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Ponb ¢nyopocynb¢aTiB’ | cyrbdamaris

Yy MeAuuHi Ta NPUKAagHin Ximii
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Mera i 3apa4i gocnipgyKeHHs

Merta: po3pobneHHA ePeKTUBHUX, NPENAPATUBHO 3PYYHUX i MacTaboBaHUX METOAiIB CUHTE3Y
HOBUX CynbPYPBMICHMUX OpraHiyHMX byaiBenbHUX ON0KiB, 30KpPEMA HACUMYEHUX TFETEPOLMKIYHUX
cynbdamoindayopuais, ankeHinpayopocynbdPaTiB i UMKAIYHUX cyNbPamaTiB, @ TAKOXK AOCNIAKEHHS
iIXHbOI peaKLUiNHOiI 34aTHOCTI Ta NEPCNEKTUBHOCTI AN 3aCTOCYBaHHA B Cy4aCHOMY OpraHiYyHOMy
CUHTE3i 1 MeANYHIN XiMii.

1 0] SO,F,, Et3N, o > o
R2 SOZFZ R - /Rz FG\(/\)n Nach3/NazB407 FG\(/\)T] I FG\(/\)I'] T
R 75 X N X_ NH X N-S—F —= X' N-S—F
EtzN | é:O ™Mm MeCN abo Mm | 0 Mm
260 DBU 0/ N CH20|2, K.T.
(0 3aMilleHi azeTMauHu, niponiguHn, NinepuanHn, ninepasuHn,
1 1,4-giazenanun, MoposniHu, TiomopdoniHn
R1= Br, CO,Me, CO5H, Ar Ta kap6o/reTepokoHaeHcoBaHi aHanoru: X = CH,, NBoc, O, S
R2 = H, Me, i-Pr FG', FG? = CO,Me, CO,H, NHBoc, NHFmoc, NH,, OH, Br, mowo
R? 2 R3 R3
1 R
R NH so,F, R ’ (o) R o.
\/ > - N O 2 - 2 \ ~e/
| E,N | | ST A DY > S E
N-"“oH a6oDBU X0 © .. .R'"  aboiHwaoctoesa . _.R'O
R, = Br, CO,Me, NO,, CO,H, NH, R', R? = H, ankin a6o UMKNiYHWiA LMKNiYHWA pparmeHT
R, = H, Aryl abo auunbHa rpyna R3 = H, ankin a6o uMKNiYHWA LUKNIYHWIA dparmeHT




- Mera i 3agaui AocniaKeHHn

3apaui:

Po3pobutn npamuin  meton  N-bayopocynbdoHiNOBaHHA amiHiB i3 BUKopucTaHHAM  SO,F,;
ABOCTafiMHMMM Nigxogamu i3 3actocyBaHHAM SO,Cl,;

[JocnignTn CUHTETUYHY KOPUCHICTb OAeprKaHuX cylbPamoindayopumais y noaanblinx NepeTBOpPeHHsX,
cymicHux i3 rpynoto SO,F, a Takox y peakuiax beanocepegHbo No atomy cynbdypy;

Po3pobuTtn niaxia Ao cuHTe3y ankeHindayopocynbdatiB i3 KapboHiNbHMX CNOAYK Ta AOCAIAUTU iXHIO
NPMAATHICTb AK eNeKkTpodiNbHMX NAPTHEPIB Yy Nanagin-katanizoBaHux peakuiax Cysyki, CoHorawmpw,
XeKa, Ctinne, byxsanbaa—lapTsira Ta 6opuatoBaHHA 3a Miaypoto;

[MopiBHATM  peaKUinHy  34aTHICTb  MOAENbHUX  anKeHindnyopocynbdartie i3 BignosigHUMM
ankeHinTpudnatamu;

Po3pobutn SO,F,-onocepeakoBaHWin Niaxig A0 UMKAIYHUX cynbdamaTiB Ha OcCHOBI [5+1]-umknisauii
caniunnoBux amiais Ta [4+1]-umknizauii amiHopeHonis;

34iMCHNTU noganblly QYHKLUIOHANI3aLUil0 CMHTE30BAHUX UMKAIMHUX CcynbdamaTiB Ta OLIHUTU iXHIO
NEePCrneKTUBHICTb AK HOBUX XeMOTUNIB ANA MeAUNYHOI XiMmil;

MpoaHanizyBat ¢i3aMKO-XiMiYHy peneBaHTHICTb CMHTE30BaHUX OyaiBenbHUX BMOKIB i3 BUKOPUCTAHHAM
MogenbHUxX BipTyanbHux 6ibniotek Ta KpuTepiis nigepnogibHoCTi.
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. . . . R1 R1 R | R3

nigxig yHisepcanbHUn ons R2 / 0-S=0 o
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Y Banmau,lm-u AocniAXKeHHA peaKuii cynbpamoinioBaHHA

- HaCM‘-IEHMX I'ETEpOLI,MKIII‘-IHVlX aMIHIB i3 BMKOleCTaHHFIM SO F

SOze, Et3N, MeCN, K.T.
abo (Memod A) abo
»
N
H

N@C@ SO,F,, Na,CO3, MeCN, K.T. N
2

H (Memoo b) o:$:o
2.1 2.1-HCl F 29
0 CN O 0O
v & O (]
0=5=0 o—z—o h ) )
, -7 O:é:O o:§:o 0=S=0
F F | F !

F F
2.2a 2.2b 2.2c 2.2d 2.2e
86% (5)  69% (A) 63% (A)  76% (A) 44% (A)

j (P g
' _r?l_ N\S//O \ N\S/P
o4 0=5=0 N 0
F F -
2.2f 2.2g 2.2h 2.2i
72% (A)  95% (B) 98% (A) 92% (A)



CMHTE3 HaCUYEHUX reTepPOoLUKAIYHUX

moHo-N-dpnyopocynbdamoingiaminis

NHBoc NHB © ©
(P |I3OC SO.F (Dk oc Boc . NH; ClI 368 ®
N LN MezClz\l - N CF3;CO,H, CH,Cl,, 0 °C po k.T.  (fk S H, CI@
( )m abo (<):n }')m 3o "> (dn )m @bo ({n })m (Memo0 B) abo > ( ) > ;50 ( >
o)
H H 83-75% N 'ﬂ HCI (10% wt) B 1,4-aiokcaHi, K.T. nN m {nN})m
2.3 0=S=0 0=S=0 (Memod In) L _J
a4 b 56-92% 0=%=0 0=9=0
F 2.5°HCI/TFA F
® ®
s of NHs Cl s €
(0] E (@) r\ll \
p— p— —_ — I
| 0=5=0 0=S=0
F F ||:
2.5a*HCI, 66% (I 2.5b*HCI, 57% (I 2.5¢*HCI, 50% (I
® o ® ® ©
© NH
:2 Cl (NHZ Cl 3 CF3002
[ j NJ N
"\ 0=$-0 0=$=0
O:?:O | II:
L F

2.5d-HCI, 66% ()

2.5e-HCI, 82% (I

2.5f-TFA, 53% (B)
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- Cm-lTe3 N—clihygpocyndeaMdl'n aMiHOKMUCNIO Ta A-aMiHOKUCNOT

&5 S %
. c” op COBN EtgN, MeON, 1t | *~CO:Bn

CO,H CO,H CO;H ' cF.CcO H _QEO |
g (k7 1.SO,F, CHoClp Ho0 (e = 1 773 2; Cz/ 87-95%  o0=s=0
Na-B,O-+10H,0O : .8*HCI/TFA

(G B @60 (& B oAt Ta2Ba D TONED () Fo29

N N® @ 2.BogH. HCl popH =3 N !

H Hy Cl 0-$=0 Pd/C (10% wt), H, (20 6ap) 0,

2.6 2.6+HClI £ a7 MeOH, k1. (Memod ) abg < COzH
----------------------------------------------------------------- i Pd/C (10% wt), H, (30 6ap)  _d_

CO.H COH COH | Tro, k.1. (Memod E) S

N 5
O:IZO '\|l N L ' O‘ (><C02H @-'IICOZH
0=5=0 N N

e | =S= !

||: o= | =0 O:S|:O II: ' N COzH | |
£ . 0=$=0 0=S=0 0=S=0

2.7a,61%  2.7b, 68% 2.7¢,78%  2.7d,62% | | F g

 (S)-2.7e,80% (O) (S)-2.7f,80% (E) (R)-2.7f, 87% (E)



OH OH OAc

abo >
o 1. HCI (10% wt) B 1,4-giokcaHi ©)

N N SO,F,, Et3N
H Y o AcOH, k1 N C ecN o-C | 8898%
2.10 2.10-HC] 2. AcCl, AcOH, k.. (Memod XX) 2.11-HCl ’ oA
' Cc
68-94% OH
SO,F,, E;N,
CH,CI, Kk.T. AcCl, MeOH
: o -« - N
(Memod A) N —5°Chokr o:é:o
68% _ L 55-68% |
i 0=8=0 F 2412
F 213
OH OH OH OH
O\/OH
\
_'T'_ _'T'_ 0=$=0 N N
o= I =0 O—?—O F O:§:O 0:§:O
F F F F
2.13a (R)-2.13b (S)-2.13c 2.13d 2.13e
43% (€) 48% (€) 43% (XK) 43% (XK) 68% (A)



CMHTeTw-lHa KOPUCHICTb cynbdamoinpayopuais

X nop,anbumx nepeTBopeHHAX

(A) NHFmoc NHBoc (B) 0—{0 PhCO,H o PhCO,H o‘{o
Boc,0, Et;N, CH,Cl, ! S by, DEAD EDC-HCI -
N 0 Camrr = N L) £haP. T EtsN, DMAP
! I ! | ° — 2 =
o:§:o ‘ 96% o:§:0 l}l 0 le?.; K.T. _fﬂ_ oCHZCIZ N
F 214 ® o F 2.4a 0 ' 0:§:0 0 O—E—O 0 a_f;KT 0= S o
. F °
Fmocé%SU NH3Cl phco,H, EDC-HCI HN— ; (S)-2.19 (R)-2.13b (R)—2.19
NaHCO, Et,N, DMAP L—X PR
AcMe, Hzo, K.T. CH2C|2, 0 °C oo K.T. ' (I_)
87% h 83% . ’ OH
0-5=0 C ) 0=8=0 ; O\/OH CBry, PhyP, Et;N OV
2.5a- 5 |
NHTos F 2.5a-HCI HN 215 : 'Tl 260 N CH,Cl,, k.T. o S . |
TsCl, Et;N | |PhNCO, EtsN \/—/< HN—Ph : 0=9=0 0t o 52-59% I °‘§‘°
CH,Cly, k.T. || CH,Cl,, K.T. | F R F
NT =2 E > N | (S)}213¢ 2.13d | (S)-2.20c  2.20d
O:ézo 83 A) 88% o:é:o : ----------------------------------------------------------------------
£ 247 L 216 Al 1. LMKNONEHTaHon MoponiH / \
: N NaH, TT® Ca(NTfy), N
""""""""""""""""""""""""""""""""""""" : | o
) o : O=§—O 42 0 °C po Kk.1. | %O:é—“ \O
CO,H NHPh | O 'B°ﬂ';'7‘3/6p°6“a 4o o
PhNH,, BOP : b b
L 2.22 2.21
DIPEA, DMAP, CH,Cl,, k.T. : N
i 91% - N 5 4
0=5=0 ’ 0=5=0 ' 0=5-0
1 T F
F o 2.7d F 218 | [} 1.PhLi, Tro 22b 4 MeLi, Tro L)
! N° o 10°CpokT) | _0°Cpokr N
o= S O 2. BogH. NH,CI 2. BoaH. NH,Cl O= S O
! ph 65% 45% Me
2.23b 2.23a
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Ou,u-u(a CVIHTETVI‘-IHVIX nepesar

ﬂOpIBHﬂHO 3 ABOXCTaAIMHMM HI,D,XOP,OM

(A)
NHB ® ©)
(kNl-IBOC Ii%oc (kNHBOC IIBOC (P o I?oc ( NH, Cl ®
H, ©
Z N S0.Cl,, DBU N_  KF, 18-kpayH-6 N HCl 8 “ 2 |
). a6o (, ) z 2z ( a6o ({, ) ————>( ),, a6o ( > N
(?\l m 4}‘} mCHzCI2,0°C/:l0 K? N I %N>m MeCN, K.T. N %N> ™4 4-piokcai, k.T. ( ¥ )m 860 (%N}”m
o) 0,
H H 27 839 Ao ol_g  59-82% O:$:O o:#:o 56-84% S P
2.3 | 251 & E 24 F = =
F 2.5.HCI F
(B)

ﬂ SO,Cl,, DBU ﬂ ﬂ 1. TsOH, HZO,I .
fj CHZCIZ, 0 C po Ki fﬁ KF, 18-kpayH-6 fj aueToH, Kun FITII-ﬂFI
® 3
N N

77% MeCN, K.T. 2. BogH. NaHCO, N
H ol 75% po pH =8 L
2 O:é:O O:éZO 58% o= | =0
2.82-HCl ¢l 2.53 Fo2.84 t2.85
CO Me CO Me ( Cone Cone COZH
k (Pk (Pk
SO C|2, DBU KF, 18- -KpayH- -6 1. LiOH, H2O, T, k.1
)m )m &n PIm > ( )m > )m
N G) CH,CI,, 0°C no K T. N MeCN, k.T. N 2.80gH. HClpopH =3 N
256 9 SG HCI 65-71% 0=$-0 49-69% o:é:o 43-85% o:é:o
. &1 2.7 E oss t 27
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CuHTe3 ankeHindayopocynbdaris

SO,F,, DBU (2 eks.) (MeToa A) abo
R3 SO,F,, DBU (1.1 ekB.) (MeTtoa B) abo R3

o SO,F,, iPr,NEt (1.1 eks.) (MeToa B) J\( \é’

R2
, RA CH,ClI,, k.T., 16 rog abo . , R1 0/
S -39 LDA, TT o, -78 °C, 1 roa, pani S ¢ o
“8Ws0,F,, -78 °C go k.1, 16 ron Metog N -1a-q
0 0 o Q 0
\ 5 F \ O
O\ \\ \ O\ (0]
/ \\S, F
\\ \\ -2\
(0] \O
z
N
NHBoc Boc

3.1a, 63% (A) 3.1b, 75% (A) 3.1c,81% (A) 3.1d,79% (A) 3.1e, 80% (A) 3.1f, 67% (A) 3.1g, 68% (A) 3.1h,60% (A) 3-1i,91% (A)

O o\ O\ 0 O\\ O 0\ F
O’ \\
d L} *@ % \é i* /v -
3.1j,66% () 3.1k, 50% (B) 3.11, 55% (5) 3.1m, 64% (5 3.1n, 70% (B) 3.10, 67% (I 3.1p, 50% (1)
o) o o 0O o
% ,: )l Jl )H\ Boc\r\é EtO
N
Boc
3.2r 3.2s 3.2t 3.2u 3.2v 3.2w

11



Peaku |Cy3yK| Ta CoHorawmpu ankeHingnyopocynbdarie

3
R)\(O\s”o ArB(OH), (3.4, 1 eks.), K3PO, (1.5 eKB.) R)\(Ar
' 2 /7 \F A o ' 2
. Ry o) Pd(PPh3), 1,4 niokcaH, 40 °C, 16 rog /,R1
3.1a-n 3.4a

CF, ’
NHBoc = =
Boc / Ac CO,Et

3.4ia, 70% 3.4ac, 76% 3.4ad, 71% 3.4ae, 50% 3.4af, 83% 3.4ba, 74% 3.4da, 70% 3.4ea, 85%

R® — R* (3.5,1.05ek8)  R® R
sz\(o\s”o Pd(dppf)Cly CHoCl (0.05 exs.) RZJ\/
.’ R g F Cul(0.1eks.) Et;N (5 exs.)
3 1a-n Tro, k.1, 16 rog

T™™S [/ /S I
FELEIN
goc O\_/

NHBoc COEt
3.6ia, 3.6ac, 3.6ba', 3.6ca’ 3.6ea, 3.6na', 3.6af,
75% 78% 83% 87% 80% 77% 0%

CF,
=/ICN

3.4na, 0%
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[?Pgaxui'l' Xeka Ta Crinne ankeHingnyopocynodaris

R3 R4 (3.7, 2 exs.) R3
- J\(O\s’p Pd(PPhy),Cl, (0.05 exs.) RZJ\(\/R4
: R g “F EtsN (3 ekB.), . R

OM®A, 60 °C, 16 rog

34an " "3.8af-na

CozEt COzEt COzEt
NHBoc Ac COLE
2
(g 5 (g / éf

NHBoc OAc

3.8ba, 80% 3.8ca, 83% 3.8da,77% 3.8af, 0% 3.8ag,0% 3.8ah,0% 3.8ai,0% 3.8na, 0%

R3 Bu;Sn—R*(3.9, 1.25exks.) R®
» J\(O\s”o Pd(PPhs);Clp (0.05 exs.) RZJ\(R‘t
: 19 “F Cul (0.2 eks.), ' R
..R = Tro, 65 °C, 16 rog N
3.1a-i 3.10ae-ia
| E i Ei
N«
Boc NHBoc CO,Et

3.10ia, 90% 3.10ba, 88% 3.10ca, 93% 3. 10da 87% 3.10ea, 87% 3.10ae, 0% 3.10af, 0% 3.10ag, 0% 3.10ah, 0%



bopunioBaHHA 3a Miaypoto Ta

peaKuis’ Byxsanbp,a—l'apTBlra anKeHdenyopocyndeaTlB

R3 B,Pin, (1.5 eks.) R3
RZK\(O\ 0 PA(PPho);Cly 01 exa) k. BPin
' 1 ¢ F PPh3(0.2ek), PhOK (1.5ek.) |  p1

“3.1a-i TonyeH, 50 °C, 16 rog 34124

BPin BPin
BPin BP|n
BP|n
NHBoc CO,Et Boc

3.11a,90% 3.11b,87% 3.11¢,93% 3.11e,95% 3.11i, 70%

E HN th o % .
~__N Ph Ph 3.12a R4 3.12b R H
2
i Y | | > ZJ\KN R*
.___R' Ph  Pd(OAc), (0.03 exe.) Pd(OAc), (0.03 eks.) R 1 hig
3.13aa-na Pd,(dba); (0.03 eks.) R3 Pdy(dba); (0.03exs.) . R O
XantPhos (0.1 ekB.) ZJ\(O\ ,,o XantPhos (0.1 ekB.) 3.13ab
Cs,CO3 (1.4 exB.) R ,,S\F Cs,CO3 (1.4 exB.)
R 1,4-piokcaH .. RO 1,4-piokcaH
. 50°C,16roa | &M\ 50°C, 16 ron R® R
2 - = N
Bj\f “R* H,N—R* H RZJ\( R*
e ) 3.12d,e,h-j R4 RS LR
3.13ad-aj 3.12cf,g 3.13ic, 3.13af, 3.13ah
Ph Ph Ph
"oy X /:QCU oo s Y 10

O cozEtiﬁ@ 200 bbb &

3.13aa, 73% 3.13ca, 77% 3.13da, 76% 3.13ea, 80% 3.13na, 94% 3.13ab, 91% 3.13ic, 0% 3.13ad, 0% 3.13ae, 0% 3.13af, 0% 3.13ag, 0% 3.13ah, 0% 3.13ai, 0% 3.13aj, 0%
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(A) O

SOCl, _
NH H - O
2 MeOH, 0 °C oo R
OH 65 °C, 16 ron OH
4.2a 4.4b, 90%
MPoOMUCII080 4.4c, 87%
docmynHud b: R=4-Br 4.4d, 89%
peazeHm c: R=5-Br MeOH, NH5
d: R = 4-OMe 70 °C,
5 artm, 16 rog
(o) (o)
CO, MeOH,
Q NH, ~ Pd(dppfiCl, NH,
—0 OH 20 atm, OH
_ 16 rog, K.T.
4.2e, 4-isomep, R 2 Br) 4.2b, 70%
65% (3 4.1b) 4.2c, 78%
2.2f, 5-isomep, 4.2d, 91%
64% (3 2.1¢)
(B) 0
= 1 o , 429, R" = Br, R*= Me, 74%
OR3 RNH, R n-R 42n R'=H, R2= i-Pr, 80%
on A 4.2i,R'=H,R2=Ph, 79%
OH 4.2, R'=H, R2 = 4-CF,0CgH,, 63% "

R3 =H or Me



] N
R H
OH
4.2a-|
o) o)
NH NH
|
.$=0 o 350

4.1a, 56/25% (A),
>98/95% (5)

4.1b, >98/82% (5)

~o o o
7
0 NH N
030 Br 0350

4.1f, >98/54% (b

~

4.19g, >98/70% (b)

4.5a, 44/16% (A)

[l MoBHe nepeTBOpeHHs Gyno gocsrHyTo npu 50 °C.

4.5d, 39/32% (A)

SO,F, (1 atm)
N32003 (A),

Et;N (5), or DBU (B)

MeCN, k.T., 4-16 ron

4.1c, >98/74% (B)

@f@?@&

4.1h, >98/80%
(b, then B!?))

4.5h, 95%I°! (B)

4.1d, 61/58% (A
>98/90% (5)

4.1i, 42/29% (A),
>98/89% (b)

4.5i, 58/26% (A)

Y@*

- 4.1e, >98/84% (b)

(o)

A\

o
4.1j, 60/23% (A)

4.5j, 35/30% (A)

° Buxig 3a gaHumn PX-MC. 3pa3ok BMKOpUCTOBYBanu 6esnocepenHbo y HacTynHoMy ekcnepumeHTi 3 DBU ansa ogepxaHHs 4.1h.
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XimiuHi nepeTBOpeHHA

6e|-|30[e][1 p 3]0KcaT|a3m-|-4(3H)-0|-|-2 2-piokcuais

(A) o NH, !(B) 5
SOCl, ,D,M¢A NH,H o :
ol SN _NaOH O\ 57 NH
-0 1 /4-fiokcaH, 1 4—£I,IOKcaH -0 >— O ); | 1
R 07, 105°C, 0/ 0°Cmo R 0Ny ! =0 7T, 1,0, 0, nd &Aoo ‘\60
41a,R=H 46 rog 4.6a, 51% k.T., 16 rog 4.7a, 75% ' 416, 4- |30Mep K.T., 16 roq 4.92, 4-izomep, 55%
410, R =Br 1 B 4.7b,84% 4.1f, 5-isomep 4.9b, 5-isomep, 38%
Et;N, CH,CI,, k.7, (o] R T T
[ ) 40 rog (R = H) (N . B\,OH o
N [ 3
939 0| N7 oH
Ho | 97% MeNHZl % 73 A)l N PatamonCly O Zt‘o
[ ) HN” 0 o Cs,CO, o3
[ . 1,4-niokcaH, H,0O
N SN N ' NH 105 °C, 16 ro,q F,C 4.10a, 40%
B - : .$=0
-~ ' 4.1b —
0% 4.7d _to N\ sw-= .
atc 4o Et,N, Cul, Tr® O/é\\ o
' ' Pd(dppf)Cl,, FZ 0
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- BUCHOBKM

Y aucepTauinHiii poboTi po3B’A3aHO aKTyaslbHE HAayKOBE 3aBAaHHA, LLO MOAArANO0 B PO3pobseHHI epeKTUBHUX, NPenapaTUBHO 3PYUYHUX i MacTaboBaHMX
nigxoais A0 HOBUX CyNbdypPBMICHMX OpraHiyHux ByaiBenbHUX B/IOKIB — HAaCMYEHUX FeTepouUMKNiYHMX cynbdamoindnyopuais, ankeHinpayopocynodartis i
LUMKNIYHUX cynbdamaTiB — Ta Y BCTAHOBJIEHHI 0C06AMBOCTEN iXHbOI peakLuiMHOT 34aTHOCTI B peakuisax SUFEX, nanagili-kaTanisoBaHUX KPOC-CNOAYYEHHAX i
noaanbWnx GyHKLIOHANbHUX NePETBOPEHHSAX.

Po3po6aeHO 3pyyHy Ta €KOHOMIYHO ePeKTUBHY METOAMKY OAepKaHHA HACUYEHWUX TeTEPOLMKAIYHMX cyNbdamoindayopuais, WO FPYHTYETbCA Ha
npamomy N-pnyopocynbPoHINOBaHHI (reTepo)umKAIYHMX | PYHKLIOHANI30BaHMX aMiHiB i3 BUKOpUCTaHHAM SO,F, y ykHOMy cepefoBuiLui. MokasaHo,
Wo Ler nigxia € NpUAATHUM 1A WKUMPOKOro Kosa cybcTpaTie, 30Kpema CloayK i3 BiIbHUMW amiHOrpynamu, KapboKCUABHUMU Ta TiAPOKCUABHUMM
dyHKUiamK, | 3abe3neuye baraTorpaMoBmMin CUHTES LiNbOBUX NPOAYKTIB (80 122 r 3a oAMH Niaxia). BctaHoBAEHO, WO NpAMKIA MPOTOKOA Ha ocHOBi SO,F,
Ma€ nepeBarn Hafj aabTePHAaTUBHUMMN MeTogamu 3 BUKopucTaHHAM SO,Cl, 3aBAAKM BULLMM CYMapHMM BMXOZaM, MEHLUI KiIbKOCTi CTagin i KpaLwii
NPUAATHOCTI A0 MacLITabyBaHHS;

YcTaHOBMEHO, WO CUHTE30BaHi cynbdamoindayopuanm € CUHTETUYHO UiHHMMW iHTepmediaTaMu, sKi 6epyTb yyacTb AK Yy peakuifsx, CyMiCHUX i3
dyHKuioHanbHicTio SO,F, Tak i y nepeTBopeHHAX no atomy cynbdypy 3 O-, N- Ta C-Hykneodinamu. Lle go3sonAe po3rnagaTtv ix AK HOBe MOKOIHHA
byaisenbHMx 6s0KiB ana SUFEx-ximii, npupaTtHuMx Aas8 NoAanblIOro KOHCTPYHOBAHHA CTPYKTYPHO pPisHOMaHITHUX cynbdamigis, cynbdamartiB i
cynbdoHamigiB;

PospobneHo niaxif, Ao cMHTe3y ankeHinpnyopocynbdartis i3 KapboHiNbHUX cnonyk 3a gonomoroto SO,F, y npucyTHocTi M'akmMx ocHoB. lMoKkasaHo, Lo
ofiepKaHi CNoNyKM € NEerkoAoCTyNnHUMM, CTabinbHMMM npu 36epiraHHi Ta NEpPCneKTUBHUMU eneKTPodiNbHUMKM nNapTHepaMu Aaa nanagin-
KaTaNi3oBaHUX peakLuii Kpoc-crnonydyeHHs. s HUX po3pobneHo Ta onTUMi3oBaHO ymoBM peakuilt Cysyki, CoHorawmpu, Xeka, Ctinne, byxsanbga—
lapTBira, a Takox 6opuntoBaHHA 3a Misypoto;

JosepeHo, wo ankeHindnyopocynbdatv MOXKyTb PO3rNALaTUCA AK MOBHOLIHHA a/ibTepPHAaTUBA LUMPOKO 3aCTOCOBYBAHWM ankeHintpudnatam. Y
MOZENbHUX eKCNepMMeHTaxX iXHA peakuiiHa 34aTHiCTb BMABWMIAcCS nogibHo abo HaBiTb BULLOK MOPIBHAHO 3 BiANOBiAHMMU TpudnaTamu, Toai K
NiCNA peakuin KPoC-CNoy4eHHA YyTBOPIOOTLCA NEPEBAXKHO HEOPraHiyHi NoBiYHI NPOAYKTH, WO € AOAATKOBOK NPAKTUYHOM MEepPeBaroo LbOro Knacy
enektpodinis;

Po3pob6sieHO NpakTUYHY MeToaMKy cuHTe3y 6eH3o[e][1,2,3]oKcaTtiasnH-4(3H)-0H-2,2-aioKcuais WasXom ogHocTaaiHoi [5+1]-umKknisauii caniunmnosumx
amigis i3 SO,F, y npucyTHOCTi ocHOBW. BCcTaHOBNEHO, WO CENeKTUBHICTb MpoLecy BM3HA4YaEeTbCA NPMPOAOI0 OCHOBKU: y npucyTHocTi Et;N nepesaxae
6e3nocepeaHA UMKAi3aLia, Togdi AK Npu BUKopuctaHHi Na,CO; moxKavBe BUAINEHHA NPOMIXHMUX PnyopocynbdaTie. MeTos € onepauiiHO NPOCTUM i
NPUAATHUM 40 MacwTabyBaHHSA, WO Aano 3Mmory ogepKysatn 40 100 r LiNboBMX reTepoUMKAIB 38 O4UH CUHTETUYHUIA UMKA,

MOKa3aHO BMCOKY CMHTETUYHY FHYYKICTb OAepXaHMUX LIMKAIYHMX cynbdamaTis. IXHIO KOPUCHICTb NPOAEMOHCTPOBAHO B peaKLiaX AeOKCUXIOPYBaHHA 3
YTBOPEHHAM 4-X710p03aMilleHNX NOXiAHWUX, Y NoAanblomy SyAr-amMiHyBaHHI 3 oAepXKaHHAM NepPBUHHMUX, BTOPUHHUX | TPETUHHMX amiHocynbdamarTis, a
TAKOX Y NYXKHOMY rigponisi ectepHoi GyHKLiT Ta Nanagin-kaTanisoBaHUX peakLiax KPoCc-CNoayYeHHs;

Ha ocHosi niaxoay LLAMA chopmoBaHO MoaenbHy BipTyanbHy 6ibnioTeKy noxXigHMX UMKAIYHUX cyNbdamaTis i BCTAaHOB/IEHO, WO BCi 1i NpeacTaBHUKM
BignoBiaaoTb NpaBuay «n’atu» JliniHcbKoro, npasunam Bebepa Ta KpuTepito EraHa, a TakoxK npaBuny «4oTupbox» GSK. HalicyBopiwnm Kputepiam
Yepuepa Bignosiganm 58 i3 60 cnonyk, WO CBiAYMUTL NPO BUCOKY NEPCMNEKTUBHICTb CUHTE30BaHUX byaiBenbHMX 610KIB ANA CTBOPEHHA Nigep-noaibHmx
MONEKYNAPHUX BibnioTek. 19
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AOAATKM ¢I3MKO-XIMI‘-IHI BNACTUBOCTI CUHTE30BaHUX
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