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(57) 1. Crnonyka cpopmymm (1):

R,

LI

ae:
R1 siBnsie coboto atom BOAHIO, aTOM ranoreHy
abo niHiviHy abo posranyxeHy (C1-Ce)ankineHy rpyny,
R1ia siBMsie coboto atom BogHo abo MiHiNHY
abo posranyxeHy (C1-Ceg)ankinbHy rpyny,
R2 siBnsie co60t0 atom BOAHHO,
A saBnse coboro atom a3oTy i, pasom 3

posTawoBaHoo nopsig  -CHRs-rpynoto,  yTBOpHOE
N

KinbLe m | ne m sBnsie cobot 1, 2 abo

3,

R3 sBnsie coboto atom BOAHIO, MiHiHY abo
posranyxeHy (Cq-Cg)ankineHy rpymy abo (Cs-

C7)umknoarnkineHy rpyny,

X saBnse cobow NReR7,
reTepoLUMKIiYHy rpyny, ge:

Rs sBnsie coboto atom BOAHIO, MiHiHY abo
posranyxeHy (C1-Ce)ankineHy rpyny, S(O)rRg abo
CORg,

R7 sBnsie coboto atom BoOAHIO, MiHiHY abo
posranyxeHy (C1-Ceg)ankinbHy rpyny,

abo Rs i Ry, pasom 3 atomMoM a3oTy, SKun
MICTUTb X, YTBOPIOE MiPOSbHY rpyny,

Rs, Ro i R1o, siki MOXYTb OyT1 ogHakoBMMK abo
pi3HMMK, ABMAOTE COOOK aToM BOAHIO; MiHiiHY abo
posranyxeHy (C1-Cg)ankinbHy rpyny, HeobOB’Si3k0BO
3amilleHy ogHuMm abo OGinblie atomMamu rasoreny;
apun-(C1-Ce)arnkinbHy rpymy, B siKii YacTmHa ankiny €
niHiiHO abo po3sranyxeHoto; abo apunbHy rpyny,

n i p, ski MoxXymb OyTM ogHakoBuMKM abo
pi3H1MK, sSBNsAOTL coboto 1 abo 2,

npy UbOMY reTepouuKiiyHa rpyna oO3Hayae
iMmigasornbHy, niponb: - ~~~pasonbHy abo
oKcagjiasonbHy rpyny, , (1

il eHaHTiOMepW i / 30Mepu, a TakoX il
aguTuBHi  comi 3 apMaueBTUHHO  MPUNHATHOMO
KMcnoToto abo OCHOBOIO.

2. Crnonyka chopmyrm (I) 3a n. 1, ge rpyna

R.,\‘

Rm—'}f_’

X o—
: 3HaxoauTbCs y
Mo JIoXKeHHi b deHiny, akui i MicTUTb.

3. Crnonyka dopmymm (1) 3a 6yab-skum 3 nn. 1
abo 2, ge X aBnse coboto NRgR7 abo S(O).Rs rpyny,
abo reTepouuKIiYHy rpyny.

4. Cronyka dopmyrmm () 3a Oygp-Akum 3
nyHkTiB 1, 2 abo 3, ge X aBnsie coboto NRsR7 rpyny.

5. Cnonyka dopmymm (I) 3a Oydb-sikum 3

S(O)Rs abo
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R, 1—}}?—
nyHkTiB 1-4, Oe X 3HaxoauTbCs y MeTa-
Mo SIOXKEHHi CTPYKTYpU PeHOKCUKINbLA, sike T MICTUTb.
6. Crnonyka copmymm (I) 3a Oydb-sikum 3

R,

wa_jjj__*_

nyHkTiB 1-4, oe X 3HaxoauTbCs y napa-
Mo SIOXKEHHi CTPYKTYpU PeHOKCUKINbLA, sike T MICTUTb.

7. Crnonyka copmymm (I) 3a Oydb-sikum 3
nyHkTiB 1-6, Ae A sBnse coboto atom asoTy i, pa3om 3
posTawoBaHot rnopsa  -CHRs-rpymoto,  yTBOpIOE

_hT

KinbLe Ll , e m saBnsie coboto 1, 2 abo 3,
nepeBaxHo 1.

8. Crnonyka cdopmymm (1) 3a n. 1, ska sBnse
coboto {3-[(5,5-piokcnpo-2,3,3a,4-teTparigpo-1H-
nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-
in)okcu]deHin}meTaHamiH, a Takox i agUTUBHI cori.

9. Crnonyka cdopmymm (1) 3a n. 1, ska sBnse
coboto  N-{3-[(5,5-giokcnpo-2,3,3a,4-TeTparigpo-1H-
nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-
inJ)okcu]6eHsnn}-meTaHcynboHamia, a Takox i
aAuTUBHI coni.

10. Cnonyka dopmymm (I) 3a n. 1, sika aBnse
coboto  N-{4-[(5,5-giokcnpo-2,3,3a,4-TeTparigpo-1H-
nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-
inJ)okcu]6eHsnn}-meTaHcynboHamia, a Takox i
aAnTUBHI coni.

11. Crocib ogepxxaHHsi crionyk doopmymm (1) 3a
n. 1, ge A sBnsie coboto NRs rpyny abo A saBnse
coboto aTom as3oTy i, pa3om 3 po3TaLloBaHO NMopssa -

CHR3-rpyrnoto, yTBOPIOE KifbLie T, pmem

sBnse coboro 1, 2 abo 3, kui BiApPiI3HAETbLCA TUM,
WO $K BUXiOHY CrMOMYKy BUKOPUCTOBYHOTb CrOJYKY
dopmymm (I1):

iy
' SO,NH,

(.
R'; NH,

ae:
R'1 sBnsie coboto niHinHY abo poasranyxeHy
(C1-Ce)ankokcurpyny,
R'2 aBnsie coboto aToM BOAHIO, aTOM ranoreHy
abo niHiiHy abo posranyxeHy (C1-Cg)ankokcurpyny,
AKY:
(@) abo nigoaloTb  peakuii 3  KACNOTHUM
xnopugom ¢opmyrm (Ill) y npucyTHoCTi ocHoBw, Yy
cepepoBuL TeTparigpodypaHy abo aueToHITpury:
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! - CHz - (CHa),, - CHz - COC] (TIT},

[e m € TakuM, sik BU3HaveHo ans dopmynm (1),

3 ofepkaHHsAM crionyku chopmynm (1V):
LS SO.NH,
- (I,

R NH-QO-CH -(CH,))_- CH, - (1]
ne R'1i R'2 € Taknmn, sik BUSHa4YeHO BULLE,
SKY MOTIM LMKNI3yloTb Y cepeoBuLlj OCHOBU 3
OAepxaHHaM crionyku dpopmysm (V):

R’ Vg7
: S,
P (V)
N
1
R z
)
ne R'1, R'2i m € Takumu, sk BU3HA4YEHO BULLE,
AIKy He0bOB’AAI3KOBO MiAAalTb BiQHOBIEHHIO, Y
cepepoBuly cnupty abo pumetundopmamigy, Y

npuUCyTHOCTI  Goprigpuay HaTtpito, 3 oJepXKaHHSM
CMOJYKN cbopmynm (VI)

@[
N

ne R'1, R'2i m € Takumu, sk BU3HA4YEHO BULLE,

ae crnonyky cdopmyrm (V) abo (V1) nippatoTb
aii Tpubpomigy Gopy

3 onepmaHHﬂM crnonyku cpopmynm (VII):

n}r‘}r

o

ne Rz € Takum, sk BM3HAYEHO ans opmynm
(I),imeTe IYEHO BULLE,

() w

-y viguny cpopmymm (VIII):
MNH
RJ- E
NH,

Je R3 € TakuMm, ik BU3HAYeHo Ans hopmyrm

{¥ID),

{VIL),

o,

3 ofepKaHHsAM crionyku chopmynm (1X):

, (Il



5
R .
1 &{31'
p (ax;,
R'{ NH R,
ne R'1, R'2i Rz € Takumm, gk BU3Ha4eHo BuLLE,

AKY:
abo  BiOHOBMIOHOTH,

MeTanesuwn rigpua,
3 ofepKaHHAM cronyku cpopmynm (X):

N
(),
ed

ne R'1, R'2i R3 € Taknmu, sik BU3Ha4YeHO BULLE,

e abo arkinyiTb WSXOM Aii  CUnbHoOI
OCHOBM Y MpUCYTHOCTI arnkinytoyoro areHTa R'4X, ge
R's sBnse coboto niHinHy abo posranyxeHy (Ci-
Ce)ankinbHy rpyny i X sasnsie coboto atom ranoreHy, i
MoTiM BiAHOBIIOKOTb

3 ofepKaHHsAM cronyku chopmynm (XI):

S5 S0,
N {X1)
L,
R';

d
ne R4, R'2, Rz i R4 € Takumun, sk BM3Ha4YeHoO

BMKOPUCTOBYHOYU

panf

=

BULLE,
- y NpucyTHocTi anbaerigy dopmynm (XI1):

1
R}_- C\ {HI} )

H

ne R3 € TakuMm, siK BU3Ha4YeHo Ans (bOpMyJ'IM

OF

3 ogepXaHHaMm cronykn copmymm  (X),
onucaHoi BuLLg,

ne y crnonyui opmynm (X) abo (XI) rpyny R'4

Ta, korm rpyna R'z aBnse coboto miHiiHy abo
posranyxeHy (C1-Ceg)ankokcurpyny,

rpyny R'> nepeTBOpIoOTL Ha rigpoKcurpynm

3 ogepkaHHaM crionyku chopmynm (XII):

HO S0
W I
NH (XIIT),
ad
R.t
e Ro, R3 i R4 € Takmmun, sk BU3Ha4YeHoO AnA
popmyrm (1),

e crnonyky cpopmyrnm (V1) abo (XI) nigoatoTb
peakuii 3 GOpOHOBOK KUCIIOTOK Cronykn cbopmynm
(XIV):
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(XIV).

ge R"i saBnde coborw uiaHo rpymy abo
R1R1aXC-rpyny sik BU3HayeHo ans copmymm (1),

3 ofepXaHHaM (nicrss  HeobOoB'A3KOBOroO
nepeTtBopeHHs rpynu R"4, konu ocTaHHS sBnsie coboto
uiaHorpyny, y NReR7 rpyny sk BusHauyeHo Ans
dopmynm (1)) cronykn cpopmynm (l/a1) abo (l/az),
KOHKPETHUX BapiaHTiB crnonyku goopmymnm (1):

, (X)

P LY 50,
™H (L'a,),

ne R1, Ria, Rz, R3, Rs i X € Takumu, gk
BU3HaveHo ans chopmymnm (1),

R’\ -
Ri— - | - .
2
X (X | N (liags,

R; by |
-}III
ne R1, Ria, R2, m i X € Takmmu, gk BU3Ha4YeHO
Anst oopmynu (1),
Ae crionyku dpopmyn (I/a1) i (I/az)
OuULLYOTb, SKWO HeobxigHo, BignoBigHO A0

3BV KA O4YULLEHHS, PO3AiNsoTb, SKLIO
oa > (X”) isoMmepu BIOMOBIAHO [0 3BUYaMHOT
Tex . Hs1 | NepeTBOPIOOTbL, AKWO GakaHo,

y ix a,D,MTI/IBHI coni 3 dpapMaLeBTU4HO MPUAHATHO
KMcnoToto abo OCHOBOIO.
12. Crocib ogepxxaHHs cronyk doopmymm (1) 3a
n. 1 ge A saBnse coboto CR4Rs rpyny, skui
Bigpi3HAEeTbCA TUM, WO $K BUXiAHUMKA MaTepian
BUKOPUWCTOBYIOTb cronyky doopmymm (XV):
1
R 1 -
!'mll]'2
) .
NH (XV),

R/
(X1

A

R'1 sBnsie coboto niHinHY abo poasranyxeHy
(C1-Ce)ankokcurpyny,

R'2 aBnsie coboto aToM BOAHIO, aTOM ranoreHy
abo niHiviHy abo posranyxeHy (C1-Cg)ankokcurpyny,

Ky nigoatoTe Ail XropaueToHy Yy MPUCYTHOCTI
avmetundopmamigy 3 OAepXKaHHAM  CMOMyKK
dopmymm (XVI):
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R',
S Q:
N {(XVI),
R D
O 0

ne R'1i R'2 € Taknmn, sik BU3Ha4YeHO BULLE,
AKy MiggalTb NeperpynyBaHHI0 Y cepeaoBuLL
OCHOBW 3 ofepKaHHAM cronyku cpopmymm (XVII):

R r
SQI
MNH

{XY¥YIl),
R'

HO O

ne R'1i R'2 € Taknmun, sik BU3Ha4YeHO BULLE,

AKy AeaueTurioloTb LUMASXOM HarpiBaHHA 3i
3BOPOTHUM XOMOAUIBHUKOM Y cepefoBuLL 6eH3ory y
NPUCYTHOCTI HAANMLLKY €TUMEHr MIKOMo i kKaTani TU4HOI

KinbKOCTI p-Tonyo ncynbOHOBOI KUCINOTU 3
ofepxaHHsim crionyku doopmyrm (XVIII):
1
R 1

SQ:
NH ey,

R' :
2
Ty
ne R'1i R'2 € Taknmn, sik BU3Ha4YeHO BULLE,
AKy MigaaroTb rigponisy y cepefoBuLLj KUCTOTH
3 ofepKaHHAM crionyku cpopmymm (X1Xa):

R,

ne R'1i R'2 € Taknmn, sik BU3Ha4YeHO BULLE,

aToM a30Ty sKOi HeODOOB’A3KOBO, B 3arEXXHOCTI
Big npupoam rpymm Rs, Wwo € 6axaHol, 3axuwaiTtb
3aXWCHOK TpyMok i siky MoTim, nicna o6bpobku
CUIbHOK OCHOBOID, 06POBMISAOTE CNOYKO OPMYIU
R's-P,

e R's aBnse coboto niHinHy abo posranyxkeHy
(C1-Ce)arkinbHy rpyny abo (Csz-C7)umknoankinbHy
rpyny i P siBnsie coboto BigxigHy rpyny,

3 ofepXaHHAM, MICMs 3HATTA 3axuMcTy aTtoma
asoTy, cnonyku cpopmymm (XIX'a)

R, 50,

{(RiX"a).
R'I R';y
0
ne R'1, R'2i R'3 € Takumu, gk Bu3Ha4eHo BuLLE,
ne cronyky dopmynm (XI1Xa) abo (XIX'a),
npeactaeneHy gpopmyrnoto (XIX):
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K, 80,
C(XVI) (XTI
Mm%
O
ne R'1i R'2 € Takumu, sk BU3HA4YeHO BuLLg, | R3
€ TaknM, siK BU3HadeHo ans dopmynm (1):
- abo nigaaloTb KaTaniTMYHOMY BiAHOBIEHHIO 3

ofepXXaHHAM cronyku gpopmynm (XX):
R‘] Od e

XV o,

"~

R R,

ne R'1i R'2 € Taknmn, sik BU3Ha4YEHO BULLE,

- abo nepeTBOplOOTL A€ rigpuay y Crvpr,
TiZPOKCUIpyrMy SIKOTI NMEPETBOPIOIOTL B aTOM rasioreHy
Jieto BiAnoBIiAHOro peareHTy

3 ofepKaHHAM cronyku cpopmynm (XXI):

R'I SQI
NH (XXI),

R'! -
; , (XVIII)

ne R'1, R'2 i R3 € Taknmu, ik BUSHA4YeHO BULLE,
i R's sBnse cob60t0 aToM rarnoreHy,

- abo niggatoTb Ail MarHinopraHivyHoi Cronyku
R'4sMgBr, pe R'4 sBnse coboto niHiiHy abo
posranyxeHy (C1-Ceg)ankinbHy rpyny,

3 ofepKaHHAM crionyku chopmymm (XIXb):

R 50,

1 \"LT'I"I' mxh]

e

, (XIXa)

R R )
4 OH
e R'4, R'2, R3 i R'4 € Takumu, sk BM3HA4YeHO

BULLE,

e cnonyky cpopmyrm (XIXb)

- abo nigaalTb KataniTMYHOMY BiAHOBIEHHIO 3
ofepxaHHaMm crnonyku oopmynm (XXII):
R S0,

Nil (XXII),
R R,
L
R d
e R'4, R'2, R3 i R'4 € Takumu, sk BM3Ha4YeHoO
BULLE,
' Urpyrny nepeTBoOploOTL B atoM
rarore (XIXa) 1HOTO peareHTy

o weroprnan e STONYKM popmym (XXII):

, (0



e R'4, R'2, R3 i R'4 € Takumu, sk BM3Ha4YeHO
BuLLE, i R's sBNsie coboto aTtom ranoreHy,

ae cronyku cpopmyn (XX) - (XXII), pyny Ry i,
korm rpyna R'; aBnse coboto niHinHy abo
posranyxeHy (Ci-Ce)ankokcurpyny, rpyny R
nepeTBOPIOIOTL Y FAPOKCUIPYMA

3 ofepKaHHAM cronyku cpopmynm (XXIV):

XXV,

ne Rg, R3, R4 i Rs € Takumu, sk Bu3HayeHo ana
copmyrnm (1),

e cnonyky bopmymm (XXIV) nigoatots peakuii
3 BOPOHOBOIO KUCIOTO cronyku doopmyrnn (XIV):

R"; (XIV),

B(OH),

ae R"1 aBnse coboto yiaHorpyny abo R1R|XC-
rpyny sk Bu3HaveHo ans coopmynm (1),
3 ofepXaHHaM (nicnss  HeobOoB'A3KOBOrO
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nepeTtBopeHHs rpynu R"4, konu octaHHS sBnsie coboto

[NITo NN

LjiaHorpy rpyny €K BM3HAYEHO Ans
dopmyn , (XXI)  dopmymm (I/b), koHkpeTHoro
BapiaHTe yrm (1):
{,—C
= 7 o 50,
X
IFH
CH\ (I'b),
R! R,
LA

ne Ri1, Ria, R2, R3, R4, Rs i X € Takmmu, sk
BU3HaveHo ans chopmymnm (1),

Ae cronyky cbopmynm (I/b) ounwyoTb, SAKWO
HeoObXi~ '~  mimmoniee 40 [0 3BMYAWHOI  TEeXHiku
oumne | (XXlV) >, SIKLIO 6a>|<'aHo, Ha ||. isomepu
Bignos alHOI  TexHIKW po3dineHHs i
nepeTBOpIOTL, SKWO GaxaHo, y ii aguTuBHI coni 3
dapMaLueBTUYHO  MPUMAHATHOK  KMcrnoTow  abo
OCHOBOIO.

13. dapmaueBTMHHA KOMMO3ULis, sika MICTUTb
AK aKTVBHUW iHrpedieHT cronyky 3a Oydb-akuMm 3 nn.
1-10 y noegHaHHi 3 ogHuUM abo binblue iHepPTHUMMU,

HETOKCUMYHUMK,  (DAPMaLEBTUYHO  MPUIAHATHUMM
eKcuMnie" == =+ ==~ '~ ~'amu,

1 (XlV) 1Ha KomMno3uuis 3a n. 13, ska
MIiCTUTb irpegieHT crionyky 3a 6yab-

akum 3 nn. 1-10, AN 3acCTOCYBaHHA K NiKapCbKUX
3acobiB AK AMPA MOAYnATOPIB.

[aHni BMHaXxXig BiQHOCUTLCA A0 HOBWUX MOXigHUX
GeH3oTiasvHy i OeHsoTiagiasvHy, [0 cnocoby ix
NPUroTyBaHHSA i hapMaLeBTUYHMUX KOMMO3ULIN, SKi iX
MIiCTATb.

Ha cborogHilwHii oeHb BigoMo, WO 30ympKyBanbHi
amiHokucnoTy, ocobrmBo  rryTamaT,  BigirpalTb
KMo4YoBYy  porb Yy disionoriyHMx — npouecax
HEMpPOHanbHOI MNacTUYHOCTI | Yy MeXxaHismax, Lo
nexatb B OCHOBi HaB4aHHA Ta 3anam'siTOByBaHHs.
MaTodisionoriyHi JOCMIMKEHHA YiTKO Mokasanu, Lo
JediunT y rnytamartepridHii HempoTpaHcMicii TicHO
MoB's3aHUN 3 PO3BUTKOM XBOpOOM AnbLrerimepa
[Neuroscience i Biobehavioral reviews, 1992,16, 13-
24 ; Progress in Neurobiology, 1992, 39, 517-545].

Binblwe Toro, uMcrneHHi poboTn 3a OCTaHHi poku

npoAeMoHCTpyBanu iCHyBaHHs1 nigTunis
30ymKyBanbHUX  PELIEMmoOpiB  aMiHOKUCIOT i iX
dYHKUiOHanbHi B3aemogil [Molecular

Neuropharmacology, 1992, 2, 15-31].

Cepeg Takmx peuentopis, AMPA (a-amiHo-3-
rigpoKcK-5-MmeTun-4-i30Kkcas3os-nponioHoBa  KUCMOTa)
peuenTop BUSBISETLCSA TakMM PeELENTOPOM, SKUN
Hanbinblue 3anyyeHWn B aBMWE  isionorivyHoi
HeWpoHansLHoi 30ympKyBaHOCTi i, 0co6mMBO, B sABMLA,
AKi  3anyyeHi OO MpoueciB  3anam'siTOBYBaHHS.
Hanpuknag, 6yno BusIBNeHo, WO MPOLEC HaB4aHHS
noB'sA3aHUN 3i 3pOCTaHHAM Yy 3B'adyBaHHi AMPA 3i

CBOIM peuernTopoM Yy rinokamni, OfHIN 3 AiNgHOK
MO3Ky, FOMOBHUX A NpOoLeciB 3anam'aToBYBaHHS i
nisHaBaHHS. [NodibHUM YMHOM, HOOTPOMHI areHTw, Taki
SK aHipaueTam, HewopaBHo Oynm onucaHi  sK
Mo3UTUBHO MOAyItotoui AMPA peuenTopu
HevpoHanbHux knituH [Journal Neurochemistry, 1992,
58, 1199-1204].

B nitepatypi, crnonyku, sik MaloTb CTPYKTYpYy
6eH3amigy, 6ynm omncaHi siK Taki, WO BOMOAiITb TUM
Xe  MexaHisMoMm il i nokpallyloTb  mpoLuec
3anam'atoByBaHHs [Synapse, 1993, 15, 326-329].
Crnonyka B A 74, 3okpema, aBnsie coboto Hanmbinb L
aKTUBHWIA 3 HOBUX (hapMaKkooriYHNX areHTiB.

Hapewri, onuc [nateHTy EP 692 484] poskpusae
noxigHe 6eH3oTiaaiasuHy, ke Boroaie
nonerwyBanbHOK — aKTUBHICTIO  BIOHOCHO  CTpPymy
AMPA, i [naTeHTHa 3asBka WO 99/42456] onmcye
cepepl iHWMX KOHKpeTHi noxigHi 6eH3oTiagiasuHy sk
moaynatopu AMPA peuenTopib.

MoxigHi 6eH3oTias3nHy i 6eH3oTiagiaznHy, 4O AKX
BiJHOCUTBbCH OaHWi BUHaXxig, KpiM TOro, WO BOHWU €
HOBVMM, HecrnodiBaHO BUSBNAIOTb (hapMakonoriyHy
aKTUBHICTb BigHOCHO cTpymy AMP A, wWo €BHO €
6inbLU NepeBaXkHUM BIZHOCHO aKTUBHOCTI CMONyK, siKi
MaloTb MOAiOHI CTPYKTYpW, onucaHi y nonepeaHboMy
piBHi TexHikn. BoHm € kopucHummn sk AMPA
mMoaynsiTopu  Ana  nikyBaHHa abo  3anobiraHHs
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posnagam nam'aTi i NisHaBaHHs, siKi MOB'sA3aHi 3 BiKOM,
cuHgpomamuy TpuBoru abo Aenpecii, mporpecyymm
HeWipoaereHepaTMBHUMU 3aXBOPHOBAHHSIMMU,
xBopoboto Arnburenvepa, xsopoboto [lika, xopeeto
XaHTiHrToHa, wu3odpeHielo, HacnigkaMmm rocTpux
HeMpoaereHepaTUBHMUX 3axBOPOBaHb, Hacnigkamu
iluemii i Hacnigkamu eninencii.

Binblw KOHKpeTHO, AaHUM BUHaxig BiAHOCUTbCS
no cnonyK dopmymm (1):

o ‘\si .a
R, F@\ "i )

ae:

R1 aBnge coboto atom BOAHIO, aTOM raroreHy
abo niHiviHy abo posranyxeHy (C1-Ce)ankineHy rpyny,

R1a sIBnsie coboto atom BoAHo abo niHiiHy abo
posranyxeHy (C1-Ceg)ankinbHy rpyny,

R2 aBnge coboio atom BOAHIO, aTOM rarnoreHy
abo rigpokcurpyny,

A aBnse coboto CR4Rs rppyny abo NR4 rpyny,

Rs siBnfge coboiw atoMm BoAHIO, niHiMHY abo
posranyxeHy (Cq-Ce)ankineHy rpymy abo (Cs-
C7)umknoarnkineHy rpyny,

R4 aBnge coboto atom BogHio abo niHinHy abo
posranyxeHy (C1-Ceg)ankinbHy rpyny,

abo

A gBnse cobow arom asoty i, pasom 3
posTawoBaHot nopsg —CHRs-rpynoto, yTBOpIOE

—]

KinbLe m | ne m siensie codoto 1,2 abo 3,

Rs siBnsie cob6oto atom BOAH0 abo ranoreHy,

X aBnse coboto NReR7, S(O).Rs abo OR's rpyny
abo reTepouuknivHy rpyny, ge:

Rs siBnse cobokw atoMm BoAHIO, MiHiMHYy abo
posranyxeHy (C1-Ces)ankineHy rpyny, S(O)pRg, CORg
abo P(O)ORgOR g,

R7 aBnge coboto atom BogHio abo niHinHy abo
posranyxeHy (C1-Ceg)ankinbHy rpyny,

abo Rg i R7, pasom 3 aToMoM a30Ty, KU MICTUTb
X, YTBOPIOIOTb reTEPOLUKIIIYHY rpyny,

Rs, Rg i R1o, sIki MOXYyT™ OyTM ogHakoBuMKu abo
pi3HMMK, ABMAOTE COOOK aToM BOAHIO; MiHiHY abo
posranyxeHy (C1-Cg)ankinbHy rpyny, HeoboB'si3k0BO
3amilleHy ogHuMm abo OGinblie atomMamu rasorexy;
apun-(C1-Ce)ankinbHy rpyny, B sikii ankinbHa 4actuHa
NiHiiHa abo po3ranyxeHa; abo apunbHy rpynmny,

R's siBnsie coboto niHinHy abo posranyxeHy (Ci-
Ce)ankinbHy rpyny abo niHiiHy abo posranyxeHy (C1-
Cs)aunrnbHy rpyny,

nip, SKi MOXyTb 6yTK ogHakoBMMU abo pi3HUMU,
ABnATL coboto 1 abo 2,

[0 iX eHaHTIOMepIB i AiacTepeoizoMepiB, a Takox
Jo iX aguTMBHMX conen 3  hapmaueBTUYHO
NPUAHATHOIO KUCIIOTOK abo OCHOBOH,

MOBWHHO PO3YMITUCh, LLO:

- TepMiH "reTepouukniyHa rpyna" o3Hayae
MOHOUMKMIYHY abo GiyukniyHy, apomartndHy abo
HeapoMaTudHy rpyny, sKka MIiCTUTb Big OAHOro Ao
YOTUPbOX OJHaKoBMX abo pi3HUX reTepoaTomis,
BUOpaHUX 3 a3oTy, KWUCHIO i Cipku, HeobOB'SI3KOBO

82182 12

3amilweHy opHielo abo Oinblwe opHakoBuMK abo
pi3HMMK rpynamu, BUOpaHUMK 3 raroreHy, miHiiHOro
abo posranyxeHoro (C4-Ce)ankiny, niHinHoro abo
posranyxeHoro  (C1-Ce)ankokcu, niHiiHoro  abo
posranyxeHoro (C1-Cs)noniranoankiny, niHinHoro abo
posranyxeHoro  (C4-Ce)ankokcukapboHiny,  Okco,
Tiokco, kapbokcu, fiHinHoro abo posranyxeHoro (Ci-
C6)auuny, niHinHoro abo posranyxeHoro (Ci-
Ces)noniranoankokcu, rigpokcu, LiaHo, HITPO, amiHO
(Heo6OB'A3KOBO  3amilleHOro ofHielo abo Gimblie
niHinHUMKM  abo  posranyxeHnmun  (C1-Ceg)arnkinbHuMm
rpynamm), amiHocynboHiny (HeobOB's13k0BO
3aMilleHoro opHielo abo Oinbwe niHivHUMK  abo
posranyxeHnmmn (C1-Ceg)ankinoHumu rpynamu) i (Cq-
Ce)ankincynbdoHinamiHo,

- TepMiH "apunbHa rpyna", $K MOBWHHO
pPO3yMITUCb, O3Ha4Yae MOHOLMKIIIYHY apOoMaTU4Hy
rpyny abo OGiyukniyHy rpyny, B SKili LIOHANMEHLUE
OfHe 3 Kineup € apomaTtVyHMM, HeobOB'sI3K0BO
3amiweHy opHielo abo Oinblwe opHakoBuMK abo
pi3HMMKM rpynamu, BUOpaHUMK 3 rarnoreHy, miHiiHOro
abo posranyxeHoro (C4-Cg)ankiny (HeoboB'si3k0BO
3amilleHoro ofgHieto abo 6inblie rigpokcurpynamm),
niHinHoro abo  posranyxeHoro  (C1-Ce)arnkokcy,
niHinHoro abo poaranyxeHoro (C4-Ce)noniranoarnkiny,
NiHiHOrO abo poararnyXeHoro (Cs-
Ces)ankokcukapOoHiny, OKco, TioKco, niHiHoro abo
posranyxeHoro (C1-Ce)ankinTtio, kapbokcu, niHiiHOro
abo posranyxeHoro (C1-Ce)aumny, niHiiHoro ato
posranyxeHoro (C1-Cs)noniranoankokcu, rigpokcy,
UiaHo, HITpO, amiHO (HeobOB'A3KOBO 3aMILLEHOTO
ofHielo abo Ginblue MiHiMHUMK abo po3ranyXeHUMm
(C1-Ce)ankinoHumm abo NiHIRHAMN abo
posrany>xeHumu (C1-Cs)aumnbHumm rpynamu),
amiHokapboHiny (HeobOB'SA3KOBO 3aMiLLEHOro OfHiEt0
abo Oimbwe niHiMHUMKM abo posranyxeHumn (Cq-
Ce)ankinbHumn rpynammu), amiHOCYInbOoHiny
(Heo6oB'AA3kOBO  3amilleHOro ofHielo abo Gimblie
niHiMHMMKM  abo  posranykeHnmun  (C1-Ceg)arnkineHuMm
rpynamm), MOHO- abo ai-
(TpudbTopmeTUncynbgoHin)amiHo, PO(OR,)(ORy) (ae
Ra i Rp, gki MOXyTb OyT ogHaKoBMMM abo pisHMMM,
SABMAOTL COOOW atoM BOAHKO abo niHiHy abo
posranyxeHy (Cq-Ce)ankinbHy rpyny), 6eHaunokcu i
deHiny (HeobOB'A3kOBO 3aMilleHMX ogHielo abo

Ginbwe ogHakoBuMM abo  pisHUMKM  rpynamu,
BUGpaHuMun 3 ranorety, NiHiHOTrO abo
posranyxeHoro  (Cq-Ce)ankiny, nmiHinHoro  abo

posranyxeHoro (C4-Cg)nepranoarnkiny, rigpokcm abo
niHinHoro abo posranyxeHoro (C1-Cg)ankokcm).

Cepen apmaueBTUYHO MPUMHATHUX  KUCHOT
MOXYTb OyTn 3ragaHi, 6e3 Gyab-AKoro OOMEXEHHS,
XIOPMCTOBOAHEBA  Kkucrota,  GpomucToBoAHeBa
KMcnoTa, cipyaHa kucrnota, ¢ocdopHa KucnoTa,
OLTOBa KMCroTa, TPUTOPOLITOBA KUCIOTa, MOSOYHA
KMCMNOTa, MipOBMHOrpagHa KWucroTa, MarioHoBa
KMCMNOTa, SHTapHa KWCroTa, FnyTapoBa KMCIoTa,
cdymapoBa KuUCMOTa, BWHHa KMCIOTa, ManeiHoBa
KMCrnoTa, MMMOHHA KMCroTa, ackopbiHoBa KucroTa,
MeTaHCYrnb(OHOBa KuCMoTa, KamdopHa kucroTa i
T.4.

Cepeg apmaueBTUMHO MPUAHATHMX OCHOB
MOXYTb OyTn 3ragaHi, 6e3 Oyab-AKoro OOMEXEHHs,
rigpokcua HaTpito, rigpokcua kanito, TpueTunamid,
TpeT-0yTMnamiu i 1.4.
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Er,
By _F -
Mpyna X B nepeBakHO

3HaxXoaUTLCA Y NOMOXeHHI b deHiny, akun Ti MicTUTb.
Mepesara Biggaetecd Ria i Rz rpymam, ski
ABMAOTb COBOI0 aTOMM BOAHIO.
R"-.

Mpyna X nepeBaXHO 3HaX0AUTbCHA Yy
MeTa- abo mnapa-fofioXXeHHi CTPYKTypu eHOKCH
KinbLUs, Ske Ti MICTUTb.

X nepeBaxHo aBnse coboto NReR7 abo S(O)nRs
rpyny abo reTepouuKmivHy rpyny.

Binbw KoHKpeTHO, rpyna X nepeBakHO SABMSE
coboto NReR7 mpyny, Ae Re siBnsie coboto atom BoAHIO
abo S(O)Roe mpyny i R7 siBnsie coboto atom BOAHIO,
Takui siK, Hanpuknag, rpymm NHSO2Me, NHSOqiPr,
NHSO2CF3, NH,.

MepeBaxHi cronykn BuHaxody SBMsATe COGOHO
cronyku, ge A aBnsie coboto atom

asoTy i, pasom 3 posTawosaHoto nopsg -CHRs-

—N

rpyrnoto, YTBOPIOE KiMbLe m . ge m sBnsie
coboto 1, 2 abo 3, nepeBakHO 1.

MepeBaxHi crnonykv BUHaxoay SBNA0Tb COOOLO:

{3-[(5,5-piokcupo-2,3,3a,4-Tetparigpo-1H-
nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-
inJokcu]deHin}meTaHaMmiH,

N-{3-[(5,5-giokcnpo-2,3,3a,4-TeTparigpo-1H-
nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-in)-
okcu]beH3ummeTaHcy b oHamia,

N-{4-[(5,5-piokcnpo-2,3,3a,4-TeTparigpo-1H-
rapono[2,1-c][1,2,4]6eH30Tiagia3nH-7-in)-
okcu]beH3unmmeTaHcy b oHamia.

BuHaxig, TakoXx BigHOCUTbCA [0 crnocobis
npuroTyBaHHsi cnonyk coopmynm (1).

Cnioci6 npurotyBaHHs crionyk dpopmynm (1), ae A
aBnsie coboto NR4 rpyny abo A aBnge coboto atom
asoty i, pasom 3 posTawosaHoto nopsg CHR3

rpyrnoto, yTBOPIOE KinbLie m

ge m saBnse coboo 1, 2 abo 3, sAkun
BiOpI3HAETECA TUM, WO HK BUXIOHWMA MaTepian
BMKOPUWCTOBYIOTb crionyky doopmymm (11):

R, 30,NH,

(I
R';
ae:

R'1 siBnsie coboto niHinHy abo posranyxeHy (Ci-
Ce)ankokcurpyny, R'> saBnse coboio atoMm BOAHIO,
atom ranoreHy abo niinHy abo posranyxeHy (Ci-
Ce)ankokeurpyny, sky: (a) abo niggawTs peakuii 3
KMcrnoTHUM xrnopugom copmynm (I1) y npucytHocTi

OCHOBW, Yy cepefoBul TeTparigpodypaHy abo
aueToHITpuny:
CI-CH2~(CH2)m-CH,-COCI (un)

Ae m € TakuM, §iK Bu3HadeHo Ans dopmymm (1),
ans ogepxaHHa cnonyku gopmynm (1V):
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R SO,NH,
(V)
R “CO-CH,~CH,) - CH, - (1
ne R'1i R'2 € Taknmn, sik BU3Ha4YeHO BULLE,

SKy MOTIM LMKNI3yloTb Y cepeoBuLlj OCHOBM ANs
ofepxanHs cronyku chopmynm (V):

P V)

ne R'1, R'2i m € Takumu, sk BU3HA4YEHO BULLE,

sIKy HeOOOB'A3KOBO MigAaloTb BiOHOBIIEHHIO, Y
cepepoBuly cnupty abo pumeTtundopmamigy, Y
npucyTHocTi Goprigpuay HaTpito, Ona  ofepXKaHHsi
CMOoJyKN cbopmynm (VI):

(V1)

ne R';,R'2im e Taknmu, 5K BU3Ha4YeHO BULLE,

ne crionyky dopmymm (V) abo (VI) nipnaroTte gji
Tpubpomigy 6opy

ans ogepxanHa cnonyku gopmyrm (VIN):

VIl

ae Rz € Takum, sk Bu3HaveHo ana popmynm (1), i
m € TakuM, SiK BU3HaYeHO BuLLE,

(b) abo umkni3ytoTh:

-y npucyTHocTi amiguny chopmynm (VIII):

R,—< (VIIT

ae Rs e Takum, sk Bu3HadeHo ana cdopmymm (1),
ans ogepxaHHa cnonyku gopmyrnm (1X):

R, 50,

j\x, (IX)
lil‘.'2

ne R'4, R'2 i Rz € Takumun, sk BM3Ha4YeHO BuLle,
AKY:

- abo BiHOBMIOIOTh, BUKOPUCTOBYHOUM
mMeTaneBuii rigpua, [OnS  odepXKaHHs  CroJlyKu
cpopmymm (X):

B o
(X)
R'1 J\

e R't, R2i R3 € TakKMMU, 9K BUSHAYEHO BULLE,

- abo arkinyloTb LUNSAXOM Aii CUMbHOI OCHOBU Y
NMPUCYTHOCTI arnkinytodoro areHty R'4X, ge Rz aBnse
coboto niHiMHYy abo posranyxeHy (C1-Ce)ankinbHy
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rpyny i X sBnse cobokw atoMm ranoreHy, i noTim
BiHOBIIOKOTb
ans ogepxaHHa cnonyku gopmyrnm (XI):

1 5?2

H
RY R,
R,
ne R'y, R'2, R3s i R4 € Takumn, 9K BM3HAYEHO

BULLE,
-y npucyTHocTi anbaerigy dopmynm (XI1):
O

R‘|

(X1)

r
R—C (X

H

e Rz € Takum, sik BU3HaveHo ans opmynm (1),

Ana oaepxaHHsa cronyku coopmyrnm (X), onMcaHoi
BuLLE, Ae cnonyky chopmymm (X) abo (XI)

rpyny R'1 i, korm rpyna R'2 siBnge coboto niHinHy
abo posranyxeHy (C1-Ceg)ankokcurpyny,

rpyny R'2 nepeTBoOpIo0Th Y rigpoKkcurpynm

ans ogepxanHa cnonyku dpopmyrnm (XI111):

5

( )
XMI
; T')\

R,
ne Rz, Rs i R4 € Takumm, 9k BM3Ha4YeHo Ans
copmyrm (1),
ne crnonyky cdopmymm (V1) ado (XIIl) nigoaroTte
peakuii 3 GOpPOHOBOK KUCIOTOK Cronykn chopmymm
(XIV):
Rll

l '
@\ (XIV)

B(OH),

ae R"1 aBnse coboto uiaHo rpyny abo R1R1.XC-
rpyny sk Bu3HaveHo ans coopmynm (1),

Ana  ofdepXaHHa  (micna  HeobOB'I3KOBOrO
nepeTtBopeHHs rpynu R"4, konu ocTaHHS sBnsie coboto
uiaHo rpyny, ¥ NReR; rpyny sk Bu3HayeHo Ans
dopmynm (1)) cronykn copmynm (l/a1) abo (l/az),
KOHKPETHUX BapiaHTiB crnonyku goopmyrnm (1):

R,

"

roef L,
X

RO N
R,

ne R1, Ria, R2, R3, Rs i X € Taknmu, sk BU3HAYEHO
anst popmynm (1),

R,
Rf@ R

ne R4, Ria, R2, mi X € Takumu, FlK BU3HAYEHO Ond
popmyrm (1),

(I/ay)

(I/a2)
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Ae crionyku popmyn (I/aq) i (I/a2):

ouuyOTb, SKWO HeoOxigHo, BignoeigHo 0o
3BUYANHOT TEXHIKW OYULLEHHS, PO34insalTb, SKLWO
6axkaHo, Ha iX i3omepu BIOMOBIOHO OO0 3BUYaHOI
TEXHIKW pPO3AiNeHHst i NEPETBOPIOIOTb, AKLIO GakaHo,
y X aguTuBHI coni 3 hapMaueBTUYHO MNPUNHATHOMO
KMcnoToto abo OCHOBOIO.

Cnioci6 npurotyBaHHs crionyk dpopmynm (1), ae A
aBnsie coboto CR4Rs rpyny, Akvi BigpisHAETbCS TUM,
WO SIK BUXiAHWA MaTepian BUKOPUCTOBYIOTb CMOMyKY

dopmymm (XV):
Rl
j 50;
(XV)
n‘il
O
ne:
R'1 sBnsie coboto niHinHy abo posranyxeHy (Ci-
Ce)ankokeurpyny,

R'> sBnsie cobol atom BOAHIO, aTOM rarnoreHy
abo niHiviHy abo posranyxeHy (C1-Cg)ankokcurpyny,
Ky nigoalTb Ail xnopaueToHy Y MpUCYTHOCTI
avmetundopmamigy 48 OJepKaHHs  CMOMyKu
dopmymm (XVI):
L}

ne R'1i R'2 € Taknmn, sik BU3Ha4YeHO BULLE,
AKy MigaalTe NeperpynyBaHHiO Y cepeaoBuLL)
OCHOBW A5t ogepXKaHHs crnonyku chopmymm (XVII):
Rr
1

(XVI1)

“HO» o
ne R'1i R'2 € Taknmn, sik BU3Ha4YEHO BULLE,
AKy [deaueTumioloTb  LUMSAXOM  HarpiBaHHs  3i
3BOPOTHUM XOMOAMIBHUKOM Y cepefoBuLL 6eH3ormy y
NPUCYTHOCTI HAANMLLKY €TUMEHr MIKOMo i kKaTani TUYHOI

KiflbKOCTi  p-TONyOnCyrnbOHOBOI
OAEPKaHHS CrionykM dopmyrm (XVIII):

RI

KMUCJ1I0TU ana

1
H

ne R'1i R'2 € Taknmn, sik BU3Ha4YeHO BULLE,

Ky nigoalTb rigponisy y cepefoBULL KUCIOTU
Ons ogepXaHHa crnonyku gopmynm (X1Xa):

R, $Q,

(XVII)
R}

(XIXa)

RY

O
ne R'1i R'2 € Takmmun, sik BU3Ha4YeHO BULLE,
aToM a3oTy SKoi HeOoOOB'SIBKOBO, B 3aneXHOCTI
Big Mpupoau rpymm Rz, WO € GaxaHow, 3axvaiTb
3aXWCHOK TrpyMok i siky MoTim, nicna o6bpobku
CUMbHOK OCHOBOK, 06pO6NAOTL CMOMYKOK hopMynm
R's-P»
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ae R's aBnse coboto miHiiHy abo poaranyxeHy
(C1-Ce)arkinbHy rpyny abo (Csz-C7)umknoarnkinbHy
rpyny i P siBnsie coboto BigxigHy rpyny,
ONA ofepXaHHs, nicrs 3HATTA 3axucTy atoma
asoTy, cnonyku chopmymm (XIX'a):
+

R, sQ,

(XIX'a)
RY R,
Q
ne R'1, R'2i R'3 € Takumm, sik BU3Ha4eHo BuLLE,
ne cronyky dopmyrmm  (XIXa) abo (XIX'a),
rllge/:lCTaBneHy dopmyroto (XIX):
1

(XIX)

ne R'1 i R'2 € Takmmm, sk Bu3Ha4eHo Buule, i Rz €
TakuMm, siK BU3Ha4eHo anst popmymm (1):

- abo nigaalTb KataniTMYHOMY BiJHOBIEHHIO A5
oZepXXaHHs cronyku gpopmynm (XX):

Rl

1 &
. MNH (XX)
R R,

ne R'1i R'2 € Takmmn, sik BUSHa4YeHO BULLE,

- abo nepeTBOpIOIOTL i€l rigpugy y ChvpT,

TiPOKCUIpyrMy SIKOi NMEPETBOPIOIOTL B aTOM rasioreHy
Jieto BiAnoBIiAHOro peareHTy

(XXI)

ae R'1, R'2 i R3 € Takmumun, sik BU3HAYEHO BULLE, i
R's siBnsie coboto aToM ranorexy,

- abo nippatoTb Al MarHiiopraHiyHoi Crnonyku
R'4sMgBr, pe R4 sBnse coboto niHiiHy abo
posranyxeHy (C1-Ceg)ankinbHy rpyny,

ans ogepxanHs cnonyku dopmynm (XI1Xb):

R, 59,

RY R,
'Rl‘
* OH
ne R'y, R'2, Rs i R4 € Takumn, 9k BM3HAYEHO
BuLLE, Ae cnonyky cpopmymm (XIXb)
- abo nigaaloTb KataniTM4HOMY BiJHOBIEHHIO A5
ofepxaHHsi cronyku gpopmynm (XXII):

R’I 5
.

(XIXb)

(XXIT)
Ry R,
K,
ne R'y, R'2, R3 i R4 € Takumn, 9K BM3HAYEHO
BULLE,
- abo ii rigpokcurpyny nepeTBOpIOOTL B aToMm
ranoreHy Aieto BiANOBIAHOIO peareHTy
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ans ogepxanHsa crnonyku doopmynm (XXI11):

er SQI

R . R,
+ : 18

ne R'y, R'2, Rs i R4 € Takumn, 9K BM3HAYEHO
BULLE, i R's AsBNse coboto aTtom ranoreHy,

ae crnonykn dopmyn (XX) - (XXII), rpyny R'1 i,
korm rpyna R'; aBnse coboto niHinHy abo
posranyxeHy (Ci-Ce)ankokcurpyny, rpyny R
nepeTBOPIOIOTL Y FAPOKCUIPYMA

Ans ogepxaHHa cnonyku gopmynm (XXIV):

(XXI)

1
NH

: (XXIV)
R
R R, K

ne Rz, Rz, R4 i Rs € Takmmun, 9k BU3Ha4eHo Ans
dopmymm (1), ae cnonyky popmymm (XXIV) nipgatotb
peakuii 3 GOPOHOBOK KUCIIOTOK Cronykn cbopmynm
(XIV):

R (XIV)
B(OH),

ae R"1 aBnse coboto uiaHo rpyny abo R1R1.XC-
rpyny sk Bu3HaveHo ans coopmynm (1),

And  odepXaHHa  (micna  HeobOB'I3KOBOIO
nepeTtBopeHHs rpynu R"4, konu ocTaHHs sBnsie coboto
uiaHo rpyny, ¥ NReR; rpyny sk Bu3HayeHo Ans
dopmynm (1)) crnonyku dopmyrm (I/b), koHkpeTHOro
BapiaHTy cnonyk coopmymm (1):

IJ"|
—c
F'll- Jcll.-' @D‘ s -
T
R] x
v R, T
fe R, Ria, Ro, R3, R4, Rs i X € Takummy, siK
BU3HaveHo ans chopmymnm (1),
ae crnonyky dopmymm (I/b) ounwytoTb, SKWO
HeobXigHO, BIAMOBIAHO OO0  3BUYAMHOT  TEXHIKM
OYULLEHHS, PO3AiNsAoTb, SKWO 6axaHo, Ha ii isoMepu

BiAMOBIAHO [0 3BUYAMHOT TEXHIKM pO3aineHHsa i
nepeTBOpIOTL, SKWO GaxaHo, y ii aguTuBHI coni 3

(I/b)

dapmaLeBTUYHO  MPUUHATHOK — KUCroTo  abo
OCHOBOHO.
BuHaxig, TakoXx BiAHOCUTbLCA no

dapMaLeBTUHHUX  KOMMO3WULIN, $Ki  MICTATb, $K
aKTUBHWIA iHrpedieHT, cnonyky dopmymm (1) 3 ogHum

abo OinbLue BiAnoBigHUMM, iHepTHUMY,
HETOKCUYHMMM ekcuunieHTamu. Cepeg
¢dapMaueBTUHHUX ~ KOMMO3MWUiA  BignoBigHoO 4o

BMHaxo4y MOXYTb OyTW 3ragaHi GinbLu KOHKPETHO Ti,
AKi  NPURHATHI OnNA  opanbHOro, napeHTepanbHOro
(BHYTpiWHbOBEHHOTO  abo nigwkipHoro)  abo
HaszanbHOro BBedeHHs, TabneTkm abo Apaxe,
Mig'sI3VKOBI Tab neTKku, XKenaTUHOBI Kancyu, KOPXUKu,
Cyrno3uTopii, Kpemu, Masi, AepMarbHi reni, iH'ekToBaHi
npenaparu, NUTHI cycneHsii i T.4.
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MpuiHATHE [03yBaHHS MOXE pPO3pPI3HATUCL B
3arnexHocTi Big npupoau i CKnagHOCTi 3aXBOPIOBaHHS,
LUMAXY BBEOEHHS, BiKy i Barn nauieHTta i 3HaxoauTbCs
B AianasoHi Big 1 go 500mMr Ha geHb 3a ogHe abo
OiNnbLue BBEAEHb.

HacTynHi npuknagu OeMOHCTPYHOTb  OaHui
BMHaXig, i )XOOAHUM YMHOM He 0BMeXYIoTb oro ob'emy.

Ak BuxigHi MaTtepianu BUKOPUCTOBYIOTb
npoayKTu, siki BigoMi abo BMroTOBMSIOTECSA BiNoBiAHO
[0 BigoMUX cnoco6iB NPUroTyBaHHS.

CTpyktypu crnonyk, onucadi y lMNpuknagax, 6ynm
BU3HAYeHi BigMoBIAHO no 3BMYaNHOT
CNEKTPOPOTOMETPUYHOI  TexHikn  (iHppavepBoHe
BUMPOMiHIOBaHHA, AMP, mac-cnektpomeTpis,...).

Mpuknag 1: {3-[(5,5-Oiokcnpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3unH-7-
inJokcu]deHin} meTaHamiH rigpoxrnopua

Crapis A: 2,3-Avrigpo-1H-niporno[2,1-
c][1,2,416eH30TiagiasnH-7-on 5,5-giokcng

Po3uuH BBr3 (68,75mmorn) y 25vn
MeTUNMeHXopuay KpannsaMu godaBanu A0 PO34MHY,
oxornomkeHoro go 0°C, 27,5mmon 7-MeTOKcu-2,3-
avrigpo-1H-nipono[2,1-c]-[1,2,4]6eH30TiagiasnH  5,5-
fiokenay y 350mMn meTuneHxnopuay. NepemilyBaHHs
3dincHoBanM  Mpu  TemnepaTtypi  HaBKOMMLUHLOrO
cepefoBullia NpoTarom 24 roavH. PeakuinHy cymil
BUNMBaNu y Cymilw nbody i BoAMW, i CyCrneHsito
nepemiwlysanu npoTArom 30xB. Ocag
BiAdiNbTpOBYBanM, npoMuBanM fekinbka pasis
BOOI0, iNbTpyBanM BCMOKTYBaHHAM i BUCYLLYBanu
y BaKyyMi NS OAepKaHHS OYiKyBaHOrO MPOAYKTY.

Touka nnaeneHHs: >300°C

C% H% N% S%
MigpaxoBaHo 50,41 | 4,23 | 11,76 | 13,46
3HarigeHo 50,00 | 4,19 | 11,28 | 13,41
Crapia B:  3-[(5,5-Oiokcupo-2,3-gurigpo-1H-

nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-in)okcu]
GeH30HITpUN

CycneHsito, ska cknagaetbcs 3 7,06Mmon
npoaykty, ogepxaHoro Ha Cragii Buwe, 3-
LiaHoeHinbopoHoBoiI KUCIOTH (11,02mmon),
aueTtaty migi(ll) (11,02mmon), nipuauHy (22,0mmon) i
6rm3bko 500mMr 4A monekynspHux cut y 200mn
MeTuneHxnopuay nepemillysanu npoTaroM 24 roavH.
PeakuinHy cymill po3pimpkyBanu LUMSIXOM AoOaBaHHS
e 100mMn  MeTuneHxrnopugy i CycrneHsito
dpinbTpyBanu. dinbTpaT KOHUEHTpyBanM i MOTiM
BMilLlyBanM npsIMO Ha KONIOHKY cwurikaresto, $Ky
enoloBarM  CUCTEMOIO  MeTWUreHxsiopua/meTaHon
95/5. ®pakuii, AKi MICTATb O4iKyBaHWN MPOAYKT,
o6'egHyBany i BUNapoByBanu, i 3anuLIOK JodaBanm y
HEBENUKY KinbkicTb  eTuroBoro  ecpipy. [icns
BiAiNbTPOBYBaHHSA TBEpPAUW, OYiKyBaHUMA MPOAYKT
BigHOBIIOBaNM y hopmi Giroro nopoLuky.

Touka nnaeneHHs: 229-233°C

EnemeHTHUIA MikpoaHanis:

C% H% N% S%
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Crapia C: {3-[(5,5-Oiokcnpo-2,3,3a,4-TeTparigpo-
1H-nipono[2,1-c][1,2,4]-6eH30TiagiasuH-7-
in)okcu]deHin}meTaHamiHrigpoxrnopua

112mr (2,95mmon) LiAlH4 [onasanu,
HeBenMKMMM  nopuisMu, Ao  po3uuHy 0,58mmon
npoaykTy, ogepxaHoro Ha Crtagii Buwe, y 20mn
6essogHoro TI® i cymiw nepemiwyBamm npu
TemnepaTypi HaBKONULWHLOIO CepedoBULLa NPOTAroM
1rog. Hagnuwok rigpuay rigponidyBanu LINASXOM
nocnigoBHOIo [o[aBaHHA Kpannamu 1,5mMn
isonponaHony i 1,5Mn HacM4eHOro BOAHOTO PO3YMHY
NaCl. Coni anomiHito BigdinsTpoByBarm i dinbTpar
BMNapOBYBamu focyxa. 3anuLiok xpomartorpadysanm
Ha KOJIOHUi cunikaremnio, ey  CYMILLLLIIO
CH,CIl/EtOH/BOAH. NH3 95/5/0,5. Micna
BUMNApOBYBaHHSA bpakLin, Ak MiCTATbL aMiH, goAasanu
mepeHry B edipHui HCI. Po3uuH BunaposyBanu

Jocyxa i 3a/MWOK  MOBTOPHO — PO3YMHANM Y
MiHiManbHin KinbkocTi i3onponaHony. OuikyBaHuii
NpOAyKT  BUKpWUCTanisoByBanu i  BigHOBMOBanu
PinbTPyBaHHSAM.

Touka nnaeneHHs: 145°C
EnemeHTHUIA MikpoaHanis:

C% | Ho | N% | 8% | Cl%

MigpaxosaHo | 53,47 | 5,28 | 11,00 | 8,40 | 9,28

3HangeHo 53,09 | 5,34 | 10,65 8,30 | 9,30

Mpuknag 2: N-{3-[(5,5-Oiokcuno-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3unH-7-
inJokcu]6eHsnnMeTaHcynbgoHamig

MeTtaHcynbdoHoBuiA  aHrigpug  (0,20mmon),
posumHeHui y 2mn CHoCly, gogasanu kpanmsmu go
PO34MHY, OXOJIOLKEHOTO Ha NMbOAsHIN BaHi, cronyku,
ogepxaHoi y [lpuknagi 1 (0,136mmon) y 10mn
CHxCl2, wo wmictuts 0,34mmon EtsN. Peakuivivy
CyMiLLl nepemiwlysanm npu Temneparypi
HaBKOMULUIHBOrO CepefoBuLa MPOTArOM 3 roAuH.
PeakuiiHuii po3yunH npoMmuBanyM BOOOK | MOTIM
HacudyyBanu NaCl i cywwmmm Hag MgSOs. [Micns
BMMNAapOBYBaHHS Yy BaKyyMi, 3anMLiok pobunu GinbLu
TBEPOUM LUMAXOM MOPOLLKYBaHHS B eTUIIoBOMY eqoipi
ONA ofepKaHHs BKa3aHOro Yy 3arofioBKy MPOAYKTY
nicnsa inbTpyBaHHS.

Touka nnaeneHHs: 183-190°C.

EnemeHTHUIA MikpoaHanis:

C% H% N% S%
MippaxosaHo 51,06 5,00 9,92 15,14
3HangeHo 51,09 5,33 9,58 15,55

HactynHi [puknagn roTyBanu BignosigHO A0
meToauK, onucaHmx Yy [lpuknagax 1 abo 2,
noynHaroun 3 BiANOBIAHWX BUXIOHMX MaTepianiB.

Mpuknag 3: N-{3-[5,5-Oiokcnno-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3unn-7-
in)okcu]6eHsnntaLeTamis,

Touka nnaBneHHs:: 58°C.

EnemeHTHUIA MikpoaHanis:

lMigpaxoBaHo 60,17 | 3,86 | 12,38 | 9,45

C% H% N% S%

3HangeHo 59,42 | 3,96 12,29 | 9,63

MippaxosaHo 58,90 5,46 10,85 8,28

3HangeHo 58,51 5,73 10,36 7,82
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Mpvknag 4:  N-(1-{3-[(5,5-Oiokcupo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-
inJokcu]deHin } eTun)aueTtamia

Mpvknag 5:  N-(1-{3-[(5,5-Oiokcnpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-
inJokcu]deHin}-1-pTopeTnn)aueTamis

Mpuknag 6: 3-[(5,5-Oiokcupo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3unH-7-
inJokcu]6eHsnn isonponin cynbgoH

Mpuknag 7: 1-{3-[(5,5-iokcnpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3unH-7-
inJokcu]deHin}eTun isonponin cynbdgoH

Mpuknag 8: 1-{3-[(5,5-iokcmpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3unH-7-
inJokcu]deHin}-1-gpTopeTnnizonponincynbdoH

Mpuknag 9: N-{3-[(5,5-Oiokcuno-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3nH-7-
in)okcun]6eH3nn}(TpudTop )MeTaHCy b hoHamig,

Touka nnaeneHHs: 104-113°C.

EnemeHTHUIA MikpoaHanis:

C% H% N% S%
MigpaxoBaHo 4528 | 3,80 | 8,80 | 13,43
3HangeHo 46,20 | 3,87 8,58 13,84

Mpvknag 10:  N-(1-{3-[(5,5-Oiokcnpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-
inJokcu]deHin}etun)(tpudTop)MeTaHCYNbdoHaMIg

Mpvknag 11: N-(1-{3-[(5,5-Oiokcnpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-
inJokcu]deHin}-1-pTopeTnn)(TpudTop )METaH-
cynboHamig,

Mpuknag 12: N-{3-[(5,5-0iokcnpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-
inJokcun]6eH3nn}-N-metundeHsamia

Mpvknag 13:  N-(1-{3-[(5,5-Oiokcnpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-
in)okcu]deHin}etun)-N-meTundeHsamia

Mpvknag 14: N-(1-{3-[(5,5-Oiokcnpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-
inJokcu]deHin}-1-cbTopetnn)-N-meTundeHsamia

Mpuknag, 15: 7-{[3-(1H-Imiga3zon-4-
in)metun]deHokeun}-2,3,3a,4-Tetparigpo-1H-
niposo[2,1-c][1,2,4]6eH30TiagiasuH 5,5-giokeung

Mpuknag, 16: 7-{3-[1-(1H-Imigazon-4-
in)eTun]deHokcn}-2,3,3a,4-Tetparigpo-1H-
niposo[2,1-c][1,2,4]6eH30TiagiasuH 5,5-giokeug

Mpvknag 17:  7-{3-[1-PTOpP-1-(1H-iMigazon-4-
in)eTun]deHokcn}-2,3,3a,4-Tetparigpo-1H-
niposo[2,1-c][1,2,4]6eH30Tiagia3uH 5,5-giokeung

Mpuknag 18: N-{3-[(5,5-0iokcmpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-
in)okcu]6eH3nnnponaH-2-cynboHamig,

Touka nnaeneHHs: 112-118°C.

EnemeHTHUIA MikpoaHanis:

C H N S
TeopeTniHo % 53,20 | 5,58 9,31 | 14,20
EmnipnyHo % 53,36 | 5,80 9,24 | 14,52
Mpuknag, 19: 7-[3-(1H-Mipon-1-

inmeTun)dpeHoken]-2,3,3a,4-TeTparigpo-1H-
niposo[2,1-c][1,2,4]6eH30TiagiasuH 5,5-giokeung

200mr (0,58mmon) MpoaykTy, OAdepXaHoro 'y
Mpuknagi 1, y dopmi BinbHoro amidy, i 105un
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(0,81mmon) 2,5-aumeToKkcuteTparigpodypaHy
Jonasanu oo asodasHoi cymiwi 2,5mn Boau, 0,95mn
AcOH i 2,85vn  pguxmop-1,2-etaHy.  Cymiw
nepemiwysarm npu  80°C nmpoTarom 2 roauH,
[03BONANM OXOJIOHYTU Ao Temneparypu
HaBKOMULLHbOrO cepegoBuLa i ekctparysanm CHoClo.
OpraHiyHy a3y npomuBany HaCUYEHUM BOAHUM
posumHom NaCl i cywmmm Hag MgSOs. OuikyBaHuii

NPOAYKT  OYULLYBanmM Ha  KOMOHUi  cunikareno
(CHoCly/renran 75/25).
Touka nnaeneHHs: 150-152°C.
EnemeHTHUIA MikpoaHanis:
C H N S

TeopeTniHo % 63,78 | 5,35 | 10,63 | 8,11

EmnipnyHo % 63,65 | 5,28 | 10,38 | 8,41

Mpuknag 20: 1-{4-[(5,5-Oiokcupo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3unH-7-
inJokcu]deHin}meTaHamiHrigpoxrnopua

BukopuctoByloTb Ty X MeTOAMKY, WO i Ans
Mpvknagy 1, 3amiwyioun 3-uiaHodeHinbopoHoBy
Kucnoty Ha Crapii B isomepom 4-
LiaHoeHINGoOpoHOBOI KMCHOTU. Touvka NMaBrEHHS:
165-172°C.

C H N S Cl

TeopeTnyHo % | 53,47 | 5,28 | 11,00 | 8,40 | 9,28

EmnipnyHo % [ 54,08 | 5,16 |10,46 | 8,25 | 9,42

Mpuknag 21: N-{4-[(5,5-0iokcmpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3nH-7-
inJokcu]6eHsnnMeTaHcynbgoHamig

BukopuctoByloTb Ty X MeTOAMKY, WO i Ans
Mpuknagy 2, noynHaouu 3i Cronyku, ogepXaHoi y
Mpuknaai 20.

Touka nnaeneHHs: 165-172°C.

EnemeHTHUIA MikpoaHania:

C H N S
TeopeTniHo % 51,05 | 5,00 9,92 15,14
EmnipnyHo % 51,24 | 5,45 9,17 14,94

OBa eHaHTiOMepn [lpuknagy 21 po3sginanu
WwnaxoM  xipanbHoi  xpomatorpadii Ha  KOMOHUi
Chiralpak AD®. EmoeHt: CH3CN/iPrOH/DEA
1000/2/1. OBa eHaHTioMepwn 3a3HadeHi y [Npuknagax
22 i 23 B nopsigky, B SKOMy iX ertotoBanu 3rigHo 3
BUMLUE3a3Ha4YEeHMN YMOBaMMU.

Mpuknag 22: N-{4-[(5,5-Oiokcmpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3unH-7-
in)okcu]6eHsnnMeTaHcynbgoHamia, eHaHTiomep 1

EnemeHTHUIA MikpoaHanis:

Cc H N S

TeopeTniHo % 51,05 | 5,00 9,92 | 15,14

EmnipnyHo % 50,48 | 5,08 9,63 | 15,53

Mpuknag 23: N-{4-[(5,5-0Oiokcnpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3unn-7-
in)okcu]6eHsnnMeTaHcynbgoHamia, eHaHTiomep 2

EnemeHTHUIA MikpoaHanis:

[ C T H] NT S |
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TeopeTndHo % 51,05 | 5,00 9,92 | 15,14

EmnipuyHo % 50,77 | 5,06 9,70 | 15,47

Mpuknag 24: N-(4-[(5,5-Otokcmpo-2,3,3a,4-
TeTpangpo-1H-nipono-[2,1-c][1,2,4]-6eH30Tiagia3uH-
7-in)okcu]oeH3un}aueTamis,

BukopuctoByioTb Ty X MeTOAMKY, WO i Ans
Mpuknagy 2, 3amiwyoun  MeTaHCynb(OHOBUIA
aHrigpug  aueTUnxnopuaoM i BUKOPUCTOBYHOHUM  SIK
BUXiAHUA MaTepian amiH, ogepxanun y MNpuknagai 20.

Touka nnaeneHHs: 158-161°C

EnemeHTHUIA MikpoaHanis:

Cc H N S

TeopeTtnyHo % 58,90 | 546 | 10,85 | 8,28

EmnipuyHo % 58,85 | 5,69 10,65 | 8,51

Mpuknag 25: N-{4-[(5,5-0iokcmpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3unH-7-
in)okcu]6eHsnn}-2,2,2-tpucptoparietamia

BukopuctoByloTb Ty X MeTOAMKY, WO i Ans
Mpuknagy 2, 3amiwyoun  MeTaHCynb(OHOBUIA
aHrigpug TpUTOPOLITOBUM aHrigpuaom i
BUKOPUCTOBYIOMM  SK  BUXIOHWA  MaTepian amiH,
ofepxannn y Mpuknaai 20.

Touka nnaeneHHs: 136-138°C

EnemeHTHUIA MikpoaHanis:

C H N S
TeopeTnyHo % 51,70 | 411 9,52 7,26
EmnipnyHo % 5184 | 424 | 9,36 | 7,48

Mpuknag 26: N-{3-[(5,5-0iokcmpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,.4]-6eH30Tiagia3uH-
7-inJokcun]oeH3nn}-4-pTopbeHsamia

BukopuctoByioTb Ty X MeTOAMKY, WO i Ans
Mpuknagy 2, 3amiwyoun  MeTaHcynb(OHOBUIA
aHrigpug Xriopuaom 4-pTopbeH3oiny i
BUKOPUCTOBYIOMM SK  BUXIOHWA  MaTepian amiH,
ofepxanHnn y Mpuknaai 20.

Touka nnaeneHHs: 104-108°C

EnemeHTHUIA MikpoaHanis:

C H N S
TeopeTniHo % 6166 | 4,74 | 8,99 | 6,86
EmnipnyHo % 61,41 | 4,81 8,72 | 6,66
Mpuknag 27: 7-[4-(1H-TeTpason-5-

inmeTun)dpeHoken]-2,3,3a,4-TeTparigpo-1H-
niposo[2,1-c][1,2,4]6eH30TiagiasuH 5,5-giokeug

Crapia A: {4-[(5,5-Oiokcmpo-2,3,3a,4-TeTparigpo-
1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3uH-7-
inJokcu]deHinjaueToHITPMN

CycneHnsito, sika Mictutb 1,151  (4,77mmon)
2,3,3a,4-tetparigpo-1H-nipono[2,1-c]-
[1,2,4]6eH30Tiagia3nH-7-ony 5,5-piokcua, 1,00r
(6,21mmon) [4-(uiaHOMe TV ) eHiN]-6opoHoBOI
kucrnoTtu, 1,3r (7,15mmon) auetary migi(ll), 1,16mn
(14,31mmon)  nipuamHy i Grmsbko  500mr  4A
MOIneKkynapHux cut 'y 200mMn  meTuneHxnopuay,
nepemilysann npoTaroMm Houi. PeakuiHy cymiw
po3pimKyBanu [oJaBaHHAM e 100mn
MeTuneHxrmopuagy i CycrneHsito  inbTpyBanu.
QdinbTpaT KOHUEHTpyBanmu i noTiM BMilLyBanuM npsiMo
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Ha KOIIOHKY cwmikaremio, siky erioloBanm CUCTEMOIO
meTuneHxnopua/metaHon 99/1. ®pakuii, Ski MiCTATb
ouikyBaHW MPOAyKT, 06'edHyBamm i BUNnapoByBany, i
3aMvLLIOK JOo4aBarm Y HeBeMuKY KinbKiCTb eTUIoBOro
edipy. MNicna BiadinbTpoBYyBaHHA TBEpAUNA, BKa3aHUN
y 3arorioBKy NpoayKkT ogepxysanu y popmi bexxeBoro

MOPOLLKY.
Touka nnaBnieHHs:: 156-158°C
Crapis B: 7-[4-(1H-TeTpason-5-

inmeTun)deHoken]-2,3,3a,4-TeTparigpo-1H-
niposo[2,1-c][1,2,4]6eH30TiagiasuH 5,5-giokeung
Cycnengito 300mr (0,844mMon) ogepxaHoro Ha
Craaii A npoaykty, 164mr (2,53Mmon) a3ugy HaTpito |
113wmr (2,11mmon) NH4Cl y 3mn DMF nepewmiwysanu
npn 110°C npoTarom 24 rogwH. PeakuiiHii cymiLi
AaBanu OXONIoHYTW A0 TeMrnepaTypu HaBKOSMLLUHLOMO

cepegoBuwa i BunmeBanu iy 20mn 1N HCI.
MpoBoamrm  ekctparyBaHHA  (AcOEt), cyuwiHHA
(MgSO4) i BunapoByBaHHA [focyxa. 3anuLiok

nopolkysanu y Et:O i ocag BiadinsTpoByBamm ans
OlepXXaHHs BKa3aHOro y 3arosioBKy MPOAYKTY.

Touka nnaeneHHs: 209-212°C

EnemeHTHUIA MikpoaHanis:

C H N S
TeopeTtnyHo % 54,26 | 4,55 | 21,09 | 8,05
EmnipnyHo % 54,18 | 4,44 | 20,67 | 8,05
Mpuknag, 28: 3-{4-[(5,5-Oiokcnpo-2,3,3a,4-

TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3unn-7-
im)okcun]6ensun}-1,2,4-okcagiason-5(4H)-tioH

Cragia A: 2- {4-[(5,5-Oiokcupo-2,3-gurigpo- 1H-
nipono[2,1-c][1,2,4]-6eH30Tiagia3nH-7-in)okcu]deHin}-
N'-rigpokcieTaHiMigamig

2,51mn (18,0mmon) TpueTunamiHy gogasanu go

pO34nHy 1,25r (18,0mmor) rigpokcunamiH
rigpoxmopugy 'y 4mn  DMSO i cycneHsio
nepemiwlysanu npoTHArom 10xs. Ocag

BiAbinbTpoBYBanM i dinbTpaTt KoHUEeHTpyBanu. 992mr
(3,00mmon) npopykty Cragii A [llpuknagy 27
Jonasanu o inbTpaTty i po3yunH nepemiwysany npu
75°C npotarom 1 roguHu 30xB. Po3unHy pasanwu
OXOSIOHYTM A0  TeMnepatypu  HaBKOJMLUHbOrO
cepefoBula, i ocad peakuinHol CyMili 3amiHanu,
BUKopucToBytoun Boay. Ocap BiadinsTpoByBanm ons
OflepXXaHHs BKa3aHOro y 3arofioBKy MPOAYKTY.

Crapia B: 3-{4-[(5,5-Oiokcupo-2,3-gurigpo-1H-
nipono[2,1-c][1,2,4]-6eH30Tiagias3nH-7-
in)okcun]6eHsun}-1,2,4-okcagiason-5(4H)-tioH

348wmr (1,95mmon) 1,1'-TiokapboHingiimigasony i
notim 530un (3,516mmon) OBY popmaBarm  fo
cycneHsii ogepxxaHoro Ha Ctagii A npogykty (330mr,
0,85mmon) y 8mn CHsCN. PeakuintHuin po3uuH
nepemiwyBanu npu TemnepaTtypi HaBKOMLUHbOIO
cepefoBuwa MpoTarom  Houvi. 20mn 1N HCI
popasany; nposoaum  ekcTtparyBaHHA  (CHoClo),
npomuBaHHs (Hacuyenum NaCl), cywiHHsg (MgSOas) i
BMMNapoOBYBaHHS fgocyxa. Bkasanui y 3aronosky
NpOAYKT ofepXysanu y opMi XXOBTOFO BOCKY, SIKUW
BUKOPUCTOBYBaNM y CUPOMY BUMMSAi Ha HaCTYMHin
Cragpii.

Cragis C: 3-{4-[(5,5-Oiokcupo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3unH-7-
im)okcun]6ensun }-1,2,4-okcagiazon-5(4H)-tioH



25

Opepxkanvmm Ha Cragii B npogykt (290w,
0,68mmon) B eTaHoni (12mn) y npucyTHocTi NaBH4
(77wmr, 2,03mmorn) nepemiwyBanu npu Temnepartypi
HaBKONMULIHBOrO  cepedoBua  mpoTarom  1rog.
Hopasamm 10mn 1N HCI i npoBoamnm ekcTparyBaHHs
(CH2Cly). BkazaHuii y 3aronoBKy MpOAYKT O4YuLLyBanu
WnaxoM xpomatorpacdpii Ha KOMoHui cunikaresnto
(CH2Cl2/MeOH 99/1).

Touka nnaeneHHs: 124-126°C

EnemeHTHUIA MikpoaHanis:

C H N S
TeopeTniHo % 53,01 | 4,21 | 13,01 | 14,90
EmnipnyHo % 53,05 | 4,37 | 12,32 | 15,20
Mpvknag 29: N-(1-{4-[(5,5-Oiokcupo-2,3,3a,4-

TeTparigpo-1H-nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-
in)okcu]deHin}etun)meTaHcynboHaMmia

Cragis A: 1-{4-[(5,5-Oiokcupo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3unH-7-
inJokcu]deHin}etaHoH

CycneHnsito, sika Mictutb  3,0r  (12,48mmon)
2,3,3a,4-tetparigpo-1H-nipono[2,1-c]-
[1,2,4]6eH30Tiagia3nH-7-ony 5,5-piokcua, 3,18r
(18,73mmon)  (4-aueTundeHin)6opoHOBOI  KUCMOTH,
3/42r (18,82mmon) auetatry  wmigi(ll), 3,03mn
(37,15mMmon)  nipuamHy i Grmsbko  500mr  4A
MonekynsapHux cut y  150mMn  meTuneHxnopuay
nepemilysann npoTaroMm Houi. PeakuiHy cymiw
po3pimKyBanu [oJaBaHHAM e 100mn
MeTuneHxrmopuagy i CycneHsito  ginbTpyBanu.
QdinbTpaT KOHUEHTpyBanmm i MoTiM BMilLyBanuM npsiMo
Ha KOMIOHKY cwmikaresio, siky erioloBamm CUCTEMOIO
CHxClo/aueTtoH 99/1. ®pakuii, ski MICTATb OudiKyBaHWUIA
npoaykt, ob'egHyBanu i BUMapoByBamnu, i 3anMLIOK
Jonasanu B eTUNoBun edip. Micnsa
BiAdiNbTPOBYBaHHA TBEPAUN, BKasaHWA y 3arofioBKY
NpPOAYKT BigHOBMOBamM y doopMi 6inoro nopoLuky.

Touka nnaeneHHs: 152-154°C

Cragis B: (1-{4-[(5,5-Oiokcnpo-2,3,3a,4-
TeTparigpo-1H-tpono[2,1][1,2,4]-6eH30Tiagias3uH-7-
in)okcu]deHin}etun)amin

1,65mn (5,63mmon) izonponokeugy TuTaHy(lV)
popasanu kpannsamu o posduHy 1,0r (2,80mmon)
ogepxaHoro Ha Crtagii A npogykty y 5mn 7N
amiayHoro MetaHony. [lepemiwyBaHHA npoBOAUM
npy TemnepaTypi HaBKOMMLWHBOMO CcepefoBuLa
npoTArom Houi, gogasarm 424mr (11,20mmon) NaBHy
i nepemiwyBaHHA NPOAOBXKYBanu Lie MpOTAroM 2rof.
Ocapn peakuiiHOi cymiwi  34iiCHIOBaNM  LUMSXOM
[oAaBaHHs BOAM (2-3mn); oinmn ocag
BigdinbTpoByBarm.  ®dinbTpat  Bigknagam. Cag
cycnengyBarm y AcOEt, nepemillyBaHHs NpoBOAMNM
npoTtarom 30 XBUMMH | MpoBOAUIM INbTPYBaHHS.
dinbTpar ob'egHyBarm 3 nepwuMm  QinbTpaTtom i
npogoBxyBamm BugineHHs AcOEt. OpraHiyHi dhasu
o6'egHyBanu, npommsanm (HacudeHum NacCl), cywmnm
(MgSO.) i BUnapoByBanu y Bakyymi Ans ofepXaHHsi
BKa3aHOro y 3arofioBKy NpOAYyKTY.

Cragis C: N-(1-{4-[(5,5-Aiokcmpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3unH-7-
inJokcu]deHin}eTun)meTaHcynboHaMia

BukopuctoByioTb Ty X MeTOAMKY, WO i Ans
Mpuknagy 2, BUKOPUCTOBYIOYUN SIK BUXIOHUI MaTepian
npoaykT 3i cTagii B BuLue.

82182 26

Touka nnaBneHHs: 122-127°C
EnemeHTHUIA MikpoaHanis:

C H N S
TeopeTtnyHo % 52,16 | 5,30 | 9,60 | 14,66
EmnipuyHo % 51,93 | 5,81 9,32 | 14,59
Mpvknag 30: N-(1-{3-[(5,5-Oiokcnpo-2,3,3a,4-

TeTparigpo-1H-nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-
inJokcu]deHin}etun)meTaHcynboHaMia

BukopuctoByoTb Ty X MeTOAMKY, WO i Ans
Cragin A, B i C Tpuknagy 29, 3amiwytoun (4-
auetunderin)ooporHoBy kucrnoty Ha Cragii A (3-
aueTMndeHin)6opOHOBOIO KUCIIOTOH.

Touka nnaeneHHs: 83-84°C

EnemeHTHUIA MikpoaHanis:

C H N S
TeopeTniHo % 52,16 | 5,30 | 9,60 | 14,66
EmnipuyHo % 52,03 | 5,28 | 9,20 | 14,81
Mpuknag 31: N-(4-[(5,5-Oiokcupo-2,3,3a,4-

TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3unH-7-
in)okcun]6eH3nn}-N-metTnnMmeTaHcynboHamig

CycneHnsito, gka mictute 5,74mr (3,37MMmon)
2,3,3a,4-teTparigpo-1H-nipono[2,1-
c][1,2,416eH30TiagiasuH-7-ony  5,5-giokcua,  926mr
(4,04mmon) (4-{[meTun(meTun-
CynboHin)aMmiHo]MeTUN}PeHiN)bopPOHOBOI  KUCIOTH,
920mr  (5,06mmon)  auetaty  migi(ll), 817un
(10,10mMmon)  nipuauwHy i 6nmMsbko  4r  4A
monekynsapHux cut y 50mn CHzCl> nepemiwysanu
npoTAromM Houi. PeakuiHy cymiw dinbTpyBanu,
npomuBatoum  CHoClo/MeOH  (1/1). ®inbTpar
KOUEeHTpyBarnu i noTiM BMiLLyBanu NpsMO Ha KOPOHKY
cunikarento, siky entotoBanu cuctemoto CH,Clo/MeOH
95/5. ®pakuii, AKi MICTATb OYiKyBaHWN MPOAYKT,
o6'egHyBany i BUNapoByBamm, i 3anvLWLOK JOA4aBanv B
etunosun eqip. lMicns BiadinbTpoByBaHHA TBEPAMWN,
BKa3aHW y 3arofloBKy MPOAYKT BigHOBMOBanM Yy
dopmi 6inoro NOpPoLLKy.

Touka nnaeneHHs: 142-144°C

EnemeHTHUIA MikpoaHanis:

C H N S
TeopeTniHo % 52,16 | 5,30 | 9,60 | 14,66
EmnipnyHo % 5199 | 5,55 | 943 | 14,66

Mpuknag 32: {3-[(5,5-Oiokcupo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3unH-7-
in)okcu]6eH3nn} gumeTUnamiH

Cragia A: Metun 3-[(5,5-Oiokcupo-2,3-gurigpo-
1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3uH-7-
inJokcu]6eHsoat

BukopucToByloTh Ty X MeToAuKy, Wo i ana Cragii
B Tlpuknagy 1, BUKOPUCTOBYHOUM K  BUXiAHI
matepianu cronyky, ogepxaHy Ha Ctagii A Mpuknagy
1, i [3-(meTokcukapboHIn)deHin6opoHOBY KUCIOTY.

Touka nnaeneHHs: 211-214°C

EnemeHTHUIA MikpoaHanis:

C H N S
TeopeTniHo % 58,06 | 4,33 7,52 8,61
EmnipuyHo % 57,70 | 4,54 7,29 8,37
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Cragis B: 3-[3-(AmiHocynbdoHIn)-4-(2-
okconiponianH-1-in)gpeHokcn]6eHsonHa KucnoTa

CycneHgito ogepxaHoro Ha Cragii A npogykty
(1,1r, 2,55mmon) y 18mn 1N NaOH HarpiBanu npwu
95°C po opepxXaHHa po3uymHy. PosuvHy pgasanwu
OXOSIOHYTM A0  TeMnepatypu  HaBKOJMLUHbOIO
cepegosuwa, aunnosanu 3 1N HCI i ekctparyBanu
(CHoCl). OpraHiuHi dasu ob'egHyBanv, npommusanmu
(HacnyeHum NaCl), cyLmnu (MgSO0y4) i
BMNapoByBamn. 3anuwiok mnopowkyBata y EtO;
BKa3aHW y 3arofioBKy MPOAYKT BuMagaB B ocaf, i
1oro BigHOBIOBaNM ifNbTPYBAHHSM.

Crapgia C: 3-[(2,3-Owurigpo-5,5-giokcupo-1H-
nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-
in)okcu]6eH3orHa kmucnoTa

CycneHgito ogepxaHoro Ha Cragii B npogykry
(850mr, 2,26mmon) y 25mn TT'® y npucyTHOCTI 675un
(4,52mmon)  OBY  HarpiBamuM i3 3BOPOTHUM
XONOAWMLHMKOM  mpoTarom  1roa. [ pasarm
OXOJIOHYTM A0  TeMnepatypu  HaBKOJMLUHbOrO
cepepoBuua i aunmosanu 3 1N HCI, i 6inmuin ocag,
BiAMOBIAHWN BKa3aHOMYy Yy 3arofioBKy MpPOAYKTY,
BiAdiNbTpOBYBanu.

EnemeHTHUIA MikpoaHanis:

C H N S
TeopeTtnyHo % 56,98 | 394 | 7,82 | 8,95
EmnipnyHo % 5715 | 413 | 7,68 | 9,16
Crapgia D:  3-[(5,5-Oiokcupo-2,3-gurigpo-1H-

nipono([2,1-c][1,2,4]6eH30TiagiazuH-7-in)okcn]-N,N-
AvmeTnndeHsamig

Jo cycneHsii ogepxaHoro Ha Ctagii C npogykty
(1,40r, 3,91mmon) y 20mn CH2Cl, pogasanm 2 kpansi
DMF i noTtim, «kpannamu, 684un (7,81mmon)
okcaninxnopugy,  pospimpkeHoro  2mn  CHxCl.
MepewmiwyBaHHa npoBoAWIM  Mpu  Temnepatypi
HaBKOMNULWIHLOrO cepeaoBulla npoTtarom 2rod. 30xB.;
npoBOAWMNM  BUMAPOBYBaHHS  [OCYXa;  3amMLUIOK
popaBarm  y  15mMn CHoCly; popaBanm  1,1mn
(7,81mmon) EtN i notim 2,94mn (5,87mmon) 2M
po3unHy AumeTtunamiHy y TI®. [lepemiwyBaHHs
npoBogwnM  MpW  TemnepaTypi  HaBKOSMLUHbOrO
cepefoBula npoTtarom 1rog. PeakuiHy cymill
aunmtoBarim 3 0,5N HCI i ekctparysarm (CH2Cl).
OpraHiyHi dasu o6'egHyBanu, npommBsanu
(HacnyeHum NaCl), cyLmnu (MgSO0y4) i
BMnapoByBamn. 3anuwok rnopowkyBamm y EtO;
BKa3aHW y 3arofioBKy MPOAYKT BuMagaB B ocaf, i
1oro BigHOBIOBaNMM ifNbTPYBAHHSM.

EnemeHTHUIA MikpoaHanis:

C H N S
TeopeTniHo % 59,21 | 4,97 | 10,90 | 8,32
EmnipuyHo % 59,23 | 5,09 | 10,47 | 7,97

Crapia E: {3-[(5,5-Oiokcnpo-2,3,3a,4-TeTparigpo-
1H-nipono[2,1-c][1,2,4]-6eH30Tiagia3uH-7-
in)okcu]6eH3nnguMeTUNamiH

3,72mn (3,72mmon) 1M posumHy LiAIHs y TT®
Aopasanu Kkpannamu go cycneHsii 577mr (1,49mmon)
ogepxaHoro Ha Cragii D npogykty y 20mn Tro.
CriocTepiranm, sik peakuiiHa Cymill NepeTBOpPIOETLCS
B PO3YMH, | rMepemillyBaHHS MNpPoOBOAUIM  MpU
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TemnepaTypi HaBKONULWHLOIO CepedoBHULLa NPOTAroM
3roa. Hapgnuvwok rigpugy rigponidyBanu  LUAsXoMm
JOfaBaHHA  KpannaMyv  BOAM  OOTW, [OKM  He
NPUMNUHANOCH BUOINEHHS rasy. CycneHsito
nepemiwysann npotarom 10x8., gogasarm 20mMn
BoAun i npoBoaunu ekctparyBaHHs AcOEt. OpraHiyHi
da3un ob'egHyBarmm, npomwmeanm (HacudeHum NaCl),
cywmnun (MgSOs4) i BunapoByBamM, | 3anMLIOK
Xpomatorpadysanu Ha KOMOHLi  cunikarento
(CH.Cl2/MeOH 95/5) pna ogepXaHHs BKa3aHOro y
3arorioBKy MPOAYKTY.

Touka nnaeneHHs: 122°C

EnemeHTHUIA MikpoaHanis:

C H N S

TeopeTniHo % 61,10 | 6,21 | 11,25 | 8,59

EmnipnyHo % 61,32 | 6,19 | 11,06 | 8,52

®dapMakororiyHi - AOCHiMXKEeHHs  MPOAYKTiB 3@
AaHUM BUHaxo4oM

DocnimkeHHs 30ymKyBarnbHUX TOKIB, BUKITMKAHUX
AMPA B oouutax Xenopus

a - Cnoci6:
MPHK opepxyBanm 3 Kopu FOfIOBHOMO MO3KY
camuie  wypie  Wistar  cnocobom ryaHigumH

TiouiaHaT/eHon/xnopodgopm.  Moni (A*)  MPHK
BioAinNanu xpomatorpadieto Ha oniro-dT uerntonosi Ta
iH'ektyBanu npu piBHi 50Hr Ha oouut. Oouutn
iHkybyBarm npoTtarom 2-3 pgHiB npu 18°C, wob6
[03BONUTY eKCnpecito peLenTopis, i NoTim 36epiranm
npm 8-10°C.

MpoBoaunu enekTpodisionoriyHy peecTtpadito y
kamepi Plexiglass® npu 20-24°C y cepeposuwi OR2
[J. Exp. Zool, 1973, 184, 321-334] cnoco6om
"Hanpyra-ikcauia" 3 BUKOPUCTAHHAM OBOX
ernekTpodiB, 3 TPeTiM eneKkTpoAoM, PO3MILEHUM Yy
BaHHi, ika CNy>XWTb SIK 3pas3oK.

Bci crnonykm BBOOWMNM  Yepe3 cepedoBuLle
iHKyGaUii | enekTpuyHMA CTPpyM BUMIpPIOBaNM B KiHLi
nepiogy BBedeHHa. AMPA BukopucToByBarim Y
KoHueHTpadii 10uM. [Ons KoxHOI JocnimkyBaHoT
CMOMyKN BWU3Ha4YamM KOHLUEHTpauilo, sKa Mo4BOIoE
(EC2X) abo 36inbwye y n'ate pasie (EC5X) cwuny
CTpyMmy, BuknukaHoro cammm AMPA (Big 5 go 50HA).

b - Pe3ynbTatu:

Crionykn 3a [JaHuMM BWHaxo4oM MiACUIIOTb
30ymkyBaneHi epektn AMPA go ayxe 3Ha4yHUX piBHiB
i TX aKTUBHICTb € [yXe NepeBaKHOI0 Y MOPIBHAHHI 3i
cronykamu, Ha siki € nocunaHHs. Cronyka MNpuknagy
1, ocobrmBo, Mae 3HadeHHss EC2X Ha piBHi 3,5uM i
3HaveHHs1 EC5X Ha piBHi 9,2uM, cnonyka lMpuknagy 2
mae 3HaveHHs EC2X Ha piBHi 0,35uM i 3HaueHHs
EC5X Ha piBHi 2,6uM i cronyka lMpuknagy 21 mae
3HaveHHss EC2X Ha piBHi 0,1uM i 3HayeHHs EC5X Ha
pisHi 0,56uM.

dapmakooriyHa KoMmno3uuis:

®opmyria  ana npuroTyBaHHa 1000

TabneToK, KOXKHa 3 skux Mictutb 100mr N-

{3-[(5,5-piokcnpo-2,3,3a,4-TeTparigpo-1H-

nipono[2,1-c][1,2,4]6eH30TiagiaznH-7-

inJokcu]6eHsnnmMaTeHcynbgoHamig

(Mpuknag 2) 100g
rigpokcunponinuenonosa 29
NWeHNYHUA KpoxXmars 109
nakTo3a 100g
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cTeapar MarHito 39
TanbK 39.



