o {4 %53 iIn ADTPEA
(0.11m1,0.644mmol,2.04 ) , S8 J5 IO H R FR I (0.084g,0.48mmol, 1.5 ) fEDCM
(ImL) HF AT o T HE IO /INES o B S A0 7K (BmL) 48 K 3 FHDCM (3mL) Fks o 73 S 45 )2
HAENZEHEEK Bnl) ¥eik, @R TR IF LI 255 L%, Bk 2n (0.25g,
0.31mmol,98% Yk %) A& it — B aifl i T~ — 2 JUPLCMS (2. 573 8 771%) =1.45r 8. W
MR (BST) :792.5 (M+H) ",

""ET:ITE/Z\HJ:LA/\(MQ é{h 3 e ijK\#\Hj\A/ch
L
| 0

KCO; DMF |

s
20 (0.02g,0.027mmo1) fEDMF (0.2m1) [ ¥& W F I AW R 49 (0.007g,
0.053mmol,2.04%5) , SR J5 IIANIEL JE ) IGNELAARA (0.009g,0.029mmol , 1. 134 5) , JFAEE IR
TERE R S 18 /INET o i) ST A R DI K (3mL) , F3k 308 B 75 18] 4 o Kt 3] 4 95 A T
DCM/MeOH (20: 1, 5mL) H, HI7K (5mL) Bk , HIB B B 14 , 1 g T ok 4 o H il ) e AR e ied
RPHPLC (ACN/H,0) 4lifk , #9321 (0.005g,0.005mmo1 , 19 %YL %) . LCMS (843514, 5-98%)
=545 Bl WL 5 & (BST) :991.7 (+H) .
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SEitif5]10.
HN jj,n\l/z\uj\/\/\rohﬂe Huirn\r/_\uf\/\/\rrm
At e L] L]

[
| PPhyBry, DIPEA, THF N \/O\’
O SO -
I ]
‘-{\f\ OMe 2t N OMe 2u
I

12t (0.02g,0.031mmol) ZETHF (2mL) A A&+ I ADIPEA (0. 016mL,0.092mmol ,
3.04 %) , AR I IR =KL IEE (0.03g,0.062mmol ,2. 024 5) FETHF (0. 5mL) (A R -
TEFIR N B S 127N o a3 78 I v 7 S 452 1, SR e kLR e wek e ey 4lifh L 15
F2u (0.006g,0.007mmo1 , 25 % K Z&) ,UPLCMS (2. 54051 753%) =1. 5648 Wil i & (EST) -
778.2 (M+H) ',

bc»l
2 i 7 K - OMe 9w i 8
rmJ\r“ T‘/\ﬂ OMe 5\-3 m)\rh\f—-: Y Ot
f,‘ O\/\/D\,&c J\/\/\I iR A IGNERA F[Fiwo\/@vﬁh N 8
\ 2 K00, DMA 0 ; ""“l
érmgz(we é{u\f\/\uw 2 \le%,n: %

=

[i]2u (0.006g,7.73umol) FEDMA (1mL) H IV VR 1IN E J5 ) TGN HL44A (0. 003g
9.27umol) , #EHE MM ATREZH (0.002g,0.015mmol) , FH7E = i Tt HE N 18/ N . [ Jsg o
REYHIAIK BmL) , Hsk 38 BT 43 [ 44 5 FH 7K 5% o 4 ] 44 P-4 A T-DCM/MeOH (20 : 1, 5mL)
H, FH7K (5mL) e, FBRER BT , 1k JE I F ik 4 o HH 1 1) 5% A 38 i RPHPLC (ACN/H,0) 264K, ,
45121 (0.001g,0.001mmol , 13% ULK) JLCMS (84> 8h /1% ,5-98%) =5. 44 % . Wi I Jii &=
(ESI") :991.7 (+H) .

SR
NO, NO,
\/@\, TBSCI, DIPEA \/@\’
HO OH HO OTBS
3a 3b

] (5-filE-1,3- WA HE) — HIEE3a (4.0g,21.84mmol) ZEDCM (40mL) FIDMF (5mL) H
()5 I NDIPEA (3.86mL,21.84mmol, 1.0 %) , #RJ5 IMATBSCI (3.29g,21.84mmol,1.0
&) 7EDMF (5mL) HH VTR - 7E0°C R Fii kS B 1 /N o I AN Sk (20mL) H8 K s S -
3B JE  FIDCM (2 X 20mL) Z2HUK Z , HA A FFFIAHLZ F7K (2 X 50mL)  $hKEEdk , SR
BETH, TL P8R B R 25 UA N, 45 BIHE 1) 0 B 20 JHER 420 o AL 1) %) 77 0 368 et e g €2 i 9 (DCMY/
MeOH) 4lifk. , 75 2 BAE [ P2 43b (3.69g,12.41mmol, 57 % Yt %) .UPLCMS (2.540 4 J51%) =
1.96% % WLl 5 & (BSTY) :298.5 (M+H)

NO, NO,
MsCI, %ESE |, DMF
HO OTBS * ¢l OTBS
3b 3c

E0°C R, M3b(2.0g,6.72mmo1) ZEDMFE (50mL) A 173 HR I AL BE (1. 6m1,
20.17mmol,3.048) , SR G I S (1. 1mL, 13.45mmo1,2. 034 &) K RN TFHEE =
TR I HE3 /NI o FHEL AR FR EEN (20mL) J8 K e N 43 B8 %5 )2 « FHEt0AC (3 X 30mL) ZEHL /K
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2 A A NLE K (2 X 100mL) 217K (100mL) Peisk , SR EE T If it ik . B2 220
FNFER A3 (2.0g,6. Tmmol , 94 % Yt ) LUK T~ — 20 UPLCMS (2. 543 h 51%) =2.22
3h LI R B (BSTY) :316.7 (M+H) 7

NO, NO,
HF- Bk2E | THF
Cl OTBS CI OH
3c 3d

]3¢ (2.0g,6.33mmol) ZETHF (38.9mL) H* ()% H I ADIPEA (5. 5mL, 31 . 6mmol ,
5.024%) , SR 5 INANHF-HERE (2.7mL,19.0mmol , 3. 024 5) , FEAE iR R 14k S N2/ M) . 4R
J& AR 2 240 (100mL) 28 K M o 73 88 % J= S8 Ja FHEt0Ac (3 X 20mL) Z2HUK 2 - SR
WG B A HLZ FK (30mL) « #h7K (30mL) Beik , i B8 T 1 Uif . L8 B e ad & (1 I
7, 43 2 R ) 7 H3d (1. 1g,5. 46mmol , 86 %6 Y %) cUPLCMS (2.5 #777%) =1. 31738 W
IR (BSTY) :202.4 (M+HD)
NO, NO,

Ms,O, DIPEA
cl OH > Cl OMs

3d 3e
#E0C R, M3d(1.0g,4.96mmol) ZEDCM (10mL) H ) ¥ ¥ *F N ADIPEA (2. 6mL,
14.9mmol,3.04 &) , AR5 A S MR &P InN B BRI (1. 1g,6.45mmol , 1. 324 5) fEDCM
W IR o T S SL) L/INESS o F 7K (10mL) J3 2K B 343 5 45 /2 » HFHDCM (2 X 20mL) ZEHY
IKE WG G HLZE AR EE S0 (10mL) 257K (20mL) e, LM IR T I F it vk . &
R ZV ), HAER3e (1.3g,4.65mmol , 94 % W ) A& it — B alifbim H T F—2F . UPLCMS
(2.550 8P J73%) = 1. 5140 B WL & (ESTY) :280.6 (M+) ",

\’I:[m
MSU\/Q/CI ERMIGNEML N 0 y
Je K2COs, DMA " - - -

(8]

EER T, M3e(0.4g,1.43mmol) FIERIRET (0.6g,4.29mmol, 3.0 &) fEDMA
(13.4mL) F VB I N TGN FAAA (0.46g,1.57mmol , 1. 124 5) 7EDMA (2mL) H () VA, 4
FE NS/ o FHZK (30mL) J K S Ny, 43 85 45 2=, 3F FHE t0Ac (3 X 30mL) ZEHUK 2 o ¥4 & It
(R HLJZ F7K (30mL) Fh7K (30mL) Bk , 48 B R Bk 1M I 5L B 29 77 o fH A stk e i
Pt J €0 3 v FIDCM/Me OHZ Ak, 75 B4k &3 f (0.37g,0.77mmol , 54 % YL Z) UPLCMS (2. 5%
BT =1.6950 8 W& (ESTY) :478.3 (M+)
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ot
NO, OiMe hO:
[
o e Lﬁ HIGNSAA ‘I,: Q’T
/ﬂpaw o K004, KI, DMA é( . C;\

| 0
S

[)3f (0.11g,0.23mmo1) 7EDMA (3. 0mL) A #1953 - N N R 24 (0. 095g, 0. 69mmol
3.048) , RIEIMABUALAR (0.02g,0. 11mmol ,0.545) . JIAE JE I IGN#.44A (0.07g,
0.25mmol,1.14 &) fEDMA (ImL) H B¥AR - SR 5 7E35 °C T il A i F4 se R4 5 /N o FH 7K
KIS, 308 [ A4 o 8] 44 I3 AR T-DCM/MeOH (20 1) H , FH/K e, FHRR R B T4, 1 g
IR 4 o R IR B A4 (0. 13g) 3@ RPHPLC (ACN/H,0) 4lifk, 13 %3¢ (0.063g,0.085mmol ,
36 % Yt %) JUPLCMS (2,543 80 J79%) =1. 794 . ML B & (BSTY) :738.3 (M+H) ".'H NMR
(100MHz , DMSO-d , ]38 A /K A& ¥ I &4) 'H NMR (400MHz , DMSO-d6) : 88.43-8.36 (m,
2H) ,8.27(d,J= 8.1Hz,1H),8.13—8.02(m,2H),7.44—7.14(m,6H),7.14—6.99(m,2H),6.79
(s,0.5H) ,6.56(s,0.5H) ,6.50(d,J=2.2Hz,1H) ,6.39(d,J=6.9Hz,1H) ,6.17(d,J=
6.8Hz,0.5H) ,5.69 (s,0.5H) ,5.59(d,J=5.7Hz,0.5H) ,5.47-5.27 (m,4H) ,5.03 (t,J=
6.1Hz,0.5H) ,4.77 (dd,J=9.1,6.8Hz,0.5H) ,4.61 (dt,J=9.7,5.1Hz,0.15H) ,4.50-4.39
(m,0.5H) ,4.27(dd,J=10.9,4.2Hz,0.5H) ,4.16 (td,J=9.6,2.9Hz,0.5H) ,3.95(s,0.5H) ,
3.89-3.76 (m,6H) ,3.76-3.44 (m,4H) ,3.20-3.08 (m,1H) ,2.96 (dd,J=17.0,4.4Hz,1H) .

S 12.

™

r‘(-'\ Ok
NO, Npiluc NO;

2 O 4
s - H
Mso\/@\/ct TR IGNEHA N \/©\,c.
= » & O
o]

3e K CO5, DMA e 3h

P

[]3e (0.45g,1.61mmo1) 7EDMA (15. ImL) HF BV H IR ER # (0.67g, 4. 83mmol ,
3.04%) ARG IINIE R TONEALAAA (0.5g,1.69mmol , 1. 1245) £EDMA (2mL) H FRIVATR . £E %
TN PERE S R A5 /N o FHZK (30mL) HE K S SiW 8 FEVR A 1043 b K ] A4 i i , SR Fa v
fitF-DCM/MeOH (9/1,30mL) 3% F £ 7K (20mL) ik . K B HLZE 70 18 - SRR B T-Jg , 1 I 5
BB VR RURLE I A R v A I e /EtOAc A, , 45 21 2 Jo (R 4k A 7 3h
(0.28g,0.58mmol ,36 % U %) UPLCMS (2.5 Bl J732:) =1.82 b . WL 5 & (EST") :480.3

M+H) ",
é{ [ CC.

é{‘ﬂ\/@\,fi IGl\i’W\A S( W/\(Zom I:Rr %
[M3h (0.27g,0.56mmol) 7EDMA (10mL) H &R INABR R 8 (0.16g,1.12mmo] ,
2.04%) , AR5 INALALEF (0.05g,0.28mmol,0.0548) AEEE T, MR MBS NN
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IGNH{AA (0.18g,0.62mmol, 1. 1245 ZEDMA (2mL) H AR - SR JG 7E40°C FHEHE R M43/
I o FHZK (20mL) K S SEA, ELYE H (314 5 FH 7K 5% o KL 1) 1% 2 € [ 4% 35 f T~ DCM/Me OH
(9/1,30mL) H, #R 5 FH7K (10mL) Bk , LMt iR B 11 It Uik o 3 2 B 253 771045 2R o ) 2 £
[#6] 425 o EL A1) 77 0 368 o e e £, 33992 4 FHDCM/MeOH (0 % %55 % MeOH/DCM) 464k , 15 31 5 % (i 6y oK
(7= 43g (0. 35g,0.48mmol , 86 % UL Z&) JUPLCMS (2. 54380 J51E) =1.79%3 80 (2. 550 80 5 EE) o
NI 5T (ESTY) :738.4 (H+H)

S 13

gﬂ;ﬁv N é(fam .

[ 3f (0.15g,0.31mmol) fEDCE (2mL) H F ¥ ¥ NN = 2 Tk 48, 358 0 & 10 4
(0.067g,0.31mmol, 1.0 &) , FFAEZIR NHHE R ML /NG o AT S A0 4% (TmL) 22K i
Y, AR5 53 B 45 /= . FHDCM (3 X 10mL) ZXBUK R FF44-& KA AL Z - ER /K (20mL) BE% , &R
BRI U O AR IR o AL ] B R R IR e e A s 1SR Al AL A5 2 EE 1 P 3h
(0.08g,0.16mmol ,52 % W) -UPLCMS (2.5 Bl J732:) =1.80 b . Wi 5 & (EST") :480.5
M+H) *,

ND.

1 ~ OH
NO, N Ohle \
t O O O
-( 0 ] IGI\?%A N—‘QOHE Mef\.m_ﬂ
N OMe 30 KGO KI, DMA l“ B 39 &
o] &

[7]3h (0.07g,0. 16mmol) FEDMA (2mL) HH i) ¥ ¥ H IR R B (0. 07g,0.47mmo1, 3.0
ME) AR E AL (0.013g,0.08mmol,0.054 &) , SR 5 I IGNEL{KA (0.05g,
0.17mmol,1.124%) 7EDMA (0. 5mL) H FIVA T o 76 F IR N S FE SN 012/ Nk o [l YR A0 inN
K (20mL) , FEHEFER A0 104) %, LB 3ok 908 [ 44 o K [ 4403 i T-DCM (10mL) =, 48 )5 FH R K
(10mL) ¥k . A WLZ AR B 115 IF kU8 B 298 7, 19 2038 etk 4 (0.09g,0. 12mmol
80 % U F) JUPLCMS (2.520 B J79%) =1.79%0 % (2,553 81751 WL jFi & (ESTY) :738.5 (M+
H) .

SEt 14 .
NO, NO,
\/@\, Ms,0, DIPEA \/@\/
HO OTBS > MsO OTBS
3b 3

7£0°C T, [\13b (1.00g,3.4mmol) #EDCM (33mL) 1 (K] ¥ ¥+ i ADIPEA (1.781ml,
10.09mmo1,3 .04 H) , B I FRIET (0.703g,4.03mmol , 1. 2248 VAR . B kE R N4
L/ o 25 R TS 55045 2RI I 72403 5 (1. 2g, 3. 2mmo 1, 95 % Wt ) , oA G it — S 4lifb 1 FH T
N4 JUPLCMS (2.54> 80 7778) =2. 045 % . Wil i & (ESTY) :376.5 (M+H)
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NO., OMe NO-

| as . pnn O
Mso\/g\,mss IGNE R A B N o A _otes
3 KoCOy. DM \ %@:OME 3

O

T, M35 (1.24g,3.30mmol) ZEDMF (26mL) T i 3 b A BRER 4% (0. 91g,
6.60mmol,2.024 &) , SR 5 II NTGNEAAA (0.97g,3.30mmol , 1.024 &) , il 12/ . FZK
(60mL) 42K Sz A7) FF: 0 H (3] 44k , 28 )5 44 LI i@ T-DCM/MeOH (20/1, 20mL) H o A ALJZ FH #h 7K B
B, G IREE T 15 R ik U o BBk 2 VA TR, HOMURE A Ak i €0 i vk 4 A0 45 B3 22 1) 7= 0 3k
(1.3g,2.27mmol,69% W) ,UPLCMS (2.5 81 J77%) =2.1253 81 (2. 547 %0 7775 - I i &=
(ESI") :574.4 (+H) .

NO,

NO,
N o oT8S H
‘p[ NaBH(OAc)s, DCE N o GO
N OMe 3k
N 3

¥3k (0.63g,1.1mmol) VM T J5/KDCE (11mL) o ho N = 2, ik 48 35 Bl & AL 4
(0.70g,3.3mmol, 3.0 ) , FF/EE I NI R SR SV UM A& 4 (10mL) JF K
BG4y B & )2, HHDCM (2 X 20mL) ZEHUK 2 & H A HLZ FHER K 2omL) 3%, TG
IR R EE T, ik Y I 4 , 792131 (0. 58g, 1. 0mmo1,92 % Y Z) ,UPLCMS (8. 0447 7%) =
7.79750%h (8. 043 BTV MM i & (BST) :576.3 (W+H) .

NO,

NO,
H
N Q. OTBS H
jg@;) HCI, THF N o OH
-
N Me ;
o 3 NgijC)Me 3m

31 (0.58g,1.0mmol) M7 WA fF T Jo /K THF (5mL) H, FF I N SMEL R 7K ¥
(2.01mL,10.07mmol) o 7EZE R F HEFHIR A2/ o Y ABREREHH (5mL) B K = S, H Ay
2% Z I DO (2 X 10mL) Z2HUK Z - & FFHA HLZ F 7K (20mL) BEH, SR 8T 1k
Y45 B SR 0 ] Ak o T 45 ] 44 38 o e i 1 v (DCM/MeOH) 44618 2146 & #13m (0. 33¢,
0.7Immol,71%W3R) UPLCMS (8. 0408 757%) =5. 1665 % . Wl i & (BST") :462.1 (M+H)

NO,

#3m (0.1g,0.22mmo1) ¥EAE T JS7KDCM (1. 5mL) FITE7KDME (0. 7mL) H o ¥4 J2 v 4074
HEOC, HIMA=2% (0.12mL,0.88mmo1) F1F EEERET (0.08g,0.44mmol) . 7/E0°C FHiHE 2
NAIINES B S N TR A 1R .16 (20mL) F4RE, FI7K (2 X 20mL) Pk, SMMREE T, o
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TEFFRIRAE AL B W) 4038 ok e i € Y (DCM/Et0AC) 4k, SR 5 Y 41 st RPPHPLC (MeCN/7K)
atith,, 15 2R 7430 (0.041g,0.076mmol , 34 % Y5 ) o WL i & (EST) :540.3 (M+H) ",

. QT

\/r;r

KO0 K, DMA

HA &30 (0.041g,0.076mmo1) FITGNELAAA (0.027g,0.091mmol) ¥ fif T JC 7K DMA
(0.5mL) o IMABRER 2 (0.012g,0.091mmo1) FILLEH (0.006g,0.038mmol) FEHHHIR G
127N o 1) [ SEVR AW NN IK (BmL) o 358 H [ 47 , 48 Ji5 4 H F5- 3% % T-DCM (20mL) H 5 7K
(10mL) Be¥k AELBRIRBE T4, 1 U Ik 4 2 )5 , [ 74 38 I RPHPLC (ACN/H,0) 4l {115 51 3g
(0.012g,0.016mmol,21 %Y%) ,UPLCMS (2. 543 8h 7)) = 1. 7940 % . Wil i & (ESTY) -

738.5 (M+H) *,
NOs -
H O\ﬁ\ﬂ " N OD\/O N,
ooy, e L0000
GO T IO0, meee (LI

¥ 53¢ (0.017g,0.023mmol) ¥ AT Jo7K THF (1mL)  JG7KMeOH (0. 5mL) FH7K
(0.1mL) Fr o I NG k4% (0.012g,0.23mmol,10. 024 &) F14% (0.006g,0.115mmol,5.024 &) .
1E60°C IR A2/ o B S N IR A 07A H 2 20, e iR - vE , R FH 20 %6 MeOH/
DCM (10mL) P35 o ¥A< 4 JE 3 » ELKE 1] 7 e ok Ak Jss €135 v (DCM/MeOH) &fi 44 75 2] 22 1 [8] 4k )
& %30(0.012g,0.018mmol,76 % YL =) UPLCMS (2. 543 5h )51 =1.84 % & . W J5i &
(ESI") :708.5 (M+H) *."H NMR (400MHz , DMSO-d6 , #3187k ISR A4, T=330K) : 68.26
(d,J=7.9Hz,1H) ,8.17(d,J=7.8Hz,1H) ,8.03(d,J=4.5Hz,1H) ,7.49 (s, 1H) ,7.42-7.33
(m,2H) ,7.36-7.08 (m,4H) ,7.09-6.95 (m,2H) ,6.76-6.64 (m,3H) ,6.47 (s,1H) ,6.15(d,]J=
6.5Hz,1H) ,5.11 (m,2H) ,4.98 (m,2H) ,4.58 (dt,]=9.9,4.7Hz,1H) ,4.47-4.36 (m, 1H) ,3.87
(m,1H) ,3.76(s,3H) .3.71-3.46 (m,4H) ,3.39-3.28 (m,1H) ,2.93 (dd,J=16.8,4.7Hz,1H) .

S 15

_0 o 8.

Y %N/X ° TBSCI, DIPEA /OMOWO%N/XS‘S/

-
-

HO OH TBSO OH

E0°C R, M4a (5.6g,12.9mmol, 1.024 &) EDCM (83mL) H {1 ¥ ¥ H I ADTPEA
(6.77mL,38.7mmol,3.04 %) , SR 5 IATBS-C1 (2.336g,15.50mmol , 1. 224 &) 7EDCM (10mL)
W T ZE R IR R S 3 /Nt o FH M AN G AL (30mL) J8 K I B 43 5 4% )2 « FHDCM
(2 X 30mL) ZEHUK I, B A I HLZ H/K (2 X 50mL) #h7K (50mL) Peik , SR 81
fo b 8 B A R 2V R, A5 IR A 1) B IR A o RH 1 P A ek R R i (ke
EtOAc) 4lifk, , 13 B HALE 1972 #14b (3.0g,5.48mmo1 , 43 % it %) UPLCMS (2.5%3 &b 512:) =2.29
A3, ML (ESTY) :549.0 (+H) ©.
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/O\AUNO\/\N/XS‘S/ /O\/\D/\/O\/‘\N/x&-sf
MsCI, 3koE

TBSO OH TBSO Cl

4b dc
FE0°C R, [A14b (3.00g,5.48mmol, 1.045) 7EDMF (30mL) H ) 4809t hn Al i
(1.33mL,16.4mmol,3.04&) , R G I FFAEEES (0.64mL,8.21mmol , 1.5 &) ¥ N
PFE LN, 57 AT B 080 (30mL) 4K , 3 FHEtOAc (40mL) #ke . 73 5 % /=, HLHEtOAc (2
X 30mL) ZEHUK 2 4 I A HLE FIZK (2 X 40mL) #h7K (40mL) Beidk, BBREREE T, i yk,
HE B LW, 152k S0 72 4e (2.5g,4.41mmol , 81 % it %) UPLCMS (10. 044177 5)
=8. 23 W 5 (BSTY) :567.6 (M+H)

O SO Sa”
-~
/OV\D”\/O\/\N S\S/ 0 N/x .

HF- ok9E | THF HO. cl

TBSO Cl

4c 4d
[M4c (2.5g,4.41mmol,1 .04 &) 7F THF (43mL) H (%% 4 b ADIPEA (2. 46mL,
14.1mmol,4 .04 &) , 4R 5 IO AHE-HERE (1.48mL,10.6mmol,3. 04 8) , JE4E 2R T Hikk ;e Wi
Y2 Nt o FR AR R S (100mL) 4 K BP9 53 85 % )2  FHEtO0Ac (3 X 20mL) Z2HU/K)Z , 7
W& IERANLZ K (BomL) «#h7K (30mL) Peisk , £ B B 11 It i I8 JL R 258 71, 19 2
B P2 %54d (0.9g,2.0mmol , 56 % Y Z) -UPLCMS (10. 04340 J5322) =5. 204 %8 o Wi il Josi &
(ESI") :435.4 (+H) .

o o s
P N ~a
/o\/\of\/o\/\N,xs\S/ (o Ns

Ms,0, DIPEA MsO. cl
HO Cl =

4d de
E0°CF,1M4d (0.9¢g,2.0mmol, 1.0 ) fEDCM (10mL) H {1 ¥ ¥ Ii ADTPEA
(0.69mL,3.98mmo1,2.04%5) , SR 5 II AN H i (0.52¢,2.99mmol , 1.5 5) EDCM (2mL)
W VA - T FE SN A 1 /NS o FHZK (10mL) J8 K S Si 5 43 25 4% /2 » HOHIDCM (2 X 20mL) ZEHUK
2B A A NLE A AR FR A AN (10mL) « #h7K (20mL) Peik , &6 ?e%*?is?%#i;?ﬁ HLA
B 227, A RMe (1.0g,1.88mmol ,95% ) A&t — B4t H T~ — 5 . UPLCMS (10
AP =570 Bh WL F B (BST) :531. 4(M+H)

0\/\01‘\/0\/‘\Nf>< N /OWOND\/\N/XS‘S/
‘\
/ TR IG\:‘P-fiM N o a
K2COs, KI, DMA
4e N OMe 4t
=
| J ©

i4e (0.21g,0.39mmol,1.045) ZEDMA (2.0mL) F A I NTRER 2R (0. 16g,
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1.19mmol,3. 024 &) , SR J5 IINIEJE AT TGN HLAAA (0. 12¢,0.41mmol , 1. 0524 &) ZEDMA (1mL) H
(R o B SR T PRk SONA5 /N« B K (30mL) 8 K S N4, 36 R A 01073 b B [ 44
ik YR IV iR T-DCM/MeOH (9/1, 30mL) H1, 3F FHER 7K (20mL) BE%: A4 HHLZE 7 B IF AR BT
f, 1 U IR B R ZHIA R o REURRE I A i i v (2 ke /Bt0AC) 4tk , 75 31 2 T8 € iR 4 ) 38
I P41 (0.11g,0. 15mmol , 38 %6 UL %) JUPLCMS (10708 J51) =6. 554 8h o Wil Jii & (EST
1) :730.9 (M+H) .

N OH
. | 3\/\.}/\,0-./“~h/><'x;/
/O\/\C/\/D\/\\/xb%/ N OMe

éf;\t@ et (SO0

F#4£(0.11g,0.15mmol, 1.0 5) FTGNEAEA (0.053g,0. 18mmol) I HIE M T
7KDMA (1.0mL) &7 . IR ABRERSH (0.041g,0. 30mmol) FIRLAL4H (0.025g,0.15mmol) - fE40°C K
TFER A A/ o 0] SRS PR N IK (5mL) , HLJE H A, S8 )5 8 FF9 % T-DCM
(20mL) H 3£ FH7K (10mL) Heidk o KA L2 LR 85 11 , ik I o v i o KL ] 4 068 o ek IR £ 1%
(2% /Et0Ac) 4tk , 7554g (0.099g,0. 10mmol , 66 % Y Z&) -UPLCMS (1044 757%) =6.38%
S, WA R (ESTY) :988.7 (M+H) *."H NMR (400MHz , DMSO-d6) :68.22 (d,J=7.9Hz,1H) ,8.12
(d,J=8.1Hz,1H) ,8.03(d,J=4.5Hz,1H) ,7.38-7.25 (m,2H) ,7.24 (t,]=7.9Hz,2H) ,7.24-
7.06 (m,2H) ,7.11-6.94 (m,1H) ,6.98 (s, 1H) ,6.91 (d,J=15.2Hz,2H) ,6.79 (s, 1H) ,6.45 (s,
1H) ,6.32(d,J=6.8Hz,1H) ,5.18 (q,J=12.3Hz,2H) ,5.01 (m,2H) ,4.54 (dt,]=9.7,5.2Hz,
1H) ,4.37(dt,J=10.6,5.4Hz,1H) ,3.87 (s,3H) ,3.71 (s,3H) ,3.60 (m,6H) ,3.57-3.50 (m,
2H) ,3.47 (qd,J=4.3,1.0Hz,4H) ,3.47 (s,3H) ,3.42-3.33 (m,2H) ,3.32-3.16 (m,2H) ,3.21
(s,3H),2.97-2.85(m, 1H) ,2.44 (s,3H) ,1.30 (s,6H) -

S 516

N OH

0 O. S,
,O\_/\Ofvom“/xs.,s/ | A N ! OMe AN \/\N’X g~

IGN#HRA |

MsO \‘/@\/CI N O
K,CO-, DMA
40 N ome  4h

=

0

[il4e (0.52g,0.98mmol, 1.0 &) FAKEREH (0.41g,2.94mmol,3. 024 &) EDMA
(10m1) = IV I IGNEEAAA (0.30g,1.03mmol, 1. 054 &) ZEDMA (2mL) H (VAR , 34
PN A5 /N o 7K (30mL) H K e Bi , 43 185 45 )2 H HEt0Ac (3 X 30mL) Z2HUK 2 A
(A HLE H7K (30mL) « h7K (30mL) e, 48 Mt BR B 1 o B 25 Bk s 1 (19 988 791 o REL Al ) d IR
W ik R ik (D ke /Et0AC) 24k, , 13 2 EE I 7= 414h (0. 35g,0 . 48mmo1 , 49 % UL Z) &
UPLCMS (1043 #h751%) =6. 1943 %h . WL i & (BST) :728.7 (M+H)
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H
N

OH
1 A0 A"“/D\/\h,xs‘S/
P e e T Sug~ “‘\QOHB
e o EBMIGNEHA ; {KZW WIZr %
4h KzC05, K, DMA

Ohle

(o)

f]4h (0.18g,0.25mmol,1.04 &) ZEDMA (5. 0mL) H VAR TP NN BR R 8 (0. 10g,
0.74mmol,3.04 &) , 2R 5 IO AL (0.04g,0.2mmol,1.04 &) . IO IE 5 [ TGN AR A
(0.08g,0.27mmol, 1. 14 %5) FEDMA (1mL) H B , 28 J5 FE40°C I s REA5 /NS o F 7K K
SRR G S8 g I o ] A o 4[] 44 T3 % - DCM/MeOH (202 1) w1, VK BE% , SRR EET
fo 3ok D T TR 4 o RH 0 B R i I e R S (ke /Et0AC) Alifk S B4k & 44g (0. 05g,
0.05mmo1 ,21% W) UPLCMS (10438 J773) =6. 39534 ML i & (BSTY) :989.0 (M+H)
ST .

s} o} S.
_o o ANy TN ~g~
O V\N/x ~g~ (o) N’>< 3

Eg p —— 6/93*

AP (0.17g,0.24mmol , 1. 024 5) ¥ fE T JC/KDCE (3mL) H, FFAEZ IR T A
= LA FEM AL (0.10g,0.48mmol, 3. 024 5&) o FE S BTR A 1IN o I AN G4k 2
(10mL) B RIBEY). 4 854 )2, B FHDCM (2 X 20mL) ZEHUK 2 -2 3 1A HUE F 2k 7k (2omL>
ek, ek a«’éﬂéﬂ% R UE IR, 733041 (0.13g,0. 18mmol , 77 % ULFK) , KA L 3t —
Alifl 1 BT R — 25 . UPLCMS (2. 50 517 15) =2. 134 Bh o ML i & (EST) :731.2 (+H) .

N OH
| /0\/\3/\/0\/\“%5\6/
A A O S~ N Zome
o) *’X s . N
0

= : N, 0 20 Ne,
e o:;\ﬁ oNgha A p j’j\r }-
r af KoCO5, KI. DMA . W gy MR | N
én - Ohle A0 Q Q |
C<

P B 41 (0.19g,0.26mmol , 1. 024 &) FITGNHEARA (0.084g,0.28mmol , 1.1 &)
VRART TC/KDMA (4.0mL) H o IO ATRER4H (0.11g,0.78mmol , 3. 04 &) Ffl{k4H (0.043g,
0.26mmol, 1.0 &) . fE40°C N HHHIE A W4/ N o 0] S SV A0 I K (BmL) o s ] 44 &
i, HFA R T-DCM (20mL) H 3 K (10mL) e  fE B R EE T8 , i Y8 H 4 2 i , [ 44 id
SRR i (O ke /Et0AC) 4k, 15 5)4g (0.065g,0.06mmol , 25 % Wt 2) L UPLCMS (10434 5
72 =6. 384> Bl WL i 2 (BST) :988.7 (M+H)

S 51118
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N OH
[S{‘I:%
0
0 4 z ©
Q = o] T
s Ao IoNT A s B 0 D e
Q. - Cl

9 THE/DMF, rt N
s X
p N OMe

[}

¥ E92p (0.03g,0.066mmol , 1,04 &) FITGNEL{KA (0.021g,0.072mmol , 1.1
) Y% T THF (0.65mL) FIDMF (0. 3mL) H o JE N = 2K FE B (0.021¢,0.079mmo1 , 1.2 &) , 4R
Ja 2212 IMADIAD (0.015mL,0.079mmol , 1.2 %) FE iR FAERS N Bk B2/ ok
U [ IR AP FE IR (Z92mL) AW S F= 4 o 3k 8T » 0 FH 7K B 34 80 4 1 i 4 o R okl 7
B A iE i RPHPLC (C184% , MeCN/7K , R JE : 40 % £260 %) 4tk , 15 5] 5 [ 63 M B R4k &
¥p2r (0.015g,0.02mmol , 31 % Yt %) JUPLCMS (2. 570 8hJ51%) =1.624> fh . Wil i & (EST) =
732.9 (\M+H)

S A519

o
ﬂNj\rnYiNi/\/\rWB gjﬁﬁf IGNF4A ~N’JY:‘|Y?\EM?N9

0 [¢]
o O THF/DMF, 1 + - o
HO. Cl
N
=z

2p

¥ AE2p (0.03g,0.066mmol , 1.0 5) FIi& J5 1 TGNELAAA (0.02¢,0.072mmo] ,
1. 14%5) % ## T THF (0.66mL) FIDMF (0. 1mL) 9 IR = 2K FE B (0.021g,0.079mmo1,1.224
), RG22 18 I ADIAD (0.015mL,0.079mmol ,1.2348) /=R PGS FEE R NIE &
Wh2/N) o W12 S TR G ) FHDCMRR RS, 3 7K (2x) ek K A HLE SR ER B T4, iy IF Ik
i o R 1) B AR M0 IERPHPLC (C184F , MeCN/7K , B B : 40 % %265 %) 4lifk, , 7= A B [ 3 Fa [
K125 (0.017g,0.02mmol , 35 % Yt #%) JUPLCMS (2. 553080 J5716) =1. 710 8h . WLl i & (ESTY)
=735.4 (M+H) .

St 5120

L
N Ollc
o8 g

NOy

! IGNE/RA . vﬂjx,
e PP Y

3d THEIDMA, 1t N OMe  3f

FAE43d (0.03g,0.149mmol , 1. 024 &) FHTIGNHLAAKA (0.046g,0.156mmol , 1.05
) Y fETTHF (1. 5mL) FIDME (0. 3mL) H o I =253 (0.047¢,0.179mmol , 1. 24 5) , 2R )5
2218 i ANDTAD (0.032mL,0. 164mmol, 1.1 5) /E =i FERS T HHE NP1 27N o R4
&ﬁ%u%%MN«%MMMMWF%lJﬁ{ﬁ@ﬁ%m%H%%MI%ﬂﬁW%z
R I R s ik (Dl /Et0Ae) it 19 38 2 B i B AR LA 431 (0.013g,
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0.027mmol, 18 % Yt %) ,UPLCMS (2. 543 8hJ51:) =1.8044f . Wl i & (EST') =478.4 (M+H) '
SEH 5121 .

H

OH
LN-‘KOW NO,

NC;
/ GRMIGNEHA, Ovéj\ﬂ
HO. ,\I o DIAD, PPhy . |
3d THE. N OMe  3h

FALE43d (0.03g,0.149mmol , 1. 024 5) FIIk JFE A TGNELAARA (0. 046g,0. 156mmol ,
1.0524 ) % AR-TTHF (1.5mL) o fIN =K 2% (0. O47g 0.179mmol,1.24 %) , SR G Z=E A
DIAD (0.032mL,0.164mmol, 1.1 5) o fE = N ER T N e R B2/ N o s STR A )
Wi H 5 H 2R (2 X) /\ﬁﬁjio*ﬁﬁ?’m/‘]ﬁfﬁ%#@k_ﬁﬁiﬂxéla % (2 %8 /Bt0Ac) itk 15 31 E A5 3
B E AR A Y30 (0.055¢,0. 115mmol , 77 % UL Z) LUPLCMS (2. 543 %1 7715) =1.90% %l . W
M 5i & (EST) =480.5 (M+H) .

St 5122 .

Xty 5y YN

JPecsy e - g‘:m, ol

[12d (0.024g,0.078mmol, 1. 14&) ZEDCM (1mL) " /19 *H IN AEEDQ (0. 019g,
0.078mmol,1.14%5) ik M55 %, F£ I AMeOH (0. ImL) , 2R 5 M A 30 (0.05g,
0.071mmo1) 7EDCM (ImL) HF FIA R o 75 S35 T Hi bl S B4 2 /N B8 B 28 S5 ) 56 Bl o TR 4 IR N4
PATE I B TiE ) » 1) Feb in AMTBE (5mL) , H7E =35 R £ B8 s 305 8t o i€ H [l 44
B3k EW21 , 4R J5 i 3 RPHPLC (C184E ,MeCN/7K) 44k 15521 (0.023g,0.023mmol , 33 % &
%) JUPLCMS (2. 5438 7i%) = 1. 7550 % W i (BST) =993.2 (\+H)

St 51123 .

\/gﬁﬂrHMOM- CBry, PPhy, DMA \&Nfﬁwom
HO. - C N

[7]2p (0.05g,0.110mmol, .04 ) FEDMA (1mL) H F 97 B I A DU B4k 6% (0. 044¢,
0.132mmol,1.2%4%) ,SRJG NN =ZE LB (0.043g,0. 164mmol , 1.5 ) , AR N Rk
SN2 /NEE o B LW 19 B B e R B L ﬁﬁMTBEEﬁFf‘#?ﬁ%I&I& REMLE D2y
(0.03g,0.058mmol ,57 %6 % ,52% 4l ) , HAZ#E— P AifL B T~ —28 . UPLCMS (2.5%
B =1.5940 8 WL & (BST) =518.2 (M+H)
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,N\’I,\."V(;H
2 uw ¥ 9
& oy @ é’cﬁaf\fi\:m ””ﬁ/"wﬁk/\/\(cm&
'-&/KI/NWT/\N)\/\/\’TQ”E IGNﬁ%A \/@\/ o o
g 0 & 0 c
ar\/C\/w i {: \le

v

[f]2v (0.03g,0.043mmol, 1.045) ZEDMA (0. 5mL) H KA H I BREE 45 (0.012¢g,
0.087mmol,2.0%4 %) , SR J5 IO IGNEL{AA (0.013g,0.046mmol , 1.054 &) 4F =R FHikk %
EVRA AN o FHK (5mL) B B 5 VR 47 908 H [ A o F% o] 44 %5 % T-DCM/MeOH (9/1 5 2mL)
H A HLE FZK (10mL) ER7K (10mL) B, HAE B IR EE T8 . Eid SEH B 22 7 2 J5 A il
(1) 7= )18 IERPHPLC (C184% ,MeCN/7K) 4fift.#5 %2 (0.011g,0.015mmo1 , 35 % Y& %) . UPLCMS
(2.550 8P J592) =1.6240 B WL i & (BST) =733.3 (M+H)

S 24
NHBoc NHBoc
DCM / SOCI, / DMF
—_——
f0, COMe o CO,Me
2‘. 2“

A G2y (14.7¢,0.052m01, 1.0 5, 41 SCER 1 BT ik i) %%, 2 W :Beilstein
J.0rg.Chem.2014,10,535-543) fEDCMAI (100mL) DMF (1mL) H {0 3% 0 — V14 2 A S0C1,
(12.6g,0.104mol,2. 024 5) o ££35°C N PTE UL B, 7 B R # ( L IL JE IO T
JoR [E A%, 75 37 . 5 AR 1 BT o NMR Y 7R Boe DR47 5 [T F 28 o 1) VR €1 0 T 2B N [ A B TR
B4 (10.6g,0. Imol) , 2R 5 B IL BE — 0 N BR IR AN ZZ h 2 pHON 216 - 7 o ) Fr A9 V0 I
Boc,0(12.7g,0.058mol , 1. 1245) FEAHE0 . 5/ o K S 1 [ 44k (7. 5) TN B | RETR A )
H1, SR JE M ABoc,0 (6.5g,0.030mol, 1. 7245 (pHAJ6) FFAE S T 4k S H 1L R AR E A
Y A R S8 (10mL) PSS BIpH N6 2 7. T i ABoc,0 (9.3g,42. 6mmol) FIDMAP (0. 2g,
1.63mmol) F 4k SR FE S A - ok YE R 60 s S LA RR 25— L6 0TE ) K DO FHIN. HC1 k¢ B
¥ Zun-Boc 4, 44 FLA AL I FIDCMAS X, I [A143 . 0g o ta FAME[E 44 (un-Boc i ¥) o KEDCMJZ
FH EE 7KW 5 I 4 BRI C 3 Ve o KEL A1) 00 7 e ek J € 1542 (EtOAe/ ) ik, 15 3 2k
R [E A 2w (9. 5¢,0.031mmo1 ,62% UL ZX) . 'H NMR (400MHz ,CDC1,) :67.84 (m,2H) ,7.75 (m,
1H) ,6.60 (s, 1H,NH) ,4.58 (s, 2H) ,3.91 (s, 3H) ,1.53 (s,9H)

NHBoc NHBoc
LAH

_— -
Cl CO,Me Cl OH

¥+ LAH/THF (0.6M,60mL, 1. 15 5) FERAE =R F 307 8, S8 5 N R - 0K
B HIZ-65°C A MBI A Y2w (9.3g,0.031mol,1.048) (TiZ)-60°C) , A4 s
3, B4/ NN 7K (1. 3mL) 15%NaOH (1. 3mL) FI7K (4mL) J% 7K J i FE 34204
Bl (T1295°C) o K S N S 4R £ T (Z190mL) %6 o K5 8 VA Bh /K e gk ik 4, 7= 4=
SRR EHCIRYI 2x (8.0g,0.029mo1,93% I 3) o 'H NMR (400MHz,CDC1,) :87.45 (s, 1H) ,7.40
(s,1H) ,7.10(s,1H) ,6.60 (s, 1H,NH) ,4.75(s,2H) ,4.50 (s,2H) ,1.53 (s,9H) .
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NHBoc NH,

HCI
Ccl OH Cl OH

HCI
2 2y

FAE42x (8.0g,0.029mol, 1.0 5) ¥ T-DCM (20mL) 91 - 7E UK AKHE H ¥4 H1
AAN HC1/Z=Wgke (15mL, 1.5 &) , F S 2R G WAEL0C R ML/ R ER R =
T o ARG 0 3 45 R Bt o W 2R 0L 8, - S bt v, FRAE LA (60°C) w18, 13- 21
SRR E AR 2y (5.4g,0.026mol,88% Yt %) . 'H NMR (400MHz , DMSO-d6) :87.45 (s, 1H) ,
7.25(s,2H) ,4.76 (s,2H) ,4.52 (s, 2H)
8o . exno, DPeA "0 D e
"OJH'Nfﬁ HO\D\,CI T ¢ °

A OMe

o

FEEH T, H2d (0.969g,3.20mmol, 1. 124 #) EDCM (25mL) ¥ %5 ¥ - in AEEDQ
(0.79g,3.2mmol, 1. 1 48) 87051 2 J5, &1 BhiZE M A2y (0.5g,2.91mmol,1.04 ) .
DIPEA (0.51mL,2.91mmol,1.04%) fEMcOH (5mL) H (VAR Bt HE RN A2 /NN FH 7K (30mL)
PER IR B, 53 85 4% 2, H HDCM (2 X 20mL) ZEHUK JZ ¥ & FE 1A VL2 F R R0 B% R =080
(20mL) «#h7K (20mL) Peik , B ER B T8 , ik SEH IR A BN EE N e = B3 1 e ]
PRTEMBTE A A B 1t 98 , 759 21 2 1 € [ A 1) AR 9 7= 42p (0. 64g, 1. 40mmo 1, 48 %6 L ) &
UPLCMS (2. 5408 J572) =1.304 Bl WL i & (BST) =456.3 (M+H)

AHIFEW KL NIE

1. —Fil e X @) M &9

LI

@
B R 1 5% B A s s A 2 (1) A& 5 ORI R e Bk B fR 3
SPGB Frd (D) AL &R aEE R —4 k.,

L

Hrpr:

L L7 AL AR SR, HARST A -H, B 12 10485 SR 1 A0 AT 2 B R A B %
SCHE BRI e £ M R R, 3R & ZBE LG - (OCH,CH,) . -R®, 1 3, JIE4 [ -NH (C=NH)
NH,],-OR, -NR' R”, -NO,, -NR’ COR”, -SR, -SOR’ , -SO,R’ , -SO,M, -0SO,M, -SONR’ R”, 53 , &
%, -COR” ,-0COR’ , -OCONR’ R” Bl HE 14 2 Jifa 75 P 4K, & W FL AN 1 42 2 A M 45 & 571 (CBA) 1 A
HHHES I NI ERRE R, 2L L AIL - EE 5SS AT
I I N (A 1 i O i e B A

My -HaEl FH B 1 ;
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RAEAG U B b7 13k ) b -1, A T3 104N B S 7 (1 A 3k BUAR ) B S e
MORIGe 2 i A BBt , 5 24 B2 .5 - (CH,CHL0) |, -RY, BA 6 R 18Nk S 1 AL B 75
B, A A AL H R AN A T AR B 5 2 1870 % 07 HE A, B
A TE6DMALHILE F 0. S NATPHY 2% SR 1 AR BRI 3 18 Tu 28 A A R AL 5

R* FIR” 4% F A7 3% H -H, -OH, -OR, -NHR, -N R) ,, -COR, LA 1 2 1048 J 11 4T
BB B SCBEEBRMIR e 2k M S o Bt , 58 24 B2 ¥ 5 - (CH,CHL0) |, -R%, AR 1264
FAZIIE H O S NAPHY 2% R 7 AR I BRI 3 18707834 5

R -HECE A 1R AN R 7 A BOURBCR BUR BB B B e bt , B S G
FRY S5 7 1 25 A ) e A

n N1Z 241 BEEL

Gik H -CH-B-N-; H

P APTIRBEOR A HE ] o

2. IR H LT i 532, Herp prid X (D AL Sl B BN 1 Ros

(o}
SSR
/0\/\0/\/0\/\N R1o0 HN 1 101
/\/\g/ ]
HO OH (lb), HO OH (IC); #‘j
NO,
Ho OH(1A),

AR, 9 (C,-C,) B I FLR, g (C,-C,) Ko I e g R e (sl 4 -

EAE

3T LT 0773 Fe T 5 A 4 ] R L

4B LT B 7 7, P AR TR L A 1 P B 2 AL
2R e XU 3, A- U2, 6- — F U B, — SRR O U
FE.2,2,2- 4L AP VUKL | DU UG | R R T R 2,
A4, 6 = PP 6 o P S 5 P RO P I 35 - — 23 5 e
| = 2/ = R PR R = (4~ TR R

5. BT A7 197 v o7 A 5 A P 4P L DU 2 7
JE 2 U TR X U B R U T B2, 2,2 = 2 AU

6. 415 H 5T 77 1%, Forp TR BEAR A S N2, 2, 2- = G 2 AL

7T E TR 7 Fo b TR R R R (R

8. U150 7R I 77 73, For ik PR R R Sy — P R 5 R P R, —
7,3 5 PR R e . PP B L BE B . = PP L PR e B L = S P PP Rk | =
PR e = S PR L 2 R UK 5 P P e L A0 T35 P PR AL T3
SRR 2- = B R 7, B BRI (TEOC) B [2- (= F L FI RE G 3E) 7 08 ] FP %

0. H1I5 I ST 73 , SEr T i R B R4 5y = 2 S P e, =
FF ek R A T PP e

10. 415 H ORI 77 125, Forp Tk YR S S A L T — PR B P R
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11 It H 7- LOH AT — TR IR 1 77 7%, Forp B ik F i e 2 R 47 2k [ Je o el ik =X
(D) &Y SR -C1R’-Br R’ - THIR’-0S0,CF, fEBRAT £ T RS BN, Fe Ry — Hi 3 57
AR . O B N R e 2t S A P R A L R R S RN
R e i = 3k P R e 0 L = R B AR e i L 2- PR UK 3 — R R R e 3 RT3k
ke S R T 3 — 2R PR e

12. 435 H VLATIR 9 77725, o Il B AR SR A% B

13. 4035 H 12FT IR {77325, o b BT AR S AL MR IR e | = 2 L — 5 T 3 2 i ik
WE2,6- ZHIIEMERE (1, 8- ARk - 7- i BV H JEIRIE .

14. 405 H 12FTIR 1) 535, For B AR5 % MRk e

15. 403 B 11- 14T — AT IR i 7772, Fo b il e AR A AL FIAEAE T 047

16. a3t 5 15 Bl (1 515, Ho A prd fi A0 77 o4 - — R R 2k ik (DMAP) \1,1,3,3-
DU F A ER L, 8- A WA [5.4. 0]k -7- 4% (DBU) »

17. 0I5 H 1- 169 A —TUAT I (1) 753 , oA T prid =X (D &4, 48 0. 8-
1.2.1-5.1-2.1-1.581-1. 28 /R 2 & Tk BE R 857 o

18. 40T H 11 - 17 AE— TR il (1) 53, Fodp Axs T Ak =X () it &4, 2 T
2P IR R 1) TR A SR A T ko

19. —Fhifi %=X (3) b &40

L™ I L
|

Z
P X
Py G 1

3
B ER AT BT T R A A i AL ) B AR R B AL 151 5 3K () Mtk &)

KL,
L
L'\ A L
PO~ | OH
2)
Hrp

L L7 AL FHIE SR, HARST A -H, B 12 10455 SR 1 A0 AT 2 B R A B %
SCHE BRI e £ A B R, 3R & ZEE LG - (OCH,CH,) . -R®, 1 3, JIE4 [ -NH (C=NH)
NH,],-OR, -NR’ R, -NO, -NR’ COR”, -SR, -SOR’ , -SO,R" , -SO,M, -0SO,M, -SO,NR’ R , 3 , B A
%, -COR” ,-0COR’ , -OCONR" R” Bl HE 14 2 Jfa 73 P 4K & W S AN 1 42 2 A M 45 & 571 (CBA) )
HHHEG I NI ERRE D], 2L LAIL RN R S ST
I s N (A 1 i I i e B A

My -HaEl FH B 1 ;

RAEAE VR HY BN S S7 b vk 1 bl -H, B 12 104N S 1 A0 A 308 B Y T8 < Bl
IORIeHE R el gt IR & I BT - (CH,CHL0) - -RY, BA6 2 184k S5 1 HIAE I AR K 55
B, S A — AN B AT H A AR A 5 IR BRI 5 2 18 0 2 U FEBA , Bl &
B 1RO 5 0. S NAPH) 4% I FATIE BRI 3 2 18 TG 4 FAZH B 1) 4
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R* FIR” 4% F A7 3% H -H, -OH, -OR, -NHR, -N R) ,, -COR, LA 1 2 1048 Ji 11 4T
BB B SCBEEBRMOIR e 2k M Sk o Bt , 58 24 B2 ¥ 5 - (CH,CHL0) |, -R%, MR 1264
FAZIIE H O\ S NAPHY 2% B AR I BRI 3 187034 5

Ry -HECE A 1R AN R 7 A BURBCR BUR BB B B e bt , B S G
FRY S5 7 11 25 A ) e ]

n N1Z 241 BEHL

Gizk H -CH- B -N-;

P ONBREORYT AL s H.

X 3 DA R AL B 2 6 B - T -C L IR T AT3E AL i (P b, X
N-Br. - IEUE R TR -

20 T H 19FT IR A 532, Forp prid 3K (2) itk & i A BL R0 -

o

o o R HN 3Rt
- \/\0/\/ \/\N 100 '-_,
/\/\[c]’/
(o] OH

NO,

ﬂ()

HHR, (M (C,-Cy) btk s I HR, ) A (C,-C,) Hedik Mk me S mle i b mee 5 (9, 4 -
R LML e IE) o

21. I H 198820 Frik 1) 77 1% , For B X 37 1) B i B2 16y PR AR R PP R B 7R
i 0T YRR TR 1 i — 9 T R G

22 NI H 21 BTk i 771, Fort X 2RI I BT iR R R TN O R R TR T

23. NI H 19- 22 AF— BT IR I 77 1%, Kb ik i 45 A ik =0 (2) &4
Lt A iR AR SR AL AT AR N SO

24 I H 23R IR 7, Horp BriR AR SR AR PRI = L i KM — R R 4 i i
WE . 2,6- FIENbmE IR E L (1, 8- R XA [5.4. 0]+ —fk-7- 4 (DBU) B DY FH 2%
WRIE o

25. NI H 24Pk W 773, Kb iR AR e Mo = iR — RN 4 i .

26. NI H 23-25H AL — TR IR 1 7 v , Herb B i it X 71 S B s 7R P i Y s 7
(MsC1) -

27403 H 198020 iR 1 7735 , Horp BT ik 77 5 B4 A e AR 5 ik =X (2) Bk &
WIRNE » H TR i Al A R SRR S PUVR AR - — IR AR AL SR | A, DO A Ak
— AL T AN BRI

28. —Fhil = (D ML &Y
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@) g

(a)

Hrpr:

L L7 AL AR SR, HARST A -H, B 12 10485 SR 1 A0 A i B R i B %
SCHE IR IR e £ M B R, BB & ZEE LG - (OCH,CH,) . -R®, 1 3, JIE4 [ -NH (C=NH)
NH,],-OR, -NR' R”, -NO,, -NR’ COR”, -SR, -SOR’ , -SO,R’ , ~SO,M, -0SO,M, -SONR' R”, 53 , & A
%, -COR” ,-0COR’ , -OCONR" R” Bl HE 14 2 Jfa 75 P 4K & W IL AN 1E 42 2 A M &5 & 571 (CBA) 1 A
HHHEG I NI RIERRE D], 2L L AIL - B 5SS AT
I s A 5 LA P i i 1 B A

My -HaEl FH B 1 ;

RAEFE VT B S S e | f -H, B 12 104N 8 7 AT B i) BL8% S Bk
PRIeHE R el gt IR & I BT - (CH,CHL0) - -RY, B 6 2 184 J5 1 HAE 1 AR K 5
5, B A ALk B A BRI 2 SR T AR IR B 5 B 18T A 05 AR, Bl
A 1R PAL G F 0. S NAIPH) 2% R A1 BT 3 22 18 70 24 A 4H il 4H

R* FIR” 4% F A7 3% H -H, -OH, -OR, -NHR, -N R) ,, -COR, LA 1 2 104N J 11 4T
AR BLBE  SCRERUR e i e R B, IR & —RE Bt - (CH,CH,0) . -RY, AR 1264
ST HIE H O S NFIPH % S5 A e AR 3 2 18T 4R Fh 5

RA-HELEA 1 244K R 7 B BB IR B R e S B e B, s A 5 S
[0 I N 22 A 1) i e B A

n N1E 2400 BH

Gife [ -CH- B -N-;

P R R EE A

X N3 ] FH DA R AR ZH AR 8 2536 - B - T -C1 VB BR I AIFE AL B (Dadk b, X
N-Br. - TEEEFRES)

R, R, Ry AR, 75 H A7 b B HH -H, B 13 104N S5 7 (A B BB S
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ERIR e 2 A R B, B 2 I B G - (CH,CH,0) -R_, B 3R, 8% [-NH (C=NH) NH, ] , -OR, -
NR' R”, -NO,, -NCO, -NR' COR” , -SR, -SOR" , -SO,R’ , -S0, H, -0SO,H, -SONR’ R” , &5t , B AL, -
COR’ ,-OCOR™ A11-OCONR’ R” 41 s fti 4 ; H.

Rg-H.-R\-OR.-SR.-NR' R”.-NO, =K % .

29. NI H 28k i 77 v, Horp i =X (3) Bfk-& ik | DL R UK oR

O
o G = HNJ\/7,SSR101
e \/\0/\/ \/\N 100 ‘-__’
/\/I
o] X4
P o @Bby; P (3c); Ao
NO,
(o} X
P "(A),

AR, 9 (C,-C) B I FLR, g (C,-C,) e I e g R e ({5l 4 -
EAE

30 10155 H 285207 i 1 7 v L FLrb IR R (3) (AL 04 5 A 2R (o) B MR AL 2
YIHERAT 5 R R

31 HIG L SO 1 77 95, G o i 5 A0 B Y 5 0 e s A B L 1L
.

32—l & 6) LAY

Ll

| HN—,
(0] x o] % R
P1/ G I:ln/ 1
N
RE Ra
(0]
Rs Ry

®)

1=

B ER 9%, Prid B A s () i &4

L
L
L % |
N:
O N 9] % R
P G m(" 1
Rg Rz

® A
3

5530 3 S S B, FoHp

L LD AR A BN, HomSr oA -1, B 1T E 104N R 7 T 12 B ) B 8%
SCHEBCHIR be JE M kBt R, B 2 I o0 - (OCH,CH,) . -R®, X1 3%, 8% [ -NH (C=NH)
NH,],-OR,-NR’ R”,-NO,, -NR" COR” , -SR, -SOR" , ~SO,R" , ~SO.M, ~0SO0,M, -SONR' R” , i J& , B
%, -COR” ,-0COR’ , -OCONR" R” Bl HE 14 2 Jifa 75 P 4K & W IL AN 1 42 2 A M &5 & 5771 (CBA) 1 A
A5 HEEA I S NS 1 R, R LD i A AN R A S A AT
T 52 A 5 A 1) P i 1 B R A
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My -Hal FH B 1 ;

RAEFE VT B S S e | i -H, oA 12 104N 8 7 AT B i) BL8% S Bk
PORIeE R el gt IR & BT - (CH,CHL0) - -RY, B 6 2 184k J5 1 IR 1 AR K 5
B, S A — AN AT g H A AR A 5 IR BRI 5 2 18 0 2 U5 FE A, Bl &
B 1RSI 5 0. S NAPH) 4% I AT IR BRI 3 2 18 TG 4 FA2H B 1) 4

R* RIR” %% H ASZHLE F -H, -OH, -OR, -NHR, -N (R) ,, -COR, L5 1 2 10/ J& 14T
IR B SRR BRI IR b 2k i B Elb s, IR o = @?ﬁmz (CH,CH,0) . -R®, MAA 15614
ST HIZE F 0. S NFIPH 2% i FE R B 32 18 TG 283

RA-HELEA 1 24K R 7 B IR B IR B R e S B e B, s A 5 S
1) 2 I e A () T 42 R 1A

n N1E 2405 H

Giz H -CH-2{-N-;

P R R EE A

R, Ry <R IR, & S M 3% [ R -H, BUA 128 10/ 5 7 AT IR AR 1 BB L Sk
jﬂwﬁﬁ J@%ﬁ&yﬁ R B H - (CH,CH,0) |, -R 0 &, IS [-NH (C=NH) NH, ] , -
OR,-NR' R”, -NO,, -NCO, -NR' COR” , -SR, -SOR" , -SO,R’ , -S0, H, -0SO,H, -SONR’ R” , & & , B
Ht,-COR ,-0COR’ A1-0OCONR’ R” zﬂﬁsza@ H; El_

RyM-H-R.-OR.-SR.-NR' R -NO, Bl %1 %
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