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(57) 1. Cnonyka cbopmynu (I):
Rl
0, ,0
oY N
_ A,CI:[\ ®,
R, R,
ne:
R1 si1BNsie coboto reTepouukivyHy rpyny,
R2 siBnsie coboto atom BOAH!0,
A qaBnse cobow aTom as3oTy i, pasoMm 3
po3TawoBaHo nopsia -CHRa-rpynoto, yrBoptoe
Kinbue ™, ne m aense co6oo 1,

R3 siBnsie cob6ot0 atom BOAHI, MNiHiNHY abo

posranykeHy (C+-Ce)ankineHy rpyny abo (Cs-
C7)unknoankineHy rpyny,

a Takox il aauTMBHi coni 3 dapMaueBTUYHO
NPUIAHATHOIO KNCNOTOK abo OCHOBOO,

npu UbOMY reTepouuKiiyHa rpyna o3Havae
MOHOLIKINIYHY, apomaTuyHy abo HeapoMaTUyHy
rpyny, sika MICTUTb BiA OAHOTO [0 YOTMPBLOX
ofHakoBMx abo Ppi3HWX retepoaTomiB, BUOpaHMX 3
as30Ty, KUCHK | Cipkn, HEeOOOB'sI3KOBO 3aMilleHy
rpynoto, BubpaHo 3 MiHinHOro abo po3ranyxeHoro
(C1-Cs)ankiny, okco i Tiokco.

2. Cnonyka copmynn (I) 3a n. 1, ge rpyna

O._.._
deHiny, SKun i MicTUTb.

3. Cnonyka cpopmynu (l) 3a 6yab-skum 3 nn. 1
abo 2, pe Ri 4aBnae cobOW MOHOUUKMIYHY
reTepoLVKNiYHY rpyny.

4. Cnonyka copmynu (l) 3a n. 3, ge R1 aBnsie
cobol0 apomMaTuyHy MOHOLMKMIYHY reTepOLMKIIiYHY
rpymy.

5. Cnonyka cdopmynu () 3a 6yab-sikum 3 nn. 1-
4, ne R1aBnsie coboto TeTpasonineHy, hypunbHy abo
OKCa3orinbHy rpyny.

6. Cnonyka copmynu () 3a 6yab-sikum 3 nn. 1-
5, oe R4 3HaxoanTbCA Yy MeTa-MOMNOKEHHI CTPYKTYpU
deHOKCU Kinbus, sike ii MiCTUTb.

7. Cnonyka copmynu () 3a 6yab-skum 3 nn. 1-
5, oe R4 3HaxoanTbCs y napa-nonoxXeHHi CTPYyKTypu
PeHOKCUKINb LS, sike 1T MiCTUTb.

8. Cnonyku copmynu () 3a 6yab-skum 3 nn. 1-
7, oe A, pasom 3 poaTawosaHot nopsag -CHRs-

3HaxX0AMUTbCA Y MONOXEHHi b

(13) C2
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rpyroto, YTBOPIOE KinbLie m

coboto 1,2 abo 3, nepeBaxHo 1.

9. Cnonyka copmynu (l), sika aense coboto 7-
[3-(1H-TeTpason-5-in)deHokcu]-2,3,3a,4-TeTparigpo-
1H-nipono[2,1-c][1,2,4]6eH30Tiagia3uH 5,5-giokcna.

10. Cnonyka dopmyru (I), sika siBnsie coboro
7-[3-(3-dbypun)dheHokan]-2,3,3a,4-TeTparigpo-1H-
nipono[2,1-c][1,2,4]6eH3oTiagiasnH 5,5-aiokeuna.

11. Cnonyka dopmynu (I), sika siBnsie coboro
7-[3-(1,3-okcason-5-in)deHokcn]-2,3,3a,4-TeTparigpo-
1H-nipono[2,1-c][1,2,4]6eH30Tiaaia3uH.

12. Cnoci6 oaepxaHnHsa cnonyk cdopmynu (1) 3a
n. 1, ne A sasnse co6oto NR4 rpyny abo A saBnse
cob0oto aTom as3oTy i, pasoM 3 PO3TaLLOBaHO NOPSA -

—N

, A€ m ABnae

CHR3-rpynoto, yTBOpIOE KinbLie ™ nem

aBnse cobow 1, 2 abo 3, SKUI BiAPISHAETLCA TUM,
WO $K BMXIOHY CMOSYKY BMKOPUCTOBYIOTb CMOJTYKY

dopmynu (Il):
R’ SO,NH,

{n,

L]
R’ NH,
ne:
R'y sBnsie coboto niHiMHY abo posranyxeHy
(C1-Ce)ankokcurpyny,
R'> siBnsie co600 aTtoM BOOHIO, aTOM rasnoreHy
abo niHinHy abo poaranyxeHy (C+-Ce)ankokcurpyny,
AKY:
(a) abo nmiogaoTb peakuii 3 KWCMOTHWUM
xnopugom copmynu (lll) y npucytHocTi ocHoBw, Y
cepeposuLy TeTpariapodypaHy abo aueToHITpuny:

Cl- CH; - (CH2)w - CH; - COCI (11D,

Ae m € Takum, K BU3HayeHo Ans cdopmynm (1),
3 ogepxkaHHAM cnonyku dopmynu (IV):

R SO,NH,

. (V)
R’ NH-CO-CHZ-(CI-II)m- CI-l2 -Cl
ne R'1i R"2 € Taknmu, sik BU3Ha4YeHO BULLE,
SAKY NOTIM LMKIi3yI0Tb Y CepeioBuLL OCHOBU 3
oAepKaHHAM crnonyku copmyrnm (V):

)

ne R'y, R'2i m € Takumu, gk Bu3Ha4eHo BuLLE,

Ky HeoBOB'SA3KOBO MiAJAl0Tb BiAHOBIEHHIO, Y
cepeposuvly cnupty abo pumeTundopmamigy, vy
npucytHocTi  Goprigpuay HaTpitlo, 3 oAepXKaHHSM
Cronykun cpoplvlynm (VI)'

\\//
\.

(VD,
N

ae R4, R'2i m € Taknmu, sk BU3Ha4YeHO BULLE,

ne cnonyky cdopmyru (V) abo (V1) migoatotb
aii pubpomigy 6opy

3 O,D.ep)KaHHﬂM crnonyku dopmynu (VII):

’/
~

N(H)
Qi b (V1D),

ne R2 € Takum, sk BU3HAYEHO ans copmynu
(I), i m € Takum, SIK BU3HAYEHO BULLE,

(b) 260 uvknisyoTh:
- y npucytHocTi amiguHy dopmynum (VII):

NH
R3 E
NH

ae R3 € Takum, sk BU3Ha4eHo Ans dopmynu

(V11D),

(),

3 ogepxaHHsaM cnonyku chopmynm (IX):

Rl
1 SQ2
j‘\ (IX),
R'/ NH R,
e R't, R'2i R3 € Takmmu, 9k BU3HAYEHO BULLE,

AKY:
abo  BigHOBMIOWOTb,

MeTanesun rigpua,
3 oepXaHHaM cnonykun dopmynu (X):

BUKOPVCTOBYIOUU



5
R, SO,
¢
NH
(X),
R'/ NH R,

e R't, R'2i R3 € Takmmm, 5k BU3HaA4YeHO BULLE,

. abo ankinyioTb WNSxXoM  Aii  CUIbHOI
OCHOBM y NPUCYTHOCTI ankinytoyoro areHta R'4X, ge
R's sBnse coboto niHinHy abo posranyxeHy (Ci-
Ce)ankineHy rpyny, a X siBnsic co6ot0 aToM ranoreny,
i NoTiM BiQHOBMIOOTL

3 ofepxaHHAM crnonyku dopmynu (XI):

R, sQ,
N
/lf\H (X1),
R N R
R',
e R't, R'2, R3 i R'4 € Taknmun, sik BU3Ha4YeHO
BULLE,
- y npucytHOCTi anbaerigy dopmynu (XII):
7
R;—C, (XII),
H

ne Rz € Takum, sk BM3HA4YeHO Ansa dopmynm

o,
3 ogepKaHHsM
onucaHoi BuLLEe,
e y cnonyui popmynm (X) abo (XI) rpyny R'1
Ta, konu rpyna R'2 siBnse coboto niHiiHy abo
posranyxeHy (C+-Ce)ankokeurpyny,
rpyny R'2 nepeTBOpIoOTL Ha TiAPOKCUIPYNK
3 ofepxaHHAM crionyku coopmynu (XII):

cnonykn  copmynn  (X),

~
NH (XIID),
R/ N R,
R4
oe Rz, Rs i R4 € Takumun, sk BM3Ha4eHo O
popmynm (1),

e cnonyky coopmynu (VII) abo (XIll) nigoatots
peakLii 3 GOPOHOBOK KMCMOTOK CMOMYyKM hopMynu
(XIV):

"
R 1

(X1v),
B(OH),

ne R"' saBnsie cobow uiaHorpyny abo
reTepouvKn,

3 opepxaHHaM  (micns  HeoboB'3KOBOTO
nepeTBopeHHs rpynu R"y, konu octaHHA sBNsie coboto
uiaHorpyny, Yy BignoBigHY TeTpas3oninbHy rpyny)
cnonykn dopmynn (l/as) abo (l/az), KOHKpeTHMX
BapiaHTiB cnonyku dopmynu (1):
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:

0, S0,
N
E:I Way),
R7YONTOR,
R

4
ne R1, Rz, R3i R4 € Taknmu, sk BU3Ha4YeHo Ans

opmynm (1),
R1
0 s{\)z
@i NH (Wa,),
R2 N
Yo .
oe Rq, R2 i m e Takumm, 9K BuU3HA4YeHO A5
popmynm (1),

ne cnonyku dopmyn (/a1) i (I/az)

OUMLLYIOTb, SAKLWO HeobxiAHO, BiANOBIAHO OO
3BMYaNHOI TEXHIKW OYULLEHHSA, po34ifAtoTb, SKLIO
OaxaHo, Ha ix i3omepu BIANOBIOHO A0 3BUYAMHOIT
TEXHIKM PO3[iNeHHs i NepeTBOPIOOTL, SKWO BaxaHo,
y iX aguTmBHi coni 3 hapmMaueBTUYHO NPUAHATHO
KMcnoToto abo OCHOBOIO.

13. Cnocib ogepxaHnHs cnonyk cdopmynm (1) 3a
n. 1, npe A sasnse coboto CR4Rs rpyny, skuin
BiAPI3HAETLCA TUM, WO $SK BUXIQHWMIA MaTepian

BMKOPMCTOBYIOTb Crionyky dopmynu (XV):
R!
1 SQZ
NH (XV),
RI
0O
ne:
R't aBnse cobot niHiiHy abo posranyxeHy
(C1-Ce)ankokcurpyny,
R'2 aBnsie cob6oto aTomM BOAHIO, aTOM ranoreHy
abo niHinHy abo poaranyxeHy (C1-Cg)ankokcurpyny,
AKY niggatTe Oii XnopaueToHy Y NPUCYTHOCTI
aumeTundopMamigy 3 oAepKaHHAM  CrOSyKu
dopmynu (XVI):

¥ .
R 1
$0,
L}
R 2
O 0
ne R'1i R'2 € Taknmum, ik BUSHAYEHO BULLE,

AKY NiggaloTe NeperpynyBaHHIO y cepefoBuLLy
OCHOBM 3 oepXaHHaM crnonyku cpopmynm (XVII):
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(XVID),

"HO O

oe R'1i R'2 € Taknmu, 9k BU3Ha4YeHO BULLE,

AKY [AeaueTusiolTb LWNAXOM HarpiBaHHA  3i
3BOPOTHWM XONOAUIbHUKOM Y cepeoBuLLi beH3ony y
NPUCYTHOCTI HaANWULLKY eTUMNEHTMIKOMI i KaTaniTMYHOT
KinbkoCTi p-TONyoncynbOHOBOT KMUCNoTu 3
ofepxaHHAM cnonyku copmynu (XVIII):

R', S0,
NH XV,

0O 0O
ne R'1i R"2 € Taknmu, sik BU3Ha4YeHO BULLE,
Ky nigaatoTb rigponisy y cepeaoBULL KUCNOTU
3 ogepKaHHaAM cnonyku dopmynu (XIXa):

R', SO,
Y
NH  (x1xa),

R!
O

ne R'1i R'2 € Taknmu, 9k BU3Ha4eHO BULLE,

aToM a30Ty SAKOi HEOOOB'A3KOBO, B 3aNIEKHOCTI
BiA npupoau rpynu Rs, wo € 6axaHolo, 3axvaloTb
3axXMCHOK T[pynot i Ky noTim, nicna o6pobku
CUIbHOK OCHOBOO, 06pO6NAIOTL Cronykoto opMynm
R's-P,

ae R's siBnsie coboto niHiHy abo posranyxeHy
(C1-Ce)ankineHy rpyny a6o (Csz-Cr)umknoarnkinbHy
rpynyi P aBnsie coboto BigXigHy rpyny,

3 odepXaHHAM, MNiCna 3HATTS 3axucTy atoma
asoTy, cnonyku cdopmynu (XlX'a)

e R't, R'2i R'3 € Takumu, ik BU3HAYeHO BULLE,
ae cnonyky dopmynm (XIXa) abo (XIX'a),
npeacrasneHy opmyrnoto (XIX):

R’, SO

ne R'1i R'2 € Takumu, ik BU3Ha4eHo BuLle, i R3
€ TakuM, Sk BU3Ha4eHo ans dopmynu (1):
- abo nigoatTb KaTaniTMYHOMY BiAHOBIEHHIO 3

ofiepKaHHAM cronyku dopmynu (XX):
]
R, SQ,
N

NH (XX),
R' R,

oe R'1i R'2 € Taknmm, Sk BU3Ha4eHo BULLE,

- abo nepeTBOpIOOTL A€W Tiapuay y Cnupr,
rigpoKeMrpyny sKOi NepeTBOPIOIOTL B aTOM ranoreHy
Ai€eto BigNoBiAHOro peareHTy

3 ogepKaHHaM cnonyku dopmynm (XXI):

R'l SO2
Y
NH (XXI),
R’/ R,
R' .

ne R'1, R2i R3 € Takumu, ik BU3HAYEHO BULLE,
i R's siBnsie co60to aTom ranoreHy,

- abo nippaTe Aii MarHiiopraHiyHOT cronyku
R'4MgBr, pe R's saBnse cobow niHiMHY abo
posranyxeHy (C1-Ce)ankinbHy rpyny,

3 ogepKaHHaM cnonyku copmynu (XIXb):

4 OH
e R'1, R'2, Rz i R'4 € Taknmun, ik BU3HAa4eHO
BULLE,
e cnonyky copmynu (XIXb)
- abo nigoatTb KaTaniTMYHOMY BiAHOBIEHHIO 3
ofepxaHHAM cronyku dopmynu (XXI1):

e R'1, R'2, Rz i R'4 € Takumun, ik BU3HA4YeHO
BULLE,

- abo ii rigpoKcMrpyny nepeTBOPOTL B aTOM
ranoreHy Aieto BignoBigHOro peareHTy

3 ogepxaHHaM cnonykun dopmynu (XXIII):

e R'1, R'2, Rz i R'4 € Taknmun, sik BU3Ha4eHO
BuLlE, i R's siBNsie co60to aToM ranoreny,

ae cnonyku dpopmyn (XX) - (XXIII), rpyny R'4 i,
konn rpyna R'2 saBnse coboto niHinHYy a6o
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posranykeHy (C+-Ce)ankokcurpyny, myny R’
nepeTBOPIOIOTL Y MiAPOKCUIPYNN
3 ofepxaHHAM cnonyku dopmynu (XXIV):

e Rz, R3, R4 i Rs € Takumu, ik BU3HaA4YeHo Ans
copmynm (1),

e cnonyky cdopmynu (XXIV) nigaatots peakwyi
3 BOpOHOBOIO KMCMNOTO cnonykn bopmynu (XIV):

R"; XIv),
B(OH),

ne R"' saBnsie cobow uiaHorpyny abo
reTepouvKn,

3 opepxaHHaM  (micns  HeoboB'3KOBOTO
nepeTBOpeHHs rpynu R"1, Konn octaHHs ABRsie coboto
uiaHorpyny, y BiANOBIAHY TeTpasoninbHy rpyny)
cnonykn copmynm  (I/b), KOHKpeTHOro BapiaHTa
cnonyku copmynu (1):

10

! SO,
) 0,
NH
e (),

c N
R’ R 'R, N

ne R1, Rz, R3, R4 i Rs5 € Takmmu, sik BU3HAa4YeHO
Ans popmynm (1),

ge cnonyky dopmynu (I/b) ounwytoTs, AKLIO
HeoOXiAHO, BIAMOBIAHO [0 3BUYAMHOI  TEXHIKK
OUYULLIEHHS, PO34iNnsoTb, AKWO 6axaHo, Ha il i3omepu
BiONOBIAHO [0 3BMYAWHOI TEXHIKM pPO3QineHHs i
nepeTBOpPOTb, SKWO GakaHo, y ii aguTMBHI coni 3
dapmMaueBTMYHO  MPUAHATHOK  KUCROTO  abo
OCHOBOH.

14. ®apmaueBTMYHa KOMMNO3ULis, SKa MICTUTb
AK aKTUBHWM iHIPEediEHT Cnonyky 3a byab-akum 3 nn.
1-11 y noegHaHHi 3 ogHMM abo Oinblue iHepTHUMM,
HETOKCUYHUMMK,  chapMaueBTUYHO NPUAHATHAMMA
ekcuyunieHTamu abo HocisIMK.

15. dapmaueBTyHa komno3uuida 3a n. 14, sxka
MIiCTUTb K aKTUBHWUW iHrpedieHT crnonyky 3a Oyab-
akum 3 nn. 1-11, Ana 3acTocyBaHHA K MiKapCbKnx
3acobis - MOoZynsaTopis AMPA.

[aHnn BUHaxig BiAHOCUTLCA OO HOBWUX MOXiAHUX
OeH3oTiasvHy | GeHsoTiagiasvHy, o cnocoby ix
NPUroTyBaHHA i papMaueBTUYHMX KOMNO3ULIRA, AKi iX
MICTATb.

Ha cborogHilwHin geHb BiAOMO, WO 36ymKyBanbHi
aMmiHokucnoTn, ocobrmBo rnytamat,  BigirpalTb
KMw4oBy  ponb Yy duisionoriyHux  npouecax
HEeMpoHanbLHOI MMacTUYHOCTI i Yy MexaHiamax, Lo
nexaTb B OCHOBi HaBYaHHA Ta 3anam'siTOBYBaHHS.
MaTodpizionorivHi gocnipKeHHs YiTKo nokasamm, Lo
aediunT y rmyramaTtepriyHii HeMpoTpaHCMIcCii TiCHO
noB'a3aHuin 3 po3BUTKOM XBOpoOUM Anburerimepa
[Neuroscience i Biobehavioral reviews, 1992,16, 13-
24 ; Progress in Neurobiology, 1992, 39, 517-545].

BinbLwe TOro, YucneHHi poboTn 3a OCTaHHI PoKU

npoaemMoHCTpyBanu iCHYBaHHSA niaTunis
30ymKyBanbHMX peLenTopiB  aMiHOKUCIOT i iX
dyHKLiOHanbHi B3aeMofii [Molecular

Neurophamacology, 1992, 2, 15-31].

Cepen Takmx peuentopis, AMPA (a-aMiHO-3-
rigpokcn-5-MeTun-4-i3okcason-1ponioHoBa  kucroTa)
peuenTop BUSBNSAETbCA TakuM pPeLenToOpoM, SKUN
Hanbinbwe 3anydyeHu B aBuWwe  disionorivyHoi
HenpoHarnbHoT 30ymKyBaHOCTI i, 0c06NMBO, B ABMLIA,
AKi  3anydeHi OO0 npoueciB  3anam’'aTOBYBaHHS.
Hanpuknag, 6yno BusiBNEHO, WO Npouec HaBYaHHA
noB'd3aHni 3i 3pocTaHHAM Yy 3B'a3yBaHHi AMPA 3i
CBOIM peuLenTopoM Yy rinmokamni, OAHIn 3 AinNsHOK
MO3KY, FOMIOBHUX AN NpoueciB 3anam'aTOBYBaHHS i
ni3HaBaHHSA. [oAibHMM YMHOM, HOOTPOMHI areHTu, Taki

K aHipauetaMm, HewodaBHO Oynu onucaHi sk
NO3NTUBHO MOZYrotou AMPA peuentopu
HenpoHanbHux KNitnH [Joumal Neurochemistry, 1992,
58, 1199-1204].

B nitepaTypi, cnonyku, SK MalTb CTPYKTYPY
6eH3amigy, 6ynu onucaHi sk Taki, WO BOMOAiTE TUM
Xe MexaHisaMoM il i nokpawyooTb  npouec
3anam'atoByBaHHs [Synapse, 1993, 15, 326-329].
Cnonyka B A 74, 3okpema, siBnsie coboto HamnbinbLu
aKTUBHMWI 3 HOBUX papMaKosorYHNX areHTiB.

Hapewwri, onuc [nateHTy EP 692 484] po3kpusae
noxigHe OeH3oTiagiasunHy, aKe Bonoge
nonerwyBanbHOK  aKTUBHICTHO  BiJHOCHO  CTpymy
AMPA, i [naTeHTHa 3asiBka WO 99/42456] onucye
cepea iHWMX KOHKpeTHi noxigHi 6eHsoTiagiasvHy Sk
moaynatopu AMPA peuenTopis.

MoxigHi 6eH30Tia3nHy | 6eH30TiagiasnHy, 0O AKUX
BiAHOCUTLCA AaHWA BMHaXA, KPiM TOro, WO BOHMU €
HOBMMMW, HECMNOAIBAHO BUABNATb (PaPMaKOMOriyHy
aKTUBHICTb BigHOCHO cTpymy AMP A, WO fBHO €
OinbLLU NepeBaXHVM BiZHOCHO aKTMBHOCTI CMOMYK, K
MatTb NOAIOHI CTPYKTYpU, OMMCaHi Yy NnonepeaHboMy
piBHi TexHikn. Bomun € kopucHumm gk AMPA
MoaynsaTopu Ans  nikyBaHHs abo  3anobiraHHs
pos3najaMm namaTi i Nid3HaBaHHSA, sKi NOB'A3aHi 3 BIKOM,
cuHgpoMmamu TpmBorn abo genpecii, Nporpecytoumm
HenpoaereHepaTUBHUMMU 3aXBOPIOBAHHAMM,
xBopoboto Anbureimepa, xsopoboto [lika, xopeeto
XaHTIHITOHa, WM30gpeHieto, Hacnigkamum rocTpux
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HelpoaereHepaTMBHUX 3axXBOPlOBaHb, Hacrigkamu
ilwemii i Hacnigkamu eninencii.
Binbll KOHKPETHO, OaHuA BUHaX4 BiAHOCUTLCA
Ao cnonyk copmynu (1):
0\\3,,0 i
\N/ (l)
° by
R/ AR,
ne:

R1saBnsi€ coboto reTepouuknivHy rpyny,

R> siBnsie cobGoto atom BOAHKO, aTOM ranoreHy
abo rigpokcurpyny,

A asnse coboto CR4Rs rpyny abo NR4 rpyny,

R3 saBnsie cobGoto atom BOAHK, niHiHY abo
posranykeHy (C+-Ce)ankineHy rpyny abo (Cs
C7)umknoankineHy rpyny,

R4 siBnsie coboto atom BOAHK abo MiHinHY abo
posranyxeHy (C1+-Ce)ankinbHy rpyny, abo

A gaBnge coboiwo aTom asoTy i, pasom 3
posTawoBaHow nopsag -CHRs-rpynoto,  yrBoptoe

—

Kinbue m e m aBnsae coboto 1,2 abo 3,

Rs saBnsie coboto atom BogHI abo ranoreny,

00 X eHaHTiOMepiB i AiacTepeoizoMepiB, a TakoK
00 iX aguTMBHMX conenm 3 hapMaLeBTUYHO
NPUIHATHOI KNCINOTOK abo OCHOBOIO,

TepMmiH "reTepouukniyHa rpyna’, SK MNOBWMHHO
pPO3yMiTUCb, O3HA4Ya€e MOHOLMKIIIYHY abo BiLuKmiuHY,
apomaTuyHy abo HeapomaTU4Hy rpyny, ska MiCTUTb
BiJ, OOQHOrO A0 YOTUPbOX OAHakoBMX abo pi3HUX
retepoatomiB, BUOpaHMX 3 a30Ty, KWUCHIO i CipKu,
HeoOOB'I3KOBO ~ 3aMilleHy ofHieto abo Ginblie
OfHaKOBMMMK abo pisHUMK rpynamu, BuOGpaHUMK 3
ranoreHy, niHinHoro abo posranykeHoro (Cs-
Ce)ankiny, nidHimHoro a6o posranykeHoro (Ci-
Ces)ankokcu, niHinHoro abo posranyxkeHoro (Ci-
Ce)noniranoankiny, niHiiHoro abo poaranykeHoro
(C1-Ce)ankokcukapboHiny, okco, Tiokco, kapbokcu,
niHivHoro  abo  posranyxeHoro  (Ci-Cs)aumny,
niHinHoro abo po3ranyeHoro (Cs-
Ce)noniranoankokey, rigpokcu, UiaHo, HITPO, amiHo
(Heob0OB'A3kOBO 3amilleHOro opgHieto abo Ginble
NiHivHMMK abo posranykeHnmm (C1-Ce)arkinbH1umMm
rpynamm), amiHocynboHiIny (He060B'A3kOBO
3aMmilleHoro opHielo abo Oinbwe niHiMHMMKM  abo
posranykeHummn (C1-Ce)ankinsHumm rpynamu) i (C+-
Ce)ankincynbdoHinamiHo.

Cepen apmaueBTUYHO MNPUNRHATHUX KUCNOT
MOXYTb Oyt 3ragaHi, 6e3 Oyab-Akoro OBMexeHHs,
xrnopuctoBogHeBa  kucrota, 6HpomuctoBoaHeEBa
KMUCnoTa, cipyaHa kucnoTta, doccopHa KucnoTa,
ouToBa KucrioTa, TpMETOPOLTOBa KMCNOTa, MOJIOYHa
KMUCroTa, nipoBMHOrpagHa KucnoTa, MarnoHoBa
KMUCMOTa, sHTapHa KucroTa, [nyTapoBa KucrnoTa,
dymapoBa KucnoTa, BWHHA KUCMOTa, MarneiHoBa
KMCnoTa, JMMOHHa KucroTta, ackopbiHoBa kucnoTa,
MeTaHCynbdOoHOBa KUCroTa, kKamdopHa KucrnoTa i
T.A.

Cepen apMaueBTMYHO MPURHATHUX OCHOB
MOXYTb OyTn 3ragaHi, 6e3 Oyab-ikoro OBMeExXeHHs,

rigpokcua HaTpito, MAPOKCUMA Kanito, TpueTuramiH,
TpeT-6yTnnamiH i T.4.

R;

Mpyna 00— nepeBaxHO 3HaX0OUTLCA
y NOMNOXeHHi b deHiny, akuin it MicTuTb.

R1 nepeBaxHO £ABNse cobOOK MOHOUMKNIYHY
reTepoLVKNiYHY rpyny.

Haibinbwa nepesara Bigaaetbca Ri, skun aensie
cobolo apomMaTUyHy MOHOLMKIIYHY reTepOLMKIIYHY
rpyny, fka micmte B 1 po 4 retepoaTtomis,
BMOpaHUX 3 asoTy, CIPKM i KUCHIO, BiNblU KOHKPETHO
as30Ty i KMCHIO, TakKi K, Hanpuknaa, TeTpasorinbHa,
TpuasorninbHa, iMmigasoninbHa, nipasonineHa,
niponinbHa, nipyuauneHa, dypunbHa, OKca3onineHa i
oKcafjasoninbHa rpynu.

Takox nepeBaxHUM €, konn R4 aBnse coboto
MOHOLMKITIYHY reTepOLMKIYHY rpyny, Sska MiCTUTb Bif
1 po 4 repeTtoatoMmiB, BUOPaHMX 3 KUCHIO, Cipku i
a3oTy, binblw  KOHKpPETHO  okcaTiagiasoninbHa,
avrigpookcagjasoninbHa i MoponiHinbHa rpynu.

MepeBakHO, rpyna R4y HesamiweHa abo
3amiweHa niHinHoto abo  posranyxeHot  (Ci-
Cs)ankinbHow  rpynoto, Takow £K, Hanpuknag,
MeTarnbHa rpyna, abo okco- abo Tiokcorpyna.

pyna R4 nepeBaxHO 3HaxoguTbcsa y MeTa- abo
napa-norioKeHHi CTPYKTypu deHoKCH Kinbus, ske i
MiCTUTb.

Mepeeara BigaaeTbca rpyni Ry, sika siBnsie coboro
aToM BOAHIO.

MepeBakHi crnonykM 3a [AaHUM  BUHaxo4oM
ABNAOTL CcobO cnonyku, ae A siBnsie cobolo atom
asoTy i, pasom 3 posTtawosBaHow nopag -CHRs-

rPYroto, YTBOPIOE KinbLe m o,

ae m aBnsie coboto 1, 2 abo 3, nepeBaxHo 1.

lMepeBakHi crmonykn 3a [JaHUM  BUHAXo40M
ABnsATe  coboto  7-[3-(1H-TeTpason-5-in)deHokcun]-
2,3,3a,4-teTparigpo-1H-nipono[2,1-
c][1,2,416eH30TiagiasnH 5,5-giokeung, 7-[3-(3-
dypun)deHokemn]-2,3,3a,4-Tetparigpo-1H-nipono([2,1-
c][1,2,4]6eH30TiagiasnH  5,5-giokeng i 7-[3-(1,3-
okcason-5-in)deHokcun]-2,3,3a,4-Tetparigpo-1H-
nipono[2,1-c][1,2,4]6eH30TiagiasvH.

EHaHTiOMEpK, giactepeocizomepu i aguTUBHI coni
3 apMaueBTMYHO TNPUIAHATHOK KucnoTow abo
OCHOBOI NEPEBaXHMX CMONYK 3a AaHVM BUHAX040M
YTBOPIOKOTb HEBIA'€EMHY YaCTUHY BUHAXOAY.

BuHaxin Takox BigHOCMTbCA OO
npuroTyBaHHA crnonyk dopmynu ().

Cnocib npurotyBaHHA cnonyk dopmynu (1), ae A
aense coboto NRs rpyny abo A sense coboto atom
a3oTy i, pasom 3 posTawoBaHow nopsg CHR3

crnocobGis

rpynoto, YTBOPHE Kinbue m

ge m gaBnsge cobow 1, 2 abo 3, skun
BIAPI3HAETbCA TUM, WO $SK BUXIOHUA MmaTepian
BMKOpPUCTOBYIOTE crionyky dopmynu (I1):
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R’ SO,NH,

(I
R R,

fe:
R'1 siBnsie co6oto niHiliHy abo poaranyxeHy (C+-
Ce)ankokecurpyny, R'2 aBnse coboiw aTom BOAHIO,
aToM ranoreHy abo niHinHy a6o poaranyxeHy (Ci-
Ce)ankokeurpyny, siky: (a) abo niggatoTb peakuji 3
kmcrnotHum xnopuaom dopmynu (lll) y npucyrHocTi
OCHOBW, Y cepeposul TeTparigpodypaHy abo
aueToHiTpuny:
CIl-CH2-(CH2)m-CH2-COCI (1
e m € Takum, 9K Bu3HayeHo ansa copmynu (1),
Ansa ogepxxaHHsi cnonyku dopmynu (IV):
R' .
] O,NH,
(IV)
R/ NH-CO-CH~(CH,), - CH, - C]

ne R'1i R"2 € Taknmu, sik BU3Ha4YeHO BULLE,
SKY NOTIM LUMKIi3YI0Tb Y CepeaoBULL OCHOBW Ans
ofepxaHHs cnonyku dopmynu (V):

R'l 0\\ "'IO
r V)

)a
e R'y, R'2i m € Taknmu, Sk Bu3Ha4eHo BuLle,
Ky HeoOOB'I3KOBO MifAalTb BiOHOBMEHHIO, Y
cepeposuwy cnupty abo pumetundopmamigy, vy
npucytHocTi Goprigpuay HaTpito, Ons  ofAepXKaHHsi
cnonyku coopmynu (VI):

R} N

ne R'y, R'2i m € Takumu, gk BU3Ha4YeHoO BuULLE,

ne cnonyky cdopmynm (V) abo (V) nigpatots aii
Tpnbpomigy 6opy

Ans ogepxaHHsa cnonyku dopmynu (VI):

Ho o\\sio
LT
: (v
R! "\5
= )m

ae Rz € Takmm, sk Bu3HaveHo ans dopmynm (1), i
M € TakuM, ik BUSHa4eHO BuLLE,

(b) abo umknisytoTh:

-y npucytHocTi amiguHy gopmynum (VII):

R,—{ (VIHI)
NH,
ne Rs € Takum, sk BM3HayeHo anga dopmynu (1),
Anst ogepxkaHHa cnonykn dopmynu (1X):

14
R, SQz
i
NH*R_1

ae R'y, R2 i R3 € Takumu, K BM3HA4YeHO BULLE,
AKY:

(IX)
R/

- abo BiHOBNIOIOTh, BMKOPMCTOBYHOUN
MeTaneBun rigpua, [OnA  OJEpXaHHs  Cronyku
dopmynu (X):

Rl

1 SQ.
R NH R,

ne R't, R'2i Rz € Taknmu, sik BU3Ha4YeHO BULLE,

- abo ankinyloTb WNSXOM Aii CUIbHOT OCHOBK Y
npuCcyTHOCTI ankinytoyoro areHTy R'4X, oe R' siBnsie
coboto niHinHy abo poasranyxkeHy (C1-Ce)ankinbHy
rpyny i X sBnsie cobot aTtom ranoreHy, i notim
BiJHOBIIOKTb

Anst ogepxkaHHa cnonykun dopmynu (XI):

1
R sQ,
NH
(X1)
R R,
R',

ne R4, R2, Rz i R4 € Takumu, sk BM3HAYEHO
BULLE,

- y npucytHocTi anbaerigy dopmynu (XII):

0

/s
Rs—c\ (X1l
H
Aae R3 e Taknm, sk Bu3HayeHo ansa cdopmynu (1),
AN ogepXaHHsa crnonyku dopmynu (X), onmcaHoi
BULLE, Ae cnonyky opmynu (X) abo (XI)
rpyny R'1 i, korm rpyna R"2 aBnsie co6oto niHinHy
abo posranyxeHy (C+-Ce)ankokcurpyny,
rpyny R'2 nepeTBoploloTb Yy riQPOKCMIpYNn Ans
ofepxaHHs cnonyku dopmynu (XI):

HO
SQ!
NH
A )
RYONT R,
R,
ne Rz, R3 i R4 € Takumu, sk BM3HaA4YeHO A1
cpopmynu (1),

ae cnonyky gopmynn (V) abo (XIl) nigaatoTts
peakuii 3 BOPOHOBOK KWMCMOTOK CMOMyKM dopmynu
(XIV):
R”

l .
9!
B(OH),

ae R"' saBnse cobow uiaHo rpyny abo
reTepouwK,

Ans odepxaHHa  (nicns  HeobOB'A3KOBOMO
nepeTBopeHHs rpynu R"y, konn octaHHa sBnse coboto
LuiaHo rpyny, Yy BiANOBIAHY TeTpasoninbHy rpyny)
cnonykn copmynu (l/a1) abo (l/az), KOHKpeTHUX
BapiaHTiB cnonyku dopmynu (1):
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" 'NH (Ifat)
964

oe Ri1, Rz, R3 i R4 € Takumun, gk Bn3HaveHo ans

copmynu (1), _
R“@-o ' 50,

Rz N
at Ji

ge Ry, R2 i m € Takmmmn, sik BM3HA4YeHO And
chopmynn (1),

ne cnonykm coopmyn (I/aq) i (I/a2):

OuMLLVIOTb, SKWO HeobxigHo, BiANOBIAHO OO
3BUYAMHOI TEeXHIKM OYULLEHHS, PO3AinAoTb, SKLUO
OaxaHo, Ha ix i3omepu BigNOBiOHO OO 3BU4YAMHOT
TEXHIKM PO3AiNeHHs i NepeTBOPIOTL, AKLWO HaxaHo,
y iX aguTMBHI coni 3 hapmMaueBTUYHO MPUNHATHOIO
KncnoToto abo OCHOBOIO.

Cnocib npurotyBaHHSa cnonyk copmynu (1), oe A
asnse coboo CR4Rs rpyny, skui BigpisHAETbCA TVM,
WO AK BUXIAHUIM MaTepian BUKOPUCTOBYIOTb CMONYKY

dopmynu (XV):

(Ifaz)

Rl
1 s\oz
NH (XV)
R
1 0
ne:

R'y siBnsie coboto niHilHy abo posranyxkeHny (Ci-
Ce)ankokcurpyny,

R'> aBnse coboto atom BOAHIO, aTOM ranoreHy
abo niHinHy abo poaranyxeHy (Ci-Ce)ankokcurpyny,

AKY nNiggarTb O XMopaueToHy Yy MPUCYTHOCTI

anMmeTvndopmamigy  ONS  OAepXKaHHA  Cronyku
dopmynu (XVI):
Rl
1 891

N (XV1)
Rl
2 ° o

ae R'1i R'2 € Taknmm, Sk BU3Ha4eHo BULLE,
AKY niggatTe MeperpynyBaHHIO y cepenoBULL
OCHOBM ANd ofepxaHHsa cnonykn popmynm (XVII):

R" st
NH
o (XVII)
RY
HO (¢]

ne R'1i R"2 € Taknmu, sik BU3Ha4YeHO BULLIE,

AKY [eaueTuniolTb  LUASXOM  HarpiBaHHA 3
3BOPOTHMM XONOOUITLHUKOM y cepenoBuLy 6eH3ony y
NPWUCYTHOCTI HaANMLKY €TUNEHTNIKOMIO | KaTaniTM4Hoi
KinbKoCTi  p-TONyoncynb@oHOBOI  KUCMOTM  And
ofepxaHHs cnonyku dopmynu (XVII):

XV

ae R'1i R'2 € Takmmu, ik BUSHaAYEHO BULLE,
AKY nigaaloTb riaponisy y cepefoBuLl KUCIOTK
ANsa ogepxxaHHs cnonyku copmynu (XiXa):
R, $Q,
NH
(XIXa)
R
O
ae R'1i R'2 € Takumu, Sk BUSHa4YeHo BULLE,
aToM a30Ty SKOi HeoDOB'A3KOBO, B 3aNEXHOCTI
Bia npupoam rpynn Rs, wo € BGaxaHolo, 3axvaTtb
3aXMCHOK TPynow i Ky noTiMm, nicna o6pobku
CUMbHOK OCHOBO, 06pPOBNAI0TL CNONYKO OPMYnn
R's-P,
ae R's aBnse coboto niHiiHY abo poaranykeHy
(C1-Ce)ankineHy rmpyny abo (Cs-Cr)umknoarnkineHy
rpynyi P saBnsie coboto BigxigHy rpyny,
ONst OflepXKaHHA, Micns 3HATTA 3axuMcTy atoma
asoTy, cnonyku chopmynu (XiX'a):
R, $Q,
NH
(XIX'a)
R'] R';
o
ne R't, R'2i R'3 € Takumu, Sk BU3Ha4YeHo BULLE,
ae cnonyky dopmynu (XIXa) abo (XIXa),
npepctaeneHy dopmynoto (XIX):
R,

sQ,
NH
. (XIX)

ae R'1i R'2 € Takumn, gk Bu3HayYeHo Bulle, i Rz e
TakuMm, K BU3HayeHo ansa dopmynu (l):

- abo niggatoTb KaTaniTMYHOMY BiQHOBMNEHHIO A4
ofepxaHHA cnonyku dopmynu (XX):

3]
R: st
NH (XX)
R R,

ae R'1i R'2 € Takmmu, ik BUSHaAYEHO BULLE,

- abo nepeTBOplOOTL Ai€l0 TiApuay Yy CNuMpT,
rigpoKcurpyny sIKkoi NepeTBOPIOOTL B aTOM ranoreHy
Ji€eto BiANOBIAHOIO peareHTy

Ans ogepkaHHa cnonyku copmynu (XXI):

Rtl ‘ sQl
NH

(XXI)
R/

R
ae R'1, R2 i R3 € Takumu, sik BU3HA4YE€HO BULLE, i
R's sBnsie co60t0 aToM ranoreHy,
- abo nigpatot Aii mariiopraHiyHoi cnonyku R's
MgBr, oe R'4 aBnse coboto niHinHy abo posranyxeHy
(C1-Ce)ankinbHy rpyny,
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Ons ofgepxaHHsa cnonyku dopmynu (XIXb):
st
NH

(XIXb)

4 OH

e R'y, R, R3 i R4 € Takumun, gk BU3HAYEHO
BuLLe, Ae cnonyky dopmynu (XIXb)

- abo niggatoTb KaTaniTMYHOMY BiQHOBMNEHH!O A1
ofepxaHHs cnonyku dopmynu (XXII):

- NH

R/ R,
R',
ne R't, R'2, Rz i R4 € Takmmun, 9Kk BU3HaA4YeHO
BULLE,
- abo ii rigpokcurpyny nepeTeOpOTE B aTOM
ranoreHy Aieto BiANOBIAHOMO peareHTy
ans ogepxaHHsa cnonyku dopmynu (XXI):

(XXII)

(XX

ne R't, Rz, R3 i R'4 € Takumun, sk BU3HA4YEHO
BuULLE, i R's ABNsE cobolo aTOM ranorexy,

ge cnonykn dopmyn (XX) - (XXII), rpyny Rt i,
korm rpyna R 9dBnde coboto niHivHYy abo
posranykeHy (C+-Ce)ankokcurpyny, myny R’
nepeTBOPHOIOTL Y MAPOKCUTPYMK

Ans ofaepxaHHsa cnonyku dopmynu (XXIV):

HO s,
NH

(XXIV)

Ry
R/ g B

oe Rz, Rz, Ra i Rs € Takumun, gk Bn3HaveHo ans

dopmynu (I), ge cnonyky dopmynu (XXIV) nigoaots

peakLii 3 GOPOHOBOK KMCMOTOK CMOMykM chopmMynu

(XIV):

R",—-@ (XXIV)
B(OH),

ne R"' aBnge cobow uiaHo rpyny abo
reTepouukn,

ans odepKaHHs (nicna HeobOoB'sI3K0BOMO
nepeTBopeHHs rpynu R"y, konu octaHHA siBnse coboto
uiaHo rpyny, Yy BiANOBIgHY TeTpasoninbHy rpyny)
cnonykn copmynn  (I/b), KoHkpeTHoro BapiaHTy
cnonyk copmynu (1):

""@—o sQ;

I}IH
C
RN SR,
R/ R, ?
ne Ri1, R2, R3, Rsa i Rs € Takumu, sk BM3HAYEHO
ans  cdopmyrim (1), pe cnonyky copmyn (I/b)

(Ilb)
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ouMWyIoTb, SAKWO  HeobxgHo, BIAMOBIAHO OO
3BUYAMHOI TEeXHIKM OYULLIEHHS, PO3AirsTb, SKLUO
OaxaHo, Ha i isomepu BigNoOBIAHO A0 3BUYANHOI
TeXHIKM po3dineHHs i nepeTBOPIOTh, SKLWO OaxaHo,
y il agnTuBHi coni 3 dhapmaueBTUYHO MPUNHATHOR
KMCNoTo abo OCHOBOIO.

Bunaxin Takox BiAHOCUTbLCS oo
dapMaLeBTUYHMX KOMMO3WLUiN, SKi  MiCTATb, $K
aKTUBHWW iHrpedieHT, cnonyky cdopmynm (l) 3 ogHMM

abo OinbLue BiANOBIOHMMN, iHEPTHUM K,
HETOKCUYHUMN eKkcumnieHTamu. Cepeg
dapMaLeBTUYHMX  KOMMO3ULIN BigNMoBigHO [0

BMHaxXo4y MOXYTb OyTn 3ragaHi GinbLl KOHKPETHO Ti,
AKi MPUAHATHI ANA  oparbHOro, napeHTepansbHOro
(BHYTPIiLLHBOBEHHOTO abo nigwkipHoro)  abo
HasanbHOro BBeAEHHs, Tabnewwum abo pgpaxe,
nig'a3nkoBi TabneTky, XKenaTMHOBI Kancynu, KOPXUKN,
Cyno3uTopii, kpeMu, Masi, AepMarbHi reni, iH'eKToBaHi
npenapaTu, MUTHI cycneHsiii T.4.

MpuiiHATHE [O03yBaHHA MOXE pPO3PI3HATUCH B
3anexHoCTi Big NpUPOaM i CKNaQHOCTI 3aXBOPIOBAHHS,
LNAXy BBeAEHHS, BiKY i Barn nauieHTa i 3HaxoauTbcs
B gianasoHi Big 1 go 500Mr Ha AeHb 3a ogHe abo
Oinblue BBEOEHD.

HacTynHi  npvknagu [OeMOHCTPYIOTb  OaHui
BMHaXig i )KOOHUM YMHOM He 0OMexXyloTb oro ob'emy.

Ak BUXiOHI MaTepianu BVMKOPUCTOBYIOTb
NPOAYKTU, AKi Bigomi abo BUroTOBNAOTLCA BiAMNOBIAHO
[0 Bigomumx cnocobiB NpuUroTyBaHHs.

CTpykTypu cnonyk, onucadi y MNMpuknagax, 6ynu
BU3HAYEHI BiANOBIOHO no 3BMYalHOI
cnekTpodpoToMeTpnyHoi  TexHikn  (iHdpadvepBoHe
BMNpomiHoBaHHs, AMP, mac-cnekTpomeTpis,...).

Mpwknag 1: 7-[3-(1H-TeTtpason-5-in)cdeHokan]-
2,3,3a,4-tetparigpo-1H-niporo-[2,1-
c][1,2,4]6eH30Tiagia3vnH 5,5-giokeng,

Cragisd A 3-[(5,5-Oiokcnmpo-2,3-gurigpo-1H-
nipono[2,1-c][1,2,4]6eH30Tiagia3nH-7-inJoke]deHon

Po3unH 68,75mmon BBr3 y 25mn
MeTUNEHXNOPUAY KpanmnsiMu AOA4aBanu A0 PO3YUHY,
oxonogxeHoro go 0°C, 27,5mmon 7-meTokcun-2,3-
avrigpo-1H-nipono[2,1-c]-[1,2,4]6eH30TiagiasnH  5,5-
aiokevay y 350mn metunenxnopugy. NepemillyBaHHA
3diicHoBanM npu  TemnepaTypi  HaBKOMULLHBbOIO
cepefosuila npotarom 24 roguH. PeakuinHy cymill

BUIMBaNM y CyMill nbody i BOAWM, i CYCNEHsit
nepemillyBanm NpoOTAroMm 30xs. Ocap
BigdiNnbTpOBYBaNM, NPOMMBANM  dekinbka pasis

BOAOl0, QuiNbTpyBanyM BCMOKTYBAHHSM i BUCYLLYBau
y BaKyymi Ansa ogepXaHHs o4ikyBaHOro NpoayKTy.
Touka nnasneHHs: >300°C
EnemeHTHUI MiKpoaHanis:

C% H% N% S$%

MigpaxosaHo 50,41 4,23 11,76 | 13,46

3HangeHo 50,00 [ 4,19 11,28 | 13,41

Cragia B:  3-[(5,5-AOiokcnpo-2,3-gurigpo-1H-
nipono[2,1-c][1,2,4]6eH30Tiagia3nH-7-
in)okcv]6eH30HITPUN

CycneHsito, ska cknagaetbes 3 7,06mmon
npoaykTy, oaepxaHoro Ha Cragiji sBuwe, 11,02mmon
3-uiaHoeHinGopoHoBOI KUCroTwn, 11,02mmon
auetaty migi(ll), 22,0mmon nipuauHy i 6nnasko 500mr
4A monekynapHux cut y 200mn metuneHxmopugy



19 82183 20

nepemillysanu npoTarom 24 rogunH. PeakuiiHy cymil
pospipkyBanuM wnsxoMm gopaBanHs we  100mn
MeTuneHxmopugy i cycneHsito  inbTpyBanu.
dinbTpaT KOHUEHTpYBanu i NOTiM BMillyBanu nNpsiMo
Ha KOMOHKY cunikaremnio, Ky entoolBanyM CUCTEMOIO
MeTuneHxnopua/metaHon 95/5. ®pakuii, ski MicTa
O4ikyBaHWI NpoAyKT, ob6'eaHyBany i BUNapoByBanu, i
3anuLIoK AOAABanM y HEBenuKY KifbKiCTb eTUIoBOro
edipy. Micna BiAGINbTPOBYBAHHS TBEPOUN,
OuiKyBaHMI NPOAYKT BigHoBnoBanu y dopmi Ginoro
MOPOLLKY.

Touka nnaeneHHs: 229-233°C

EnemeHTHMIA MikpoaHarnia:

C% H% N% S%
MigpaxoBaHo 60,17 3,86 12,38 | 9,45
3HangeHo 59,42 3,96 | 12,29 | 9,63

Crapia C: 7-[3-(1H-TeTpason-5-in)dpeHokcun]-2,3-
avrigpo-1H-nipono[2,1-c][1,2,4]-6eH3oTiagiasnH  5,5-
niokemg

0,35mmon gu-(n-ByTmn)-TMH okcmay gogaeanmm o
pO34MHy, KU MicTUTL  3,53MMON  NPOAYKTY,
ogepkaHoro Ha Cragii Buwe, i 7,07mmon
asugoTpumeTuncunady y 50mn  giokcany i cymiw
HarpiBanu i3 3BOPOTHUM XONOAUNBHUKOM MPOTArOM
24ron. Cymiwi gaBanu OXONOHYTM OO TeMnepaTtypu
HaBKOJMLUHbOTO cepeposuLa, niokcaH
BMMapoOBYyBanu, 3anuLIOK MOBTOPHO PO3YNHANM Y
MeTaHonNi i CyMill KOHUEHTpyBanu 3HOBY. 3anuLLOK
JoJaBanuv B eTunaueraT i NpoBOAUNN eKCcTparyBaHHs,
BukopucTtoBytoun 10% po3umH BikapGoHaTy HaTpito.
OcHoBHIi BOAHI asn ob'egHyBanu, OAMH pas
npomueanu etunauvetatom i aumnoanm 1N HCL.
Binun ocapa, skui yTBOpMBCA, BigdinbTpoByBanu Ang
OAepPKaHHS O4YiKYBAHOTO MPOOYKTY.

Touka nnaeneHHs: 155°C

EnemMeHTHUIA MmikpoaHania:

C% H% N% S%
MNigpaxosaHo [ 53,40 | 3,69 | 2198 | 8,39
3HangeHo 53,17 | 3,67 | 22,19 [ 7,81

Cragia D: 7-[3-(1H-Tetpason-5-in)gpeHokcun]-
2,3,3a,4-tetparigpo-1H-niporo[2,1-
c][1,2,4]6eH30Tiagia3unH 5,5-giokemg

10mMn eTaHony i 0,52mmon NPOAYKTY,
ogepkaHoro Ha Cragii Buwe, y NPUCYTHOCTI
1,58mMmon  NaBHs HarpiBanu i3 3BOPOTHMM
xonoavnbHukoMm npotarom 30x8. Cymiwi pasanu
OXOMOHYTM [0  TemnepaTypM  HaBKOJMLUHLOIO
cepeposuva i gogasann 10mn 1N HCL. CycneHsito
nepemilyBanu i NoTiM inbTpyBanu Ans ogepXaHHs
OYiKyBaHOTO NMpoaykTy Y popMi Ginoro NopoLLKy, SKui
nepekpucrtanisoByBanu 3 eTaHomny, i oJepxysBanu
BKa3aHWI y 3arofoBKy NPOOYKT.

Touka nnaeneHHA: 266-272°C

EnemMeHTHUIA MmikpoaHania:

C% H% N% S$%

Mpuknag  2: 7-[3-(1-Metun-1H-TeTpason-5-
in)peHokwn]-2,3,3a,4-Tetparigpo-1H-nipono[2,1-
c][1,2,4]6eH30TiagiasuH 5,5-giokeng,

Cragis A 7-[3-(1-MeTun-2H-TeTpason-5-
in)geHokan]-2,3-gurigpo-1H-nipono[2,1-
c][1,2,4]6eH30TiagiasuH 5,5-giokong,

200pn (0,39mmon) Gic(Tpu-n-6yTUN)TMH OKCMAay
aogasanu Ao cycneHsii ogepxaHoro y lMpuknagi 1
npoaykty (300mr, 0,78wvmmon) y 20mn ©6e3BogHOro
eTaHony | pO3YvH HarpiBanM i3  3BOPOTHUM
XONoAUNbHNKOM npoTsArom 10xB. ETaHon
BMMapoByBanu, gogasanu 1Mn meTun noauay i
nepemillyBaHHa  MpoBOAMNM  Npu  TemnepaTtypi
HaBKOJMMLUHLOIO cepefoBuvila npoTarom Hodi. Ocan
BigdiNbTpOBYBaNM AN ofepXaHHa cymiwi 1- i 2-
MeTun-2H-tetpason i3omMepiB, AKy ouuwanu And
OfepKaHHS BKa3aHOrO y 3arofioBKY NPOAYKTY.

Cragis B: 7-[3-(1-MeTun-2H-TeTpason-5-
in)dpeHoken]-2,3,3a,4-teTparigpo-1H-nipono[2,1-
c][1,2,4]6eH30TiagiasvnH 5,5-giokeng,

BukopucTtoBytoTb Ty X MeToauky, wo i ana Cragii
D Mpuknagy 1, nounHaoum 3 NPoayKTy, OOep>KaHoro
Ha CTapnii A.

Touka nnaeneHHs: 202-204°C

EnemeHTHMI MikpoaHania:

C% H% N% S%

MigpaxoBaHo 54,26 455 21,09 8,05

3HangeHo 5414 | 463 | 20,30 | 7,88

Mpuknag  3: 7-[3-(2-MeTun-2H-teTpason-5-
in)peHokan]-2,3,3a,4-Tetparigpo-1H-nipono[2,1-
c][1,2,4]6eH30TiagiasuH 5,5-giokeng,

Cragis A 7-[3-(2-MeTun-2H-TeTpason-5-
in)deHoken1-2,3-gurigpo-1H-nipono[2,1-
c][1,2,4]6eH30TiagiasvnH 5,5-giokeng,

163un  meTMn noauay, po3pimKeHoro 4mn
aleToHITpUNy, Ao4aBanu KpannsMmuy [0  Po3YvHY
ogepxaHoro Ha Cragii C [lMpuknagy 1 npoaykTy
(500mr) y 4mn Bogm i 105mr NaOH. Cymiw HarpiBamm
i3 3BOPOTHUM XONMOAWUNBHUKOM MNPOTAroM 2rof. i
peakuirHin cymiLui nasanv OXOJTOHYTU o
Temnepartypu HaBKOJTULLHbOIO cepepoBuLa.
Bunagas ocap, skun BigdinbTpoByBanu i AKMA
BiANOBIZaB BKA3aHOMY Y 3arofoBKY NPOOYKTY.

EnemeHTHUI MiKpoaHarnis:

C% H% N% S%

MippaxoBaHo 5454 | 4,07 21,20 | 8,09

3HangeHo 5452 | 4,24 20,72 | 8,18

Cragia B: 7-[3-(2-MeTun-2H-teTpason-5-
in)deHoken]-2,3,3a,4-teTparigpo-1H-nipono[2,1-
c][1,2,4]6eH30Tiagia3nH 5,5-giokang,

BukopucToByOTb Ty X MeToauky, Wwo i ana Cragii
D Mpukrnagy 1, noyMHaoum 3i CNonyku, OgepXaHoi Ha
Cragii A.

Toyka nnaBneHHs: 266°C

EnemeHTHWIA MikpoaHania:

MinppaxoBaHo 53,12 | 4,20 | 21,86 | 8,34

C% H% N% S%

3HargeHo 5314 [ 436 [ 2193 | 8,56

MigpaxoBaHo 5426 | 4,55 21,09 | 8,05

3HangeHo 5406 | 4,78 20,01 8,19
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HactynHi Mpuknagn 4-12 rotyBanu BigNoBigHO
no MeTOoauK, onucaHuMx y Mpuknagi 1,
BMKOPUCTOBYIOUM BIiAMOBiAHY OOPOHOBY KUCMOTY Ha
Ctagii B i nepetBoptoioun yHKLUiOHANbLHY rpyny B
BaxxaHun retepoapun.

Mpvknag 4: 7-[3-(1H-Imigason-2-in)deHoken]-
2,3,3a,4-tetparigpo-1H-nipono-[2,1-
c][1s2,4]6eH30Tiagia3vnH5,5-giokeng

Mpuknag 5: 7-[3-(1H-Imigazon-1-in)deHokm]-
2,3,3a,4-tetparigpo-1H-niporo-[2,1-
c][1,2,4]6eH30Tiagia3unH 5,5-giokeng

Mpvknag 6: 7-[3-(1H-Imigason-5-in)deHokcn]-
2,3,3a,4-tetparigpo-1H-nipono-[2,1-
c][1,2,4]6eH30Tiagia3uH 5,5-giokeng

Mpwknag 7. 7-[3-(1H-1,2,3-Tpnason-5-
in)peHokom]-2,3,3a,4-Tetparigpo-1H-nipono[2,1-
c][1,2,4]6eH30TiagiasuH 5,5-giokeng

Mpwknag 8: 7-[3-(2H-1,2,3-Tpnason-2-
in)dpeHoken]-2,3,3a,4-teTparigpo-1H-nipono[2,1-
c][1,2,4]6eH30TiagiasuH 5,5-giokeng

Mpwknag 9: 7-[3-(1H-1,2,3-Tpnason-1-
in)peHokeun]-2,3,3a,4-Tetparigpo-1H-nipono[2,1-
c][1,2,4]6eH30Tiagia3uH 5,5-giokeng

Mpuknag 10: 7-[3-(4H-1,2,4-Tpnason-3-
in)dpeHoken]-2,3,3a,4-tetparigpo-1H-nipono[2,1-
c][1,2,4]6eH30Tiagia3unH 5,5-giokeng

Mpuknag 11: 7-[3-(1H-1,2,4-Tpnason-1-
in)deHoken]-2,3,3a,4-teTparigpo-1H-nipono[2,1-
c][1,2,4]6eH30Tiagia3unH 5,5-giokemg

Mpuknag 12: 7-[3-(4H-1,2,4-Tpnason-4-
in)peHokeu]-2,3,3a,4-Tetparigpo-1H-nipono[2,1-
c][1,2,4]6eH30Tiagias3uH 5,5-giokeng

Mpwknag 13: 3-{3-[(5,5-Hiokcnpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH3oTiagiasnH-7-
in)oken]dpenin}-1,2,4-okcagiason-5(4H)-oH

Cragis A 3-[(5,5-Oiokcnpo-2,3-aurigpo-1H-
nipono[2,1-c][1,2,4]6eH30Tiagia3nH-7-in)okon]-N'-
rigpokcnmbeHsonkapbokcimigamig

616un (4,42vmon) TpueTanamiHy gopgasarm OO

po3uuvHy rigpokcunamin - rigpoxnopugy  (307wr,
442mmon)  y  1,5mn OMCO i  cycneHsiio
nepemiwlysanm npoTArom 10xB. Ocapg

BiAMinbTPOBYBaNM i pinbTpaT KOHUEHTPYBanu. 250mr
(0,737mmon) opepxkaHoro Ha Cragii B lMpuknagy 1
NPOaYKTy NOTiM Jojdasanu Ao inbTpaTy i PO34dnH

nepemiwysanu npu 75°C  npotarom  16roa.
PeakuinHin cymiwi  gaBanu OXOFIOHYTM A0
TeEMMepaTypu  HaBKOMMLIHLOTO  cepefoBulla, i

ocapKyBaHHA 3AiMCHIOBaNKN, BUKOPUCTOBYIOUM BOAY.
CnocrTepiranacsa B'siska 6ina nacta, ska crae 6inbLu
TBEepAod wnaxom gogasaHHa CHoCl..  Ocap
BiodiNbTPOBYBaNM AN OAepXaHHA BKasaHoro y
3aronoBKy NpoOaYKTY.

Touka nnaeneHHs: 165-169°C

EnemMeHTHUIA MmikpoaHania:

C% H% N% S%

MigpaxoBaHo 5483 | 4,33 | 15,04 | 8,61

3HanaeHo 55,07 | 418 | 14,66 | 8,95
Cragia B:  3-[(5,5-Aiokcnpo-2,3-gurigpo-1H-

nipono[2,1-c][1,2,4]6eH3o0TiagiasnH-7-in)-okem]-N'-

[(eTokcukapBoHin)okcn]beH3zonkapbokcimigamig
65un (0,65mMmon) etun xnopdopmiaTy foaaBanu

KpannsaMu OO0 po3uHy, oxonomkeHoro go 0°C,
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npoaykTy, ogepxaHoro Ha Cragii A (244wmr,
0,65mmon), y 1,5mn AM® i 59un  (0,72mmon)
nipuavHy. lNepemiwyBaHHs nposogunn npu 0°C
npotarom 30xB. i OcampKyBaHHA peakUiHOT CyMiLui
3fivicHoBanm, BMKOPUCTOBYHOUM BOAY. Ocapg
BiAiNbTPOBYBaNM AN oJep)KaHHA BKasaHoro vy
3arofloBKY MPOAYKTY.

Touka nnasneHHs: 101-105°C

Cragis C: 3-{3-[(5,5-Otkcmpo-2,3-gurigpo-1H-
nipono[2,1-c][1,2,4]-6eH30Tiagia3nH-7-in)okcn]deHin}-
1,2,4-okcapiazon-5(4H)-oH

MpoaykT, opepxaHuin Ha Ctagii suwe, (220mr,
0,49mmon) nepemiwyBanu nNpu  HarpiBaHHi i3
3BOPOTHVMM  XONOAWSbHWMKOM 3  KcuronoMm  (3mn)
npotarom 2rog. Cymiwi [JaBanyM OXONMOHYTM [0
TeMnepaTypu HaBKOMMLLHBLOIO CepefoBulia i ocag
BiAiNbTPOBYBaNM AN oJep)KaHHA BKasaHoro vy

3aronoBKy NPOaYKTY.
Touka nnasneHHs: >250°C
Crapiq D: 3-{3-[(5,5-Aiokcnpo-2,3,3a,4-

TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH3oTiagiasnH-7-
in)oken]dperin}-1,2,4-okcagiason-5(4H)-oH

BukopucTtoBytoTe Ty X MeToamKy, wo i ana Cragii
D Mpuknagy 1, nounHaum 3 NPoAYyKTY, OOEpP>KaHOro
Ha CTtagii C.

Touka nnaBneHHs: 241-244°C

EnemeHTHUI MikpoaHanis:

C% H% N% S%

MigpaxoBaHo 53,99 | 4,03 | 13,99 | 8,01

3HangeHo 54,28 | 4,01 13,50 | 7,92
Mpwknag 14: 3-{3-[(5,5-Oiokcnpo-2,3,3a,4-

TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH3oTiagia3nH-7-
in)okcv]dpenin}-1,2,4-okcagiason-5(4H)-TioH

Cragis A 3-{3-[(5,5-Oiokcmpo-2,3-gurigpo-1H-
nipono[2,1-c][1,2,4]-6eH30Tiagia3nH-7-in)okcn]deHin}-
1,2,4-okcagiazon-5(4H)-tion

[o cycneHsii npoaykTy, ogepxaHoro Ha Ctagii A
Mpwknagy 13, (300mr, 0,81mmon) y 6mn CH3CN
pofnasanu 239mr (1,21mmon) TiokapboHingiimigazony
i notim 481un (3,22vmon) OBY. PeakuinHuin po3dvH
nepemiwyBanM npu TemnepaTypi HaBKOMWLUHBOTO

cepeposuLla NPOTArom 1roa. Mposoanm
BMMapoBYBaHHA fJocyxa 1| Xxpomatorpadito Ha
cunikareni (CH2Cl>/MeCH 95/5). Micns

BMNAapOBYBaHHA (pakLii, SKi MICTATb MPOAYKT, LLO
yTBOpPMBCH, 3anuwok nopowkysann y MeOH i
BKa3aHWW Yy 3arofoeky MPOAYKT BiAHOBMIOBAMM
iNbTPYBaHHAM.

Touka nnaeneHHs: 228-230°C

EnemeHTHWMI MikpoaHania:

C% H% N% S%
MigpaxoBaHo 52,16 | 3,40 | 13,52 | 15,47
3HanageHo 5427 | 3,72 | 13,43 | 15,76
Cragis B: 3-{3-[(5,5-Aiokcnpo-2,3,3a,4-

TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH3oTiagiasnH-7-
in)okeu]dpenrin}-1,2,4-okcapiason-5(4H)-tioH

BukopucToBytoTb Ty X MeToauky, wo i ana Cragii
D Mpuknagy 1, nounHaoum 3 NPOAYKTY, OOEP>KaHOro
Ha Cragii A.

Touka nnaeneHHs: 231-235°C

EnemeHTHUI MikpoaHanis:
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C% H% N% S%
MigpaxoBaHo 5191 | 3,87 | 13,45 | 1540
3HalgeHo 5168 | 3,98 [ 13,07 | 15,49

Mpuknag 15: 7-[3-(2-Okcnpo-3H-1,2,3,5-
okcaTiagiason-4-in)deHokcn]-2,3,3a,4-TeTparigpo-
1H-nipono[2,1-c][1,2,4]6eH30TiagiasuH 5,5-giokeng

Cragis A 7-[3-(2-Okcnpo-3H-1,2,3,5-
okcaTiagiason-4-in)geHokcn]-2,3-gurigpo-1H-
nipono[2,1-c][1,2,4]6eH30Tiagia3vH 5,5-giokeng

[o cycneHsii, oxonogxeHoi go 0°C, npoaykry,
ofepxaHoro Ha Cragii A Mpuknagy 13, (250wr,
0,67mmon)y 15mn TI® gogasamm 109un (1,34mmon)
nipuavHy i noTim, kpannamu, 72un (1.01Mmon) TioHin
xnopwuay, PO34YNMHEHOTO y 3mn CH2Cl..
MepemiwyBaHHs npoeoamnu npu 0°C npotarom 30x8.
i cymiwi [faBanu OXONOHYTM [0 TemnepaTtypu
HaBKOIMMLUHLOTO CepefoBuvLIA, MOKW NepemillyBanmu
NPOTArom HacTynHol roavHun. MpoBogumm
BMMAapOBYBaHHA OOCyxa i 3anuvLoK 3aTBepaxysanu
nopoLkyBaHHAM y BoAi. Ocag BiadinbTpoByBanu Ang
OLlepXXaHHS1 BKa3aHOoro Y 3arofoBKY NPOAYKTY.

Crapia B: 7-[3-(2-Okcnpo-3H-1,2,3,5-
okcaTiagiason-4-in)deHokcn]-2,3,3a,4-TeTparigpo-
1H-nipono[2,1-c][1,2,4]6eH30TiagiasunH 5,5-giokeng

BukopucToBytoTb Ty )X MeToauky, wo i ana Cragii
D Mpuknagy 1, no4nHaoum 3 NpoaykTy, OAepKaHoro
Ha Crapgii A.

Touka nnaeneHHs: 178-182°C

EnemMeHTHUIA MmikpoaHania:

C% H% N% S$%

BukopucTtoBytoTe Ty X MeToamKy, Wwo i ana Cragii
D Mpuknagy 1, nounHaum 3 NPoAyKTY, OOEpP>KaHOro
Ha Ctagii B.

Touka nnaeneHHs: 178-180°C

C% H% N% S%

MigpaxoBaHo 62,81 | 4,74 7,32 | 8,38

3HangeHo 63,11 | 4,82 7,28 8,34

Mpwknag 17: 7-[3-(3-Pypun)deHoken]-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]6eH30Tiagia3nH
5,5-piokcna

Cragia A 7-[3-(3-®ypun)deHokcul-2,3-gurigpo-
1H-nipono[2,1-c][1,2,4]-6eH30TiagiasnH 5,5-giokcma

CycneHsito npoaykTy, ogepxaHoro Ha Cragii A
Mpwknaay 16, (300mr, 0,76mmon), 111mr (0,99vmmon)
3-cbypaHbopoHoBoi  kucrotv, 137mr  (0,99mmon)
K2CO3 i 45mr (0,038mmon)
TeTpakncTpudeHindocdiHy y cymiwi 6Mn eTaHony i
1,8mn Boay Harpieanu npyu 80°C npoTtsarom 3rod. mig
N2. EtaHon BunmapoByBanu y BaKyyMi i 3anuLlok
popasanu y Bogy i 1N HCL. Ocap BiadinsTpoByBanm
ONsi ofepKaHHs! BKa3aHoro y 3arofoBKY NPOOYKTY.

Touka nnaeneHHs: 128-132°C

Cragis B: 7-[3-(3-®ypun)deHokcu]-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH3oTiagia3vnH
5,5-piokeng

BukopucToByOTb Ty XX MeToauky, Wwo i ana Cragii
D Mpuknagy 1, noYnHao4un 3 NPoayKTy, OAEP>XKaHOro
Ha Ctagii A.

Touka nnaeneHHs: 186-189°C

EnemeHTHUI MikpoaHanis:

MigpaxoBaHo 48,56 | 3,84 | 13,32 | 15,25

C% H% N% S%

3HargeHo 48,62 | 3,84 | 13,27 | 15,49

MigpaxoBaHo 62,81 4,74 7,32 8,38

Mpuknag 16: 7-[3-(2-Pypun)deHokcu]-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]6eH30Tiagia3nH
5,5-piokeng

Crapis A 7-(3-bpomdeHokcn)-2,3-gurigpo-1H-
nipono[2,1-c][1,2,4]-6eH3oTiagia3vH 5,5-giokcug

BukopucToBytoTb Ty X MeToauKy, Wwo i Ana Cragii
B Tlpuknagy 1, BMKOPUCTOBYIOYM SK  BUXIAHI
MaTepiann  (3-6poMdeHin)0oopoHOBY  KUCROTY i
npoaykT, oaepxanui Ha Ctaaii AlMNpuknagy 1.

Crapia B: 7-[3-(2-®ypun)deHokcn]-2,3-gurigpo-
1H-nipono[2,1-c][1,2,4]-6eH30TiagiasnH 5,5-giokcma

CycneHsito nNpoaykTy, ogepxaHoro Ha Cragii A

(200mr,  0,50mmon), 222uyn  (0,66mmon)  2-
(TpnbyTuncTaHHin)dpypany i 30mr  (0,025mmon)
TeTpakuctpudpeHindgocgivy y 4mn Tonyony

HarpiBanu i3 3BOPOTHUM XONOAUNBHUKOM MPOTArOM
45 x8. Tonyon BuNapoByBanu y BaKyyMmi i 3amnuLlOK
xpomaTtorpadysanu Ha SiO2 (CH:Clx/auetoH 96/4)
AN OfePKaHHA BKa3aHOro Yy 3arofloBKy NPOAYKTY.
Touka nnaeneHHs: 186-189°C
EnemeHTHUI mikpoaHania:

C% H% N% S%

MigpaxoBaHo 63,15 | 4,24 7,36 | 843

3HangeHo 62,85 | 4,22 7,37 8,40
Crapis C: 7-[3-(2-®ypun)deHokcu]-2,3,3a,4-

TeTparigpo-1H-nipono[2,1-c][1,2,4]6eH30Tiagia3nH
5,5-piokcna

3HangeHo 63,43 477 7,33 8,43

Mpwknag 18: 7-[3-(1,3-Okcazon-5-in)deHokan]-
2,3,3a,4-teTparigpo-1H-nipono-[2,1-
c][1,2,4]6eH30Tiagia3nH 5,5-giokong,

BukopucTtoBytoTb Ty X MeETOAMKY, WO i Aansa
Mpuknagy 17, 3amiwytoumn 3-dypaHb0opOHOBY KMCIOTY
Ha CTagaii A 1,3-okca3o-5-inbopoHOBOO KMCIOTOH.

Toyka nnasneHHs: 210°C

EnemeHTHWIA MikpoaHania:

C% H% N% S%

MigpaxoBaHo 59,52 447 10,96 8,36

3HavgeHo 59,47 | 4,51 10,68 | 8,74

Mpuknag 19: 7-(3-MNipnaunH-2-indeHokcn)-
2,3,3a,4-teTparigpo-1H-niporo[2,1-
c][1,2,4]6eH30TiagiasvnH 5,5-giokeng,

Crapia A 7-(3ipngnH-2-indeHokcn)-2,3-
aurigpo-1H-nipono[2,1-c][1,2,4]-6eH3oTiagiasnH  5,5-
aiokemg

BukopucTtoByloTb Ty X MeTOAWKY, WO i Ans
Mpwknagy 16, BMKOPUCTOBYIOUU 2-
(TPMBYTUNCTAHHIN)NIpUNH K BUXIQHUIA MaTepian.

Touka nnaeneHHs: 205-207°C

Crapia B: 7-(3-NMipngnn-2-indeHoken)-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]6eH30TiagiasnH
5,5-piokena
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BukopucTtoByloTb Ty X MeToauKy, Wwo i ana Cragii
D Mpukrnagy 1, nouvMHaoun 3 NpPoAyKTy, OO4EPXXaHOoro
Ha Ctapgii A.

Touka nnaeneHHs: 129°C

EnemMeHTHUI MmikpoaHania:

C% H% N% S%
MigppaxoBaHo 64,10 4,87 10,68 8,15
3HangeHo 64,30 5,07 10,55 7,71

Mpwvknag 20:  7-[3-(1H{Tipon-1-in)deHokcn]-
2,3,3a,4-tetparigpo-1H-nipono-[2,1-
c][1,2,4]6eH30Tiagia3nH5,5-giokeng

250mr  (0,75mmon)  {3-[(5,5-giokcnoo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH3oTiagiasnH-7-
inj)oken] deHin} aminy i 137pn (1,06mmon) 2,5-
avmMmeTokeuTeTparigpodypaHy poaaeanu o
aBoxgasHoi cymiwi 2,5mn Boam, 1,25mn AcOH i
3,75mn anxnop-1,2-eTaHy. MepemiwyBaHHs
nposoaurm npu 80°C npoTtsarom 1rof.; cymiwi gaBamm
OXOMOHYTM [0  TemnepaTypM  HaBKOMMLUHLOIO
cepeposua i ekctparyBanu CH2C12. OpraHiuHy
a3y npomuMBanM HaCUYEHUM BOAHMM  PO3YMHOM
NaCl i cywmnun Hag MgSOs4. BkasaHuin y 3aronosky
NPOAYKT ouullyBanu LWNaxom xpomartorpadii Ha
konoHui cunikarento (CH2Clo/rentan 70/30).

Touka nnaeneHHsA: 169-170°C

EnemMeHTHUI MmikpoaHania:

C% H% N% S%
MigppaxoBaHo 62,97 5,02 11,02 8,41
3HangeHo 63,14 518 10,85 8,15

Mpwknag 21:  7-(3-MopdoniH-4-indeHoken)-
2,3,3a,4-tetparigpo-1H-niporo[2,1-
c][1,2,4]6eH30Tiagia3unH 5,5-giokeng

Cymiw  300mr (0,90mmon) {3-[(5,5-giokcmnao-
2,3,3a,4-tetparigpo-1H-nipono-[2,1-
c][1,2,4]6eH30Tiagia3nH-7-n)okculdeHintaminy,
192mr Na>COs (1,81mmon), 5mr Nal, 126un 2-
opometunosoro edipy (0,905mmon) y 6mn CH3CN
HarpiBanu i3 3BOPOTHUM XONOAUNBHUKOM MPOTATrOM
HOui. CycneHsito dinbTpyBany; dinbTpat
BunapoByBanu, gogasanum y CH2Cl2 i npomusamm
HacuyeHnM posunHom NaCl. Micna BunapoByBaHHS Y
BaKyyMi, OUYiKyBaHWUIA MPOAYKT OYMLLYBanu LWNAXOM
xpomarTorpadii Ha cunikareni (CH2Clo/aneToH 96/4).

Touka nnaeneHHs: 199-202°C

EnemeHTHWIA MikpoaHarnia:

C% H% N% S%
MigpaxoBaHo 59,83 | 5,77 10,47 | 7,99
3HanageHo 59,38 | 6,05 | 10,31 | 8,03

Mpuknag 22: 7-[4-(1H-Tetpason-5-in)deHokcn]-
2,3,3a,4-tetparigpo-1H-niposo-[2,1-
c][1,2,4]6eH30TiagiasuH 5,5-giokeng

Cragia A 4-[(5,5-Ookecnpo-2,3-aurigpo-1H-
Tpono[2,1-c][1,2,4]6eH30TiagiasnH-7-
in)okcm]6eH3oHITPUN

BukopucToByoTb Ty X MeToauky, wo i ana Cragii
B Mpuknagy 1, 3amiwytoum 3-uiaHoeHinGopoHoBY
KNCoTy 4-LiaHodeHiNnbopoHOBO KMCIOTOH).

Touka nnaBneHHs: 239-242°C

Cragis B: 7-[4-(1H-TeTtpason-5-in)deHokcun]-2,3-
avrigpo-1H-nipono[2,1-c][1,2,4]-6eH3oTiagiasanH  5,5-
aiokenpg,

BukopucToBytoTb Ty X MeToauky, wo i ana Cragii
C Mpwknagy 1, BUKOPUCTOBYOMM  MPOAYKT,
ofgepxaHui Ha Ctagii A, sik BUXigHUIM maTtepian.

Cragia C: 7-[4-(1H-TeTpason-5-in)peHokcu]-
2,3,3a,4-teTparigpo-1H-nipono[2,1-
c][1,2,4]6eH30Tiagia3uH 5,5-giokong,

BukopucTtoBytoTb Ty X MeToauky, wo i ana Cragii
D Mpuknagy 1, BMKOPUCTOBYIOYM NPOAYKT,
ofdepxaHui Ha Ctagii B, sik BUXigHUM matepiarn.

Touka nnaeneHHs: 215-219°C

EnemeHTHWI MikpoaHania:

C% H% N% S%

MigpaxoBaHo 5312 | 4,20 | 21,86 | 8,34

3HangeHo 53,98 [ 4,11 | 2132 | 8,68

Mpvknag 23: 5-{3-[(5,5-Aiokcnpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH3oTiagiasnH-7-
in)oken]dpenin}-1,3,4-okcagiason-2(3H)-oH

Cragis A: Metun 3-[(5,5-Oiokcnao-2,3-Aurigpo-
1H-nipono[2,1-c][1,2,4]-6eH30TiagiasnH-7-
in)okcm]6eHszoat

BukopucTtoBytoTb Ty X MeToauky, wo i ana Cragii
B Mpuknagy 1, 3amiwytoum 3-UiaHoeHiNGopoHoBY
KMUCNOTY [3-(MmeTOoKCnKapOoHIN)deHiN]6opoHOBO
KMCNOTOH.

Touka nnaeneHHs: 239-242°C

EnemeHTHUI MikpoaHanis:

C% H% N% S$%

MippaxoBaHo 58,06 4,33 7,52 8,61

3HangeHo 52,53 4,01 7,84 9,00

Cragis B: 3-[(5,5-Oiokcnpo-2,3-aurigpo-  1H-
nipono[2,1-c][1,2,4]6eH30Tiagia3unH-7-in)okcu]
6eH3origpasung,

CycneHsito  500mr  (1,34mMmon)  NpPOAYKTY,
ogepxaHoro Ha Cragii A, i 978un (20,13mmon)
rigpasuH moHorigpaty y cymiwi MeOH (30mn) i AM®
(6mn) HarpiBanu 3i  3BOPOTHUM  XOMOAMITbHUKOM
npotarom  24roq. MeOH  BunapoByBann, o
peakuivHoi cymiwi gogasanu Bogy i ocad, SKUR
BiANOBIJAa€e BkazaHOMy Yy 3arofioBKYy MPOAYKTY,
BigdinbTpOBYBanu.

Touka nnaeneHHs: 197-201°C

Cragis C: 5-{3-[(5,5-Oiokcmpo-2,3-gurinpo-1H-
nipono[2,1-c][1,2,4]-6eH3oTiagia3vH-7-in)okcu]deHin}-
1,3,4-okcagiazon-2(3H)-oH

CycneHsito  150mr  (0,40mMMon)  nNpoOAYKTY,
opepxaHoro Ha Cragii B, 85wr (0,52mmon) 1,1'-
kapboHingiimigasony i 95un (0,68wmon) EtN vy
cymiwi Tre (3,7mn) i AM® (3,7mn) HarpiBanm 3i
3BOPOTHUM XonoaunbHvkoM npoTarom 3rog. Cymiui
JaBanu OXonoHYTM OO TeMnepaTypy HaBKOJMULLHLOIO
cepeposuwa i auunmoBarm 1N HCL. binun ocag
BiAiNbTPOBYBaNM AN oJepXaHHA BKasaHoro vy
3aronoBKy NPOAYKTY.

CTtapis D: 5-{3-[(5,5-HOiokcnpo-2,3,3a,4-
TeTparigpo-1H-nipono[2,1-c][1,2,4]-6eH3oTiagiasnH-7-
in)oken]dpenin}-1,3,4-okcagiason-2(3H)-oH
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BukopucTtoByloTb Ty X MeToauKy, Wwo i ana Cragii
D Mpukrnagy 1, nouvMHaoun 3 NpPoAyKTy, OO4EPXXaHOoro
Ha CtagiiC

Touka nnaeneHHs: 254-258°C

EnemMeHTHUI MmikpoaHania:

C% H% N% S%
MigppaxoBaHo 53,99 4,03 13,99 8,01
3HangeHo 54,31 4,27 13,24 7,72

dapmakonorivyHi - AOCMiMKEHHA NpoAyKTiB  3a
AaHVM BUHaxXo40M

DocnimpxeHHs 30ymKyBanbHUX TOKIB, BUKIMKAHUX
AMP A B oouuTax Xenopus

a - Cnoci6:

MPHK opgepxyBanu 3 KOpM TrONOBHOMO MO3KY
camuiB Lypis Wistar cnocobom ryaHiavH
TiouiaHaT/cbeHon/xnopodoopm.  Moni (A")  MPHK
BiAAINANM xpomatorpadieto Ha oniro-dT uentonosi Ta
iH'ekTyBanu npu piBdi 50Hr Ha oouut. OouunTn
iHkyOyBanu npotarom 2-3 aHiB npu 18°C, wob
[O3BONNTU EKCTIPECito pelenTopis, i NoTiM 36epiranm
npwu 8-10°C.

[MpoBoanmm enekTpoisionoriyHy peectpauio y
kamepi Plexiglass® npu 20-24°C y cepeposuwy OR2
[J. Exp. Zool., 1973, 184, 321-334] cnocobom
"Hanpyra-cikcauia" 3 BYKOPUCTaAHHAM 0BOX
enekTpoais, 3 TpeTiM eniekTpoaoM, PO3MILLEHUM Y
BaHHiI, SKa CNyXuWTb AK 3pa3ok.

Bci crnonykm BBOOMNM 4Yepe3  cepenoBuULLEe
iHKyDaUii i enekTpu4HMIA CTpyM BUMIpIOBarmM B KiHLj
nepiogy BeBedeHHs. AMPA BukopuctoByBanu Yy
KOHUeHTpauii 10uM. [Ona KoxHOI JgocnipkyBaHOI
CMOMyKN BM3HaYarmM KOHLIEHTpaUilo, sika MNo4BOKE
(EC2X) abo 36inbwye y n'ate pasie (EC5X) cuny
cTpymy, BuknmkaHoro cammm AMPA (Big 5 go 50HA).

b - PesynbTtaTu:

Cnonykn 3a [aHuM BMHaxo4OM MiACUIIIOTL
30ymkyBanbHi edektm AMPA [0 OyKe 3HAYHUX PiBHIB
i iX aKTMBHICTb € Oy)Ke NepeBaKHOK Y NOPIBHAHHI 3i
cnonykamu, Ha ski € nocunaHHha. Cnonyka MNpuknagy
1, ocobnmeo, mae 3HavyeHHss EC2X Ha piBHi 0,2uM i
3HayeHHs EC5X Ha piBHi 0,8uM, cnonyka MNpuknagy
17 mae 3HaveHHa EC2X Ha pisHi 4,5uM i 3Ha4eHHs
EC5X Ha pisHi 11,5uM i cnonyka Mpuknagy 18 mae
3HayveHHss EC2X Ha piBHi 0,66uMi 3HauyeHHss EC5X Ha
piBHi 4uM.

dapmakonoriyHa Komno3uuis:

dopmyna  Ansg  NPUroTyBaHHSA 100C

TabneTok, KOXHa 3 gKuMxX Mictute 100Mmr 7-

[3-(3-dpypun)dpeHokeu]-2,3,3a,4-

TeTparigpo-1H-nipono[2,1-

c][1,2,4]6eH30TiagiasunH 5,5-pgiokeunc

(Mpwknag 17) 1009
rigpokecmnponinuentonosa 29
NWeHWYHWUN Kpoxmarnb 10g
nakTosa 100g
cTeapaTt MarHito 39

TanbK 3g9.
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