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XP000943434, DABHI T.P.; SHAH V.H.; PARIKH
A.R.; INDIAN JOURNAL OF HETEROCYCLIC
CHEMISTRY, '10.1992, Vol: 2, Nr. 2, P.: 137-138
(57) 1. Cnonyka chopmynu

-
R'—cC R3
AN (I-A) abo
—
N R2
[
R'—cC R3
AN
(I-B),
N Sy
1y

T N-okcugHa dopma, dapmaueBTUMHO NPUAHATHA
aguUTUBHA Ciflb, YETBEPTUHHUIA aMiH Ta CTEPEOXIMIYHO
isomepHa ¢opma, ae

X e O; C(R®)2, ne R® ¢ BogHeMm, apunom abo Cis an-
Kimiom HeoBO0B’A3KOBO 3aMilleHUuM amiHorpynoto abo
MoHo- abo ai(Ci-sankin)amiHorpynotw; S abo N-R7, ne
R7 € amiHOTpynot abo rigpoKCurpynoto;

R' € Ci6ankinom; TiOHINOM; XiHOMIHINOM; UUKNOCs.
12ankinom abo (UuknoCs.12ankin)C1-6ankinom, ae Luk-
noCs-12ankinbHa cknagoBa HEOOOB'I3KOBO MOXE Mic-
TUTWU NOABIAHWIA 3B’A30K, TAa A€ OAUH aTOM BYIMNEL Y
uuknoCaz-12ankKinbLHIA cknagosin moxe 6yTu samiue-
HUiA atomom KucHiw abo NRS-cknagosow, ge RS ¢
BoaHeM, BeH3unom abo CieankinokcukapboHinom; ae
oauMH abo 6inbwe aTtomis BoAHK Yy CisanKinbHii
CKNnagoBin abo y uuMknoCs.12ankineHin ckNagoBin He-
060B’A3KOBO MOXyTb OyTW 3amiweHi Cieankinom,
rigpokciC1-sankinom, ranoCi-sankinom, amiHoC -
sankinoMm, rigpokcurpynoto,  Ci-sankinokcurpynoto,
apunCi-sankinokcurpymnoto, ranoreHom, Cit
6aIKINOKCUKAPBOHINOM, apunom, amiHOTPynoto, MOHO-
abo Ai(C1-sankinoM)amiHorpynoto, Cit
sanKinokcukapboHinamiHorpynoto, ranoreHom, nine-
PasUHINOM, NiPUAUHINOM, MOPONIHINOM, TiEHINOM
abo 6isaneHTHUM paaukanom cgopmynu -O-, -O-CHa-
O abo -O-CH2-CH2-O-,

a6o pagukanom dopmynu (a-1)

s fion

\
(a-1)
_ 22/(CHZ) ]

ne Zi € eAMHUM KoBaneHTHUM 3B’a3koM, O, NH abo
CHz;

Z2 € €eAUHUM KOBaNeHTHUM 3B’s13koM, O, NH abo CHa;
n e yinum uucnom 0, 1, 2 abo 3;

Ta A€ KOXHUA aTOM BOAHIO Y (PEHINLHOMY KinbLui He-
3aNeXHO MO)Ke HeoB0B’A3K0BO BYTU 3aMilLeHWiA rano-
reHom, rigpokcurpynot, Ci-sankinom, Ci-s ankinokcu-
rpynoto abo riapokciCi-sankinom;

abo X ta R! MoxxyTb ByTU y3ATi pasom 3 aTOMOM BYyT-
neuto, Ao akoro X Ta R! npueaHaHi, ANA YyTBOPEHHS
papukana cpopmynu (b-1), (b-2) abo (b-3);
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N
\ (b-1)
T
‘ = , (b-2)
/
s (b-3)
O
R2 ¢ BoagHeM; ranoreHoMm; LjaHorpynoto; Ci-sankinom;
C1-6anKinoKCHrpynoto; Ci-sankinTiorpynoto; Ci-

sankinkapboHinom; CisankinokcukapboHinom; Ci.
sankinkapboHinokciCieankinom; CosankeHinom; rig-
POKCIC2-sanKeHinom; Cosankidinom; rigpokciCa-
sankiHinoM; Tpu(Ci-sankin)cunaHCz-sankiHinom; ami-
HOrpynoto; MOHO- abo ai(C1-eankin)amiHorpynoto; Mo-
Ho- a6o Ai(Ci-sankinokciCi-sankimyamiHorpynow; Mmo-
HO- abo Ai(C1-sankinTioC1-eankisamiHOrpynoto;
apunowm; apunCi.esankinom; apunCoeankiHinom; Cis
ankinokciCi-sankinamiHoC1.sankinoMm;  amiHokapGoHi-
nom HeoboB’s13k0BO 3amiweHuMm CisankinoMm, Cis
ankinokcuCi-sankinom, Ci-sankinokcmkap6oHinCi.s
ankinom a6o nipuanHinCi-sankinom;

reTepouuknom, subpaHum 3 TieHiny, dypaniny, nipo-
niny, Tiasoniny, okcasoniny, iMmigasoniny, isotiasoni-
ny, isokcasoniny, nipasoniny, nipuauny, nipasuHiny,
nipuaasuHiny, nipumigudiny, ninepuauHiny Ta ninepa-
3KHINYy, HeoboB’A3k0BO N-3amiwleHoro Cis ankinok-
ciCi-sankinoMm, MopdoniHinoMm, TiomopdosniHinom,
niokcaHinom abo guTiaHinom;

pagukanom -NH-C(=O)R®, npe R% ¢

Cisankinom HeobOB’A3kOBO 3aMilleHUM UUKIOCs3.12
ankinom, Cieankinokcu rpynoto, Cie ankinokcukap-
BGOHINOM, apuriom, apurnokCUrpynow, TiEHInoMm, nipu-
AuHinom, moHo- abo ai(Ci-s ankimamiHorpynoto, Cis
ankinTiorpynow, GeH3UNTIorpyno, nipuaUHINTiorpy-
noto abo nipuMiguHinTiorpynoto;

UMKNOCs-12anKinoM; UUKITOTEKCEHINOM; aMiHOrpynoto;
apunuuknoCs.i2ankinamiHorpynotw; mMoHo- ato ai(Ci-s
ankimamiHorpynot; MoHo- abo ai(Ci-s ankinokcukap-
B60HINC1-eankin)amiHorpynoto; mMoHo- abo ai(Ci.s anki-
nokcukapGoHin)amiHorpynoto; mMoHo- abo ai(Cos an-
KEeHimamiHorpynoto; MOHO- abo Ai(apunCis
ankimamiHorpynow; MoHo- abo aiapunamiHOrpynoto;
apunCa.sankeHinom; ¢ypaHinCezeankeHinom; ninepu-
OUHINOM; ninepasuHinom; iHgoninom; dypunom; 6eH-
3ocypunom; TeTpariapogpypunom; iHAEHINOM; apa-
MaHTUMOM; MIPUAUHINIOM; NipasuHINoOM; apunom;
apunCisankinriorpynoto abo paaukanom opmynu
(a-1);

cynbgoHamigom -NH-SO2-R1°, ne R'® ¢ Cysankinom,
MOHO- abo noniranoCieankinom, apunCi-eankinom,
apunCoa.sankeHinom, apunom, XiHOMIHINOM, i30Kcaso-
ninom a6o ai(Ci-sankin)amiHorpynoto;

R3 € BOAHEM; ranoreHoM; rigipoKCUrpynow; LiaHorpy-
notw; Ci-sankinom; Ci-sankinokcurpynoto; Ci-s ankino-
kciC1-sankinom; CisankinkapboHinom; Ci.s ankinokcu-
kap6oHinom; Co.sankeHinom; riapokciCo.s ankeHinow;
CosankiHinom; rigpokciCasankidinom; Tpu(Cie an-
kin)cunaHCz-sankiHinom; amMiHorpynotw; MoHo- abo
i(C1-sankinyamiHorpynoto; moHo- a6o ai(Ci-s ankinok-
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ciCi-sankimamidorpynoto; mMoHo- abo ai(Ci-s ankinTi-
oCi-eankin)amiHorpynoto; apunom; MopdoniHinCi.s
ankinom a6o ninepuauHinCi-sankinom;

R4 € BoaHeM; ranoreH; uiaHorpynoto; Ci-sankinom;
Ci.sankinokciCi-sankinom; CisankinkapboHinom; Cis
ankinokcukapboHinom; CosankeHinom; rigpokciCos
ankeHinom;  Co-eankiHinom;  riapokciCo-sankiHinom;
Tpu(C1-sankimcunanCa-earnkiHinom; moHo- abo gi(Ci-s
ankimamiHorpynot;, MoHo- abo ai(Ci-sankinokciCi.s
ankimamiHorpynot;, MoOHo- abo ai(CieankinTioCi.s
ankimamidorpynoto;,  MopdoniHinCi.eankinom abo
ninepuaunHinCi.eankinom; abo

R? Ta R® MOXyTb OYTU y3ATi pa3om ANs YTBOPEHHSA -
R2-R3-, akuii € GiBaneHTHUM pagukanom opMynu -
(CHz2)3-, -(CH2)4-, -(CH2)5-, -(CH2)s-, -CH=CH-CH=CH-
, -Z4-CH=CH-, -CH=CH-Z4-, -Z4-CH2-CH2-CH>-, -CH>-
Z4-CH2-CH2-, -CH2-CH2-Z4-CH>-, -CH2-CH2-CH2-Z4-, -
Z4-CHo-CHo-, -CH2-Z4-CH2- a6o -CHo-CH2-Zs-, pne Zs4
€ O, S, SO2 abo NR'"!, ne R'' ¢ BoaHeM, Ci-sankinom,
6eH3nnom abo

Ci.sankinokcukapboHinom; ta ae KOXHuii GiBaneHT-
HUiA pagukan € Heo60B’A3KOBO 3amilleHUM C1.s anki-
nowm,

abo R® ta R* MOXyTb ByTW y3saATi pa3om Anst yTBO-
peHHs 6GiBaneHTHoro papukana dgopmynu -CH=CH-
CH=CH- abo -CH2-CH2-CH2-CHa-;

R5 € BoaHeMm; UWMKNOCs-12anKinom; ninepuanHinom,
OKCOTIEHINOM; TeTparigpoTieHinom, apunCi-eankinom;
Ci-sankinokciCi-sankinom; Ci.sankinokcukapboHinCi.s
ankinom ato Ci-sankinom, He060B’A3KOBO 3aMiLLEHUM
pagukanom C(=O)NRxRy, ae Rx Ta Ry, KOXHUiA Hesa-
nexHo € BoAHeM, UUknoCs.iankinom, Cos ankiHinom
a6o Cieankinom HeoGOB'A3KOBO 3aMmilleHUM UuiaHor-
pynoto, Ci.sankinokcurpynoto, Ci.e ankinokcukap6oHi-
nom, cpypaHinom, niponiaumHinom, 6eH3UNTIOrpynoto,
nipuauHinom, niponinom abo TieHinowm;

Y e Oabo S;

abo Y ta RS moxyTh GyTn y3ati pasom ana yreo-
peHHa =Y-R3-, akuit € pagukanom dpopmynu
-CH=N-N= (c-1);

-N=N-N= (¢-2) abo

-N-CH=CH- (c-3);

apun € ¢eHinom abo HadpTUNOM, HEOBOB’A3KOBO 3a-
MilLleHUM oaHMM abo 6Ginblie 3amicHUkamu, BubBpa-
HUMU 3 ranoreHy, rigpokeurpynu, Cisankiny, Ci.e an-
KiNOKCUrpynu, eHinokecurpynu, HiTpOrpynu,
amiHorpynu, Tiorpymu, Cieankintiorpynu, ranoCi-s
ankiny, noniranoCi-sankiny, noniranoCi-s ankinokcur-
pynu, rigpokciCi-sankiny, Ci-eankinokciCisankiny,
amMiHoC1.s ankiny, MoHo- abo ai(Ci.sankin)amiHorpynu;
MOHO- abo ai(Ci-eankin)amiHoC1.sankinom, uiaHorpy-
noto, -CO-R™2, -CO-OR™, -NR™S0:R'2, -SO02-
NR'R™, -NR1BC(O)R'2, -C(O)NR'R', -SOR'?,
SO2R'2; pe koxHuin R'2, RS ta R' HesanexHo € C1s
ankinom; uuknoCsesankinom; deHinom; deHinoMm sa-
MILWEHUM ranoreHoM, rigpokeurpynoto, Ci-sankinom,
Ci.sankinokcurpynoto, ranoCi.eankinom, noniranoCi.s
ankinom, dpypaHinom, TieHinom, niponinom, imigasoni-
nom, Tiasoninom abo okcasoninom;

Ta konu R'-C(=X) cknagoBsa 3B’A3aHa 3 iHLUUM NOMo-
JKEHHAM HK 7 abo 8 nonoxeHHsa, Toai aragaHi 7 Ta 8
MONOXKEHHA MOXYTb OyTn samiweHi R'® ta R'® pe
0OMH 3 HUX abo obuasa 3 R'® Ta R'® ¢ Ci.sankinom,
Cr-sankinokcurpynoto, a6o R ta R' yaari pasom
MOXYTb YTBOPIOBATU GiBaneHTHUIA pagukan cgopmMynu
-CH=CH-CH=CH-.
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2. Cnonyka 3a n.1, aka Bigpi3HAETLCA TUM, LLIO

X e O, C(R%2, ne R® ¢ BogHem abo apunom, abo N-
R7, ne R7 € amiHorpynoto abo rigpokcurpynoto,

R! aBnse coGot Ci-eankin, TiEHIN, XiHOMHIA, LWKMO
Cs-12ankin a6o

(unknoCs-12ankimCi-sankin, ae UuUkNOCs.12ankinbHa
cknagosa HeoOOB'A3KOBO MOXe MICTUTU NOABIAHUIA
3B’'A30K, Ta A€ OAUH aTOM BYrneur y UMknoCs.12 anki-
NBHIA cKNagoBin Mo)ke ByTu 3aMileHUn aTOMOM KUC-
HI0 a6o NR8-cknaposolo, ae R8 ¢ 6eHaunom ato Cis
ankinokcukap6boHinom; ge oguH abo Ginbwe aTtomis
BoAHIO y CieankinbHiii cknagosin abo y uuknoCs-12
ankinbHiil cknagoBil HeoBGOB'A3KOBO MOXYTb OyTu
3aMilleHi Cisankinom, ranoCq.sankinom, rigpokcurpy-
noto, Cieankinokcurpyno, apunCie ankinokcurpy-
Mo, ranoreHoM, apunom, MoHo- abo ai(Cis anki-
nomM)aMiHOrpynoto, Cis
ankinokcukapboHinamiHorpynow, ranoreHom, ninepa-
3KHINOM, nipuauHinom, mMopdoniHinom, TieHinoMm ato
6iBaneHTHUM pagukanom dopmynu -O- abo -O-CHa-
CH2-O-,

a6o pagukan popmynu (a-1)

Z1 N
o
a-1

3

ne Zi1 € eAUHUM KOBaNEHTHUM 3B'a3kom, O abo CHa,
Z2 € eAUHUM KOBaNEHTHUM 3B's13koM, O abo CHa,

n e yinum uucnom 0, 1 abo 2;

Ta A€ KOXXHUMA aTOM BOAHIO ¥ (PEHINLHOMY Kinbuj, He-
3anexHo, Moxxe 6yTu HeoGOB'A3KOBO 3aMilLlEeHUM ra-
noreHom abo rigpoKcUrpynoto,

a6o X Ta R! MOyTb GYTW y3ATi pa3om 3 aTOMOM BYyr-
neuo, Ao axkoro X Ta R! npueaHaHi, ANA YTBOPEHHSA
papukana copmynu (b-1), (b-2) abo (b-3);

. (b-3)
O

R? ¢ BOgHEM; ranoreHom; uiaHorpynoto; Ci-sankinom;
Ci-sankinokcurpynoto; Cisankinriorpynoto; Ci-¢ ankin-
kap6oHinom; CieankinokcukapboHinom, Cos ankeHi-
nom; riapokciCoeankeHinom; CoeankiHinom; rigpok-
ciCo-sankininom; Tpu(C1-eankin)cunaHCso-6 ankiHinom;
amiHorpynoto; MoHo- abo gi(Ci-sankimamiHorpynoto,
MOHO- abo  Ai(Ci-sankinokciCi-eankin)amiHorpynoto,
MOHO- abo gi(C1 eankinTioCi-sankin)amiHorpynoto;
apunowm; apunCi.esankinom; apunCoeankiHinom; Cis
ankinokciCi-sankinamiHoC1.sankinoMm;  amiHokapGoHi-
nomM, HeoboB'A3KOBO 3amiweHUM Ci.s ankinokcukap-
B60OHINC1-6anKiNnom; reTepounknomM, subpaHum 3 TieHi-
ny, dypaHiny, Tiasoniny Ta  ninepuauHiny,
Heo60B’A3k0BO N-3amiweHum mopdoniHinom abo
TioMopdoniHiNoOMm;



7
paaukanom -NH-C(=0)R®°, ne R® e Cisankinom He-
060B’A3KOBO  3aMilleHUM  UUKNoCa-j2ankinom, Cis
ankinokcurpynoto, Ci.eankinokcukapboninom, apu-
NnoM, apuNOKCUrPynoto, TIEHINOM, NiIPUAUHIFIOM, MOHO-
abo pi(Ci-sankimaminorpynoto, Cisankinriorpynoto,
GeH3unTiorpynoto, nipuauHinTiorpyno abo nipumi-
AUHINTIOrpynot; LMKMOCs-12ankinom; LUKNOreKkceHi-

now; aMiHOrpynoio; apunuuknoCs.
12anKinamiHorpynoto; MOHO- abo -0i(Ca-
sankKinamiHorpynoto; MOHO- abo i(Ca-
saNKiNOKCUKapBOHINC1-sankinamiHorpynoio; MOHO-

a6o pi(Ci-eankinokcmkapBboHim)aMiHOrpynow; MOHO-
a6o  ni(CoeankeHinmamiHOrpynoto; MOHO-  abo
Ai(apunCi-sankimamiHorpynotw; mMoHo- abo aiapuna-
MiHOrpynoto; apunCeo.sankeHinomM; dgypaHinCsz6 anke-
HINOM; nNiNepuauHINOM; ninepasuHinoMm; iHAOMINOM;
dypunom; 6eHsodypunom; TeTparigpodypunom;
iHOEHINOM; agamMaHTUNOM; NIPUAUHINOM; Nipa3UHINOM;
apunom abo pagukanom copmynu (a-1);
cynbgoHamigom -NH-SO2-R1°, ne R ¢ Cy.sankinom,
MOHO- abo noniranoCi.eankinom, apunCi.sankinom
a6o apunowm;

R3 Ta R* KOXXHUWIA He3anexHo € sBogHem: Ci-eankinom,
Ci-sankinokciCi-sankinom, CieankinokcukapboHinowm;
abo

R2 Ta R3 MOXyTb GYTU y35ATi pa3oM ANA YTBOPEHHA -
R2-R3-, akuii € GiBaneHTHUM pagukanom dopMynu -
(CHz2)4-, -(CH2)s-, -Z4-CH=CH-, -Z4-CH2-CH2-CH2- a6o
-Z4-CH2-CH2-, ne Za € O, S, SOz abo NR'!, e R'' ¢
BogHeM, Ci.sankinom, 6eHsunom abo Ci-s ankinokcu-
KapOoHInoM; Ta Ae KOXHWiA GiBaneHTHWMA pagukan
Heo60B’A3k0BO 3amiweHnit Cisankinowm;

abo R3 Ta R* MOXyTb OyTW y3dATi pa3om Ana yTBo-
peHHs 6GiBaneHTHoro papukana dgopmynu -CH=CH-
CH=CH- abo -CH2-CH2-CH2-CHa-;

R5 ¢ BogHeM; NiNepUAUHINOM; OKCOTIEHINOM; TeTpari-
apotieHinom, apunCi.sankinom; Ci.e ankinokcukap6o-
HINC1-sankinom abo Ci.sankinom, HeoboB'sI3KOBO 3a-
MileHum pagukanoMm C(=O)NRxRy, ae Rx Ta Ry,
KOXHUA He3anexkHO € BoAHeM, UMKNOCs.12ankifiom,
CosankiHinom abo CisankinomMm, Heob60B’A3KOBO 3aMi-
weHuM udianorpynoto, Ci-sankinokcurpynoto abo Cie
ankinokcukap6boHinowm;

Y e Oabo S;

a6o Y Ta R5 mMoxyTb OyTU y3aTi pasom Ans yTBO-
peHHa =Y-R3 -, akuit € pagukanom dopmynu
-CH=N-N= (c-1) a6o

-N=N-N= ¢(c-2);

apun € ¢eHinom abo HadpTUNOM, HEOBOB’A3KOBO 3a-
MilLleHUM oaHuMM abo 6Binblie 3amicHukamu, BubBpa-
HUMU 3 ranoreny, Ci-sankinokcurpynu, deHinokcurpy-
nu, MoHO- ab6o  pi(CieankimamiHorpynu Ta
uiaHorpynu,

Ta konu R'-C(=X) cknagosa 3B'A3aHa 3 iHWWM NOMO-
JKEHHAM HK 7 abo 8 nonoxeHHsa, Toai aragaHi 7 Ta 8
MONOXKEHHA MOXYTb OyTn samiweHi R'® ta R'® pe
0OMH 3 HUX abo obuasa 3 R'® Ta R'® ¢ Ci.sankinom,
abo RS Ta R'6 yaaTi pasoMm MOXyTb yTBOpIOBATU Gi-
BaneHTHui pagukan cdopmynu -CH=CH-CH=CH-.

3. Cnonyka 3a n.1, aka Bigpi3HAETLCA TUM, LLO

Xe O,

R' e Cy-sankinom, umknoCs-12ankinom a6o (UnknoCs.i2
ankinCi-sankinom, ae oauH abo 6inblle aTtomis Byr-
neuto y Ci-sankineHiii cknagosin abo y uuknoCs.i2
ankinbHiil cknagosiii MOXyTb ByTU 3amiweHi C1.6 an-
KiFTOKCUrPYNoto, apuriom, ranoreHom abo TieHinom,
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R2 ¢ BoaHeM, ranoreHom, Ci-sankinom abo amiHorpy-
no,

R3 ta R* KOXHUIA He3anexHo € BoaHeM ato Ci-s anki-
nom, abo

R? ta R® MOxyTb OYTU y3ATi pa3om ANA YTBOPEHHS -
R2-R%-, akuii € GiBaneHTHUM pagukanom opmynu -
Z4-CH2-CH2-CHz- abo -Z4-CH2-CHz-, e Z4 € O abo
NR'' ae R'' ¢ CieankinomM, Ta ae KOXHWUN BisaneHT-
HUIK pagukan € HeoBOoB'A3KOBO 3amiweHuin Ci.s anki-
nowm,

a6o R® Ta R* MOXyTb OYTM y3dATi pa3om Ana yTBo-
peHHs GiBaneHTHoro paaukana dopmynu -CHa-CHo-
CH2-CH>-,

R3 ¢ BogHeM,

YeO, 1a

apun € deHinomM, Heo60OB’A3KOBO 3aMilLleHUM ranore-
HOM,

4. Cnonyka 3a n.1, Aka Bigpi3HAETbCA TUM, WO R!-
C(=X) cknagoBa 3B'A3aHa 3 XiHOMiHOM abo XiHONiHO-
HOBOI CKNagoBO Y NOMOXKEHHI 6.

5. Cnonyka 3a n.1 Anga 3actocyBaHHA K NiKapCbKUi
3aci6.

6. 3actocyBaHHs cnonyku 3a 6yab-skuM 3 nn.1—4 ans
BUPOBHUUTBA NikapcbKoro 3acoby ana nikysaHHa abo
3ano6iraHHA BUKMMKAHWUX rryTamaTtom XBopo6 UeHT-
pancHOT HEPBOBOT CUCTEMMU.

7. 3acTocyBaHHS 3a N. 6, Ake BigpPi3HAETLCA TUM, LLO
BUKIUKAHOIO TNyTamaTtoM XBOpPoOBOI UeHTpanbHOT
HepBoBOT cuctemn € mopdiHiaMm abo abCTuHeHUis
(3anexHicTb, onioigHa TonepaHTHICTb, onioigHa abc-
TUHEHUiA), TINOKCUYHI, AHOKCUYHI Ta iWweMmivHi ypa-
EHHSA (ieMivHuWiA iHCYnbLT, 3ynuHKa cepus), 6Ginb
(HeBponaTU4HUiA Binb, 6inNb BUKNUKAHWUIA 3ananeHHaM,
rinepanresis), rinornikemisa, xsopobu NoB’s13aHi 3 HeB-
POHANbLHUM  MOLIKOAXKEHHAM, TPaBMOK TOMOBHOMO
MO3KY, TPaBMOK TOMOBU, MOLUKOAXKEHHAM CMUHHOTO
MO3KY, Mienonaris, AeMeHUis, 3aHENOKOEHHSA, LU130-
dpeHis, genpecis, nocnabneHa KOrHITUBHA 34aTHICTb,
aMHesis, GinonsApHi posnaau, noBeaiHKOBI posnaau,
xBopoBa AnbureiiMepa, MynbTuiHapkTHa AeMeHUis,
3Miwadi (AnbureiiMepa Ta MynbTUiHAPKTHA) aeme-
HUiT, xBopo6a Ie.i, genipiit abo cnnyTaHicTb, XBOPO-
6a [MapkiHcoHa, xBopoGa XaHTUHITOHA, CUHAPOM
HayHa, eninencisa, ctapiHHsa, GiuyHuiA amMioTpodpivyHui
CKIepo3s, po3cisgHuin cknepos, CHILO (cuHgpom Haby-
Toro imyHogedpiuuty) ta CHIO-acouiioBaHUn KOM-
nnekc (CrK).

8. dapmMaueBTUYHA KOMMO3MLiA, aKka MICTUTbL drapma-
LUEBTUYHO MPUAHATHUWA HOCIW, Ta, K aKTUBHUWIA iHrpe-
OIEHT, TepaneBTUYHO edEKTUBHY KiNbKiCTb CROSYKK
3a 6yab-AKkuM 3 nn.1-4.

9. Cnoci6 oTpUMaHHS KOMMO3MLT 3a n. 8, Akuit Biapi-
3HAETLCA TUM, WO PapMaueBTUYHO MPUAHATHUA HO-
Cil peTenbHO NepeMillyloTb 3 TepaneBTUYHO edpek-
TUBHOIO KiNbKICTIO Cnonyku 3a 6yab-sikum 3 nn.1-4.

10. Cnoci6 oTpumanHa cnonyku copmynu (I-A) abo
(I-B) 3a n.1, AKMIA BiAPI3ZHAETLCA TUM, LLO BUKOHYIOTb
a) OKUCMNEHHA npoMixkHOT cnonykn copmynu (I) y
NPUCYTHOCTI NPUAHATHOIO OKUCIIOBASILHOMO areHTa

OH OH
OKUCHEHHA
Rl —CH—Q —+————> R'—C—Q
()] (lysa)
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nJe R! BuaHaveHo y n.1 Ta Q € XiHoniHOM a6o xiHoni-
HOHOBOI CKNagoBoo crnonyku copmynu (I-A) abo (I-
B),
b) Ta, akwo GaxkaHo, cnonyku opmynu (I-A) abo (I-
B) nepeTBOpPIOOTL OAHY Ha iHLY 3a AONOMOroK Bigo-
MUX 3 PIBHA TEeXHIKM peakuiii nepeTBopeHHsi, abo,
AKWOo Ga)kaHO, NepeTBOPIOTL cnonyku gopmynu (I-
A) abo (I-B) y TepaneBTUYHO aKTUBHY HETOKCUYHY
KUCMOTHO-aAUTUBHY Ciflb LLNAXOM 06pOoGKU KUCMOTOH0,
a6o HaBnaku, NEpPETBOPIOTb KUCNOTHO-aaUTUBHY
dopmy coni y BiNbHY OCHOBY LUNSAXOM 00poGKU ny-
rom, Ta, AKWo 6a)kaHo, OTPUMYHOTH CTEPEOXiMIYHO
i3oMepHi  ¢popmu, 4eTBEPTUHHI amiHu abo ix N-
OKCUAHI hopmu.
11. Cnoci6 otpumaHHa cnonyku copmynu (I-A) abo
(I-B) 3a n.1, AKMIA BiAPI3HAETLCA TUM, LLO BUKOHYIOTb
a) peakuito npomixHoi cnonyku dopmynu (lll) 3 npo-
Mi>XKHOIO crionykoto chopmynu (IV)

o]

R'—C=N+W,—Q Rl—cC—aqQ
(1 (v (Iye-2)

ae R' BusHayeHo y n.1, Q e xiHONiHOM abo XiHOmMiHO-
HOBOIO CKNMagoBoto cnonyku dopmynu (I-A) abo (1-B),
Ta Wi € NPUAHATHOIO KiHLUEBO rpynoto,

b) Ta, akwo GaxkaHo, cnonyku opmynu (I-A) abo (I-
B) nepeTBOpPIOOTL OAHY Ha iHLY 3a AONOMOroH Bigo-
MUX 3 PIBHA TeXHiKM peakuiii nepeTBoOpeHHsi, abo,
AKWOo Ga)kaHO, NepeTBOPIOTL cnonyku gopmynu (I-
A) abo (I-B) y TepaneBTUYHO aKTUBHY HETOKCUYHY
KUCMOTHO-aAUTUBHY Ciflb LLNAXOM 06pOoGKU KUCMOTOH0,
a6o HaBnaku, NEpPETBOPIOTb KUCNOTHO-aaUTUBHY
dopmy coni y BiNbHY OCHOBY LUNSAXOM 00poGKu ny-
rom, Ta, AKWo 6a)kaHo, OTPUMYHOTH CTEPEOXiMIYHO
i3oMepHi  ¢popmu, 4eTBEPTUHHI amiHu abo ix N-
OKCUAHI hopmu.

12. Cnoci6 otpumanHa cnonyku copmynu (I-A) abo
(I-B) 3a n.1, AKMIA BiAPI3HAETLCA TUM, LLO BUKOHYIOTb
a) peakuito npomixkHoi cnonyku popmynu (V) 3 npo-
Mi>XKHOIO cnonykoto chopmynu (IV)

76726 10

O
H

CH +W—Q——>R-—C—aQ
v : 4% (ad)
nAe R! BuaHavyeHo y n.1, Q € xiHONiHOM ab0 XiHOMiHO-
HOBOIO cKknagosoto cnonyku dopmynu (1-A) abo (I-B),
Ta W1 € NPUAHATHOIO KIHUEBO rPynoto,
b) Ta, akwo 6axaHo, cnonyku opmynu (I-A) abo (I-
B) nepeTBOPIOOTL OAHY HA iHLWY 3a AONOMOroH Bigo-
MUX 3 PIBHA TexHiKM peakuii nepeTBopeHHs, abo,
AKWO BaxkaHO, NepeTBOPIOTL cnonyku cgopmynu (I-
A) abo (I-B) y TepaneBTUYHO aKTUBHY HETOKCUYHY
KACNOTHO-aAUTUBHY Ciflb LLNSIXOM 06pO6KM KUCTOTOHO,
a6o HaBnaku, NEpPETBOPIOIOTb KUCNOTHO-aAUTUBHY
¢opmy Coni y BiNbHY OCHOBY LINAXOM 06po6kM ny-
roM, Ta, AKWo 6a)kaHo, OTPUMYHOTH CTEPEOXiMIiYHO
i3omepHi copmu, 4eTBEePTUHHI amiHu abo T1x N-
OKCUAHI hopmu.
13. Cnoci6 otpumanHa cnonyku copmynu (I-A) abo
(I-B) 3a n.1, AKMIA BiAPI3HAETLCA TUM, LLO BUKOHYIOTb
a) peakuito npoMixHOT cnonykn popmynun (V1) 3 npo-
MibKHOIO crionykot dpopmynu (VII) y npucyTHOCTI npu-
NHATHOT KUCNOTU

@] 0]
R1a OH+ HO*U‘,*Q R1a O*U‘;*Q
%) VI (-3)

3

ae R'@ BusHauero ak i R' y n.1, 3a ymosu, wo R' ¢
3B’AA3aHMM 3 KapOOHINLHOIW CKNAZOBOKD 4Yepe3 aToMm
KUCHIO Ta Q € XiHoniHOM ab0 XiHOMIHOHOBOK CKNajao-
BOKO crionyku dpopmynu (I-A) abo (I-B),

b) Ta, akwo 6axaHo, cnonyku copmynu (I-A) abo (I-
B) nepeTBOPIOOTL OAHY HA iHLWY 3a AONOMOroH Bigo-
MUX 3 PIBHA TexHiKM peakuii nepeTBopeHHs, abo,
AKWOo BaxkaHO, NepeTBOPIOTL cnonyku dopmynu (I-
A) abo (I-B), y TepaneBTUYHO aAKTUBHY HETOKCUYHY
KACNOTHO-aAUTUBHY Ciflb LLNSIXOM 06pO6KM KUCTOTOHO,
a6o HaBnaku, nNEpPETBOPIOIOTb KUCMOTHO-aAUTUBHY
¢opmy Coni y BiNbHY OCHOBY LINAXOM 06po6kM ny-
roM, Ta, AKWo 6a)kaHo, OTPUMYHOTH CTEPEOXiMIiYHO
i3oMepHi  ¢opmu, 4eTBEepPTUHHI amiHu abo Tix N-
OKCUAHI hopmu.

OaHuii BUHaXig CTOCYETLCA XiHOMIHY Ta NOXiAHMX
XiIHORiHY, AKIi AEMOHCTPYHOTbL aHTarOHICTUYHY aKTUB-
HICTb BIAHOCHO MeTaboTPONHUX rnyTamaTHUX peuen-
TOPIB Ta X OTPMMAHHS; BUHAXiA, A0AATKOBO CTOCYETb-
CA  KOMMO3ULIK AKi  MICTATL TX, TakoX #AK IX
BUKOPUCTAHHA AK NiKapCbKux 3acobiB.

Heipomegiatop rnyramar BBa)KaeTbCA HaWBak-
NUBILLMM HEPBOBUM HEUPOMEAIATOPOM LIEHTpansHOT
HEepPBOBOT CUCTEMU CCaBLiB. 3B'A3yBaHHA LILOrO HEi-
pomMeaiaTopy 3 MeTaGoTPOMHUMK TINyTaMaTHUMU pe-
uentopamn (MGIURS), AKki € NiapoAUHOK 3'egHAHUX 3
G-6inkom peuenTopiB Ta AKi BKNOYAOTL 8 BigMIHHUX
nigTunie mGIuR, a came mGIuRlI, wo 4yepes mGIuURS,
aKTUBI3ye paAd CUCTEM BHYTPILUHBLOKINITUHHOIO BTO-
PUHHOTO MeceHakepy. MGIUR moxxyTb 6yTu posaine-
Hi Ha 3 rpynu, BUXo4A4M 3 rOMOROrii NOCAIAOBHOCTEN
aMiHOKACIIOTU, CUCTEMU BHYTPILUHLOKAITUHHOIO BTO-
PUHHOTO MECEHIXKEPY, O BUKOPUCTOBYETLCA peLen-

TOopamu Ta papmMakonoriYHUx xapakrepuctuk. Mpynna
| mGIuR, aka sknovae mGIuR nogTuny 1 Tta 5, 3B'a-
3yeTbea 3 pocdoninasol C Ta ixX akTuBauia npusso-
OUTb 00 BHYTPILWHLOKNITUHHOT KanbUin-iOHHOT akTu-
Bauii. Mpynna Il mGIUR (MGIUR2 Ta 3) Ta rpyna Il
mMGIUR (MGIuR4, 6, 7 Ta 8) 3B'A3yl0TbLCA 3 ageHunar-
UMKIA30k0 Ta TX aKTUBALiSl BUKIWKAE 3HWXKEHHS BTO-
PUHHOMY MeceHmkepi CAMP Ta, TakuM YUMHOM, CKU-
JaHHA HEWPOHHOT aKTUBHOCTI. JlikyBaHHA
aHTaroHictamu Mpynu | mGIuUR 6yno nokaszaHo ans
TPAHCIIOBAHHA Y NpecuHanci 40 3MEHLIEHOro Bugi-
NEeHHa HelpomediaTopa rnyraMara Ta 3MEHLUEHHSA
OMNOCEPEAKOBAHOIO rMyTamaTtoM HeWpoHHOro 36y-
IXKEHHA Kpi3b MOCTCUHANTUYHUIA MeXaHisMm. 3Baxkato-
4n Ha Te, WO naTtoduisionoriyHi npouecn Ta CcTaHu
XBOPO6U, WO ypaxkaloTb LEHTpansHy HEPBOBY CUCTE-
MY, BBaXKalOTbCA, TAKUMK, LLIO € HACNIAKOM HagMipHO-
ro 36ymIKEeHHs [nyTamaTtoM HeRpoHiB UeHTpanbHOT
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HepBOBOT cucTemu, aHtaroHictu Mpynu | mGIUR mo-
XyTb OYTU TepaneBTUYHO KOPUCHI MPKU MNiKyBaHHI XBO-
po6 ueHTpanbHOT HEPBOBOT CUCTEMMU.

MixxHapogHa ny6nikauisa WO 99/26927 po3kpu-
Bae aHTaroHictu mGlu peuentopis pynu | ana niky-
BaHHS HEBPOMOriYHUX XBOPO6 Ta po3naais, 3aCHOBaHI
- MOMI>K iHLUMX - HA XIHOMNIHOBIN CTPYKTYPI.

MixxHapogHa ny6nikauisa WO 99/03822 poskpu-
Bae GiLUMKNiUHI NiraHaM MeTaboTPONHOro rnyraMmaTHo-
ro peuenTopy, Hi OAWH 3 HUX 3aCHOBAHO Ha XiHOSIHO-
Bill CTPYKTYPi 260 XiHOMIHI.

JaHuit BUHaxia CTOCyeTbCA Cnonyk popmynu

X X
[ -
Ri— R3 R— R3
= Xy
a6o
P 1-A) pZ 1-B;
N R2 e N Y o8

RS

ix N-okcugHux popm, dpapmayeBTUYHO NPUAHAT-
HUX aaUTUBHUX COME, YETBEPTUHHUX aMiHiB Ta cTe-
PEOXiMiYHO i3oMepHUX hopM, ae

X asnge coBoto O; C(R%)2 ae R® € BogHem, apu-
nom a6o Ci-sankinoM Heo60B'A3KOBO 3aMiLLLEHUM aMi-
Horpynoto abo moHo- a6o ai(Ci-sankin)amiHOrpynoto;
S a6o N-R7 ge R7 ¢ amiHorpynoto a6o riapokcurpy-
noto;

R! asnae coboto Ci.eankin, apun; TieHin; xiHoni-
Hin; uuknoCs.r2ankin abo (uuknoCs-12ankin)Cq-sankin,
ae uuknoCs.icankineHa cknagoBa Heo6OB'A3KOBO MO-
XKe MICTUTU NOABIMHMIA 3B'A30K Ta A€ OAWUH aToOM BYyr-
neuto y umknoCs.12ankineHii cknagosin moxe 6yTu
samileHnii atoMmom KucHio abo NRS-cknagosow ae
Rs € BOJHEM, BEH3UNOM abo Ci-
sankinokcukapboHinom; ae oauH abo Ginblue aTtomis
BoAHIO y Cri.eankinbHid-cknagosin abo y umknoCs.
12anKiNbHIA-CKNAaaoBIii HEOBOB'A3KOBO MOXYTb 6yTu
3aMilleHi Cisankinom, riapokcuCisankinom, ranoCi-
sanKifmioMm, amiHoCi-sankinom, rigpokcurpynotw, Ci-
sankinokcurpynoto, apunCi-sankinoKkcurpynoto, raro-
reHom, Ci-sankinokcukapBoHinom, apunom, amiHorpy-
now, MoHO- a6o pai(Cieankinom)amiHorpynot, Ci-
sanKinokcukapboHinamiHorpynoto, ranoreHom, nine-
PasUHINOM, NiPUAUHINOM, MOPONIHINOM, TiEHINOM
a6o GiBaneHTHUM pagukanom dopmynu -O-, -O-CHo-
O a6o -O-CH2-CH2-O-;

a6o pagukan cdopmynu (a-1)

2~ eH—

i
(CH,)
7
a-1

e Zi € 0QHUM KoBamneHTHuM 3B'A3komM, O, NH
a6o CHz;

Z> € OJHUM KOBaneHTHUM 3B'azkom, O, NH abo
CHz;

n € uinum vucnom 0, 1, 2 abo 3; Ta ge KOXHUI
aToOM BOAHKO Y (DEHINLHOMY KinbLi, HE3aNEXHO, MOXe
HeoboB'A3KOBO OYTU 3aMilleHUd ranoreHoMm, riapok-
curpynoto, Cieankinom, Cisankinokcn abo rigpok-
cuCi-sankinom;

abo X 1a R' MoxyTb 6yTu B3ATI pasoM 3 aTOMOM
BYrmeLo [0 akoro X Ta R' npueaHaHi ans yrBopeHHs
papukany cdopmynu (b-1), (b-2) abo (b-3);
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N
S @ I
Q
b-1 h-2 b-3

R? asnsie co6ol0 BOAEHb; ranoreH; UiaHorpyny;
Cisankin, Cisankinokcurpyny ; Cieankinmiorpyny ;
Cisankinkapbonin ; Cisankinokcukapbonin ; Ci-
sankinkap6boHinokcuCisankin, CoeanKkeHin ; rigpok-
cuCasankeHin ; CosankKiHin, riapokcuCasankiHin;
Tpu(Ci-sankin)cinaHCo-¢ankiHin, amiHorpyny; MOHO-
abo pi(CieankinmamiHorpyny; mMoHo- abo gi(Ci-
sanKinokcuC1-sankimamidorpyny ; MoHo- abo ai(Ci-
sankintioCi.eankin)amiHorpyny, apun; apunCi.esankin ;
apunCisankiHin  ;  Ci-eankinokcuCi-sankinamiHoC1-
sankKin; amiHokapBoHin Heo60B'sA3KOBO 3amilLeHuit Ci-
sankKinom, C1i-sankinokcuCi-sankinom, Ci-
sankinokcukapGoHinCiesankinom a6o nipuanHIinCi-
sankinom; retepouukn obpaHuidi 3 TieHiny, cypaHiny,
nipponiny, Tiasoniny, okcasoniny, iMmigasoniny, isoTtia-
30niny, isokcasoniny, nipasoniny, nipuauny, nipasuHi-
ny, nipuaasuHiny, nipuMiguHiny, ninepuguHiny Tta
ninepasuHiny, Heobos'a3koBo N-3amiweHun Ci-
sankinokcuCi-sankinoM, Mopdonivinom, tiomopdoni-
Hinom, aiokcaHinom abo guUTiaHinom;

paaukan -NH-C(=0)R?® ge R?® asnsie coboto

Cisankin HeoboOB'A3KOBO 3aMileHUiA UUKNOCsa.
12ankinom, Ci-sankinokcu, CieankinokcukapOoHinom,
apunoM, apusioKCUrpynor, TiEHINOM, MipUAUHINOM,
MOHO-a60 [i(Ci-sankismamiHorpynoto, Ci-
sanKiNTiOrpynot, 6eH3UNTIOrpynoto, NipuauHinTiorpy-
noto abo nipumiguHinTiorpynot; UMkNoCs.1eankin;

LMKITOreKCceHin; aMiHorpyny; apunuuknoCs.
1eankinamiHorpyny; MOHO- abo -0i(C-
sankinmamiHorpyny; MOHO- abo i(Ca-

sankinokcukapGoHinC-sankimamiHorpyny; MoHo- abo
Bi(C1-sankinokcukapboHimamiHorpyny; MOHO-  abo
i(Co.sankeHin)amiHorpyny; MoHo- at6o pi(apunCi-
sankin)amiHorpyny; mMoHo- a6o aiapunomamiHorpyny;
apunCz.sankeHin; dypaHinCa.sankeHin; ninepuauHin;
ninepasuHin; iHgonin; ¢ypin; 6eHsodypin; TeTparia-
podpypin; iHAEHIN, agamMaHTin, NiPUAUHIN, NipasuHiIn;
apun; apunCi-sankintiorpyny a6o pagukan copmynu
(a-1);

cynbgoHamig -NH-SO2-R' ge R0 asnse coboto
Cisankin, MoHo- abo noniranoCisankin, apunCi.
sanKin, apunCa.sankeHin, apun, XiHOMiHIN, isokcasonin
a6o pi(Ci-sankinyamiHorpyny;

R® Ta R* KOXHWII HesanexHo ABnae coGol BO-
OeHb; ranoreH; rigpokcurpyny; uwiaHorpyny; Ci-sankis;
Cisankinokeurpyny;  CisankinokcuCisankin,  Ci.
sankinkapboHin; CisankinokcukapboHin, Co.sankeHin,
rinpokcuCa-sankeHin; Ca.sankiHin; riapokcuCa-sankiHin;
Tpu(Ci-sankin)cunaHCq-6arnkiHin, amiHorpyny; MOHO-
abo pi(CieankinmamiHorpyny; mMoHo- abo gi(Ci-
sankinokcnuCq.sankimamidorpyny; MoHo- abo ai(Ci-
sankintioCi.eankin)amiHorpyny; apun; MopdoniHinCi.
sankin abo ninepuauHinCi.sankin; ado

R2 tTa R3 MOXyTb OyTU B3ATI pasoM ANA yTBO-
peHHs -R2-R3-, akuii ABnsae co6o GiBaneHTHUN pa-
Aukan dopmynu -(CHz)s-, -(CHz2)4-, -(CH2)s-, -(CH2)s-,
-CH=CH-CH=CH-, -Z4-CH=CH-, -CH=CH-Zs-, -Za-
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CH2-CH2-CHz-, -CH2-Z4-CH2-CHa-, -CHa-CH2-Z4-CHo-
, “CH2-CH2-CH2Z4-, -Z4-CH2-CH2-, -CH2-Z4-CH2- a6o -
CH2-CH2-Z4-, ne Z4 sinsie cobow O, S, SO2 a6o NR!
ge R'' ¢ BogHem, Cisankinom, 6eHsunom abo Ca.
sanNKINMOKCMKApPOOHINOM; Ta Ae KOXKHUI GiBaneHTHUNR
pagukan € HeoboB'A3KOBO 3aMillleHUid Cisankinom.
abo R3 ta R* moxe GyTu B3ATi pasoM ANsA YTBOPEHHSA
6iBaneHTHOro pagukany copmMmynu

-CH=CH-CH=CH- a60o -CH2-CH2-CH2-CH>-;

R5 asnae coboi BoAeHb; LMKkNoCs.12ankin; nine-
PUAMHIN,  OKCO-TieHIn; TeTparigpoTieHin, apuncCi-
sarnKin; Ci-sankinokcnuCi-sankin : Ci-
sankinokcukapboHinCi-sankin a6o Cieankin Heo6oB'-
A3KOBO 3aMileHunin pagukanom C(=O)NRxRy, ae RxTa
Ry, KOXHWUA HesanexHo € BOAHeM, UuKknoCs-
12ankinom, CoeankiHinom abo Ci-sankinom HeoboB'A3-
KOBO 3aMilEHUM uiaHorpynoto, C1-6ankKinoKCUrpynoto,
Ci-sankinokcukapboHinom, dypaHinom, nipponiguHi-
nom, 6eH3UNTIOrpynoto, NipuanHinoMm, nipponinomM ato
TieHinom;

Y asnsie cobowo O abo S; a6o Y ta RS moxyTtb
6yTuU B3ATI pasom AnA yTBOPeHHsA =Y-RS5-akui asnse
coboto pagukan copmMmynu

-CH=N-N= (c-1);
-N=N-N= (c-2);
abo

-N-CH=CH- (c-3);

apun siBnsie coboto deHin a6o HadTin HeoboB'sA-
3KOBO 3aMilleHUA ogHuM abo Binblue 3amMiCHUKaMU
obpaHumMu 3 ranoreHy, rigpokeurpynu, Cieankiny, Ci-
sanKinokcurpynu, @eHinokcurpynu, Hirporpynu, ami-
Horpynu, Tiorpynu, Ci-sankinriorpynu, ranoCi-sankiny,
noniranoCi-sasnkiny, noniranoC-sankinokcurpynu,
rinpokcuCi-sankiny, CrieankinokcuCi-sankiny, ami-
HOCqeankiny, mMoHo- abo pai(Cisankiny)amiHorpynu;
MOHO- abo Aai(Cisankin)amiHoCi-eankiny, uiaHorpynu,
-CO-R'2, -CO-OR'3, -NR'13SQ2R"?, -SO2-NR'3R',
NR'3C(O)R'2, -C(O)NR'"R', -SOR', -SO:R'%; pge
KoxHUR R'2, R13 Ta R HesanexHo asnsie co60t0 Ci-
salKif, UUKNOC3-eankin, denin; deHin 3amiweHuin
ranoreHom, rigpokcurpynoto, Cisankinom, Ci.
sankinokcurpynoto, ranoCi.sankinom, noniranoCi-
sanKifmom, pypaHinom, TieHinom, nipponinom, imiga-
30ninomM, Tiazoninom abo oKca3oninom;

Ta konu R'-C(=X) cknagoBa 3B'A3aHa 3 HLUUM
NONOXKEHHAM HiXXK 7 260 8 nonoxXeHHsa, ToAi sragaHi 7
Ta 8 NONOXeHHA MOXyTh 6yTu 3amiweHi R'S ta R'6 ge
04MH 3 HUX aBo obuapa 3 R'5 Ta R'® asnaiote coboto
Cr-sankin, Cr-sankinokcurpyny R'® ta R'6 Baari pasom
MOXYTb YTBOPIOBATU GiBaneHTHUIA pagukan cgopmMynu
-CH=CH-CH=CH-.

[Mpu BUKOPUCTaAHHI Y BULLIEHABEAEHUX BU3HAYEH-
HsX Ta gani no TekcTy Cieankin Ak rpyna abo vacru-
Ha rpynu OXOnse HaCUYeHi BYrnMeBOAHEBI pagukanu
3 NIHIRHUM Ta POo3rany>XeHUM NaHUorom, SKi MarTb
Big 1 A0 6 aTOMiB BYrneuto Taki Ak, Hanpuknag, me-
THNn, etun, nponin, 6ytun, neHtun abo rekcun, Co.
calKeHIn Ak rpyna abo yacTtuHa rpynu OXomnme Hacu-
YeHi BYrneBoAHEBI pagukanu 3 fiHinHUM Ta posrany-
KEHUM NaHUOroM, AKi MaloTh Big 2 40 6 aTOMIB BYr-
neyro Ta mMarTb NOABIMHWIA 3B'A30K, TaKi AKi eTeHin,
nponeHxin, ByTeHin, NEHTEHIN, rekCeHin, 3-
mMeTunbyTeHin Ta T.n.; Czeankinin sk rpyna abo vac-
TUHA TPyNu No3Ha4yae BYINEBOAHEBI pagukanu 3 ni-
HIMHWUM Ta POo3ranyXeHUM NaHUroM, Aki MatTh Big 2
40 6 aToMmiB BYrneuo Ta MarTb NOTPINHUA 3B'A30K,
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TakKi Ik €TUHIN, NPoniHin, GYTUHIN, NEHTUHIN, reKCUHin,
3-meTunbyTuHIN Ta T.N., UUKNOCs3eankin OXonnwe
MOHOLMKITIMHI  anKineHi KiNbUEBi CTPYKTYPW, Taki K
UMKITONPONin, LMKNOOYTUM, LUKIOMNEHTUM, Ta LMKMO-
rekcun; uuknoCsieankin oxonmnwe MoHo-, 6i- abo
TPUUMKRIYHI anKinbHi KiNbUEBi CTPYKTYPU Ta € 3aranb-
HUM ONS Hanpuknag uuknonponiny, uuknobyruny,
UMKITONEHTUNY, LMKMNOTEKCUIY, LMKNOrenTuny, LUMKno-
OKTUIY, HOPBOPHAaHINY, agaMaHTiny.

TepMiH ranoreH € saranbHUM gna PTopy, Xnopy,
6pomy Ta ioay. Sk BUKOPUCTOBYETLCS BULLE Ta Aani
no Tekcty, nomiranoCi-eankin sk rpyna a6o yactuHa
rpynu BU3HAYAETLCA K MOHO- abo noniranosamiwe-
HUit C1-sarnkin, 30kpemMa MeTun 3 ogHuM abo 6Ginblue
atomamu Topy, Hanpuknag, audpTopmeTun abo
TpudTopMmeTUn. Y BUNagKy kKonu Oinbll HDK OAMH
aToOM ranoreHy npuegHaHi 4o ankinebHoi rpynu, B mMe-
Xax BU3HAYeHHs1 noniranoCi-eankisy, BOHU MOXYTb
6yTn 0AHAKOBUMU ab0 Pi3HUMMU.

Konu Oyab-ika nepemiHHa, Hanpuknag apwun,
TpannsaeTbea Binbl HiXXK 0AUH pa3 y 6yab Akiin yacTtu-
Hi, KO>KHE BU3HAYEHHS € HE3AMNEXHUM.

Konu 6yab-sikuii 3B'A30K NPOBEAEHO Y KinbUEBY
CTPYKTYPY, L€ O3Hayae, Lo BianoBigHWA 3amiCHUK
Moxke 6yTu npueaHaHuit oo 6yab AKOro atomy 3raga-
HOT KinbueBOT CTPyKTypu. Lle o3Ha4vae, Hanpuknag,
wo R!'-C(=X) cknagoBa MOXe npueaHaHa ao xiHoni-
HoBOT ab0 XiHONIHOHOBOT CKMaaoBOT y MONOXEHHI 5, 6,
7, 8 ane TakoX y NONO)eHHi 3 abo NonoXeHHi 4.

Ona TepaneBTUYHOrO BUKOPUCTAHHSA, COMi CNONyK
tdopmynu (I-A) Ta (I-B) € Takumu ge npoTunioH € dap-
MaUEeBTUYHO NPUAHATHUM. [IpoTe, COMi KUCNOT Ta
OCHOB, SKi He hbapMaleBTUYHO NPUAHATHUMU MOXKYTb
TaKoX 3HAWTU 3aCTOCYBAHHA, HANPWUKNazg, npu Npuro-
TyBaHHi a0 ounLLeHHi papMaUeBTUYHO NPUAHATHUX
crnonyk. Yci coni, 9k papmaueBTUYHO MPUAHATHI TakK i
He dpapMaLeBTUYHO MPUIAHATHI BXOAATL B MeXi AaHO-
ro BUHaxony.

MepenbavaeTbes, Wo dapmaueBTUYHO NPUAHAT-
Hi aguTUBHI coni, siki 6yno 3ragaHo BULUE, BKMIOYAOTb
TepaneBTUYHO aKTUBHI HETOKCUYHI (POPMU KUCROTHO-
agUTUBHUX COMEn, AKi 3JaTHi yTBOplOBaTU CNOMYKW
dopmynu (I-A) Ta (I-B). OcTaHHi MOXyTb 6YTU 3pY4HO
oaepaHi Wnsxom o6po6kn 0CHOBHOT hopMU TaKUMU
npuaaTHUMKU KUCNOTamu §IK, Hanpuknag, ranoigsoa-
HEBi KUCNOTU, Hanpuknag, XrnopucroBogHera, 6Gpo-
MWUCTOBOAHEBA KUCNOTA i T.M. ; CipyaHa KMUCnoTa, aso-
THa kucnota; pochopHa kucnoTa i 1.1m., aGo opraHiyHi
KUCMOTH, TakKi $K, HAMpuUKnag, outoBa, NPOnaHoBa,
OKCMOUTOBA, 2-OKCMNPOMNaHoBa, 2-OKCOMPOnaHoBa,
wiaenesa, manoHoea, 6ypwTuHoBa, maneiHoea, ¢y-
Maposa, a6ny4yHa, BWHHA, 2-rigpokeu-1,2,3-
nponaHTpukapboHoBa, MeTaHCynbhOHOBA, ETaHCy-
nechoHOBA, 6eH30ncynsoHOBA, 4-
MeTunbeH3oncynegoHoBa,  UMKNOrekcaHcynbdami-
HoBa, 2-rigpokcnbeH3oiiHa, 4-amiHo-2-
rigpokcubeHsoitHa i T.n. kucnoTtu. Hasnaku, copma
coni Moxke ByTuU nepeTsopeHa WnsxoM o6pobku ny-
rom y popmy BiSIbHOT OCHOBHU.

Cnonyku cdopmynu (I-A) Ta (I-B), Wo MIiCTATb Ku-
CNOTHI NPOTOHU, MOXYTb BYTU TaKOK NepeTBOPEHi B
X HeTokcUuHi abo aguTuBHi popmu conei metany
abo amiHa wnaxom 06pobkM BiANOBIAHUMU OpraHiy-
HAMKU abo HeopraHiYHUMKU OCHoBaMu. BignosiaHi oc-
HOBHi CONbOBI POPMK BKMKOYAKOTL, HaANpUKnag, amo-
HieBi coni, CONi NY>XHUX Ta NY>XXHO3EMENLHUX MeTanis,
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Hanpuknag, niTito, HaTPilo, Kanito, MarHito, Kanbuito i
noAibHi, coni 3 opraHiYyHUMM OCHOBAMU, HaANpUKNag,
OeH3zaTuHoM, N-metun-D-rniokamiHOM, 2-amiHO-2-
(rigpokcumeTunn)-1,3-nponaHaionom, rigpabamiHoBi
COni Ta coni 3 aMiHOKUCNOTamu, TakUMKU, Hanpuknaa,
SIK apriHiH, Ni3uH, XoniH i noaibHumu. Hasnaku dopma
coni moxxe 6yTu nepetsopeHa y POpMy BiNbHOT KUC-
NOTY WNAXOM 06pO6BKU KUCNOTOHO.

TepMiH "aguTuBHAa Cinb" TakoX BKMAKOYaE rigpatu
Ta aguTusHi popMu PO3YUHHUKA, AKI Cnonyku dop-
mynu (I-A) Ta (I-B) spaTHi yTBoptoBaTu. Mpuknagamu
Taknx popm €, Hanpuknag, rigpaTun, ankoronatu Ta
T.M.

TepMiH "4eTBEPTUHHUIA aMiH" AKUA BUKOPUCTOBY-
€TbCA BULLIE, NO3HAYaE COMi YETBEPTUHHOIO amoHilo,
aki cnonykn dpopmynu (I-A) Ta (I-B) spaTHi yTBOpPIOBa-
TW 32 JONOMOroK peakuii MK a3oTUCTOK OCHOBOIO
cnonyku cdopmynu (I-A) abo (I-B) Ta NpUAHATHUM
YETBEPTUHHUM areHToM, TakuM $K, Hanpuknag, He-
060B's13KOBO 3aMillleHUid ankinranig, apunrania ato
apunankinranig, Hanpuknag metuniogug a6o 6eH3u-
niioaua,. IHWi peakrtaHTn 3 gobpe BigwennioOBaHUMU
rpynaMu MOXYTb Takox OyTW BUKOPUCTAHI, Taki sk
ankin TpudTopmMeTaHcynbgoHaT, ankin MeTaHCy-
nepoHaTn, Ta ankin p-rtonyoncynboHatu. Yersep-
TUHHUIA aMiH NO3UTUBHO 3apaXKeHWi asoT. dapma-
LEeBTUYHO MNPUAHATHI MPOTWIOHW BKMNOYAKOTL XIIOP,
6powm, ioa, TpucpTopaueTar Ta auetar. Kpawuit npo-
TUIOH MOXe OYTU BBEAEHUIA BUKOPUCTOBYIOYM CMOJIMU
iOHHOTrO OBMIHY.

LiHHum € Te, wo gesdki 3 cnonyk gopmynu (I-A)
Ta (I-B) Ta ix N-okcuau, coni, YETBEPTUHHI aMiHi Ta
CTEPEOXiMIYHO i30MeEPHI POPMU MOXKYTEL MICTUTW OAUH
a60 Ginblue UeHTPU XipanbHOCTI Ta ICHYOTbL AK CTe-
PEOXiMIYHO i30MeEpHi hopMu.

TepMiH "cTepeoxiMivyHo isoMmepHi hopmu”, y Tomy
3HAYEHHI, WO BUKOPUCTOBYBANOCH BULLE, BU3HA4Yae
yCi MOXNUBI i30MepHi PopMU, AKI MOXKYTbE MaTu Cno-
nyku popmyn (I-A) Ta (I-B), Ta ix N-okcuau, coni, ve-
TBEPTUHHI amiHn abo isionoriyHo yHKUIOHANbHI
NOXiAHI MOXYTb MaTU. FKWO HEe BKa3aHO iHWe, XiMidHi
Ha3BW CMOMYK MO3HA4alTb CYMill YCIX MOXIUBUX
CTEpeOXiMiYHO i3oMepHUX ¢opM, NPUYOMY BKasaHi
CyMilli MICTATb YCi aiacTepeomMepun Ta eHaHTioMepu
OCHOBHOT MOJEKYJIAPHOT CTPYKTYPU TaK XKe K KOXHa 3
okpemux isomepHux dpopm copmynu (I-A) Ta (I-B) Ta
Tx N-okcuau, coni, conbBatn abo YETBEPTUHHI amiHK
3aranomM BiNbHi, TOOTO nNoB'A3aHi 3 MeHW HiK 10%,
nepesaxkHO MeHLWe HiXX 5%, 30kpema MeHLwe Hixk 2%
Ta 6inbw Ga)kaHO MeHwe HiX 1% iHwuX i3oMepiB.
MepenbavaeTbes, WO CTEPEOXiMIUHO i30MepHI hopmMu
cnonyk . popmynu (I-A) Ta (I-B) BkntoueHi y mexi ga-
HOrO BMHaxoay. Tex camMe CTOCYETbCA NPOMIKHUX
Crnonyk, aki onucaHi npu LUbOMy, Ta BUKOPUCTOBYIOTb-
CA ANS NPUroTyBaHHSA KiHUeBUX cnonyk dpopmynu (I-
A) Ta (I-B).

TepMiHM UKUC Ta TPaHC BUKOPUCTOBYIOTLCA Biano-
BiAHO A0 HOMeHKnaTypu Chemical Abstracts.

Y peakux cnonyk cdopmynu (I-A) ta (I-B) Ta y
NPOMDKHUX CMNOMYK, WO BUKOPUCTOBYIOTLCA NpU TX
npuroTyBaHHsl, abCcomnoTHa cTepeoxiMiuHa KOHdiry-
pauis He 6yna BM3Ha4eHa. Y UuX BUNagkax, ctepeoi-
3oMepHa dopma sika Byna nepLuoto BUAineHa nosHa-
yaeTbcsa sk "A" Ta BuaineHa gapyroto "B", 6e3
000AaTKOBOrO NOCUMAaHHA Ha (PakTUUHY CTEPEOXIMIUHY

KOH(pirypau,ito.
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MpoTe, 3ragaHi "A" Ta "B" ctepeoizomepHi popmu
MOXYTb BYTU OAHO3HAYHO OXapakTepusoBaHi ¢isnko-
XiMIMHUMU XapakTepucTukamu Takumu K ix obepraH-
HA nnowuHu o6epTaHHa nonapusauii ceitna y sunaa-
Ky konu "A" Ta "B" MalwTb €HaHTIOHOMEpPHY 3anex-
HicTb. CneuianicT y AaHin ranysi sgaTeH BU3HA4YMTU
abcontoTHy KoHdirypauilo Takux Crnonyk BUKOPUCTO-
BYIOYM 3aranbHOBIAOMI METOAM TaKi AK, Hanpuknag,
Andpakuisa Ha PeHTreHIBCbKUX NPOMEHAX. Y Bunagky
konu "A" Ta "B" € CTEPE0I3OMEPHUMU CyMiLLaMU, BOHK
MOXyTb OyTu gani posaineHi 3aBasku YoMy BianoBigHi
nepwi Buainedi dopakyii nosHadveHi ak "A1" ta "B1" Ta
apyra sk "A2" ta "B2", 6e3 noganbloro nocUnaHHs
Ha JiINCHY CTepeoXiMiuHy KOHirypauito.

N-oKkcuaHi popmMu CNONYK 3a AaHUM BUHAXOAOM,
AK nepepbavacTbCd, BKNIOYAKTE CNONyku hopmynu
(I-A) Ta (I-B) ne oguH abo Kinbka atomiB asoTy OKuUC-
neHi oo Tak 3saHoro N-okcuay.

Hesaki 3 cnonyk dopmynu (I-A) ta (I-B) MOXyTb
TakoX icHyBaTu y iX TayTomepHid popmi. Taki popmu,
X04a HEesABHO BKasaHi y BuLEHaBeaeHin opMynu,
nepenbavaloTbCa BKMOYEHUMU B MEXI AAHOTO BUHA-
Xoay.

Y 6yab-Akuil pas npu BUKOPUCTAHHI gani, nepea-
B6avaeTbes, WO TepMiH "cnonyku cdopmynu (1-A) Ta (I-
B)" Takox Bknoyae ix N-okcuaHi dpopmu, TX coni, X
YeTBEPTUHHI aMiHKU Ta TX CTepeoxiMiYHO i30MepHi (po-
pmu. OCoBnMBUIA iHTEPEC BUKNUKAOTL Ti CNONyKW
copmynu (I-A) Ta (I-B), aki € cTepeoxXiMiUHO YUCTUMU.

LlikaBoto rpynow cnonyk € Ti cnonyku copmynu
(I-A) Ta (I-B) pe

X asnse cobowo O; C(R®. ae R® ¢ BogHem abo
apunom; abo N-R7 ge R7 ¢ amiHorpynoto a6o riapok-
CUTpynoto;

R! asnae coboto Cieankin, apun; TiEHIn, xiHoni-
Hin; uMknoCas.1eankin abo (unknoCs.12ankin)Ci-sankin,
ae uuknoCs.ieankineHa cknagoBa HeoB0B'A3KOBO MO-
Ke MICTUTU NOABIMHUIA 3B'A30K Ta A€ OAWH aTOM BYr-
newo y uuknoCs.12ankineHin cknagosiin moxe 6yTu
3aMilleHin atoMoM KucHio a6o NRE-cknagosowo ge
R® ¢ Gensunom abo Ci.eankinokcukapGoHinom, ae
oanH abo 6Ginbwe aTtomiB BOAHIO Yy Ci-sankinbHii-
cknagosiit a6o y UuMknoCa.12anKinbHik-CkNagoBsiil He-
060B'A3KOBO  MOXYTb O6yTU 3aMiweHi Cisankinom,

ranoCi-sankinom, rigpPOKCUrpynoto, Ci-
sankinokcurpynoto, apunCi-sarnkinoKCUrpynoto, raro-
reHoM, apunom, MOHO- abo [i(C-
sankinoM)amiHorpymnoto, Ci-

sanKiNoKkcUkapBGOHINamiHOrpynow, ranoreHom, nine-
PasuHINOM, NiPUAKHINOM, MOPQONIHINOM, TiEHINOM
abo GiBaneHTHUM pagukanom copmynu -O- abo -O-
CHa-CH2-0-;

a6o pagukan cdpopmynu (a-1)

Z1\C‘H.._._
_ACH,),
z

a-1

ne Zi € OAHUM KOBanmeHTHUM 3B'A3koMm, O abo
CHoa;

Z2 € OJHUM KOBaNeHTHUM 3B'A3koM, O abo CHz;

n € yinum yucnom 0,1 abo 2;

Ta A€ KOXHUIA aToM BOAHIO Y PEHINBHOMY KinbLUi,
He3anexHo, MoXe HeoBOB'A3k0BO OyTU 3amilleHui
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ranoreHom a6o rigpoKcurpynoo;

a6o X Ta R' MoXxyTb 6yTU B3ATI pa3oM 3 aTOMOM
Byrneuo A0 Axkoro X Ta R! npueaHaHi Ana yTBOpPeHHs
papukany copmynu (b-1), (b-2) abo (b-3);

O—N

GG

b-1 p-2 b-3

R? aBnsie co60l0 BOAEHL, ranoreH; LiaHorpyny;
Ci.eankin, Cieankinokcurpyny; Cisankinriorpyny; Ci-
sankinkapboHin; Ci-sankinokcukapoboHin, CosankeHin;
rinpokcuCa-sankeHin; Ca-sankiHin; rigpokcuCa-sankiHin;
TpU(C1-sankimcinaHCez-eankiHin ; amiHorpyny ; MoOHO-
a6o pi(Cieankin)amiHorpyny; moHo- a6o pi(Ci-
sankinokcu CisankimamiHorpyny; MoHo- a6o ai(Ci-
sankintioCi.eankin)amiHorpyny, apun; apunCisarnkin;
apunCa-gankiHin; Ci-sankinokcuCi-sankinamiHoC1-
sankKin; amiHokapBoHin Heo60B'sA3KOBO 3amilLeHuii Ci-
sankinokcukapboHinCi-sankinom; rerepouukn obpa-
HURA 3 TieHiny, ypaHiny, Tiasoniny Ta ninepuauHiny,
HeoboB'aA3koBo N-zamiweHuin mopdoniHinom abo
TiomopdoniHinom;

pagukan -NH-C(=O)R® ge R® aBnse coboto Ci-
sankKin HeoB0B'A3KOBO 3aMilLEHUA LMKNOC3.12anKinom,
Ci.eankinokcu, Ci.sankinokcukapBGoHinomM, apunom,
ApUNOKCUrpyNoto, TIEHINOM, NIPUAUHINOM, MOHO- abo
Ji(C1-eankimyaminorpynoto, Ci-sankinriorpynoto, 6GeH-
3UATIOrPYNOLO, NipuauHinTiorpynoto abo nipumiguHin-
Tiorpynoto; uuknoCs-12ankin; LMKNOreKCeHin; amiHor-
pyny; apunuuknoCs.i2ankinamiHorpyny; mMoHo- a6o -
i(C1-sankimamiHorpyny; MOHO- abo i(Ca-
sankinokcukapboHinCi-sankinamiHorpyny; mMoHo- ato
Bi(C1-eankinokcukapBoHimyamiHorpyny; MoHoO-  abo
Di(CosankeHin)amiHorpyny; MoHo- a6o pi(apunCi.
sankin)amiHorpyny ; MoHo- abo giapunomamiHorpyny;
apunCz.eankeHin; dypaHinCszeankeHin; ninepuauHin;
ninepasuHin; iHgonin; cypin; 6eH3odypin; TeTparia-
podpypin; iHAEHIN, agamMaHTin, NipuaWHIn; nipasuHin;
apun abo pagukan dopmynu (a-1);

cynbpoHamia -NH-SO2-R'° ge R0 asnsie coboro
Cieankin, MoHo- a6o noniranoCi.eankin, apunCi.
sankin abo apun;

R2 tTa R3 MOXyTb OyTU B3ATI pasom Ana yTBO-
peHHs -R2-R3-, akuii asnsae coboto GiBaneHTHUA pa-
aukan dopmynu -(CHz)s-, -(CHz)s-, -Za-CH=CH-, -Zs-
CH2-CH2-CH2- a60 -Z4-CH2-CHz-, ae Z4 saBnse co6ot0
0, S, SO2 abo NR'"" ge R'' ¢ BoaHem, Ci-sankinom,
6eH3unom abo CieankinokcukapOoOHINOM; Ta e KOX-
HUii GiBaneHTHUI pagukan € HeoBoB'A3KOBO 3aMillle-
HUI C1-saNKiNoOmMm,

abo R3® Ta R* MOXyTb OyTU B3ATI pasoMm Ans
YTBOPEHHA OGiBaneHTHoro paaukany dopMmynu -
CH=CH-CH=CH- a6o -CH2-CH2-CH2-CH>-;

R5 aenae cobol0 BOAEHb, NINEPUAUHIN, OKCO-
TieHin; TeTparigpoTieHin, apunCi-sankisn; Ci-
sankinokcukapboHinCi-sankin a6o Cieankin Heo6oB'-
A3KOBO 3aMileHunin pagukanom C(=O)NRxRy, ae RxTa
Ry, KOXHWUA HesanexHo € BOAHeM, UuKknoCs-
12ankinom, CoeankiHinom abo Ci-sankinom HeoboB'A3-
KOBO 3aMilleHUM uiaHorpynow, Ci-sankinoOKCUrpynoo
a60 Ci-sankinokcukapboHinowm;

Y asnsae coboto O abo S;
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a60 Y Ta R5 MoyTb 6yTW B3ATI pa3omM AN yTBO-
peHHs =Y-R5 - akuit asnge coboto pagukan dopmyniu

-CH=N-N= (c-1);
a6o
-N=N-N= (c-2);

apun sBnsie coboto deHin a6o HadTin Heo6oB'a-
3KOBO 3aMilleHuin ogHuM abo Ginblue 3amMiCHUKaMu
obpaHumu 3 ranoreHy, Ci-sankinokcurpynu, eHinok-
curpynu, MoHo- ao

Ai(C1-sankinmyamiHorpynu Ta uiaHorpynu;

Ta konu R'-C(=X) cknagoBa 3B'A3aHa 3 iHLIUM
NONOKEHHAM HiX 7 aBo 8 Mono)XeHHsa, Toai 3ragaHi 7
Ta 8 MOMOXEeHHA MOXyTb 6yTu s3amiweHi R'® ta R'® ge
04MH 3 HUX abo obuapa 3 RS Ta R'6 asnaioTb coboio
Creankin abo R'S ta R'® B3ari pasom MOXyTb yTBO-
ptoBatu GiBaneHTHUA pagukan copmynu -CH=CH-
CH=CH-.

HopaTtkoBo, Haibinbw UikaBa rpyna CROMyK
Bknovae Ti cnonykn copmynu (I-A) Ta (I-B) ge X as-
nse coboto O;

R' asnse co6ot0 Cisankin, umknoCs-1oankin ato
(unknoCs-12ankin)Cqsankin, ge oauH abo 6inblie
atoM Byrneuro y Ci-sankineHin cknagosin abo y uuk-
noCs-12ankinbHiil cknagosin Moxe 6yTW 3amileHui
C1-sankinokcurpynoto, apunom, rano aéo TieHinom;

R2 asnae co60w BoaeHs; ranoreH; Cr-sankin ado
aMiHorpyny;

R® Ta R* KOXXHWIA He3anexHo ABnse cobo BO-
JeHb abo Cieankin; abo

R? ta R® mMoxyTb OyTuU B3ATI pasom Ana yTBo-
peHHa -R?-R3-, akuit saBnAe coGolo GiBaneHTHUn pa-
aukan dopmynu -Zs-CHz-CHz-CHz- a60 -Zs-CHa2-CHo-
, Oe Zs, asnse coboro O abo NR'" pe R!'' ¢ Ca.
sanKINOM; Ta Ae KOXHWit 6iBaneHTHWIA pagukan € He-
060B'A3KOBO 3aMilleHnit C1-sankinom,

a6o R3® Ta R* MOXyTb OyTU B3ATI pasoMm Ans
YyTBOpEHHA GiBaneHTHoro paaukany dopmynu -CHo-
CH2-CH2-CHa-;

R® aBnse co60t0 BOAEHb!

Y asnse coboto O; Ta

apun aBnse cobot ¢deHin Heo60B'A3KOBO 3aMmi-
LWEHWUIA ranoreHom;

JoaatkoBo, uWikaBa rpynow Cronyk BKNOYaE Ti
cnonyku copmynu (I-A) Ta (I-B) ae R!'-C(=X) cknago-
Ba 3B'A3aHa 3 XiHONiHOBOIO abo XiHOMIHOHOBOW ckna-
O0BOI0 Y 6 MOMNOXEHHI.

Onsa Toro, wo6 cnpocTUTU CTPYKTYPHE NMpeacras-
NEHHA AesKuX 3i CnoMyK Ta MPOMIXKHUX CNOMyK 3a
JaHUM BMHAxXoAoM, Y HacTynHUX npoueaypax npuro-
TyBaHHA, XiHoniHoBa a6o XiHOMNIHOHOBA CknagoBa
6yae npu UbOMy NpeacTaBneHa CUMBONom Q.

DRUSHERHR

B s . T L

Crm)

(a2}

Cnonyku copmynu (I-A) abo (I-B), pe X sasnse
coboto O, 3ragaHi cnonyku npeacrasneHi opMynoto
(laB-a), MOXyTb ByTW OTpUMMAaHi 3a JOMOMOrOI0 OKMUC-
NeHHa NpoMixHOT cnonyku dpopmynu (Il) y npucyTHoC-
Ti MPUAHATHOTO OKWUCNHOBANLHOIO areHTy, Takoro sk
nepmaHraHaTt Kanit, Ta NPUAHATHOrO KaTanisatopy
¢a3o0BOro nepeHocy, Takoro 4Kk Tpic(aiokca-3,6-
renTeHin)amid, y NPUAHATHOMY pPeakuinHO-iHEPTHOMY
PO3YMHHUKY, TAKOMY K HaNpuKnaa SUxrnopmMeTaH.
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OH

OKUCNEHHA
R—CH—Q = R-——C-—Q

() {(yga)

Cnonyku copmynu (IA, B-a) MOXyTb Takox GyTu
ofepxaHi 3a AOMNOMOro peakuii NPOMKHOT CNOnyKu
copmynu (Ill) 3 npomixkHoto cnonykoto opmynu (IV),
ae Wi aense coboio atoM ranoreHy, Hanpuknag,
6poM, y MPUCYTHOCTI ByTun niTito Ta NPUAHATHOTO
peakuinHO-iHEPTHOr0 PO3YUHHUKY, TAKOro 9K Hanpu-
knapg TetparigpodypaH.

R—C=N + w,~—Qq — R—C—Q
(11 v (laz-a)

AnbTepHatuBHO, cnonyku opmynu (lA/B-a) mo-
XYTb TakoXX OyTU odepykaHi 3a OQOMNOMOrow peakuit
NPOMDKHOT cnonyku dhopmynu (V) 3 NPOMIKHOK Cno-
nykoto opmynu (IV) y npucytHocti 6ytun nitito Ta
NPUAHATHOTO pPeakuifHO-IHEPTHOMY PO3UYUHHUKY, Ta-
KOro sk Hanpuknag tetparigpodypaH.

o
| ,0—CH,
Ri—C—N +

CH,
(2 vy (laa-a)

wW,—Qq —— R—C—Q

Cnonyku doopmynu (lae-a), e R' 3amicHuK 38'a-
3aHUI 3 KapOOHINBLHOK CKNAAOBOI Yepe3 aTOM KUC-
HI0, sragaHuii R' 3amicHuk npencrasnenuit O-R'@ ta
sragadi cnonyku cdopmynoto (las-a-1), MOXyTe 6yTu
OTpUMaHi peakuieto NpoMipkHOT cnonyku popmynu (V1)
3 NPOMiXKHOI cnonykoto popmynu (VII) y npucyTHoOCTI
NPUAHATHOT KUCAOTU, TaKOT AK cipyaHa Kucnora.

IC‘J 0
R*—0H + HO—C-—Q ——— R'*—0——(C—qQ
vl v (lap-a-1)

Cnonyku copmynu (I-A), oe R2 asnse coboto me-
TUNkapboHin, sragaHi cnonyku npeacrasneHi popmy-
noto (I-A-1), MoxyTb ByTU OTPUMaHI peakuieto npomi-
HOT  cnonyku  cpopmynn - (VIII) y  NpUCYTHOCTI
NPUAHATHOT KUCIMOTKW, Takoi sIK consiHa KUcnoTa, Ta
NPUAHATHOTO peakUilHO-iIHEPTHOIO PO3UYUHHUKY, TaKO-
ro 9K Hanpuknag tetparigpodypaH.

I [
R—c¢C Rt—
X R® —_— N R3
N/ 0\/ N/
o]
Vi (I-A-1)

Cnonyku copmynu (I) MOXyTb Takox 6yTu nepe-
TBOPEHI O0AHA Yy iHWY 3a AONOMOroK BIAOMUX Y LR
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ranysi TpaHcgopmadin.

Cnonyku cdopmynu (I-A) ae R2 € aTomoM ranore-
Hy, TaKUM K XI0p, MOXyTb BYTU NepeTBOpEHi y cro-
nyky cdopmynu (I-A), ae R2 ¢ iHLWIiM aTOMOM ranoreny,
Takum Kk ¢pTop abo noa, 3a AOMNOMOrow peakuil 3
NPUAHATHUM ranoreHyBanbHUM areHToM, TakuMm SAK
Hanpuknag dpropua kanito abo iwoama Hatpito, y npu-
CYTHOCTI NPUAHATHOrO peakuiiHO-iHEPTHOTO PO3YMH-
HUKY, Hanpuknag aumeTun cynedokeuay abo aueto-
HiTpUNy Ta HeOoBO0B'A3KOBO Yy MNPUCYTHOCTI aueTun
xnopuay.

Cnonyku copmynu (I-A), ae R2 € NPUAHATHOW
BiAXiQHOK rPynot, Takoro ik aToM ranoreHy, Hanpu-
Knag xnop, Woa, 3rajaHa BigxigHa rpyna npeacras-
nena by W2 ta sragaHi cnonyku npeacrasneni ¢op-
Mynoto (I-A-2), MOXyTb BYTU NEPeTBOPEHi Y CMONYKY
dopmynu (I-A) ae R2 ¢ uiaHorpynoto, aragaHa cnony-
kKa npeacrasneHa ¢opmynoto (I-A-3), 3a 4ONOMOrow
peakuil 3 NPUAHATHAM areHToM, WO BBOAUTL LiaHOr-
pyny, TakuMm sIK Hanpuknag TpuMeTUIcunaHkapooHiT-
pus, y NPUCYTHOCTI NPUAHATHOT OCHOBU TakoT K N,N-
AneTuneTaHamid Ta NPURHATHOrO KaTanisaTtopy, Tako-
ro Ak Hanpuknag tetpakic(tpudpenindgocdin)nanagin.

Cnonykn copmynu (I-A-2) TakoK MOXyTb OyTu
nepeTsopeHi y cnonyky dopmynu (I-A-4) 3a gonomo-
rolo peakuii 3 Co.sankiHinTpu(Ci-sankismcunaHoMm y
npUcCyTHOCTIi Cul, NPUAHATHOT OCHOBU, TaKOT AK Ha-
npuknag N,N-guetunetaHamiHy, Ta MAPUAHATHOrO
katanisaTopy, Takoro §K Hanpuknag TeTpa-
Kic(tpudpeHindocdin)nanagin. Cnonyku popmynu (I-
A-4) MOXyTb HaBrmaku GyTU NEepeTBOPEHi Yy CMOMyKY
cdopmynu (I-A-5) 3a gonomMoroto peakuii 3 ptopuaom
Kanito y NPUCYTHOCTI NPUAHATHOT KACFIOTW Takoi sK
ouroBa kucnota, abo 3a QONOMOrow peakuil 3 npu-
WHATHOKD OCHOBOI), Takoro AK rigpokcug kanio, y
NPUCYTHOCTI NMPUAHATHOrO peakuiinHO-iIHEPTHOro pPos3-
YMHHUKY, TAKOTO SIK CMUPT, HANPUKNAA MeTaHon i T.M.

Cnonykn copmynu (I-A-2) MOXyTb Takox 6yTu
nepeTBopeHi y cnonyky gpopmynu (I-A-6) 3a gonomo-
rol peakuil 3 NPpoMiXHOK cnonykoto dopmynu (IX) y
npUcCyTHOCTIi Cul, NPUAHATHOT OCHOBU, TaKOT AK Ha-
npuknag N,N-guetuneTtaHamid, Ta NPUAHATHOrO Ka-
Tanisatopy Takoro K TeTpa-
Kic(tpudpeHindocdid)nanagin.

Cnonykn copmynu (I-A-2) MOXyTb Takox 6yTu
nepeTsopeHi y cnonyka ae R? ¢ Ci.sankinom, sragaHa
crnonyka npeacrasneHa opmynoto (I-A-8), y npucyt-
HOCTi NPUAHATHOrO ankin yean bHOro areHTy, Takoro
Ak Hanpuknag Sn(Ci.sankin)s, abo y cnonyky ae R? ¢
Co6anKkeHinom, 3ragaHa cnonyka npeacrasneHa go-
pmynot (I-A-9) y NPUCYTHOCTI NPUAHATHOIO ankeHi-
NyBanbHOrO areHTy, Takoro sik Hanpuknag Sn(Co.
sankeHin)(Ci-esankinom)s, o6uasi peakuii NnpoBoAATL y
NPUCYTHOCTI MPUAHATHOrO KartanisaTopy, Takoro sk
Hanpuknag TeTpakic(TpudgeHindocdid)nanagin Ta
pPeakuinHO-iIHEPTHOrO PO3YUMHHUKY, TAKOro K Hanpu-
knag Tonyon abo giokcaH.

Cnonykn copmynu (I-A-2) MOXyTb Takox 6yTu
nepeTBopeHi y cnonyky cdopmynu (I-A-7) ae Z asnse
coboto O abo S, 3a AOMNOMOTO0 peakuii 3 NPOMIKHOL
cnonykoto hopmynu (X) He060B'A3KOBO Y MPUCYTHOCTI
MPUAHATHOT OCHOBU TakoT K ABOKamnieBU kapboHaT
Ta peakuifHO-iHEPTHOrO PO3YUHHUKY, Takoro Ak N,N-
anmetun gopmadpia.

Cnonykn copmynu (I-A-2) MOXyTb Takox 6yTu
nepeTeBopeHi y cnonyky c¢opmynu (I-A), ne R2 ¢ Ci-
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sankKinokcukapboHinom, 3ragaHa crnonyka npeacrab-
neHa copmynoto (I-A-10)ta cnonyky dopmynu (I-A),
ae R? e BogHeM, 3ragaHa cnosyka npeacTaBrieHa
cdopmynotw (I-A-11), 3a AONOMOroK peakuii 3 a npu-
AHATHUM cnupTom dopmynu CreankinOH ta CO y
NPUCYTHOCTI NPUAHATHOrO KartanisaTopy, Takoro sk
Hanpuknagd nanagin (lDagetat, TpudeHindocdiu,
NPUAHATHOT OCHOBU, Takol sk ABokanieBui kapBoHaT
Ta peakuyifiHo-iHEPTHOrO PO3YUHHUKY, Takoro Ak N,N-
anmvetundgopmadia.

Cnonyku chopmynu (I-A-11) MOXKYTb Takox 6yTu
ofepxaHi 3a gonomoroto peakuil cnonyku gopmynu
(I-A-2) 3 Zn y NpUCYTHOCTI NPUAHATHOT KUCNIOTU TakoT
AK OLTOBA KACMOTA.

Cnonykun dopmynu (I-A-2) MOXyTb Takox 6yTu
nepeTBopeHi y cnonyky opmynu (I-A), ae R2 ¢ amiHo
kapOoHinom samiweHum  CisankinokcukapboHinCi-
salnKifmioM, 3ragaHa cnonyka npeacrasneHa opmy-
now (I-A-12), 3a ZONOMOrol peakuii 3 MPOMIKHOI
cnonykoto  copmynm  HaN-Ci-eankin-C(=0)-O-C1-
sankin y npucytHocti CO, NPUAHATHOrO KaTtanisatopy
Takoro Ak TteTpakic(tpudpeHindocdin)nanaain, npu-
WHATHOT  OCHOBW, Takoi 4k Hanpuknag N,N-
AveTuneTaHamiH, Ta  MPUAHATHOrO  peakuitHo-

iHEPTHOrO PO3UYUHHUKY, TAKOTO AK HAMPUKNAZ TONyor.

Cnonykun dopmynu (I-A-2) MOXyTb Takox 6yTu
nepeTesopeHi y cnonyky cdopmynu (I-A) ne R2 ¢ apu-
nom abo retepouuknom, WO obpaHO 3 rpynu, sika
onucaHa y BuaHauyeHHi R2? Buule, sragaHa R2 npea-
CTaBneHa 3a Aonomorow R Ta 3ragaHa crnonyka
cdopmynow (I-A-13), 3a gONOMOro peakuii 3 nNpomi-
XHO cnonykoto hopmynu (XI), (XII) abo (XII) y npu-
CYTHOCTI MPUUAHATHOIO KaTanisaTopy Takoro K, Ha-
npuknag, TeTpakic(tpudpenindocdiH)nanagin  Ta
NPUAHATHOTO peakUilHO-iIHEPTHOIO PO3UYUHHUKY, TaKO-
ro 9K Hanpuknag giokcaH.
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R I R Sn(R?), SnR2(C, cankin), ﬁ R¢
RL_
L) o) _ R
_
N W, R2B(OH), N/ R22
(-A-2) o (-A-13)

Cnonykn copmynu (I-A-2) MOXyTb Takox 6yTu
nepeteopeHi y crnonyky cdopmynu (I-B), ae Y Tta RS
B3ATi pa3oM Ans yTBOpPeHHsa pagukany dopmynu (b-1)
abo (b-2), sragaHa cnonyka npeacrtasneHa ¢opmy-
noto (I-B-1) a6o (I-B-2), 3a gonomoroto peakuii 3 rig-
pasuHkap6okcanbgerinom abo aauaoM HaTpito y npu-
WHATHOMY peaKkUilHO-IHEPTHOMY PO3YUHHUKY, TaKOMY

aK  cnupT, Hanpuknag OytaHon, a6o N,N-
anmvetundgopmadia.
X
|
e Rieg 5
1 \\/LTR
HE —~NH—NH 4
Ve /
M
RS {-B-1)
be
L Wz \\
{1-A=2) NaN,
oo
Rb—g
3 = &”Ra
!
e N&N
g
NzzN
(-B-2

Cnonyku copmynu (I-A-11) moxyTe 6yTu nepe-
TBOpPEHi y BianosigHuin N-okcua, npegcrasneHnin go-
pmynoto (I-A-14), 3a ZONOMOroK peakuii 3 NPUAHAT-
HUM NepPoKCUaOoM, Takum AK 3-xnop-
B6eH3onkapbonepokconHa KACNOTa, Yy NPUAHATHOMY
peakuinHO-iIHEPTHOMY PO3YUHHUKY, TAKOMY SK Hanpu-
Knag MeTuneH xnopua, sragada cnonyka copmynu (I-
A-14) moxe Hagani 6yTu nepeTBopeHa y CROMyKY
¢opmynu (I-B), ae RSe BoaHem, 3ragaHa crionyka
npeactaeneHa dopmynow (I-B-3), 3a aonomorow
peakuii 3 4-metun-6eHson cynbdOHIN XNOpPUAOM Y
NPUCYTHOCTI NPUAHATHOT OCHOBW, Takoi AK Hanpu-
Knag, ABokanieBuil kapOoHaT Ta NPUAHATHOTO peak-
LiAHO-IHEPTHOrO PO3YMHHUKY, TaKOro AK Hanpuknag
METUIEH XIopua,.

'

EEMEN

Cnonykn copmynu (I-B-3) MoxyTb Takox 6yTu
ofepxaHi 3 crnonyku copmynu (I-A), ae R2 ¢ Ci.
6aMKINOKCUrpynoo, 3ragaHa cnonyka npeacrasreHa
topmynoto (I-A-15), 3a 4ONOMOrow peakuii 3 NPURHA-
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THOIO KMCMOTOLO, TAKOIO AK COMNsiHA KACMOTA, Yy MpUcy-
THOCTiI MPUAHATHOTO PeakuinHO-iIHEPTHOrO PO3UYUHHU-
Ky, TAKOro sk Hanpuknag TetparigpodypaH.

ﬂ R4 ﬁ R4
{—
. Eilj\r ) R biim
AN \
————~
2
N O—C, sankin N o

(-A-15) (-B-3)

Cnonykn copmynu (I-B-3) moxyTb 6yTu nepe-
TBOpPeHi y cnonyky cdopmynu (I-B), ae R5 asngae co-
6010 Cisankinom, 3ragaHa cnonyka npeacrasrneHa
topmynoto (I-B-4), 3a 40NOMOror0 peakuii 3 NPUAHAT-
HAM arnkinyBanbHUM areHToM, TakuMm §iK, Hanpuknag,
npomikHa cnonyka dopmynu (XIV), ae Ws asnse
o600 NPUIAHATHY BiAXiAHY rpymny, Taky sk aTOM rano-
reHy, Hanpuknaa, uoa, y NpucyTHOCTI TepT-ByTokeuay
Kanito Ta y MPUCYTHOCTI MPUAHATHOIO peakuiinHo-
iHEPTHOrO PO3YUHHUKY, TAKOro K Hanpuknag Tetpari-
ApodypaH.

I
Ri— c Re

L

. ~ X
e ) o s
\\_\ R1—-“ /l "
{-8-3) C, ankin-W, ; \iY
{(Xivy N, o

A
leg (L/RS (-B-4)
oL

o G, gaNHin
{-A-15)

Cnonyku copmynu (I-B-3) mMoxyTb Takox 6yTtu
nepetesopeHi y cnonyka copmynu (I-B), ae R5 ¢ Ci.
sankinokcukapboHinCi-sankin aéo apunCi-sankinom,
sragaHuii RS npepcrasnenunit 3a gonomorow R52 T1a
3ragaHa cnonyka npeacrasneHa gopmynoto (I-B-5),
3a AOMOMOroOK peakuil 3 NPOMDKHOIO CNONYKOK hop-
mynu (XV), ae W* aBnse coboto NpuiHATHY BiaXigaHy
royny, Taky €Kk aroMm ranoredy, Hanpuknag 6pom,
Xr0p i T.1., Y NPUCYTHOCTI NPUAHATHOT OCHOBU, TakoT
K Hanpuknag rigpua HaTpilo Ta NPUAHATHOrO peak-
LiAHO-IHEPTHOrO PO3YUHHUKY, TaKOro AK Hanpuknag
N,N-gumeTundopmadia.
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R4
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{(I-A~15)

w

Y omonma)

N

GG garwin

Cnonykn copmynu (I-A-2) MOXyTb Takox 6yTu
nepeteopeHi y cnonyky cdopmynu (I-B), ae RS ¢ soa-
Hem Ta Y € S, sragaHa cnonyka npegcraeneHa ¢op-
mynoto (I-B-6), 3a ponomoroto peakuil 3 HaN-C(=S)-
NH2 y npucyTHOCTi NPUAHATHOT OCHOBK, TaKoT SAK rif-
pokcug Kanito, Ta NPUAHATHOrO peakuiiHO-iIHEPTHOro
PO3YMHHUKY, TaKOro K CMMPT, Hanpuknag etaHon,
abo soaun. Crnonyku cpopmynu (I-B-6) moxxyTb Hagani
6yTW nepeTBopeHi y cnonyky dopmynu (I-A), ne R2 ¢
Cisankintio, sragaHa cnonyka npeacrtasneHa dgop-
Mynoto (I-A-16), 3a 4ONOMOrol peakuii 3 NPUAHATHUM
Cieankinranigom, Takum gk Hanpuknag  Ci-
sanKinnoguna, y nNpUCyTHOCTI NPUAHATHOT OCHOBMU, Ta-
Kol K aBokanieBUA kapBoHaT, Ta MPUAHATHOrO PO3-
UYMHHUKY, TAKOTO SK HAMPUKNag aueToH.

RS fued iy Ry

Cnonykn dopmynu (las-a) MOXyTe OyTu nepe-
TBOPEHi y cnonyku chopmynu (I-A) abo (I-B), e X € N-
R?, sragaHa cnonyka npeacrasneHa dopmynot (las-
b), 3a AONOMOrol peakuii 3 NPOMIKHOK CMOSYKOHO
dopmynu (XVI), HeoBOB'A3KOBO Yy MPUCYTHOCTI Mpu-
WHATHOT  OCHOBW, Takol Ak Hanpuknag N,N-
AneTuneTaHamiH, Ta y NPUCYTHOCTI MPUAHATHOrO pea-
KLiNHO-IHEPTHOrO PO3YUHHUKY, TaKOro AK CAUPT, Ha-
npuknag eTaHon.

N-R
R—C—Q + R—NH, ———= R—C—0Q
(Ilasa) (XIv) (lagb)

Ak BXe BKasaHO y npoueaypax MpUroTyBaHHA
cnonyk cdopmynu (I-A-13), onucaHux BULLE, CMOMYKU
dopmynu () MOXYTb TakoxK B6yTU NepeTBOPEH y BiA-
nosigHy N-okcuaHy ¢popmy y BignoBigHOCTI 3 BigOMU-
MW Y AaHiid ranysi npoueaypaMu NepeTBOPEHHS Tpu-
BaneHTHoro asoty y roro N-okcugHy cpopmy. 3ragaHa
peakuia N-OKUCNEeHHA MOXKe, 3aranom, 3AilicHioBa-
TUCb LUNAXOM peakuil BuxigHoro marepiany dpopmynu
(I) 3 BigNOBIAHMM OpraHiyHUM abo HeopraHiyHUM ne-
pokcuaom. BignosigHi HeopraHiuHi NepokcUan BKIMHO-
YyawTb, Hanpuknaz, nepokcua BOAHIO, NEpPOKCUAM
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ny>kHux abo ny>xHo3eMenbHUX MeTanis, Hanpuknag,
nepokcua Hatpito, NEpPoKCUa Kanitw; BianoBigHi opra-
HiYHIi NEPOKCMAMN MOXYTb BKMIOYATHA NEPOKCUKACIIOTH,
Taki Ak, Hanpuknag, 6eH3onkapbonepoKCOHOBA KUC-
nota a6o ranosamiweHa 6GeH3onkap6onepokCoHoBa
KMCRoTa, Hanpuknag, 3-
xnop6eH3onkapbonepokCcoHOBa KMCMNOTA, Nepokcuarn-
KaHOBI KUCMOTU, Hanpuknag, NepokcMouToBa KUCMO-
Ta, ankinrigponepokcuau, Hanpuknag, TpeT-6ytun
rigponepokcua,. MNpuaatHUMKU PO3YUHHUKAMKU €, Ha-
npuknag, BoAa, HUKYI ankaHonu, Hanpuknag, etaHon
Ta M nogibHi, ByrneBoaHi, Hanpuknaa, TONyorn, KeTo-
HU, Hanpuknag, 2-6yTaHoH, ranoreHoBaHi ByrneBoaHi,
Hanpuknag, AiXnopmeTaH, Ta CyMill Takux PO3UYUHHU-
KiB.

Heski 3 NpoMiKHUX CNONYK Ta BUXigHi maTtepianu,
LLIO BUKOPUCTOBYIOTLCA Y BULLEHABEAEHUX PEaKLiaX €
KOMepUiAHO AOCTYNMHUMU, ab0 MOXYTb BYTU CUHTE30-
BaHi BiANOBIAHO A0 NpoUeEayp BXe onucaHux y nire-
paTtypi.

MpomikHi cnonykn cpopmynu (II) MoxyTb OyTu
ofepxaHi 3a AOMNOMOroK peakuii NPOMIKHOT Cnonyku
dopmynu (XVII) 3 NPOMDKHOK CNONyKOW opmynu
(XVIII), pe Ws aBnsie cob0to NpURHATHY BiaXigHy rpy-
ny Taky sk aTom ranoreHy, Hanpuknag xnop, 6pom i
T.M., Y NPUCYTHOCTI MarHito, auetunedipy Ta NpUnHA-
THOTO peakuinHO-IHEPTHOrO PO3YUHHUKY, TaKoro sk
aunetunedip.

OH
0—C—H + R——W, - R-—CH—Q
(Xvin vty )

MpomikHi cnonykn copmynu (XVII) MoxyTb GyTu
ofepxKaHi 3a JONOMOrOK OKUCIEHHA NPOMIKHOT cno-
nykn opmynun (XIX) y NPUCYTHOCTI MPUAHATHOrO
OKMCIIOBANLHOTO areHty, Takoro ak MnO2, Tta npu-
WHATHOrO peakuilHO-IHEPTHOTO PO3YUHHUKY, TaKoro
AK METUNEH XMopua.

OKUCNEeHHs ﬁ
Q——CH,—0H — = Q—C—H

(XIX) XV

MpomikHi cnonyku dopmynu (XIX) MoxyTe 6yTu
OTpUMMaHi 3a JONOMOroK BIAHOBMNEHHSA NPOMDKHOT
cnonyku popmynun (XX) y NPUCYTHOCTI MPUAHATHOrO
BiAHOBIIOBASNIbHUA areHTy Takoro €k anomMorigpug
NiTito, Ta NPUAHATHOTO peakUinHO-IHEPTHOrO PO3YUH-
HUKY, TaKOro sk TeTparigpodypat.

BiAHOBNEHHA

@—C—O0—¢C amin — ™ Q—CH,—OCH

(XX) XIX)

MpomikHi cnonyku dopmynu (XX), ae Q saAsnse
co6010 XiHONIHOBY CKnagaoBy HeoBOB'A3KOBO 3aMillle-
Hy y 3 nonoxeHHi Cisankinom Ta ge kapboHinbHa
cknagosa postaluoBaHa y 6 nonoXKeHHi, sragani npo-
MDDKHI cnonyku npeacrtasneHi popmynoto (XX-a), Mo-
XyTb OYTU OTPUMAHi peakuictd NPOMKHOT CNOMyKu
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dopmynu (XXI) 3 NPOMDKHOIO CROSYKOK hopmMynu
(XXIl) y npucyTtHocTi 3-HiTpo-6eH3on cynbdoHaT Ha-
TPItO, MPUAHATHOT KUCMOTK, TaKOT AK cipyaHa KUCMoTa,
Ta NPUAHATHOrO CNUPTY, HaMpuUknag MeTaHony, eTa-
Hony, nponaHony, 6ytaHony i T.n.

Rt pEL &3]

AnbTepHaTUBHO, NPOMiXHI cnonyku dopmynu (I1)
MOXYTb TakoX B6yTu ofepkaHi 3a 4ONOMOroto peakuil
npomixkHOT cnonykn copmynu (XXIII) 3 npomMiKHOIO
cnonykoto ¢opmynu (XXIV), e Ws € NPUAHATHOO
BiAXiQHOK rPynot, Takoro ik aToM ranoreHy, Hanpu-
knag 6pom, xnop i T.n., y NPUCYTHOCTI MPUAHATHOrO
areHTy, Takoro sk 6yTun niTin Ta NPUAHATHOTO peak-
LiAHO-IHEPTHOrO PO3YUHHUKY, TAKOro AK TeTparigpo-

dypaH.
H

R—C—H + q—w, ————= R—CH—Q

(XX OXXIV) (I

MpomixkHi cnonyku cpopmynu (XXII) MOKyTb GyTK
OTpUMaHi 3a JONOMOrOK OKUCIEHHA MPOMDKHOT Cno-
nyku dpopmynu (XXV) BUKOPUCTOBYHOUU OKUCIIEHHS 3a
ModdpaTtom PiuHepom abo CBepHOM (AUMETMIICY-
nbOoKCMAHI NPOAYKTM MPUEdHAHHA 3 AerigpaTtarii-
HUMKU areHtamu Hanpuknag DCC, Ac20, SOs, P4+O1o,
COCl2 a6o CI-CO-COCI) y iHEPTHOMY PO3UMHHUKY
TakoMy SIK METUIEH XIOpuUA.

R—CH,~—OH —= R—C—H

(XXV) (XXIH)

MpomikHi cnonyku copmynu (XXV) MoxyTb 6yTu
OTpMMaHi 3a A[O0MOMOroK BIAHOBMEHHA MPOMiXKHA
crnonyka opmynu (XXVI) y NpUCyTHOCTI NPUAHATHO-
ro BiAHOBMIOBAINbLHOIO areHTy, TAkoro sk Hanpuknag,
anomorigpug  niTio Ta NPUAHATHOrO  peakuinHo-
iHEPTHOTO PO3YUHHUKY, TAKOTO sK GeH30mM.

I

R—C—0~~Cganin " ® R+—CHy—0H

XXV V)

MpomikHi cnonyku dopmynu (XXVI) MoxyTb ByTu
oTpUMaHi 3 NpoMikHOT cnonyku copmynu (XXVII) 3a
A0NoOMOroK eTepiduikauisa y NPUCYTHOCTI NPUAHATHOTO
CNUPTY, TAKOrO K MEeTaHorn, eTaHon, nponaHon, 6y-
TaHon i T.n., Ta NPUAHATHOT KUCNOTHU, TaKOT AK cipyaHa
Kucnora.

Q
Cygamkin—OH I )
R—C—0OH — ™ R+—C—0—C zamin
(XO0VH) oY)
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MpoMixkHi cnonyku dpopmynu (XXVII), ae R! aB-
nsie coboto pagukan cdopmynu (@-1) 3 Zy sike € O, Z»
ake € CHz Ta n ke € 1, 3ragaHi NPOMKHI CNONyKK
npeacraeneHi dopmyno (XXVIl-a), moxyTb 6yTu
OTpUMMaHi 3a JONOMOroK BIAHOBMNEHHSA NPOMDKHOT
cnonyku dpopmynu (XXVII) y npUCyTHOCTI NPUAHATHO-
ro BigHOBMIOBANLHOIO areHTy Takoro sk BOAEHb, Ta
NPUAHATHOIO KaTanisaTtopy, Takoro Ak nanagin By-
rinni, Ta NPUAHATHOIO KUCMNOTU TaKOT 9K OUTOBA KUC-
nota. Konu R!' npomikHoT cnonyku (XXVII) asnse
06010 He0B0B'A3KOBO 3amilleHy hbeHinbHY Cknagosy,
BOHA MOXe TaKox 6yTu nepeTBopeHa y HeoboB'A3Ko-
BO 3aMiLLEHy LMKMOTeKCUnsHy CKNnagoBy 3a A0NOMO-
roK0 BiAHOBMEHHA Y NPUCYTHOCTI NPUAHATHOIO BiAHO-
BMIOBANbLHOTO areHTy Takoro sik popin Ha Al2Os, Ta
NPUAHATHOTO peakUilHO-iIHEPTHOIO PO3UYUHHUKY, TaKO-

ro K TeTparigpodypaH.

0 (o}
e DU
_
0O BiHOBNEHHA o]

o}

XXV (XXVIl-a)

MpomixkHi cnonykn dopmynu (IV), ae Q sasnse
06010 XIHOMIHOBY CKNaAoOBY 3aMilLIEHY ¥ 2 NOMNOKEHHi
rasioreHoM, Hanpuknag Xmaopom, 3ragaHi NPOMDKHI
cnonyku npeacrasnedi dopmynoto (IV-a), MOXyTb
6yTU OTPUMAHI peakuietd NPOMiKHOT cnonyku opmy-
nun (IV), oe Q AsnsAe co60t0 XiHONIHOHOBY CKNaaoBy 3
R5 aka e BoAHEeM, 3ragaHa NpPOMiXKHA cnomnyka npej-
crasneHa copmynoio (1V-b), y npucytHocTti POCIs.

RA
W, R R
LA
H
{iV-by (tV-a)

MpowmixkHi cnonyku dopmynu (IV-a), ae R* € Boa-
HeM, 3ragaHi NPoMmixHi cnonyku npeacrasneHi op-
mynoto (IV-a-1), MoXyTb Takox 6yTu oaepxaHi 3a
OONOMOroK peakuii NPOMIKHOT cnonyku opmMynu
(XXIX) 3 POCls y NPUCYTHOCTI N,N-
anvetundgopmadiay  (popminipysaHHa  3a  Bi-
ncveiep-Xaakom, WO CYNPOBOAXKYETbCA LMKRisauj-
€10).

W,

(o] Wi R3
vt L
o
——]R3 N TCl
(XXIX) (v-a-1)

MpomikHi cnonyku dopmynu (XXIX) moxxyTb ByTH
ofepxKaHi 3a 4ONOMOro peakuietd NPOMBKHOT cnony-
K popmynu (XXX) 3 NPOMIDKHOIO CMONYKO hopmynu
(XXXI), ae W7 asnse co600 NPUAHATHY BiaxigHy rpy-
ny, Taky K aTOM ranoreHy, Hanpuknag xmnop, y npu-
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CYTHOCTI MPUAHATHOT OCHOBW, TaKOT 8K Hanpuknag
N,N-gueTunetaHamidH, Ta NPUAHATHOIO peakuitHo-
iHEPTHOTO PO3YUHHUKY, TAKOTO SIK METUNEH XIOpua,.

Y §a R 3%
R meee o '“"\i ““““ bt d _,//““‘&v-!—-—-é; _—_§
a7 s
{EXXY IRRRY {ANIN)

MpomikHi cnonykn copmynu (IV-a) MoxyTb 6yTu
nepeTBOpPeEHi y NpoMibkHy crnonyky dopmynu (IV-c) 3a
AONOMOroK peakuii 3 NPOMIXKHOK CMONyKo popmy-
nm (XXXI) y NPUCYTHOCTI NPUAHATHOTO peakuiiHo-
iHEPTHOTO PO3YUHHUKY, TAKOTO AK CMUPT, Hanpuknag,
MeTaHosn i T.n.

R¢ R4

W, Rs

+ C, sankin—0q~

N cl OO N O—C, sankin

(IV-a) (IV-6)

MpomixkHi cnonyku ¢popmynu (IV-a) MOXyTb Ta-
KOXX B6YTU NepeTBOpPeEHi y NPOMDKHY crnionyky copmynu
(IV-d-1) 3a ponomMoroto peakuji 3 MPUAHATHUM aMiHOM
dopmyrn (XXXIII-a), ae Zs Ta Z4 KOKHUIA HE3amnexHo
aBnA€e cobo BOAeHb, Ciesankin, Ci-sankinokcnuCi-
sankin, CisankintioCi-sankin abo y npomMixkHy cnonyky
dopmynu (IV-d-2) 3a gonomoroto peakuii 3 NPUAHAT-
HUM amiHoMm cpopmynu (XXXIII-b), ne Zz ta Zs4 B3ATI
pasom AN YTBOPEHHSA TETEPOLUKIY AK BU3HAYEHO
BULLE Y BU3HAYeHHi R2 npu ymoOBi, IO reTepouukn
BKMIOYAE NPUHANMHI OQWMH aTOM a3oTy, Y MPUCYTHOCTI
NPUAHATHOT OCHOBMK, TaKOT IK HANPUKNaa ABoKaniesui
kapboHart, Ta peakuiiiHO-iHEPTHOrO PO3UMHHUKY, TaKO-
ro ak N,N-gumetundopmadia,.

s {XXXIH-8Y (13

{EEXM

Ay
V-2

MpomMikHi cnonyku cdopmynu (IV-a), ae R® asnse
co60t0 CH2-CHo-CH2-Cl, 3ragaHi npomidkHi cnonyku
npeacrasneHi dgopmynoto (IV-a-2), MOXyTb TaKkoX
OyTM nepeTBOpPEHi y NPOMbKHY crnonyky copmynu
(IV), oe R? ta R® B3aTi pa3om Ans yTBopeHHs Gisane-
HTHOro paaukany dopmynu -O-CHao-CHo-CHo-, 3ra-
JaHa MpoMikHa cnosiyka npeacrtasneHa opmMynoto
(IV-e-1), 3a gonomoroto peakuii 3 NPUAHATHOT KUCNO-
TOK, TaKOK AK condaHa kucnota i T.n. MpomixHi cno-



29

nyku copmynu (IV-a-2) MOXyTb Takox 6yTu neperso-
peHi y npoMixHy cnonyky cdopmynu (IV), ae R2 ta R®
B3ATI pa3om AN YTBOPEHHs GiBaneHTHOro paaukany
dopmynu -S-CHz-CH2-CHe-, sragaHa npomixHa cno-
nyka npeacraeneHa dopmynoto (IV-e-2), 3a gonomo-
roto peakuii 3 HaN-C(=S)-NHz2 y npucytHOCTi npuitHa-
THOTO peakuinHO-IHEPTHOrO PO3YUHHUKY, TaKoro sk
CNUPT, HanNpuknag eTaHon.

3
H
3 o~ L L i
PR 2 s e W e

e

MR

MpomikHi cnonyku dopmynu (V) MOXKyTe 6yTu
ofepxaHi 3a AOMNOMOro peakuii NPOMKHOT CNOnyKu
cdopmynu (XXVII) 3 npoMiKHOIO CROMYKO hopmynu
CH3-NH-O-CH3 y MPUCYTHOCTI 1,1'-
kapOoHingiimigasony Ta MPUAHATHOrO peakuinHo-
iHEPTHOrO PO3YUHHUKY, TAKOTO SIK METUNEHXIIOPUA,.

o]
I ,0—CH,
RI—C—OH 4 H,C—NH—O0—CH, —® R—C—N_
CH,

(XXVII) [\2]

MpomixkHi cnonyku copmynu (VIl), ae Q sasnse
coB0l0 XiHOMIHOBY CKMNaaoBy, 30KpeMa XiHOMiHOBa
cknagosa ge R2 ¢ etunom, R3 ¢ metunom Ta R* ¢
BOAHEM, Ta KapboKcunbHa CknagoBa € po3TalloBaHa
y 6 NONOXEHHI, 3ragaHi NPoOMiKHI CMOMYKW nNpeacras-
nedi cdopmynoto (Vil-a), moxyTb 6yTu OTpuMMaHi 3a
OONOMOroK peakuii npoMibkHOT cnonyku dopmMynu
(XXXIV) y NPUCYTHOCTI NPURHATHOTO anbAaerigy, Tako-
ro Ak CHs-CH2-CH(=0), (CH20)n, ZnCl2, FeClz Ta
NPUAHATHOTO peakUilHO-iIHEPTHOIO PO3UYUHHUKY, TaKO-
ro K CNUPT, HANPUKNAA eTaHon.

SRR i)

MpomikHi cnonykn cpopmynu (VIII) mMoxyTe 6yTu
OTpUMaHi peakuied MPOMDKHOT crnonyku dopmynu
(XXXV) 3 NpoMixkHOI crnonyko opmynun (XXXVI) y
NPUCYTHOCTI NPUAHATHOrO KartanisaTopy, Takoro sk
Hanpuknag TeTpakic(tpudeHindocgiv)nanagiv Ta
NPUAHATHOTO peakUilHO-iIHEPTHOIO PO3UYUHHUKY, TaKO-
ro 9K, Hanpuknag, giokcaH.
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KpiM TOro aeski iHwi cnocobu oTpUMaHHA MOXYTb
OyTu BUHaANAEHI, AesKi 3 HUX onucaHi aani y uii 3ass-
Ui pasom 3 Mpuknagamu.

YucTi cTepeoximivyHo isoMepHi hopmu Cnonyk Ta
NPOMDKHUX CMONyK 3a AAHUM BUHAxXOAOM MOXYTb
6yTu OTPUMAaHi 3a AONOMOrOL0 3aCTOCYBAHHSA BigOMUX
y AaHiin ranysi cnocobis. [Hiactepeomepu MOXYTb
OyTu posaineHi 3a Aonomorow isuYHUX MeToais,
Takux fK CenekTuBHa Kpuctanizaudia abo xpomartor-
padpiuHi MeToau, Hanpuknag, pPiauHHOK Xpomartor-
padield 3 BUKOPUCTAHHAM XipanbHOT cTauioHapHOT
dasu. EHaHTiOMepn MOKyTb OyTu BigaineHHi oauH
Bif OQHOrO 3a AONOMOrOK CENEKTUBHOT KpucTanisauii
X piacTepeomMepHUx Cconen 3 ONTUYHO AaKTUBHUMU
KAcroTaMu. ANbTEPHATUBHO, EHEHTIOMEPU MOXYThb
O6yTu BuAineHi 3a gonomMorow xpomatorpadiuHux
METOAIB 3 BUKOPUCTAHHAM XipanbHUX CTauiOHapHUX
as. 3ragaHi 4uCTi CTepeoisoMepHi popMn MOXYTb
Tako)K 6yTU OTpUMAaHi 3 BiANOBIAHUX YUCTUX CTEPEOI-
30MePHUX (popM BIAMOBIAHUX BUXiAHUX MaTepianis,
npu yMoOBi, LLO peakuis NpoXoauTb CTEPEeOCenekTuB-
Ho abo crepeocneundiuHo. BaxaHo, axkwo cneyudi-
YHUI cTepeoisomep € GaxkaHuM, Wo6 3ragaHa cnony-
Ka 6yna CMHTE30BaHa 3a A0NOMOroo
cTepeocenekTuBHUX abo crepeo cneundiyHux cno-
co6iB npuroTyBaHHsa. Lli cnocobu GyayTb nepeBa)kHO
BUKOPUCTOBYBATU XipanbHO YUCTI BUXIOHI maTepianu.
Crepeoizomepu i bopmu crnonyk cpopmynu (I) 6esne-
PeYHO HamexaTb A0 06CAry naTeHTHUX AomaraHb
JaHoro BMHaxoay.

Crepeoizomep cnonyku dopmynu (I-A) abo (I-B)
TaKkoro, sk uuc-cpopma, mMoxke 6yTU NepeTBOPEeHun y
iHWIA CcTepeoisoMep TakMW 4K BignosigHa TpaHc-
dopmMa peakuietd Cnonykn 3 MPUAHATHOK KUCAOTOLO,
TaKol AK COMAHA KUCAOTAa, Y NPUCYTHOCTI NMPUAHATHO-
ro PeakuinHO-iIHEPTHOro PO3YUHHUKY, TaKOro K Ha-
npuknag TetparigpodypaH.

Cnonyku copmynu (I-A) ta (I-B), ix N-okcuau,
hapMaUeBTUYHO NPUAHATHI aguTUBHI Coni, YeTBep-
TUHHI amiHW Ta CTePeoXiMivHO isomepHi hopMu noka-
3yl0Tb MGIUR  aHTaroHICTUYHY AaKTUBHICTb, OGinbLu
oco6nueo Mpyna | MGIUR aHTaroHiCTUYHY aKTUBHICTb.
Mpyna | mMGIuUR ska cneyndiyHo aHTaroHisyeTbCcsa 3a
A0NoMOror gaHot cnonykn € mGIluRL

MGIUR| aHTaroHiCTUYHa AaKkTUMBHICTE CMOMNYK 3a
JaHum BuUHaxoaom moxe 6yTu nokasaHa y CurHanb-
Hil TpaHcaykuil Ha kogosaHux MGIURI nautokis y
Tecti CHO knituH Ta Cold allodynia TecTi y nautokis 3
3lWMBaHHAM BeHHeTTa, K onucaHo Hagani.

Aakytoun mGIUR aHTaroHiCTUYHIA akTUBHOCTI, 30-
Kpema ix pynu | mGIUR aHTaroHICTUYHIA aKTUBHOCTI,
Ta ocobnueo, X MGIURI| aHTaroHiCTUYHIA aKTUBHOCTI,
cnonyku copmynu (I-A) abo (I-B), ix N-okcuau, dap-
MaUEeBTUYHO NPUAHATHI aguTUBHI COMi, YETBEPTUHHI
aMiHU Ta CTepeoxiMivHO i3oMepHi POPMU € KOPUCHU-
MW NPU NiKyBaHHI abo 3anobiraHHi BUKNUKAHUX TIy-
TaMmaToM XBOpo6 LeHTpanbHOT HepPBOBOT CUCTEMU.

XBopobu, y skux 6yna nokasaHa ponb rnytama-
Ta, BKMOYaOTb MopdiHiam abo abCcTuHeHujlo (3anex-
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HIiCTb, ONiOAHY TOMEPAHTHICTb, onionaHy abCTUHEeH-
Lit0), TIMOKCWUYHI, aHOKCUYHI Ta ieMivHi yparKeHHs
(iwemMivHUiA iHCYNBLT, 3YNUHKY cepus), 6inb (HeBpona-
TUYHWIA 6inb, 6inb BUKNMKAHUIA 3ananeHHsaMm, rineparn-
resist), rinornikemito, xsopo6u NoB'A3aHi 3 HeBPOHAarb-
HAM MOLIKOMKEHHAM, TPaBMOK TOJIOBHOTO MO3KY,
TPaBMOK TOJIOBU, MOLLKOIXKEHHAM CMUHHOTO MO3KY,
Mienonarito, AeMeHLUit0, 3aHENOKOEHHSA, WnU3ogpeHito,
aenpecito, nocrnabneHy KOTHITUBHY 34aTHICTb, amHe-
3ito, GinonapHi posnaau, noBeadiHKOBI po3nagun, XBo-
poby Anbureimepa, MynbTUIHAPKTHY AeMeHLUito,
3miwaHy (Anbureiimepa Ta MynbTUiH(papKTHaA) aemMe-
HUiT, xBopoby Nesi, genupiit abo cnnyTaHiCTb, XBOPO-
6y MapkiHcoHa, xBopoby XaHTUHITOHA, cuHapom [a-
yHa, eninencito, crapiHHa, 60okoBuiA amMioTpodivHuUi
CKIepos, po3aciaHuid cknepos, CHIO (cuHapom Haby-
TOro iMyHogediyuta ) ta CHIO-acouinoBaHuin Kom-
nnekc (CrK).

3aBadakn KOpUCHOCTI cnonyk dopmynu (I-A) Ta (I-
B), 3abesneuyeTbca cnoci6 nikyBaHHA TENNOKPOBHUX
TBApPWUH, BKMKOYAOYUM NIOAUHY, SKi NOTepnawTb Big
XBOPOO UEHTpanbHOT HEPBOBOT CUCTEMU BUKITMKAHUX
rnyramaromM. 3ragaHuii cnocié BkMO4Yae BBEAEHHS,
6a)xaHo nepopanbHe BBeAEHHs, ePeKTUBHOT KiNbKOC-
Ti cnonykn chopmynu (I-A) abo (I-B), T N-okcuaHot
dopmu, hapMaueBTUYHO NPUAHATHOT agUTUBHOT CO-
ni, YeTBEPTUHHOrO amiHy abo MOXINUBUX CTEpeoi3o-
MepHUX POpM, TENNOKPOBHUM TBApUHAaM, BKIOYAIO-
4y NIOJUHY.

3aBodkM  BuULLEHaBegeHUM  (papMakonoriyHum
BnacTueoctam, cnonyku copmynu (I-A) Ta (I-B) abo
Oyab-aki Tx cybrpynu, ix N-okcuau, dapmaueBTUYHO
NPUAHATHI aauUTUBHI CONi, YETBEPTUHHI amMiHW Ta CTe-
PEeOXiMiYHO i30MepHi hopmu, MOXKYTb GYTU BUKOPUC-
TaHi Ak nikapcoki 3acobu. 3okpema, 3abesnevyeTbes
BUKOpUCTaHHA cnonyku copmynu (I-A) ta (I-B) y Bu-
pobHuuTBi Megu4vHoro 3acoby ansa nikysaHHsa abo
3anobiraHHsa xBopo6 UEeHTpanLHOT HEPBOBOT CUCTEMU
BMKMUKAHUX rryTamatom. Binbw ocobnueo, cnonyku
3a JaHUM BUHAXOAO0M MOXYTb GYTW BUKOPUCTAHI AK
HelponpoTeKTUBHI 3acobu, aHanbreTuki abo npotu
CYAOMHI 3acobu.

OaHuin BuHaxia Takox 3abesneuye Komnoauuil
Ans nikyBaHHa abo 3anoGiraHHsa xBopo6 LeHTpanbHOT
HEpPBOBOT CUCTEMM BUKMUKAHUX T[NyTamMaToMm, sKi
BKNIOYAIOTb TepanesTUYHO ePEKTUBHY KiNbKICTb CNo-
nyku cdopmynu (I-A) a6o (I-B) ta chapmaueBTUYHO
NPUAHATHUIA HOCIn aBo po3piaxxysau.

Takum 4MHOM, CMONYKW 3a AaHUM BUHAXOZOM
abo Oyab-AKki miarpynu MoXxyTb OYyTU BUKOPUCTaHI y
PisHOMaHITHUX papmaueBTUYHUX dhopMax, 3anexHo
Big uinein BBedeHHA. $K KOMNO3uUil MOXyTb OyTu
BKasaHi yci KomMnosuuii, Wwo 3BMYaHO 3aCTOCOBYIOTb
Ans nikapcbkux 3acobis, WO BBOAATLCA CUCTEMATUY-
HO. OnsA npuroTyBaHHsa dpapmMaueBTUYHUX KOMNO3ULii
33 [aHUM BUHAXOAOM, TepaneBTUYHO edpekTUBHA
KifbKICTb OKpeMUX cnonyk, y ¢opmi ocHosu abo coni,
AK aKTUBHWUW iHrpPedieHT NOEQHYIOTL Y PETENbHO ne-
peMilwaHdin cymiwi 3 dapMaueBTUYHO MPUAHATHUM
HOCiEM, UEWA HOCIA MOXe MaTW BENUKY PiSHOMAaHIT-
HicTb hopM, 3anexHo Big dopmu npenapary, 6axa-
HOT ana BBeaeHHA. Lli drapmaueBTUYHI KOMNO3ULT
B6axxaHo BUTOTOBNAIOTL Y BUINAAI OAMHUYHUX A030Ba-
HUX pOpPM NPURHATHUX, Ba)kaHO, AN BBEAEHHA ne-
popancHO, peKTanbHO, MICLEBOro 3aCTOCYBaHHS,
nigwkipHoT a6o napeHTepanbHoOT iH'ekuii. Hanpuknaga,
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npu NPUroTyBaHHi KOMNO3uUiil a6o go30BaHux opm,
Oyab-aKi 3 3BMYaHMX hapMaueBTUYHUX CepeaoBuL,
MOXYTb BYTU 3aCTOCOBAaHI, Taki sk, HaNpuknaa, soaa,
FAUKONI, ONiT, CAUPTK i T.N. Y BUNAAKY OpanbHUX pia-
KUX npenapartiB Takux AK CyCrneHsii, cuponu, eMynoCil,
enikcMpu Ta po34vuHu. abo TBepai HOCIT Taki AK KpoXx-
Marni, Lykop, kaoniH, nyGpukaHTu, 3B'A3ytoun pevyoBu-
HW, OW3IHTErpaHTu i T.N. y BUNagKy nopoLuKis, Nirynox,
kancyn Ta TabneTtok. 3aBasku iX NErkoMy BBEAEHHIO,
TabneTku Ta kancynu € 6inblw G6a)kaHUMU OAUHUYHU-
MW [030BaHUMK popMamMu, y BUNAAKY SAKUX TBEpAi
hapMaueBTUYHI  HOCIT 3a3Bu4vall  3aCTOCOBYIOTLCA.
Ons nepeHTepanbHUMX KOMMO3uUUiil, Hocin Gyae 3BuU-
YaNHO BKNKOYATU CTEPUNLHY BOAY, NPUHANMHI BENUKY
YacTWHY, BIAHOCHO IHLIMX iHrpedieHTiB, Hanpuknag,
Ans Toro, Wob 3abe3neunTn Po3YUHHICTL, MOXe BYyTK
BKMIOYEHO. [H'€KUiAHI PO34YMHU, HaNpPUKNag, MOXYTb
6yTu OTPUMAaHI, Y UbOMY BUMAAKY HOCIA BKNOYae co-
NSHUA PO3YUH, PO3YUH TIIHOKO3U abo CyMmill COMNbOBO-
ro Ta rNIOKO3HOTO PO3YMHIB. |H'€KUiHI cycneHsii Mo-
XKYTb TaKoX 6yT OTPUMaHI, Y LbOMY BUMAAKY MOXYTb
OyTU BMKOPUCTAHI NPUAHATHI pigki HOCIT, cycneHayBsa-
NbHi areHTn i T.N. Takox BKAYaKTLCA TBEPAi hopmiu
npenaparis, ski, 9k nepeabavaeTbes, NepeTBOPIOIOT,
32 KOPOTKUA NPOMDKOK 4Yacy A0 BUKOPUCTAHHA, Ha
pigki popmu npenapatis. AK NPUAHATHI KOMNO3ULT
AN MiCLUEeBOro 3acTocyBaHHSA MOXyTb OyTu 3ragai
yCi KOMMO3UL,T, WO 3BUYANHO 3aCTOCOBYIOTE ANS Mic-
LUeBOro BBeAEHHA nikapcbkux 3acobiB Hanpuknag
Kpemis, rento, noB'a3ok, WaMnyHiB, HaCTOWOK, Mas3en,
npuTupaHb, 6anb3amiB, MOPOLLKIB i T.M. Y KOMNO3unLi-
AX MPUAHATHUX ANA NIgLUKIPHOTO BBEAEHHSA, HOCIH
HeOBOB'A3KOBO BKIOMAE PEYOBUHY, WO CMPUSE MNpO-
HUKHEHHIO Ta/abo MPUAHATHUIA 3BONOXKYIOUYUA arexT,
HeoB0B'A3KOBO NOEAHAHUIA 3 NPUAHATHUM AobaBKaMu
6yAb-AKOr0 MOXOAXKEHHSA Y HE3HAYHUX NPONOpPLiAX, Ui
[06aBKU HE CIPUYUHSAIOTL 3HAYHY HebeaneuHy Aio Ha
Wwkipy. 3ragaHi go6aBku MOXKYTb CMPUSATM BBEAEHHIO
0O LWKipu Ta/abo moxe Jonomaratu NPUroTyBaHHIO
SaxxaHux komnosuuin. Lli komno3auuil MoxyTb 6yTu
BBEAEHI Pi3HOMAHITHUMU LWNAXaMu, Hanpuknag, sk
TpaHcaepmansHi NNacTupu, K HaMasyBaHHSA, sIK Npu-
TUPaHHA.

Ocobnueo 3py4HO BUrOTOBNATM hapMaleBTUYHI
KOMMNO3UUiT 3a BMHaAX04OM Y [030BaHUX NiKapCbKUX
dopmMax Ana NpocToT BBEAEHHA Ta NOCTIHHOCTI A03.
"flosoBaHa nikapcbka dgopma" y TOMY 3Ha4YeHHi, Wwo
BUKOPUCTOBYETLCA TYT, CTOCYETHCA (DI3UMHO AUCKpe-
THUX OQMHULL, NPUAATHUX ANA BUKOPUCTAHHA SK pa-
30Bi 4031, NPUYOMY KOXHA OAUHULA MICTUTL nonepe-
OHbO BMW3HA4YEHY KiNbKICTb aKTUBHOIO iHrpejieHTa,
po3paxoBaHy Ha Te, Wo6 BuKNUKATKU Ba)kaHUA Tepa-
NeBTUYHUIA edpekT, y NoeaHaHHi 3 noTpibHUM chapma-
LUEeBTUYHUM HocieM. lMpuknagamu Takux A030BaHUX
nikapcbkux copm € Tabnetku (BkNoUaoun TabneTku
3 HagpizoM 4K TabneTkn 3 NOKPUTTAM), Kancynu, ni-
noni, MOPOLUKM y nakeTukax, o6rarku, po3vuHA 4u
CcycneHsii gnga iH'ekuyin, gosa y Burnsaai NOBHOT YaHoT
NOXKW, A03a Y BUMMAAI NOBHOT CTONOBOT NOXKK i T.1M.,
Ta YyNaKkoBKW 3 KPAaTHUMMU JO3aMU.

TepaneBTuuHO edpekTUBHA Ao3a abo uvacroTta
BBEAEHHSA 3anexuTb Big OKpeMoi cnonyku cpopmynu
(I-A) a6o (I-B), WO BMKOPUCTOBYETLCH, KOHKPETHOIO
CTaHy, Wo NiKyeTbCA, CEPHUO3HOCTI CTaHy, WO NiKyeTb-
cA, BiKy, Baru, cTaTi, HanoBHeHocTi abo cranocTi cTa-
Hy, Ta 3aranbHoro (pisu4HOro CTaHy KOHKPETHOro na-
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LieHTa Tak camo, K MOxe OyTU 3acCTOCOBAHO iHLIe
nikyBaHHA ocobu, ak gobpe BigoMo cneudianicty y
AaHii ranysi.

BinbLw TOro, OMEBMAHO, WO 3ragaHa TepaneBTuY-
HO edpekTuBHA Ao3a abo edekTMBHA A€HHA A03a MO-
e 6yTu 3ameHweHa abo niaBuLLEeHa 3aneXxHo Big pe-
akuil cyb'ekta, WO niKyeTbca Ta/abo 3anexHo Bif,
OUHKM MEAMYHOTrO OMUCAHHA CMOMyKW 3a AAHUM BU-
Haxoaom. Moxxy 6yTu NpUiAHATHO BBOAUTU HEOBXigHY
[03y sAK ABi, TPU, YoTMpKu abo Ginble cy6ao3 yepes
NPUAHATHI iHTepBanu NpoTsarom AHA. 3ragani cy6aosu
MOXYTb BYTU CknageHi sk OAMHUYHI A030BaHi hopmu.

HactynHi npuknagu nokasadi ans inocrpadii pa-
HOTO BUHaxXoAay.

EkcnepumeHTansHa yactuHa

Hagani, "OMo" nosHavae N,N-
anvetundgopmamia, "AINE" nosHauae aiisonponino-
Buin edpip, "OMCQO" nosHauyae gumeTuncynbgokcua,
"BHT" nosHavae 2,6-6ic(1,1-aumeTuneTun)-4-
MeTundgeHon, Ta "Tro" nosHavae TeTparigpodypaH.

MpUroTyBaHHA NPOMI>KHUX CNOSYK

Mpuknag A1

MpuUroTyBaHHA

O
/L /O/U\OH (npomixHa cnonyka 1)
O

Cymiw  4-(1-MeTuneTokcn)6eH30AHOT  KUCnoTU
(0,083monk) Ta Rh/AI203 5% (10r) y TIrd (220mm)
rigporeHisysanu npu temneparypi 50°C (nig Tuckom
Hz y 36ap) npotdarom 1 Houi. Cymiw BipcinsTpyBanu
Ha ueniti, npomunu Trd Ta BunaposyBanu. Buxia:
16r npomixkHoT cnonykn 1 (100%).

Mpuknag A2

MpuUroTyBaHHA 2-eTnn-3-mMeTun-6-
XiHOMiHKapBOoKCUNOBOT KUCNOTK (NPOMDKHA cnonyka 2)

CyMiw 4-amiHo6eH30MHOT kucnoTtun (0,299Monb) y
eTaHoni (250mn) nepemiwwyBanu Npu KiMHaTHIA TeM-
nepatypi. Jogaanu ZnClz (0,0367monb) Ta (CH20)n
(10r). FeCl3-6H20 (0,5monb) 6yno agogaHo no nopuj-
AX Ta TemnepaTypy niasuwysanu ao 60-65°C. lMpo-
naHan (30mn) gopasanu no kpannsax Ginble 2 ro-
AWHHOro nepiogy. Cymiw HarpiBanu 3i 3BOPOTHIM
XONOAMUNBHUKOM NPOTArOM 2 roauH Ta BATPUMYBAanu
npu KiMHaTHIA TemnepaTypi npoTarom 12 roguH. Cy-
Mill BURMAIM Y BOAY Ta BiadinbTpyBanu Kpisb UENIT.
dinbTpar 6yno nigkucneHo go pH=7 3a AONOMOrotw
HCI| 6N Ta cymiw BuMnaposyBanu 40 CyXOCTi. 3anu-
WOK BUkopucTanu 6e3 noganbLIoro OYULLEHHS. Bu-
xig: 56,1r 2-etun-3-meTun-6-xiHoniHkapbokcunosot
KMCNOTK (MPOMDKHA crionyka 2).

Mpuknag A3

MpuUroTyBaHHA

RON Y

N
H

(npoMmipkHa cnonyxa 3)

MeHTaHoin xnopug (0,2784mons) aogasanu npu
Temnepatypi 5°C pgo cymiwi 4-6poMOeH3eHaMiH
(0,232monb) Ta N,N-auetunetaHamid (0,2784monk) y
CH2Cl2 (400mn). Cymiw nepemiwysand npu KiMHaT-
Hil Temnepartypi NPOTAromMm HOYi, BUNUNU Yy BOAY Ta
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ekctparysanu CH2Clo. OpraHiyHuiA wap suainunu,
NPOMUNU KOHUEHTPOBAHUM po3unHoM NH4OH Ta BO-
aa, sucywunu (MgSOs), BiadinsTpyBanu Ta po3ynH-
HUK Bunaposysanu. 3anuwok (60r) Kpuctanisyesanu 3
anetunedipy. Ocap BigdinbTpyBanu Ta BUCYLUUIIN.
3anuuwok (35r, 63 %) nomictunu y CH2Clo. OpraHiu-
HUI wap suainunu, npomurim a 10% KoCOs po3uu-
HOM, nNpoMunu Bogoto, sucywmnu (MgSOa), Bigdine-
TpyBanu Ta PO34YMHHUK BuUnaposyeanu. Buxig: 30r
npomikHot cnonyku (3) (54%).

Mpuknag A4

MpuroTyBaHHA

Br o (npomikHa cronyka 4)

/
N o

Cymiw 6-6pom-2(1H)-xiHoniHoHY (0,089mMonb) y
POCIs (55mn) nepemiwysanu npu 60°C npotarom
HOYi, NoTiM npu Temnepatypi 100°C npotdarom 3 ro-
AVH Ta PO3YMHHMK BUNApPOBYBaNu. 3anviiok nomictu-
nu y CH2Cl2, BUNMAK Y NbOASAHY BOAY, NepPeTBOPUNN
y OCHOBY 3a JOMOMOrow KoHueHTposaHoi NH4OH,
BiadinbTpyBanu Ha ueniti Ta ekcrparysanu CHoClo.
OpraHivHuii wap suainunu, sucywunu (MgSOa), Bia-
(dinbTpyBanu Ta pPO3YMHHUK BUNaposysanu. Buxig:
14,51 npoMibkHOT cnonyku (4) (67%).

Mpuknag A5

a) MpuroTyeaHHA

oo
N
Cl N

AOM® (37mn) gopgasanu no kpannax npu tTemne-
patypi 10°C nig notokom N2 go POCI3 (108mr). MNicnsa
3aKiHYEeHHA aodasaHHsA, CyMilli 403BONUNW HarpiTtuca
ao KiMHaTHOT Temnepartypu. N-(4-
6pomdpeHin)bytaHamigy (0,33monb) 6yno gogaHo no
nopuiax. Cymiw nepemiwysanu npu 85°C npoTarom
HOYi, MOTIM AO3BOMAUMAN OXONTOHYTU A0 KIMHATHOT TEM-
nepatypu Ta BUAUNKU Ha Nig (EK30TEPMiYHa peakuis).
Ocag siaginbTpyBanu, NpoOMUNU HEBEMUKOK KinbKic-
THO BOAM Ta BUCYLLUMNMK (BaKyyMm). 3anuuiok npoMunu
EtOAc/gieTunosoro edipy om Tta sucywmnu. Buxig:
44 .2r npomixkHOT cnonyku (5) (50%).

b) MpurotysaHHA

(npomixa cnonyka 5)

HO.__.0O {npomixxHa cnonyka 6)

Br. x

-
N

Cymiw npomixxHoT cnonyku (5) (0,162monb) y Me-
TaHoni (600mn), Ta PO34YMH METAHOMBHOT NoBapeHoT
coni y MmetaHoni npu 35% (154mn) nepemiwysanu Ta
Harpisanu 3i 3BOPOTHIM XONMOAWNLHUKOM MPOTAroMm
HOUI.

Cymiw Bununu Ha niga. Ocap BigdineTpyBanu,
NPOMUIIN HEBESMKOK KiNbKICTIO BOAU Ta NOMICTUNN Y
CH2Cl2. Oopanu KoCOs 10% Ta cymill ekcTparysanu
CH2Cl2. OpraHi4HWiA wap BUAINKMAK, NPOMUIIM BOAOIO,
sucywmnu (MgSOQOd), BiadineTpyBanu Ta pPO3YMHHUK
Bunaposyeanu. Buxig: 31,9r npomixHOT cnonyku (6)
(74%).
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Mpuknag A6
MpuroTyBaHHsA

Q (npomixHa cnonyka 7)

1,1'-kap6oHin6ic-1H-imigazon (0,074monb) goaa-
Banu no nopuisax ao cymii 4-
MeTOKCUUMKNOrekcaHkapbokcunosot Kuenotu
(0,063monb) y CH2Cl2 (200mm). Cymiw nepewmiluysa-
nu nNpu KiMHaTHIA TemnepaTtypi NpoTarom 1 roguHu.
MoTtim popanu N-meTokcumeTaHaminHy (0,074monb).
Cymilw nepemiwysanu npu KiMHaTHIA Temnepartypi
npoTaAroM Hodi, Bununu y H20 Ta ekcTparysanu
CH2Cl2. OpraHiyHui Wwap BUAINUAKU, NPOMUNK Kinbka
pasis H20, sucywmnu (MgSOd), BigdinsTpyBanu ta
PO3YMHHMK BuUNaposyBanu. Buxiga: 12,6r npomikHOT
crnonyku 7.

Mpuknag A7

a) Cymiw 6-¢pTop-4-okco-4H-1-6eH3onipaH-2-
kap6okcunosoi kucnotu (0,30Monb) y OUTOBI KUCRO-
Ti (400mn ) rigporeHizysanu 3a gonomorot Pd/C (3r)
K KaTanisatopom. llicna nornuHeHHa Hz (3 eksiBa-
neHTa), karanisatop BiadinebTpyBanu. dinbTpaTt BU-
naposyBanu. 3anqLoK nepemiwysanu y netponein-
HoMy edpipi. Ocag BiagineTpyBanu Ta BUCYLLMIW
(Bakyywm; 70°C). Micna pekpucTanisauii
CHCI3/CH3OH, ocaa siadineTpyBanu Ta sucyudnu
(Bakyym; 80°C Ta rnubokuii Bakyym, 85°C). Buxia:

8.8r 6-chTop-3,4-aurinpo-2H-1-6eH3onipaH-2-
kapbokcunosoi kucrnotu (NnpomibkHa cnonyka 8)
(15,0%).

b) Cymiw npomixxHoT cnonykn (8) (0,255Monb) y
eTaHoni (400mn ) Ta H28O04 (5Mn) nepemiwysanu Ta
Harpisanu 3i 3BOPOTHIM XONOAUNbHUKOM NPOTArom 8
roguH. Po34yuMHHMK BUMApoByBanu A0 CyXOcCTi. 3anu-
LIOK po34uHUK y CH2Clz2. OpraHiyHWi wap Buainunu,
npoMunu KoCOs 10%, sucywmnu (MgSQOd), BiadinbT-
pyBanu Ta pO3YMHHUK BuUNaposyeanu. Buxig: 45r
etun 6-pTop-3,4-gurinpo-2H-1-6eHsonipan-2-
kap6okcunary (npomMidkHa cnonyka 9) (79%).

C) Peakuis nig, Na2. Cymiwu Bic(2-
METOKCHMETOKCH)antioMiHiirigpua  Hatpito, 70Bar.%
po3uuHy y metunbensoni 3,4M (0,44monb) y 6eH3oni
(150mn ) (HarpiBaHHA 3i 3BOPOTHIM XONMOAUNLHUKOM)
Jopasanu no kpannsx npotsarom 1 roguHu 4o Harpi-
TOT 3i 3BOPOTHIM XOSOAUMNBHUKOM CYMiLi MPOMIXKHOT
cnonyku 9 (0,22monb) Ta GeHsony (600mn). Micna
nepemilyBaHHAa NpPoTArom 2,5 roauH npu Temneparty-
pi HarpiBaHHA 3i 3BOPOTHIM XOSOAWUMNBHUKOM, CYMiLU
oxonoaunu ao 15°C. Cymiw posknanu 3a gonoMorow
JojaBaHHA no Kpannax etaHony (30mn) Ta Bojaa
(10mn). Lo cymiw Bununun Ha niga/soay Ta Lo cymiw
MIZKUCITUNU  KOHLEHTPOBAHOKO CONAHOK  KACMOTOHO.
Lito cymiw ekcTtparysanu JieTunoBoro edipy om
(500mn). BugineHuid opraHiyHMA Wwap NpoMUnu BoO-
4010, BUCyWMnK, BiadpinbTpyBanuM Ta PO3YUHHUK BU-
napoByBanu. 3anuwoKk OYUCTUMKM 3a AOMOMOroK KO-
NOHKOBOT Xxpomartorpadpii Ha cunikareni (entoeHT:
CHCI3). BaxaHy pakuito 3i6panu Ta enoeHT Buna-
posyBanu. Buxia: 34r 6-cpTop-3,4-gurigpo-2H-1-
6eH3onipaH-2-meTaHony (npomixkHa cnonyka  10)
(85%).

d) Peakuis nig N2. o nepeMiliaHoro ta oxono-
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JkeHoro (-60°C; 2-nponaHoH/CO2 BaHHA) CyMiLli
etanauoin pixnopuay (0,1monb) y CH2Cl2 (350mn)
gogasanu cynbidinbic[metan] (30mn) npotarom 10
XBUNUH. Micna nepemiwyBaHHA NpPOTAroMm 10 XBUNUH,
cymiw npomixkHoT cnonyku 10 y CH2Clo (90mn) aoaa-
Banu npotarom 5 xsunuH. Micna nepemiwysaHHA
npotarom 15 xsunuH, goganu N,N-guetuneraHamidy
(125mn). MoTiM cymiw Harpinu 8o KiMHaTHOT Temne-
paTtypu, NoTiM BUNMnK y Boay. MpoaykT ekcrparysanu
CH2Cl2. OpraHiuHuiA wap npomunu sogot, HCI (1M),
Bogot, NaHCOs (10%) Ta 3HOBY BOAOLD, BUCYLLMIU
Ta BunapoByBanu. 3anuLok PO3YUHUNA Y AieTUNOBO-
ro edipy i, npoMunu BOAOK, BUCYLWIUNU, BiadinbTpy-
Banu Ta BunaposyBanu. 3anuLloK OYUCTWIIM 3a A0-
NOMOroK KOMOHKOBOT xpomartorpadii Ha cunikareni
(enioenT: CHCI3). BaxkaHy dpakujto 3i6panu Ta eno-
€HT BunaposyBanu. Buxig: 21,6r 6-gTop-3,4-aurigpo-
2H-1-6eH3onipaH-2-kapGokcanbaeria (MpomikHa cno-
nyka 11).
e) MpuroTyBaHHA

OH
O j ' )
-
F N Cl

nbytunnitin 1,6M (0,056monb) goaasanu nosi-
NbHO npu TemnepaTypi -70°C 40 PO3UUHY MPOMIKHOT
cnonyku (5) (0,046monk) y TMd (100mn). Cymiw ne-
pemiwysanu npu -70°C npotarom 30 XBWUNUH. MoBi-
NbHO AoaaBanu CYCneHsitd nNPoMibkHOT cnonyku 11
(0,056monb) y TIe (100mn). Cymiw nepemiysanu
npu -70°C npotaroMm 1 roguHu, NOTiM AOBENU A0 KiM-
HaTHOT Temnepartypu, sununu y H20 Ta ekcTparysanu
EtOAc. OpraHiyHuin wap Buginunu, BUCYLLMIAX
(MgS0s), BiacinbTpyBanu T1a PO3YUMHHUK BUMAPOBY-
Banu. 3anuwok (21 r) OMUCTUK 3a JONOMOTO KOMOo-
HKOBOT Xpomartorpadii Ha cunikareni (eneHT: LUKno-
rekcaH/ EtOAc 80/10; 15-35, mkm). Yucti dppakyii
3ibpanu Ta pO34YMHHUK BunaposyBanu. Buxia: 9,5r
npomikHoT cnonyku 12 (55%).

Mpuknag A8

a) MpuroTyeaHHA

ROe® CC
N/ N /\/O\ N/ N/

H I

{npomixnHa cnonyka 12)

(npombkHa cnonyka 13) (npomixkHa cnonyka 14)

Cymiw npomixkHoT cnonyku (5) (0,1127monb), 2-
MeTOKCUeTaHaMiH (0,2254monb) Ta K2COs
(0,2254monb) y AM® (500mn) nepemiwysanu npu
120°C npoTtarom 15 roguH Ta noTim oxonogunu. Po3s-
YMHHUK BUnaposysanu. 3anuwok nomictunu y CHa2Clo
Ta H20. OpradiyHuiA wap BWAINUNKA, BUCYLLMIIU
(MgSQ0s), BiacinbTpyBanu T1a PO3YUMHHUK BUMNAPOBY-
Banu o cyxocti. 3anuwok (33,53r) ounctunu 3a po-
NOMOroK KOMOHKOBOT xpomartorpadii Ha cunikareni
(entoeHT: CH2CI2/CH3OH 99,5/0,5; 15-40mkm). OBi
dpakuii 3i6panu Ta X PO3UMHHUKM BUNAPOBYBAIN.
Buxig: 5,7r npomikHOT cnonyku 14 (38%) Ta Npomix-
HoT cnonyku 13 (34%).

b) MpurotyeaHHA
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Br 0 {npombkHa cnonyka 15)

|
N N/ﬁ

S

Cymiw npomixHoT cnonykn (5) (0,0751mone), Ti-
omMopdoniH (0,0891monb) Ta KoCOs (0,15Monb) y
AOM® (200mn) nepewmiwysanu npu 120°C npoTArom
12 roguH. PO34YMHHKK BUMNapoByBanu 40 CyxocTi. 3a-
nuwok nomictunu y CH2Cl2 Ta H20. OpraHiuHui wap
suainunu, sucywmnu (MgSOd), BiadinsTpysanu Ta
PO3YMHHUK BUNapoByBanu. 3anuiok (26r) ounMcTUnu
3a 4ONOMOrO KOSTIOHKOBOT XpomMatorpadpii Ha cunika-
reni (enoeHT: uuknorekcaH/EtOAc 80/20; 20-45mKm).
OBi dpakuii 3i6panu Ta X PO3YMHHUKM BUNApPOBYBA-
nu. Osi dpakuyii noegHanu. Buxig: 9,4r npomixkHOT
cnonyku 15 (37%); T.nn. 82°C.

Mpuknag A9

a) 4-amiHo6eH3oiHOT kucnotn (0,219mone) go-
JaBanu J0 po3uuHy 3-HiTpobeHsoncynboHaTy Ha-
Tpito (0,118monb) y H2SO0s 70% (230mn) Ta cymiw
nepemiwysanu Ta Harpisanu 3i 3BOPOTHIM XONOAUNb-
HUKOM. 2-nponeH-1,1-gion, 2-metun-, Aiauertar
(0,216monb) gopgasany NO Kpannax Ta cymill Harpi-
Banu 3i 3BOPOTHIM XONOAWNBHWUKOM MNPOTAroM 4 ro-
AunH. Etadon (200mn) goganu ta cymiwl nepemiwysa-
nm npu  80°C npotarom 48 roauH. Cymiw
BMNAPOBYBAmnW, 3anuWOK BUMWMM Yy nboAsHA BO-
Aa/NH4OH Ta ekctparysanu CH2Clz. OpraHiuHuid wap
sucywmnu (MgSOg4) Ta BunapoByBanu. 3anuwiok
OUYUCTUIIM 3a AOMNOMOTOK KOMOHKOBOT Xpomarorpadii
Ha cunikareni (entoeHT: CH2Cly/2-nponaHon 99/1).
Yucti chpakuii 3i6panu Ta sunaposysanu. Buxig: 21r
etun  3-metun-6-xiHoniHkapbokcunaty  (MpoMikHa
cnonyka 16) (45%).

b) MpomixkHa cnonyka 16 (0,098monb) y Tro
(270mn ) gopanu npu Temnepatypi 0°C 40 po3dUHY
LiAIH4 (0,098monb) y TF® nig Nz. Mo 3akiH4eHHi go-
JaBaHHs, Boga (10mn) goganu. Ocag BiagineTpyBa-
nu ta npomunu CH2Clo. OpraHiyHWiA Wwap BUCYLLMIIU
(MgSQs4), BiadinbTpyBanu Ta BunaposyBanu. [lpo-
AYKT BuKkopuctanu 6e3 noganslioro O4YUuLeHHs. Bu-
Xig: 16,71r 3-MeTun-6-xiHoniHMeTaHony (nNpoMixHa
cnonyka 17).

¢) MnO2 (0,237monb) aoganu A0 PO3YUHY NpO-
Mi>kHOT cnonykun 17 (0,096monb) y CH2Cl2 (200Mn) Ta
CyMill nepeMiwyBanu npu KiMHATHIR Temnepartypi
nporarom 12 rogud. Cymiw BiadinbTpyBanu Kpisb
uenit Ta inbTpat nepemiwysanu 3Hosy 3 MnO2 (20r)
npotsarom 12 roguH. MnO2 (10r) goganu 3HoBy. Cy-
MilW nepemiwysanu npoTarom 12 roguH. Cymill Bia-
(inbTpyBanu Kpisb LENIT Ta Bunaposysanu. MNpoaykr
Bukopuctanu 6e3 noganblloro OuvuLleHHs. Buxia:
11,71r  3-meTtun-6-xiHoniHkapBokcanbaeriny  (71%)
(NpomixkHa crnonyka 18).

d) PosuuH 6pomumknorekcuny (0,14monb) y 1,1'-
okcubiceTaHi (50mn ) Ta Mg nepetBopeHHsa (50mn)
aopanu npu Temnepatypi 10°C po cymiwi Tro
(0,14monb) y 1,1'-okcubicetaHi (10mm). Po34uH npo-
MixkHOT cnonykn 18 (0,07monb) y Mg nepeTBOpeHHs
(100mn) gopanu obepexHo npu 5°C, cymiw Bununu y
nboasaHy Boay Ta ekcrparysanu EtOAc. Buxia: 11,34r
(1)-a-uuknorekcun-3-MeTun-6-xiHoniHMeTaHony
(63%) (npomixHa cnonyka 19).

Mpuknag A10

MpuUroTyBaHHA

76726 38

o (npomikHa cnonyka 20)
S
\0 N/ o\/

Cymiw cnonyku (5) (0,001507monb), Tpubytun
(1-eTokcueTteHin)ctaHHaHy (0,00226momnb) Ta Pd
(PPhs)s (0,000151Mmonmb) y 1,4-giokcaHi (5mn) nepe-
miwysanu npu 80°C npotarom 3 roguH. fJoganu Bo-
ay. Cymiw ekctparysanu EtOAc. OpraHidHuid Lwap
suainunu, sucywmunu (MgSOd), BiadinbTpyBanu Ta
PO3YMHHUK BMNaposysanu. Lleid NpoaykT BUKOpUCTa-
nu 6e3 NoganbLIOro OYMLIEHHS. Buxia: 1,4r npomix-
HOT cnonyku 20.

Mpuknag A11

MpuroTyBaHHA

(npomixua cnonyka 21)

Luc+Tpanc

Cymilw cnonyku (45) (oTpumaHny BignoBigHoO A0
B6) (0,00125momnb) y NaOH 3N (5mn) Ta iPrOH
(1,7mn) nepemiwysanM npu KiMHaTHIA Temneparypi
NPOTAroM Hodi, NoTiM Bununun y H20, nigkucneHo HCI
3N Ta ekctparysanu EtOAc. OpraHivyHuid Wwap BuAi-
nurn, sucywmnm (MgSOa), BiadinsTpysanu Ta pos-
YUHHUK BUMApoByBanu. 3anuiok MNOMICTUAU Yy
aunetunosomy edipi. Ocaa BigdinbTpyBanu Ta BUCY-
wunu. Buxig: 0,26r npomixHOT cnonyku 23 (56%).
(t.nn.; 232°C)

Mpuknag A12

a) MpuroTyeaHHA

HO o} HO (o]
Br x Br. X
o P
N N

{npoMikHa cnonyka 22) (npomixHa cnonyka 23)

Cywmiw 5-6pom-1H-iHpon-2,3-gioH (0,221monb) y
NaOH 3N (500mn) nepewmiwysanu npu 80°C npoTtsa-
rom 30 XBUAWH, AOBENU A0 KiMHATHOT TemnepaTtypu
Ta godanu 2-neHtaHoH (0,221mMonb). Cymilw nepemi-
wysanu Ta Harpisanu 3i 3BOPOTHIM XONOAUNLHUKOM
npotarom 1 roguHun ta 30 XBUNUH Ta NIAKACAUAW
AcOH po pocsarHeHHsa pH=5. Ocag BigdineTpyBanu,
NPOMUAN BOAOK Ta BUCywmMnu. Buxig: 52,3r npomix-
HOT cnonykn 24 Tta NpoMikHOT cnonyku 25. (3aranb-

HO.

HUiA Buxig: 80%).
o 0 o HO 0
= B
N NZ

b) MpurotyeaHHA
HyCd OO

(npomixwa crionyka 24) (MpoMixHa cnonyka 25)

nBuLi 1,6M (0,0816monb) agogasany no kpannax
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npu -78°C [0 cycneHsii NpoMikHOT cnonykn 25
(0,034monb) Ta npomikHOT cnonyku 26 (0,034monb) y
Tro (300mn ) nig notokom N2. Cymilwl nepemiysarnu
npu -78°C npotarom 30 xsunuH. nBulLi 1,6M
(0,0816monb) gopasanu no kpannsax. Cymiw nepemi-
wysanu npotarom 1 roguHu. Cymiw NPOMiKHOT cno-
nyku 9 (0,102mone) y TP (250mMn) aoganu noBifbHO.
CymMil nepemiwysanu npu Temnepatypi Big -78°C ao
-20°C, sununu y H20/HCI 3N Ta ekcrparysanu
EtOAc. OpraHiyHuin wap Buginunu, BUCYLUWNX
(MgSQs4), BiadinbTpyBanu, Ta PO3YMHHUK BUMNAPOBY-
Banu Ao cyxocti. Buxia: 20,89r npomixxHa cnonyku 26
Ta NPOMIXKHOT cnonyku 27 (86%).

Mpuknag A13

a) MpuroTyBaHHA

o (NpomixHa cnonyka 26)

HO =

4-amiHO-3-MeTOKCMBEH30HY KUCROTY
(0,054monb) godasanu no nopuiax npu KiMHaTHIK
Temnepatypi Ao pos3uuHy 3-xnop-2-etun-2-6yteHan
(0,065monb) y AcOH (100mMn). Cymiw nepemiysanu
Ta Harpisanu 3i 3BOPOTHIM XONOAWMABHUKOM NMPOTArOM
8 roauH Ta BMUMApoOBYBanu A0 CyXOCTi. 3anuLok no-
mictunn y CH2Cl2, poganu Bogy Ta po34nH NepeTso-
puUnu y ocHoBy 3a gonomoroto EtsN. OpraHivyHuin wap
suainunu, sucywmnu (MgSOs), BiadineTpyBanu, Ta
PO3YMHHUMK BUMAPOBYBanNu. 3anuiok kpucranisysanu
3 2-nponaHoHy. Ocapj BiadinbTpyBanu Ta BUCYLIANA.
Buxig: 2,5r npomixkHoT cnonyku 26 (18%).

b) MpurotysaHHA

o (npomixkHa cnonyka 27)

\!

CDI (0,012monb) goganu npu KiMHaTHIA Temne-
patypi A0 pPO34YMHY NPOMDKHOT  crnonyku 26
(0,011monb) y CH2Cl2 (30mn). Cymiw nepemiwysanu
npu KiMHaTHIK Temnepartypi npoTarom 1 roauHu. Me-
TokcuamiHomeTun (0,012Monb) goganu Ta cymiw
nepemiwlysanu npu KiMHaTHIA TeMmnepaTypi NpoTarom
8 roguH. Joganu H20. Ocag sigdinsTpyBanu. ®inbT-
pat ekcrparysanu CH2Clz. OpraHiyHuid wap suainu-
nu, sucywunu (MgSOa4), BiadineTpyBanu, Ta po3yunH-
HUK BUNapoByBanu. 3anuoK KpucTanisysanu 3
aunetunosoro epipy. Ocag BigdinbTpyBanu Ta BUCY-
wunu. Buxig: 0,95r npomixHoT crnonyku 27 (31%)
(t.nn.;: 148°C).

Mpuknag A14

MpuUroTyBaHHA

heSG
o

N
4-BpombeHazeHamiH (0,034monb) aoganu npu Ki-

MHAaTHIA TeMmnepaTypi A0 PO3YUHY 3-Xnopua-2-eTun-
2-6ytaHan (0,041monb) y AcOH (60mn). Cymiw ne-

{npomixHa cnonyka 28)

peMillyBanu Ta Harpisanu 3i 3BOPOTHIM XONOAUSbHU-
KOM NPOTAroMm 8 roguH, A0BENU A0 KiMHATHOT Temne-
paTtypu Ta BMNapoByBanu A0 CyXocTi. MPOAYKT Kpuc-
Tanisysanm 3 EtOAc. Ocap BigdineTpyBanu,

npoMunu K2CO3 10% Ta nomictunu y CH2Cl2. Opra-
HiYHMIA wap suainunu, sucywmnu (MgSOa4), Biadine-
TpyBanu, Ta pPO3YUHHWUK BUNaposysanu. Buxig: 4,6r
NPOMIKHOT cnonyku 28 (54%).

Mpuknag A 15

a) MpuroTyBaHHA

(npominaa cnonyka 29)

Posunn KOH (0,326monb) y H20 (150Mn) popa-
Banu noBinkHo npu  5°C oo posvuMHy 1,3-
yuknorekcaHgiony (0,268mone) y H20 (150mn). Tem-
neparypa He nosuHHa gocsaratu 12°C. Kl (2r) notim 2-
6pom-1-(4-HiTpocpeHimyetaHoH  (0,294monk)  6yno
AopaHo no nopuiax. Cymiw nepemiysanu npu Kim-
HaTHin Temnepartypi npoTtarom 48 roguH. Ocag Bigdi-
neTpyBanu, npoMunu H20 noTiM AneTunosumM edipom
Ta Bucywnu. Buxig: 63r (85%). YacTuHy uiel dppakuii
(1r) kpuctanisysanu 3 EtOH. Ocaa sigdinsTpysanu
Ta Bucywwuru. Buxig: 0,51 npomixkHoT cnonyku 29
(42%) (T.nn.: 100°C).

b) MpuroTyBaHHA

2 (npomiiea cnonyka 30}

Cymiw npomixxHoi cnonykn 29 (0,145momb) y
H2804 (40mn) nepemiwyBanu npu KiMHaTHIA Temne-
patypi NpoTaAromMm 1 roauHW, BUAWNKU Y Nig, NepeTso-
punu y ocHoBy 3a gonomoroto NHsOH Ta ekctpary-
Banu CH2Clo. OpraHiyHui wap BUAINWMIM, BUCYLLIANN
(MgS0s), BiadinbTpyBanu, Ta poO34YUMHHUK BUNAPOBY-
Banu. 3anuwok kpuctanisysanu 3 EtOH. Ocapg Bigdi-
neTpyBanu Ta sucywmunun. Buxig: 31r (58%). YactuHy
uiel dppakyii (1r) kpucranisyeanu 3 EtOH. Ocap Bia-
dinsTpyBanu Ta Bucywwunu. Buxig: 0,71 NPOMiKHOT
cnonyku 30 (58%) (t.nn.: 200°C).

¢) MpurotysaHHA

(npomixHa cnonyka 31}

Cymiw npomixxHoT cnonykn 30 (0,039monb), Hike-
na PeHea (10r) y EtOH (100mn) rigporenisosanu npu
KiMHaTHI Temnepatypi nig Tuckom y 36ap npotsarom
1 roguHn. Cymiw BigdinsTpyBanu Ha UeniTi Ta npo-
Munn CHz2Clz. OpraHiyHuia wap suAainunu, BUCyLLIANA
(MgS0s), BiadinbTpyBanu, Ta poO34YUMHHUK BUNAPOBY-
Banu. 3anuwok (9,5r) kpucrtanisysanu 3 4UETUNOBOIO
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edipy. Ocap BigineTpyBanu Tta sucywnu. Buxig:
4,61 (52%). ®inbTpart BUnaposysanu. 3anuuwok (2,7r)
OUYUCTUIIM 3a AOMNOMOTOK KOMOHKOBOT Xpomarorpadii
Ha cunikareni (entoeHT: CH2Clo /CH3OH; 99/1; 15-
40mkm). OBi chpakuii 3ib6panu Ta po3vYMHHUK BUNAPO-
syBanu. Buxig: 1,6r F1 1a 1,2r F2. F2 kpucTtanisysanu
3 EtOH. Ocag BiggineTpyBanu ta sucywmnu. Buxia:
0,24r npomixkHoi cnonyku 31(2%) (t.nn.: 202°C).
d) MpurotysaHHA

Q
JLH
oW
RS T

L\,&'\N&'\\

{npomixqa crionyka 32)

MpomikHy cnonyky 30 (0,02monb) gopanu npu
KIMHaTHIlA TeMmnepaTypi 40 PO3YUHY 3-XNop-2-eTun-2-
6yteHan (0,04monb) y AcOH (50mm). Cymiw nepemi-
wyBanu ta Harpisanu 3i 3BOPOTHIM XONOAUNbHUKOM
npoTarom 4 roguH. PO34YMHHUK BUMapoByBanu A0
cyxocTi. 3anuwok kpucrtanisysanu 3 EtOAc. Ocap
BiapinsTpyBanu Ta BACYLUUIIK. 3anNULLIOK NOMICTUAN Y
CH2Cl2. Cymiw nepeTtsopunu y OCHOBY 3a AOMOMO-
roto K2CO3z 10% Ta ekctparysanu CHa2Clz. OpraHiu-
HUiA wap suginunu, sucywmunu (MgSOs), BiadineTpy-
Banu, Ta PO3YMHHMK BUMNAPOBYBanu. 3anuiok
kpuctanisysanu 3 EtOH. Ocag sigginbTpyBanu Ta
BUCYLLIMNK. Buxig: 2,5r npomixkHoi cnonyku 32 (40%).

Mpuknag A16

MpuUroTyBaHHA

O {npomixHa cnonyka 33)
LD

NH,

Cymi 2-(4-HiTpodheHin)-1-eHineTaHoH
(0,083monb) Ta Hikens PeHea (20r) y EtOH (200mn)
rigporeHisysanu npu KiMHaTHIR Temnepartypi npoTts-
rom 1 roguHu nig Tuckom 36ap, notim BiadinLTpyBa-
nu Ha ueniti, npomunu CH2Cl2/CH3OH Ta Bucywmnu.
Buxig: 17,51 npomixkHoi cnonyku 33 (97%).

B. MpurotTyBaHHA KiHLEBUX CMONYK

Mpuknag B1

MpuUroTyBaHHA

(cnonyxa 306)

POCIs (0,024monb) gopasanu NOBINbHO NpuU Te-
mnepatypi 5°C go OM® (0,024mone). Cymiw nepe-
Milwysani npu KiMHaTHIA Temnepatypi npotarom 30
XBUMNWUH, NOTiM oxonoaunu ao 5°C. Etunosuii ecip 3-
okco-6yTaHoBoT kucnotu (0,024monb) aoaasanu no-
BiNbHO. Cymiw nepemiwysanu npu 5°C npotarom 30
XBUSUH. 1-(4-amiHogheHin)-2-peHineTaHoH
(0,024monb) 6yno aoaaHo no nopuiax. Cymiw nepe-
Miwysanu npu 90°C npoTaroMm 3 roanH Ta po3YMHUIU
y CH2Cl2. NboasHa goganu soay. Cymiwl nepeTsopu-
nu y ocHoBy 3a gonomoroo NH4OH Ta ekctparysanu
CH2Cl2.  OpraHiyHMiA Wwap BWAINUNKA, BUCYLLUNA
(MgSQs4), BiadinbTpyBanu, Ta PO3YMHHUK BUMNAPOBY-

Banu. 3anuwok Kpuctanisyesanu 3 2-
nponaHoH/gietunosoro edip. Ocag sigdinsTpyBanu
Ta sucywmnu. Buxig: 0,9r cnonyku 306 (11%) (T.nn.:
136°C).

Mpuknag B2

MpuroTyBaHHA

Q (cnonyka 2)
RS

o

N” ~C

KMbO4 (10r) 6yno gogaHo no nopuisix npu KiMHa-

THIR Temneparypi ao PO3YUHY
H
=
/ - . .
N® "¢l (oTpumaHoi BignoBigHO A0

npuknagy A7.e) (0,022monb) y Tpic(aiokca-3,6-
rentumamid (Tmn) ta CH2Clz (100mrm). Cymiw nepe-
MillyBanu npu KiMHaTHIA Temnepartypi npotaroMm 8
roauH, siadineTpyBanu Ha ueniti, npomunu CH2Clo
Ta sucywmnu. 3anuwok (6r, 100%) kpucranisysanu 3
aieTunosoro edpipy/netponeitHoro edipy. Ocaa Bia-
dinsTpyBanu Ta Bucywunu. Buxig: 2r cnonyku (2)
(33%); T.nn. 82°C.

Mpuknag B3

a) MpuroTyeaHHA

o]
O \
. P
N Cl

nBuLi 1,6M (0,07monb) gogasanu noBifibHO NpK
Temnepartypi -70°C 0o po34YuHY MPOMIKHOT CNOMYKK
(5) (0,058monb) y TF® (150mn). Cymiw nepemilwlysa-
nm npu -70°C npotarom 30 xBUNUH. PO34yuH 2,3-
aurinpo-1H-ingeH-2-kap6oHitpuni (0,07Monb) y Tre
(100mn ) aoaanu nosifnbHO. CyMmiw nepemiysanu
npu -70°C npotarom 1 roguHW, 4OBEAWU NOBINLHO A0
KiMHaTHOT Temnepartypu, rigponisyeanu H20 Ta ekcr-
parysanu EtOAc. OpraHiuHuiA Wwap BUAINUNKU, BUCY-
wunu (MgSOQOa4), BiadineTpyBanu Ta poO34YUHHUK BUNA-
posyBanu. 3anuuok (22r) o4ucTunu 3a gonomororo
KONMOHKOBOT XpomaTtorpadil Ha cunikareni (eneHT:
CH2Cl2/umknorekcan 80/20 go 100; 15-35Mkm). HucTi
hpakuii 3ibpanu Ta po3vYMHHUK BUNApoByBanu. Jpyry
dpakuito Kpuctanisysanu 3 2-
nponaHoHny/auetunosoro edipy. Ocag BigginsTpysa-
nu Ta sucywmnu. Buxig: 0,11r cnonyku (3). ®insTpaTt
KoHueHTpyBanu. Buxia: 0,55r cnonyku (3); T.nn.
145°C.

b) MpurotyeaHHA

)
Q*CIT P
i /
~o N ~o N el

[~ Y

{cnonyka 3)

uue (cnonyka 4) uvc (cnonyka 5)

nBuLi 1,6M (0,022mons) goaasanu NOBINLHO Npu
Temnepartypi -70°C 0o po34YuHY MPOMIKHOT CNOMYKK
(5) (0,018monb) y TP (50mn). Cymiw nepemiysanu
npu -70°C npotarom 1 roguHu, gosenu Jo -40°C,
noTiM oxonogunu ao -70°C. PO34YUH NPOMDKHOT Cno-
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nyku 7 (0,018monk) y Trd (40mn) goganu noBinkHoO.
Cymiw nepemiwyeanu npu -70°C npotarom 1 roauHu,
noTiM gosenu Jo -20°C, rigponisysanu H20 Ta ekcT-
parysanu EtOAc. OpraHiuHuiA wap Buainunu, BUCy-
wunu (MgSOs), BiadineTpyBanu Ta po34YUHHUK BUNa-
posyBanu. 3anuwok (6,5r) ounctunu 3a gonomMororo
KOJTOHKOBOT XpomaTtorpadpil Ha cunikareni (enteHT:
Tonyon/EtOAc 90/10; 1540, mkm). OBi ppakuii (F1 Ta
F2) 3ibpanu Ta po3unHHUK Bunaposysanu. F1 (2,4r)
Kpuctanisysanu 3 guetunosoro edipy. Ocag Biadi-
neTpyBanu Ta Bucywunu. Buxig: 1,8r cnonyku (4)
(29%); T.Nn. 123°C. F2 (0,9r) kpuctanisysanu 3
aunetunosory edgipy. Ocap BigdinsTpyBanu ta BUCY-
wunu. Buxia: 0,2r cnonyku (5) (3%); T.nn. 120°C.
¢) MpurotysaHHA

o o]
jenveclenses
~o N o L o N o
ume

TpaHc

(cnonyxa 7} (cnonyka 8)

nBuLi 1,6M y rekcadi (0,107monb) gogasanu no
Kpannax npu -78°C nig notokoMm N2 o cymiwi npomi-
XHOT cnonyku (6) (0,089monb) y Trd. Cymiw 6yna
nepemiwaHa npu Temnepatypi -78°C npotsarom 1
roguHu. Cymiw npomixkHoT cnonyku 7 (150mn) goganu
npu Temnepatypi -78°C nia notokoMm N2. Cymiw ne-
pemiwysanu npu -78°C npoTarom 2 roguH, A0Benu
ao 0°C, sununu y H20 Ta ekcrparysanu EtOAc. Op-
raHiyHuil wap suainunu, sucywmnu (MgSOs), Biadi-
NbTPyBanuM Ta PO3YUHHUK BUMApPOBYBanu. 3anuiuok
(311) ouncTunu 3a JONOMOTOK KONOHKOBOT XpomaTtor-
papii Ha cunikareni (enoeHT: uuknorekcaH/EtOAcC
85/15; 20-45mkm). OBi umncti ppakuii sibpanu Ta ix
PO34YMHHUKK BUNaposyBanu. Buxig: 11r cnonyku (7)
(38%) Ta 8,2r cnonyku (8) (28%).

d) MpurotysaHHA

{cnonyka 503}

PosuuH xnopmeTtunbeHseH (0,0069monb) vy
aunetunosom edpipi (8mMn) aogasanu MNOBIALHO A0 Cy-
cneHsii Mg (0,0069monb) y HeBenukin KinbKOCTi
anetunosoro edipy. Cymiw nepemiwysanu npu Kim-
HaTHIN Temnepatypi npotaroMm 30 XBUMNUH (HEPIBHICTb
Mg), notim oxonoaunu Ao 5°C. PO34YUH NPOMIKHOT
cnonyku 27 (0,0027monb) y T (8mn) aoganu nosi-
neHo. Cymiw nepemiwysanu npu 5C° npotdarom 15
XBUMNWH, NOTIM MPKX KIMHATHIA TemnepaTypi NpoTArom
2 roauH, sununu y H20 Ta BiadinbTpyBanu Ha ueniTi.
Ocag npomunu EtOAc. PinbTpaTr ekcTparysanu
EtOAc. OpraHiyHuin wap Buginunu, BUCYLUWNX
(MgSQs4), BiadineTpyBanu, Ta pPO3YMHHUK BUNAPOBY-
Banu. 3anuuwok (1r) 6yno O4uLEHO 3a AONOMOroH
KOJTOHKOBOT Xxpomatorpadpii Ha kpomasin (enteHT:
CH2Cl2 100 no CH2Cl2/CH3sOH 99/1; 15-40MKkMm). Huc-
Ti chpakuil 3ibpanu Ta po3vYMHHUK BUNaposyBanu. 3a-
nuwok (0,5r, 56%) kpucTtanisysanu 3 Zi€TUNOBOrO
edipy. Ocap BigineTpyBanu ta sucywnu. Buxig:
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0,14r cnonyku 503 (15%).

Mpuknag B4: npuknagun mMoaudikauin KiHueBoT
rpynu

a) MpuroTyeaHHA

Q {cnonyka 158)
jogese
~a o N’“\\\‘O
H
TPaHC
Cymiw
?, {cnonyka 8)
YT
g \,&N&\O/
TRAHG
(oTpumaHa  BignosigHo A0  npuknagy B3.c)

(0,018monb) y HCI 3N (60mn) ta TrP (60mn) nepe-
Miwysanu npu 60°C npoTaroMm Houi. Cymiw nepeTso-
puUnu y ocHoBy 3a gonomorot 10% po3uuHy K2COs Ta
ekctparysanu CH2Clo. OpraHiyHuiA wap suainunu,
sucywmnu (MgSOQOd), BiadineTpyBanu Ta pPO3YMHHUK
BunaposyBanu. Buxia: 4,6r cnonyku (156) (82%).

b) MpurotyeaHHA

Q (cnonyka 9)
jonee s
~o N o
H
LHC

Cymiw

{cnonyka 7)

o]

11504
(oTpumaHa  BignosigHo A0  npuknagy B3.c)
(0,0122monb) y HCI 3N (40mn) Ta Tro (40mn) nepe-
MilLyBanu Ta Harpisanu 3i 3B0pPOTHIM XONOAUNbHUKOM
NPOTArOM HOMi, BUNINKU Yy BOAY, NEPETBOPUIIM Y OCHO-
By 3a ponomoroo KoCOs 10% Ta ekctparysanu
CH2Cl2. OpraHiyHuid  wap BuAainunM, BUCYLIANW
(MgS0s), BiacinbTpyBanu T1a pPO3YMHHUK BUMAPOBY-
Banu. 3anuLIoK OYUCTUNN 3a AONMOMOTOK KONMOHKOBOT
xpomatorpadpii Ha cunikareni (enteHT: LUUKNorek-
caH/EtOAc 40/60; 15-40mkm). YucTi dopakuii si6panu
Ta PO3YMHHUK BUNaposyBanu. Buxia: 2r cnonyku (9)
(52%); T.nn. 226°C.

¢) MpurotysaHHA

@ Q
P s Ve e \)‘\E\ /Y\
\O»O/ uN& N’A\/o\ ~p j }‘//1N4 N/\/O\
q #
e {(cnonyka 10) 1a (Tpaut) {cnonyka 11)
Cymiw  cnonyku 4 (0,0015mons), 2-

meTokcueTtaHaMid (0,003mMonb) Ta K2CO3 (0,003Monb)
y AM® (5mn) nepemiwysanu npu 140°C npotarom 48
roauH. Jopanu H20. Cywmiw ekctparysanu EtOAc.
OpraHivHuii wap suainunu, sucywunu (MgSOa), Bia-
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(inbTpyBanu Ta PO3UYUHHUK BUMApoOBYBanu. 3anuLuok
(1) ounucTunu 3a AONOMOrOK KOJFIOHKOBOT Xpomartor-
papii Ha cunikareni (entoeHT: uuknorekcaH/EtOAcC
60/40; 15-40mkm). OBi chpakyii 3ibpanu Ta po3UUHHUK
BunaposyBanu. O6uasi dpakuil 6ynu kpuctanizoBaHi
po3ainsHO 3 neHtaHy. Ocaa BigdpinbTpyBanu Ta BU-
cywumnu. Buxig: 0,05r cnonyku (10) (9%; 1.nn. 115°C)
Ta 0,057r cnonyku (11) (10%; T.nn 107°C).
d) MpurotysaHHA

QJ\EIY m
~o N/ N/\/S\ o N/ N/\/S\
H H

uuc (cnonyka 12) Ta {rpaHc) (cnonyka 13)

Cymiww  cnonyku (4) (0,0015monb) y 2-
(MeTunTio)eTaHamiH (2m) nepemiwysanu npu 120°C
npotarom 8 roauH. K2COs 10% pgopganu. Cymill ekcT-
parysanu CH2Clo. OpraHiyHuiA wWwap BUAINUNK, BUCY-
wunu (MgSOs), BiadineTpyBanu Ta po34YUHHUK BUNa-
posyBanu. 3anuLiok (2,2r) ounucTunu 3a gonomMoror
KOJTOHKOBOT XpomaTtorpadpil Ha cunikareni (enteHT:
uuknorekcaH/EtOAc 70/30; 15-40, mkm). OBi dppakyii
3ibpanu Ta po3uYMHHUK BUNaposyeanu. Mepwy dpak-
uito  Kpuctanisysanu 3 gietunosoro  edipy
/netponerHoro edpipy. Ocap BigdineTpyBanu Ta BU-
cywunu. Buxig: 0,08r cnonyku (12) (14%); T.nn.
120°C. Opyry (pakuio kpuctanisysanu 3 gieTunoso-
ro egipy. Ocap BiainbTpyBanu Ta sucywnnu. Buxia:
0,18r cnonyku (13) (31%); T.nn. 125°C.

e) MpuroTyBaHHA

o {cnonyka 14)
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Cymiw cnonykn (4) (0,001507monb), €TUHINTPU-
meTuncunad (0,003013monb), Cul (0,000151monb) Ta
Pd (PPhs)sa (0,000151monb) ¥y N,N-gnetunetraHamiHi
(5mn) nepemiwysanu npu 100°C npoTarom 24 roguH.
Hdopanu Bogy. Cymiw BiadinbTpyBanu Ha Uueniti,
npomunu EtOAc Ta dinbTpat ekctparyesanu EtOAc.
OpraHivHuii wap suainunu, sucywmunu (MgSOa), Bia-
¢inbTpyBanu Ta Po3UYUHHUK BUNAPOBYBanuW. 3anuLok
(1,3r) ounucTunu 3a AOMNOMOrOK KOSIOHKOBOT Xpomarto-
rpapit Ha cunikareni (entoeHT; uuknorekcaH/EtOAcC
85/15; 15-40, mk). YucTi dpakuii 3ibpanu Ta posunH-
HUK Bunaposyeanu. 3anuwok (0,3r) kpuctanisysanu 3
neHraHy. Ocag sigdineTpyBanu Ta BucywMnu. Buxia:
0,11r cnonyku (14) (18%); T.nn. 114°C.

f) MpurotyBaHHA

0 {cnonyka 15)
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Cymiw cnonyku (14) (0,013mons) Ta KF
(0,038monb) y ourosin Kucnoti (50mn) nepemiwuysa-
nu nNpu KiMHaTHIA Temnepartypi NpoTarom 2 roauH.
H-O poganu Ta cymiw ekcTparysanu AieTUnoBuUm
epipom. OpraHiyHWA Wwap BUAINUMAW, BUCYLLMAW

(MgS0s), BiacinbTpyBanu T1a PO3YUMHHUK BUMAPOBY-
Banu. 3anuwok (4,4r) o4nUCTUNM 3a JONOMOTOLO KOMOo-
HKOBOT Xpomatorpadii Ha cunikareni (eneHT: LUKNo-
rekcaH/EtOAc 70/30; 15-40, mkm). OaHy dpakuilo
3ibpanu Ta po3uMHHUK Bunaposysanu. Lito dpakuito
(3r, 73%) kpucTanisysanu 3 gietunosoro egipy. Ocag
BigdinsTpyBanu Ta sucywunu. Buxig: 2,451 cnonyku
(15) (60%); T.nn. 132°C.
g) MpurotysaHHA
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uuc (cnonyka 15) Ta Tpanc (cnonyka 17)

Cymiw
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yuc (cnonyxa 14) Ta TpaHc (cronyka 186)
oTpumMaHa BiANOBIAHO A0 npuknagy B.7.a)
(0,0056monb) y KOH [1M, H20] (10mn) Ta meTaHon
(30mn) nepemiwyBanuM NpU KiMHaTHIA Temneparypi
npoTArom 1 roAWHW, BUNMIIM y BOAY Ta ekcTparysanu
EtOAc. OpraHiyHuin wap Buginunu, BUCYLLMIAX
(MgS0s), BiacinbTpyBanu T1a PO3YUMHHUK BUMAPOBY-
Banu. 3anuwok (2,2 r) o4McTUnnU 3a AONOMOroH KO-
NOHKOBOT xpomartorpadii Ha cunikareni (€nOeHT; Lu-
knorekcaH/EtOAc 85/15 to 70/30 ; 15-40mkm). OBi
hpakuii 3i6panu Ta po3YMHHUK Bunaposysanu. Mep-
wy pakuito Kpuctanisyeanu 3 JieTunosoro eqipy.
Ocapg siagineTpyBanu Ta Bucywwunu. Buxig: 0,2r
cnonyku (15) (11%); T.nn. 133°C. Opyry pakuito
Kpuctanisysanu 3 gietunosoro egipy. Ocag Biadin.-
TpyBanu Ta Bucywwunu. Buxiga: 0,3r cnonykn (17)
(16%); T.nn. 128°C.
h) MpurotyeBaHHA

a {cnonyxa 18)

HO

1IXHC

Cymiw cnonyku (4) (0,001205monb), 2-nponiH-1-
on (0,002411monb), Pd(PPhs)4 (0,000121monb) Ta
Cul (0,000121monb) y N,N-guetunetaHamiHi (5mn)
nepemiwysanu npu 100°C npotarom 2 rogud. Joaa-
nu soay. Cymiw BigdinsTpyBanu Ha ueniti, npoMunu
EtOAc Ta ekctparysanu EtOAc. OpraHiyHuin wap
suainunu, sucywmunu (MgSOd), BiadinbTpyBanu Ta
PO34YMHHUK BUNapoByBanu. 3anuwok (0,7r) ouncTunu
3a 4ONOMOTro0 KONOHKOBOT XpoMatorpadii Ha cusika-
reni (entoeHT: CH2Cl2CH30H 98/2; 15-40, mkm). YuUcTi
hpakuii 3ibpanu Ta po3vYMHHUK BUMaposysanu. 3a-
NULWIOK KpucTanisysanu 3 netponenHoro edipy Ta
aietunosoro eduipy. Ocaa BiadinbTpyBanu Ta BUCY-
wunu. Buxia: 0,11 cnonyku (18) (23%); T.nn. 113°C.

i) MpuUroTyBaHHsA
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unc (cnonyka 18) Ta (TpaHc) {cnonyka 20)

Cymiw cnonyku (4) (0,006027monb) Ta KF
(0,024108monb) y AMCO (20Mn) nepemiwysanu npu
140°C. PO34YMHHUK BUMApPOBYBasnM A0 CyXOcCTi. 3anu-
LWOK nigaanu 3aCTUraHHio y BoAi Ta aieTunosoro edi-
pi. Cymiw ekctparyesanu aietunosum edpipom. Opra-
HIYHWA Wap BUZINUNK, NPOMUNK AieTUNOBUM edipoM,
NPOMUAN HacuydeHum posdnHom NaCl, sucywmnu
(MgSOQ4) BiahinbTpyBanu T1a pPO3YUHHUK BUMAPOBY-
Banu. 3anuwok (1,7r) oMUCTUNK 3a JONOMOIOLO KOMo-
HKOBOT XpomaTtorpadil Ha cunikareni (eNeHT: UuKno-
rekcaH/EtOAc 85/15; 15-40, mkm). Tpu dpakuii
3ibpanu Ta X PO3YUHHMKKM BunaposBysanu. [Mepuuy
dpakuio  Kpuctanisysanu 3 NETPoOnenHoro eqipy.
Ocag siaginbTpyBanu Ta sucywwunu. Buxig: 0,21r
cnonyku (19) (11%); T.nn. 92°C. Opyry (pakuito kpu-
cTanisyeanu 3 netponeiHoro edpipy. Ocag BigdinbT-
pyeanu Ta Bucywwunu. Buxig: 0,33r cnonyku (20)
(17%); T.nn. 114°C.

j) MpurotyBaHHsa

Q {cnonyxa 21)

HC

Cymiw cnonyku (4) (0,003013monb), auetun
xropugy (0,003315monb) Ta  Woaugy  HaTtpilo
(0,006027monb) y CN3CN (10mm) nepemiwysanu Ta
HarpiBanu 3i 3BOPOTHIM XONOAUNLHUKOM NPOTArom 1
roauHn. Joaanu KoCOsz 10%. Cymiw ekctparysanu
CH2Cl2.  OpraHiyHMiA Wwap BWAINUNKA, BUCYLLUNA
(MgSQs4), BiacinbTpyBanu Ta po3YMHHUK BUMAPOBY-
Banu. 3anuuwok (1 r) O4MCTUNN 3a 4ONOMOTOK KOMOH-
KoBOT XpomaTorpadpii Ha cunikareni (eneHT: LUUKno-
rekcaH/EtOAc 80/20; 15-40, wmkm). [OBi dpakuii
3ibpanu Ta X PO3YUHHMKKM BunaposBysanu. [Mepuuy
dpakuio  Kpuctanisysanu 3 NETPoOnenHoro eqipy.
Ocag siaginbTpyBanu Ta sucywwunu. Buxiga: 0,12r
cnonyku (21); T.nn. 110°C.

k) MpurotysaHHA

o {cnonyxa 22)

Cymiw cnonyku (21) (0,000898monb), TPUMETUN-
cunaHkap6oHiTpun (0,001347momb) Ta Pd(PPhs)s
(0,00009mo0nb) y N,N-guetunetaHamini (Smn) nepe-
miwysanu npu 100°C npotaroMm 2 roguH. Jopanu
Boay. Cymiw ekctparysanu EtOAc. OpraHiyHuid wap
suainunu, sucywmnu (MgSOd), BiadinsTpysanu Ta
PO34YMHHUK BUNaposyBanu. 3anuwok (0,4r) ounctunu
3a 4ONOMOrO KOSTIOHKOBOT XpomMatorpadpii Ha cunika-
reni (enoeHT: uuknorekcaH/EtOAc 80/20; 15-40MKm).
YucTi dpakuii 3ibpanu Ta PO3YMHHUK BUNAPOBYBANN.
Sanuwok (0,18r, 62%) kpucTanisysanu 3 neTponei-
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Horo edpipy. Ocaa BiadinbTpyBanuM Ta BUCYLLUIIK.
Buxig: 0,13r cnonyku (22) (45%); 1.nn. 138°C.
[) MpuroTyBaHHsA
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Cymiw cnonyku (4) (0,00603monb), Pd(OAC):2
(0,000603monb), PPhs (0,00904monb) Ta KoCOs
(0,012054monb) y CO (ras) ta metaHon (40mn) ne-
pemiwysanu npu 90°C npoTtarom 8 roguH nig TUCKOM
CO y 56ap. Oopanum H20. Cywmiw ekcTparysanu
EtOAc. OpraHiyHuin wap Buginunu, BUCYLLMIAX
(MgS0s), BiacinbTpyBanu T1a PO3YUMHHUK BUMAPOBY-
Banu. 3anuwok (6r) ounucTunu 3a 40NOMOroK KOMOH-
KoBOT xpomatorpachii Ha cunikareni  (EneHT:
CH2CI2/CH3OH 100/0 po 98/2; 15-35mkm). YoTupm
tpakuii (F1-F4) 3iGpanu Ta pO3YMHHMK BUMAPOBYBA-
nu. Buxig: 0,13r (uuc) F1; 0,02r F2 (uuc, cnonyka 25);
0, 055r F3 (TpaHc, 3%) Tta 0,11r F4 (TpaHc; cnonyka
26). F1 kpuctanisysanu 3 netponeiHoro edipy. Ocapg,
BigdinsTpyBanu Tta sucywmnu. Buxig: 0,03r cnonyku
(23) (1%); T.nn. 91°C.

F3 kpucranisysanu 3 netponeiHoro ecipy. Ocag
BigdinsTpyBanu Ta sucywnu. Buxia: 0,035r cnonyku
(24) (1%); T.nn. 99°C.

m) MpuroTysaHHsA

(cnonyka 25)
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Cymiw cnonykn (4) (0,009monb) Ta Zn
(0,027monb) y ourtoBiit kucnoTi (30mn) nepemiwysanu
npu 60°C npotaArom 4 roauH, BiadinbTpysanu Ha ue-
niti, npomunu CH2Cl2, BunapoByBanu A0 CYXOCTi,
po3unHunu y CH2Cl2 ta npomunu KoCO3 10%. Opra-
HiYHMIA wap suainunu, sucywmnu (MgSOa), Biadine-
TpyBanu Ta PO34YMHHUK BUMApOBYBanu. 3anuwiok (4r)
OUUCTUNN 3a AOMOMOrOK KOMOHKOBOT Xpomarorpadii
Ha cunikareni (eneHT: uyuknorekcaH/EtOAc 75/25;
15-40, mkm). OgHy chpakujto 3ibpanu Ta PO3YUHHUK
Bunaposyeanu. Lo dopakuito (1r 37%) kpuctanisysa-
nu 3 neTponeiHoro edipy. Ocag BiggineTpyBanu Ta
Bucywnnun. Buxig: cnonyka (25); T.nn. 88°C.

n) MpurotyesaHHA

o {cnonyka 27)
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HC
Cymiw cnonyku (4) (0,001502monb), Sn(CHs)a

(0,003004monb) Ta Pd(PPhs)s (0,00015monb) y me-
Tunbenson (5mn) nepemiwysBanu Ta HarpiBanu 3i
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3BOPOTHIM XONOAUNBHUKOM NPOTAroM 3 roguH. K2CO3
10% poganu. Cymiw ekctparysanu EtOAc. OpraHiy-
HUiA wap suginunu, sucywmunu (MgSOs), BiadineTpy-
Banu Ta PO34YMHHUK Bunaposysanu. 3anuwok (0,71)
OUYUCTUIIM 3a AOMNOMOTOK KOMOHKOBOT Xpomarorpadii
Ha cunikareni (eneHT: uuknorekcaH/EtOAc 85/15;
15-40mkm). OBi chpakyii (F1 ta F2) sibpanu Ta ix pos-
YWHHUKKA Bunaposyeanu. Buxia: 0,27r (F1, suxiaHui
maTepian) Ta 0,14r (F2). F2 kpuctanisysanu 3 neHTaH
Ta netponeinHuin edip. Ocag siadineTpyBanu ta Bu-
cywunu. Buxig: 0,08r cnonyku (27) (17%); T1.nn.
110°C.
0) MpuUroTyBaHHA

9 (cnonyka 28)
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Cymiw cnonyku (4) (0,001507monb), Tpubytune-
TeHincraHaH (0,002260Morb) Ta Pd(PPhs)4
(0,000151monb) y aiokcadi (5Mn) nepemiwysanu npu
80°C npotarom 8 roauH. Joganu sogy. Cymiw Biadi-
neTpyBanu Ha ueniti, npomunu EtOAC Ta ekctpary-
Banu EtOAc. OpraHiuyHuiA wap BUAINAWMAK, BUCYLLMIW
(MgSQs4), BiacinbTpyBanu Ta po3YMHHUK BUMAPOBY-
Banu. 3anuwok (0,65r) ounctunun 3a JOMNOMOroK Ko-
NOHKOBOT Xpomartorpadii Ha cunikareni (enOeHT: uu-
knorekcaH/EtOAc 90/10; 15-40mkm). Yucti dppakyii
3ibpanu Ta poO34YMHHUK BUMAPOBYBANU. 3anuLLOK Kpu-
cTanisyeanu 3 netponeiHoro edpipy. Ocag BigdinbT-
pyeanu Ta Bucywwunu. Buxig: 0,07r cnonyku (28)
(14%); T.nn. 108°C.

p) MpurotyBaHHA
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Cymiw cnonyku (5) (0,001507monb), Tpude-
Hin(deHinmeTun)cTaHaH (0,002260Mmo01b) Ta
Pd(PPhs)4 (0,000151Monb) y giokcaHi (5mn) nepemi-
wysanu npu 80°C npotarom 8 rogud. Joganu soay.
Cymiw ekctparysanu EtOAc. OpraHiyHuMid wap BUAi-
nurn, sucywmrim (MgSOsa), siadinsTpysanu ta pos-
YWHHUK BUMaposyeanu. 3anuwok (1,4r) ounctunu 3a
A0NOMOroK KOMOHKOBOT Xpomatorpadpii Ha cunikareni
(entoeHT: CH2CI/EtOAC 96/4; 15-40, MKM). YucTi
dhpakuii 3i6panu Ta PO3UMHHUK BUNapoByBanu. 3a-
nuwok (0,38r) kpuctanisysanu 3 neTponenHoro edpi-
py. Ocapa BigdineTpyBanu ta sucywmunu. Buxia: 0,16r
cnonyku (29) (28%); T.nn. 112°C.

q) MpurotysaHHsa

o {cnonyka 30)

uac

Cywmiw crnonyku (4) (0,001507monb), TpubyTUN-2-
TieHincTaHaH (0,00226monb) Ta Pd(PPhs)4
(0,0001507monb) y Aiokcadi (5Mn) nepemiwysanu
npu 80°C npotsarom 8 roauH. Joaanu KoCOsz 10%.
Cymiw ekctparysanu EtOAc. OpraHiyHuMin Wwap BuAi-
nurn, sucywmnm (MgSOa), BiadinsTpysanu Ta pos-
YUHHUK BUMaposyBanu. 3anuwok (1,7r) ouncTunu 3a
A0NOMOTroK KONMOHKOBOT Xpomartorpadii Ha cunikareni
(entoeHT: uuknorekcaH/EtOAc 85/15; 15-40, MKMm).
YucTi dpakuii 3ibpanu Ta PO3UMHHUK BMNAPOBYBAnMU.
3anuwok (0,65r) kpuctanisysanu 3 4ieTunoBoro edi-
py. Ocapa BigdineTpyBanu ta sucywmunu. Buxia: 0,35r
cnonyku (30) (61%); T.nn. 142°C.

r MpurotTysaHHsA

g {caonyia 313
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Cymiw  cnonyku 4 (0,0015mons), 3-
TieHin6opoHoBoT kucnotu (0,00226monb), Pd(PPhs)a
(0,00015monb) Ta piokcaH nepemiwyeanu Ta Harpi-
Banu 3i 3BOPOTHIM XONOAUNLHUKOM MNPOTArOM 24 ro-
auH. Hopanun KoCOs 10%. Cymiw ekcTparysanu
EtOAc. OpraHiyHuin wap Buginunu, BUCYLLMIAX
(MgS0s), BiacinbTpyBanu T1a PO3YUMHHUK BUMAPOBY-
Banu. 3anuwok (0,8r) ouncTunu 3a gonoMororo Kono-
HKOBOT Xpomartorpadii Ha cunikareni (eneHT: LUKno-
rekcaH/EtOAc 80/20; 15-40mkm). Yucti  dppakuii
3ibpanM Ta PO3YMHHMK BMNApPOBYBaNU. 3anuLIoK
(0,4r, 70%) kpucTtanisyBanu 3 neTponenHoro edipy.
Ocag siagineTpyBanu Ta sucywunu. Buxig: 0,39r
crnonyku (31) (68%); T.nn. 113°C.

s) MpurotyBaHHA
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Cymiw cnonyku (4) (0,003monb), riyMH METUNO-
BUA cknaaHuii epip moHorigpoxnopuay (0,0066monb)
Tta Pd(PPh)s (0,0003monb) y EtsN (2mn) ta Tonyon
(10mn) nepemiwysanu npu 100°C nig Tuckom CO y
56ap npotarom 8 roauH, BiadinbTpyBanu Ha UeniTi,
npomunu CH2Cl2 Ta Bunaposysanu. 3anuwiok (2r)
OUUCTUNM 3a AOMOMOrO KOMOHKOBOT Xpomatorpadii
Ha cunikareni (eneHT: uyuknorekcaH/EtOAc 80/20;
75-35, mkm). OpHy dpakujto 3ibpanu Ta pO3UUHHUK
Bunaposyeanu. Lo dopakuito (1r 80%) kpuctanisysa-
nu 3 pietunosoro eduipy. Ocag BigdineTpyBanu Ta
Bucywmnu. Buxia: 0, 46r cnonyku (32) (37%).

t) MpuroTtyBaHHA
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Cymiw cnonyku (4) (0,003Monk) Ta rigpasnHkap-
6okcanbaeria (0,0045monb) y 1-6ytaHoni (15mn)
nepemiwysanu Ta Harpisanu 3i 3BOPOTHIM XONOAUNb-
HUKOM MPOTSAroM HOYi, BUNUNK y BOAY Ta ekcTparysa-
nu CH2Clo. OpraHiyHWiA wWwap BuAiNUNM, BUCYLLIMIN
(MgSQs4), BiacinbTpyBanu Ta po3YMHHUK BUMAPOBY-
Banu. 3anuLLIOK OYUCTUNN 3a AOMOMOTOK KOJNOHKOBOT
XpomaTtorpadii Ha cunikareni (entoeHT:
CH2CIl2/CHsOH/NH4OH  95/5/0,1; 15-40, mkm). [OBi
tpakuii (F1 ta F2) 3i6panu 1a X pO3YMHHUKM BUNA-
posysanu. Buxia: 0,3r F1 ta 0,3r F2. F1 kpucranisy-
Banu 3 CH3CN Ta gietunosoro edipy. Ocaa siadink-
TpyBanu ta sucywmnu. Buxig: 0,102r cnonyku (33);
T.n. 224°C. F2 kpuctanisysanu 3 CH3CN T1a pietu-
nosoro edpipy. Ocap BiaginbTpyBanu Ta BUCYLIANUA.
Buxig: 0,2r cnonyku (34); T.nn. 185°C.

u) MpurotyBaHHA
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Cymiw cnonyku 4 (0,015mone) Ta NaNs
(0,045monb) y OM® (50mMn ) nepewmiwysanu npu
140°C npotarom 2 roauH. Oopanu KoCOsz 10% Ta
cyMiw ekctparysanu EtOAc. OpraHivyHMIA wap BuAi-
nurn, sucywmrim (MgSOsa), siadinsTpysanu ta pos-
YMHHUK BUMapoByBanu. 3anuwok (6r) ovyuctunm 3a
A0NOMOTroK KOMOHKOBOT Xpomatorpadpii Ha cunikareni
(entoeHT: yuknorekcaH/EtOAc 60/40; 15-40mkm). Me-
pwy chpakuito 3i6panu Ta pO3UMHHUK BMNAPOBYBATN.
3anuwok kpuctanisysanu 3 gietunosoro edipy. Ocag,
BiaginsTpyBanu Tta sucywmunu. Buxig: 1,26r cnonyku
(35) (24%); T.nn. 160°C.

v) MpurotysaHHsa
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Cymiw cnonyku (4) (0,009monb) Ta TiOCEYOBUHU
(0,0099mo0nb) y eTunosomy cnupTi (30mn) nepemiluy-
Banu Ta Harpisanu 3i 3BOPOTHIM XONOAUNLHUKOM
npotarom 12 roguH ta posvuH KOH (0,0149monb) y
H20 (5mn) goaanu nosinbHO. CyMiw nepemiwysanu
Ta Harpisanu 3i 3BOPOTHIM XONOAWMABHUKOM NMPOTArOM
1 roguHu, BUNUNU y Boay Ta ekctparysanu CH2oClo.
OpraHivHuii wap suainunu, sucywmunu (MgSOa), Bia-
¢inbTpyBanu Ta Po3UYUHHUK BUNAPOBYBanuW. 3anuLok
OUYUCTUIIM 3a AOMNOMOTOK KOMOHKOBOT Xpomarorpadii
Ha cunikareni (yuknorekcaH/EtOAc 70/30; 15-40,
MKM). HucTi dpakyii 3ibpanu Ta po3vYMHHUK BUMNApPO-
syBanu. Buxia: 1,1r F1 (37%) T1a 0,4r F2 (13%). F1
Kpuctanisysanu 3 2-nponaHoHy. Ocag BiadinbTpyBa-

nu Ta sucywunu. Buxig: cnonyka (36). F2 kpucrani-
syBanu 3 2-nponaHoHy. Ocap BigdineTpyBanu Ta
Bucywmnun. Buxig: cnonyka (37).

w) MpurotysaHHA
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~
unc (cnornyka 38)
TPAHC (cnonyka 39)

CHsl (0,0034monb) goaanu NOBINLHO NpKW KiMHAa-
THIR TemnepaTtypi [0 po3duHy cnonyku (36)
(0,0015monb), cnonyka (37) (0,0015monk) Ta K2CO3
(0,0034monb) y auetoH (15mn). Cymiw nepemiwysa-
nu nNpu KiMHaTHIA Temnepartypi NpoTaroMm 8 roAuH.
Hopanu Boay Ta cyMiw ekcrparysanu CH2Clo. Opra-
HiYHMIA wap suainunu, sucywmnu (MgSOa4), Biadine-
TpyBanuM Ta PO3YMHHUK BUMAPOBYBANU. 3anuiiok
(1,2r) ounucTunu 3a AONOMOroK KOSIOHKOBOT XpoMaro-
rpadpit Ha cunikareni (entoeHT; uuknorekcaH/EtOAC
85/15; 15-40mkmM). HucTi dppakyii si6panu Ta posvnH-
HUK Bunaposysanu. Buxig: 0,6r F1 (57%), Ta 0,18r F2
(17%). F1 kpucrtanisysanu 3 AieTunoBoro edipy.
Ocag siagineTpyBanu Ta Bucywunu. Buxig: 0,28r
crnonyka (38) (27%). F2 kpucrtanisysanu 3 4ieTuUnoBo-
ro edpipy. Ocap BiadinbTpyBanu Ta sucyLnnun. Buxia:
0,065r cnonyku (39) (6%).

X) MpuroTysaHHsa

~0 o {chontyka 40)
RS
N7 O
H
Cymiw
O o cnonyxu (41)
I\
N el
OTpUMaHoT BiANOBigHO no npuknaay B3b

(0,0014monb) y HCI 3N (5mn) Ta TIP (Smn) nepemi-
wysanu Ta Harpisanu 3i 3BOPOTHIM XONOAUNLHUKOM
NPOTAroM ABOX AHIB, NOTiM Bununu y H20, nepeTBo-
punu y ocHoBy 3a aonomoroto K2COs Ta ekcTparyBa-
nu CH2Cl2. OpraHiyHWA wWap BUAIAMAW, BUCYLLUNA
(MgS0s), BiacinbTpyBanu T1a PO3YUMHHUK BUMAPOBY-
Banu. Buxia: 0,5r F. Liio dopakuito F kpucTtanisysanu 3
2-nponaHoHy. Ocag sigdinsTpyBanu Ta BUCYLIANU.
Buxig: 0,35r cnonyku (40) (74%).
y) MpurotysaHHA

(cnonyka 188)

Cymiw cnonykn (5) (0,045monb), auetamig
(0,90013monb) Ta K2COj3 (0,225m0nb) nepemillysanu
Ta HarpiBanu 3i 3BOPOTHIM XONOAWMABHUKOM MNpPK
200°C npoTarom 2 roguH, OXonoaxKysasnu npu KiMHa-
THiA TemnepaTypi, Bununu y H2O/CH2Cl2; Ta ekcTpa-
rysanu CH2Clz. OpraHiuHWiA Wwap suAainunu, BUCYLLIK-
nu  (MgSO4), BiadinbTpyBanuM Ta  PO3UYMHHUK
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BUMapoByBanu Ao cyxocTi. 3anuwok (14,4r) kpucra-
nisysanu 3 CH3OH. Ocaa BiadineTpyBanu Ta BUCY-
wunu. dinsbtpat sunaposysanu. 3anuwok (11,27r1)
OUYUCTUIIM 3a AOMNOMOTOK KOMOHKOBOT Xpomarorpadii
Ha cunikareni (emoeHT: CH2Cl2/CH30H/NH4OH
96/4/0,1; 15-35mkm). YucTi dpakuii 3ibpanu Ta pos-
YWHHUK BuUnaposyBanu. Buxig: 4,2r cnonyku (188)
(65%).
z) MpurotyBaHHA

(o} (cnonyka 248)

Cymiw cnonyku (188) (0,00032monb), 6eH30lHa
kucnota (1,5 eksisanenta, 0,00048monb), 1-eTun-3-
(3'-pumeTunaminonponimkap6oaiivia. HCI (1:1) (1,5
eKBiBaneHTa, 0,00048monb), N-
rigpokcubeHsoTpuason 1,5 eKBiBaneHTa,
0,00048monb) Ta EtsN (1 ekBiBaneHnTta, 0,00032monb)
y CH2Cl2 (2mn) nepemiuyBanu npu KiMHaTHIA Temne-
patypi npotarom 15 rognH. PO34uMHHUK BMNaposyBa-
nu. 3anuwoK OYUCTUAK 3a AONOMOIOH PiAUHHOT XPo-
mMaTtorpadpii  BUCOKOrO TUCKY Ta oTpumadi dpakuyii
3ibpanu Ta po3uMHHUK BUnaposyBanu. Buxig: 0,066r
cnonyku (205) (49,50%).

aa) MpuroTyBaHHA

{cnonyka 8)

FPAHL

Cymiw npomi>kHoi cnonyku 20 (0,001507monb) y
HCI 3N (10mn) Ta TP (10Mn) nepemiwysanu npu
KIMHaTHIN TemnepaTypi NpoTArom 8 roauH, NepeTso-
punu y ocHoBy 3a gonomoroto 10% K2COs Ta ekctpa-
ryganu CH2Clz. OpraHiyHWiA Wwap BUMAINUNKA, BUCYLLIU-
nu  (MgSO4), BiadineTpyBanM Ta  PO3UYMHHUK
BunaposyBanu. 3anuwok (1,2r) ouncTunu 3a 4onomo-
ror KONMOHKOBOT xXpomatorpadpii Ha cunikareni (ento-
€HT: uuknorekcaH/EtOAc 85/15; 15-40mkm). “ucTi
dhpakuii 3i6panu Ta PO3UMHHUK BUNapoByBanu. 3a-
nuwok (0,4r) kpucTtanisysanu 3 neTponenHoro edipy.
Ocapg sBiaginbTpyBanu Ta Bucywmnu. Buxig: 0,3r
cnonyku (8) (58%); T.nn. 108°C.

ab) MpuroTyBaHHA

Q (cnonyka 419)
jspeee
o N
H
IHC

Cymiw cnonyku 213 (oTpumaHy BignoBiAHO A0
B4) (0,00305monb) Tta CH3ONa (30% y CHsOH)
(0,00916mMonb) y CH3OH (25mn) nepemiwyBanu Ta
Harpisanu 3i 3BOPOTHIM XONOAUSILHUKOM NPOTArom 15

rOAMH MOTIM OXONOAWNKW A0 KiIMHATHOT Temneparypu,
sununu y H2O Ta ekctparysanu EtOAc. OpraHiuHui
wap suainunu, sucywmnu (MgS0Os), Bigdinstpysanu,
Ta PO3YMHHUK BMNapoBYBanM A0 CYXOCTi. 3anuLuok
(1,11) ounucTunu 3a AOMNOMOroK KOSIOHKOBOT XpoMaro-
rpadit Ha cunikareni (enoeHT. uyuknorekcaH/EtOAc;
40/60; 15-40mkm). OBi cppakuii 3i6panu Ta po3YUHHUK
Bunaposyeanu. Buxig: 0,3r F1 ta 0,5r F2 (50%) F2
Kpuctanisysanu 3 gietunoBoro edipy/neTponenHoro
edipy. Ocag sigdineTpyBanu T1a sucywunu. Buxig:
0,26r F1 kpucTanisysanu 3 neHtany. Ocag BiggineT-
pyBanu Ta sucywunu. Buxig: 0,19r. Lo dpakuito
OUUCTUNN 3a AOMOMOrOK KOMOHKOBOT Xpomarorpadii
Ha cunikareni (entoeHt; CH2CI2/CH3OH ; 98/2; 15-
40MKM). YucTi dppakuii 3ibpanu Ta pPO3UYMHHUK BUNA-
posyBanu. Buxig: 0,11r. Lo cpakuito 6yna ounweHa
3a AONOMOrO KOMOHKOBOT Xpomartorpadii Ha kpoma-
3in (emoeHT: CH3OH/H20; 70/30). Yucri dppakuii 3i6-
panu Ta pPO3YMHHUK Bunaposysanu. Buxig: 0,09r.
(9%) Lo dpakuito Kpuctanisysanu 3 [JieTUNOBOro
edipy. Ocag sigdineTpyBanu T1a sucywunu. Buxig:
0,08r cnonyku 419 (8%).
Mpuknag B5
MpuroTyBaHHA

(¢] (o]

jogssalonses
~o rr o o T )
uuc (cnosyka 42) (vpanc) (cnonyka 43)

Mogometan (0,00456monb) Aoganu npu Temne-
patypi 5°C po cymiwi crnonyka (9) (0,0019monb),
cnonyka (8) (0,0019moneb) Ta tBuOK (0,00456monb) ¥y
Tro (30mn ) nig notokom N2. Cymiwl nepemilysarnu
npu KiMHaTHIA TemMnepaTtypi NPOTArOM HOYi, BUNUNU Y
H20 Ta ekcrparysanu CH2Clz. OpradiyHuia wap suai-
nurn, sucywmnm (MgSOa), BiadinsTpysanu Ta pos-
YMHHUK BMNAapoByBanu. 3anuwok O4YUCTUNU 3a AOoNOo-
MOrOK KOMOHKOBOT XpomaTtorpadii Ha cunikareni
(entoeHT: uuknorekcaH/EtOAc 65/35; 15-40mkm). OBi
dhpakuii 3ibpanu Ta po3YMHHUK BUNapoByBanu. Buxia:
0,35r cnonykn (42) (30%; 1.nn. 125°C) ta 0,35r cno-
nyku (43) (30% ; T.nn. 116°C).

Mpuknag B6

a) MpuroTyeaHHA

o] o]
jonco ol oncea
o N o o NS0
\/o\n) \/O\H

uMc (cnonyka 44) (Tparc) (cnonyka 45)

NaH 60% (0,01068monb) goganu npu Temnepa-
Typi 0 °C nip notokom N2 Ao cymiwi crnonyku (8) Ta
cnonyku (9) (0,0089monb). Cymiw nepemiwysanu
NpPOTAroMm 30 XBUSUH. Etun 6pomaueTar
(0,01068monb) aoganu npu Temnepartypi 0°C. Cymiw
nepemiwlysanu npu KiMHaTHIK TeMmnepaTypi NpoTarom
1 roauHu, rigponisysanu Boda Ta eKcTparysanu
EtOAc. OpraHiyHuin wap Buginunu, BUCYLLMIAX
(MgS0s), BiacinbTpyBanu Ta PO3YMHHUK BUMAPOBY-
Banu. 3anuLIoK OYUCTUNN 3a AONMOMOTOK KONMOHKOBOT
xpomatorpadpii Ha cunikareni (enteHT: LUUKNorek-
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caH/EtOAc 60/40; 15-40mkm). BaxkaHy pakuii (F1-
F4) si6panu Ta pO3YMHHMK BuUMaposyBanu. Buxia:
0,11r F1; 0,13r F2; 0,75r F3 Ta 0,8r F4. F3 kpuctani-
3yBanu 3 aietunosoro edgipy. Ocaa siadinbTpyBanu
Ta Bucywmnu. Buxig: cnonyka (44); T.nn. 152°C. F4
KpucTanisysanu 3 gietunosoro egipy. Ocag Biadin.-
TpyBanu Ta Bucywunu. Buxig: cnonyka (45); T.nn.
147°C.
b) MpurotysaHHA

o o
jegesalNonsey
~o NSO o0 N0

umc (cnonyka 46) (TpaHc) (cnonyka 47)

Bpommetunbenszon (0,007monb) gogasanu no
kpannax npu 0°C nia notokom N2 A0 po34vuHy cnony-
kn (8) Ta cnonyku (9) (0,0064mons) Ta NaH 60%
(0,007monb) y OM® (40mn). Cymiw nepemiysanu
npu KiMHaTHIR Temnepatypi npoTarom 1 roauHu, rig-
ponisysanu Bogow Ta ekcrparysanu EtOAc. OpraHiu-
HUA Wap BUAIAWAW, NPOMUNU BOAOK, BUCYLUMAU
(MgSQs4), BiacinbTpyBanu Ta po3YMHHUK BUMAPOBY-
Banu. 3anuLLIOK OYUCTUNN 3a AOMOMOTOK KOJNOHKOBOT
xpomatorpadpii Ha cunikareni (EneHT: LUKIorek-
caH/EtOAc 70/30; 15-40Mkm). BaxkaHi dpakuii (F1-F4)
3ibpanu Ta po3uMHHUK Bunaposysanu. Buxig: 0,15r
F1, 0,11r F2, 0,6r F3 (23%) ta 0,8r F4. F3 kpucrani-
3yBanu 3 aietunosoro edgipy. Ocaa siadinbTpyBanu
Ta sucywmnu. Buxig: 0,13r cnonyku (46); T.nn. 137°C.
F4 kpuctanisysanu 3 [IMNE Ta netponeiHoro eqipy.
Ocag BigginbTpyBanu ta sucywunu. Buxig: cnonyka
(47); T.nn. 130°C.

Mpuknag B7

a) 3-Xnop6eHsonkapbonepokconHa  KucnoTa
(0,088monb) aoganu npu temnepatypi 0°C 4o posuu-
Hy cnonyku (48) (oTpumaHa BignoBIAHO A0 Npuknaay
B2) (0,044monb) y CH2Cl2 (200mn) Ta cymiw nepe-
MilwyBsanu nNpu KiMHaTHIA Temnepatypi npotarom 12
roauH. Cymiw npomunu KoCOs3 10%. OpraHiuHuid wap
sucywmnu (MgSOs), BiadinbTpyBanu Ta BMNAapoBY-
Banu. 3anuwok pekpuctanisysanu 3 (C2Hs)20. Buxia:
8,2r uuknorekcun (3-mMeTUn-6-xXiHOMiHIM)MeTaHoH, 1-
okcug, (cnonyka 49) (69%).

b) 4-MeTtun6ensoncynesoHinxnopua,
(0,043mo0nb) popganu A0  pPO34YMHY Cnonykn (49)
(0,028monb) y KoCO3 (400mn ) Ta CH2Cl2 (400Mmn) Ta
CyMill nepeMiwyBanu npu KiMHATHIR Temnepartypi
npotarom 1 roguHu. Cymiw ekctparysanu CHzoClo.
OpraHiyHuit wap sucywunu (MgSOa), BiadinbTpysa-
nu Ta BUNapoByBanu. 3anuuiok pekpuctanisysanu 3
(C2Hs)20. Buxip: 6,64r 6-(uuknorekcunkap6oHin)-3-
MeTun-2-(1H)-xiHoniHoH (cnonyka 50) (85%); T.nn.
256,1°C.

Mpuknag B8

a) MpuroTyBaHHA

UUTO*@T

[1x (A), 40 {cnonyka 51) {1 (B), 4«] (cnonyka 52)
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Cymiw cnonyku (7) (0,0229mons), rigpokcunami-
HY (0,0252monb) Ta N,N-guetunetraHaminy
(0,0252monb) y etaHoni (100mn) nepemiwysanu Ta
Harpisanu 3i 3BOPOTHIM XONOAUNbHUKOM NPOTAroM 6
roauH, BUNUNKU y soay Ta ekcrparysanu CH2Clz. Op-
raHivHUiA wap suainunu, sucywmnu (MgSOs), siadi-
NbTPyBanuM Ta PO3YUHHUK BuUNApoByBanu. 3arnuiiok
kpuctanisysanu 3 CHsCN. Ocag BiadinsTpyBanu Ta
BMUCYLUMIN . 3annLLIOK OYUCTUIIM 3a JOMOMOrOL0 KOMo-
HKOBOT Xxpomartorpadpii Ha cunikareni (enteHT:
CH2CIl2/EtOAc 80/20; 15-40mkm). OBi chpakui sibpanu
Ta pPO3YMHHMK BMnaposysanu. Buxig: 2,8r cnonyku
(44) (36%; T1.Nn. 133°C) Ta 3r cnonyku (45) (38%;
T.nn. 142°C).

b) MpurotysaHHA

N _NH, (crronyka 53}

]

=
=
~o N~ o7

[1e (Z), 4a]

rigpasuH (0,41mMonb) goaanu npu KiMHaTHIA TeMm-
neparypi 4o posdudy cnonyku (7) (0,015monb) y eta-
HONi (75mMn). Cymiw nepemiwyBanu Ta Harpisanu 3i
3BOPOTHIM XONOAWITBHUKOM MPOTArOM HOMi, BUNAMK Y
Boay Ta ekcrparysanu CH2Cl2. OpraHiuHuid wap Bu-
ainunu, sucywmnu (MgS0Osa), BigdinsTpyBanu Ta pos-
YAHHWUK BMNApOBYBanu. 3anuiok o4uCTMNU 3a Aono-
MOrOK KOMOHKOBOT XpomaTtorpadii Ha cunikareni
(emoeHT: CH2Cl2/CH30OH/NH4OH 98/2/0,1).

YucTi cpakuil 3i6panu Ta PO3YUMHHUK BMNApPOBY-
Banu. 3anuLoK Kpuctanisyeanu 3 aietunosoro edi-
py. Ocap BigdineTpyBanu ta sucywmunu. Buxig: 0,8r
cnonyku (53) (15%);T.nn. 110°C.

Mpuknag B9
MpuroTyBaHHA
o (cronyka 520)
jogese
H,CO N~ o
N
o

Mpoueaypa ana cnonyk 400, 401, 402, 403, 404
Ta 405. Cymiw npomixkHOT cnonyku 21 (oTpumaHy
signosigHo Ao A11) (0,000269monb), amaHTaguH
rippoxnopug (0,000404monb; 1,5 eksiBaneHTa), N'-
(eTtunkap6oHimigoin)-N,N-gumeTtun-1,3-
nponaHauamid rigpoxnopua (0,000404monk; 1,5 ek-
BiBaneHTa), 1-rippokcu-1H-6eH3oTpuason
(0,000404monb; 1,5 eKBiBaneHta) Ta EtsN
(0,000269morb) y CH2Cls (2mn) nepemilysanu npu
KiMHaTHI TemnepaTtypi npoTaroMm 12 rogauH. Po34vuH-
HUK BUMapoByBanu. 3anulioK OYACTUNU 3a JOMNOMO-
rol piguHHOT xpomaTorpadii BUCOKOro TUCKy. OTpu-
MaHi dhpakyil 3ibpanu Ta PO3YMHHMK BMMNAPOBYBANMU.
Buxig: 0,063r cnonyku 520 (46,37%).

Mpuknag B10

MpuroTyBaHHA
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Oy -Onr {cnonyka 233)

R
s
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Cymiw npomixHoT cnonyku 27 (0,0026mons) Ta
NPOMIKHOT cnonykn 26 (0,0026mons) y EtOH (380mn)
Ta KoHueHTposaHoi H2SO4 (19mMn) nepemiwysanu Ta
Harpisanu 3i 3BOPOTHIM XONOAUSILHUKOM NPOTArom 15
rOAMH, OXONoAUNM A0 KiMHATHOT Temneparypu, BUNu-
nu y NboasHy BOAY, NEPETBOPUNM Y OCHOBY 3a A0MO-
moroo K2COs Ta ekctparysanu EtOAc. OpraHiuHui
wap suainunu, sucywunu (MgSOs4), BigdinbTpysanu,
Ta PO3YUHHUK BUNaposysanu. 3anuwok (17,9r) ovuc-
TANU 3a JONOMOTOK KOMOHKOBOT xpomatorpadpii Ha
cunikareni (eneHT: uuknorekcaH/EtOAc; 80/20; 15-
35mKkm). HucTi dppakuil 3ibpanu Ta PO3UYMHHUK BUNA-
posyBsanu. Buxia: 0,85r F1,1,1rF2Tta 11,5r F3. F1 1a
F2 6ynu kpucTanizoBaHi OKpPemMo 3 NeTPONeiHoro
ecipy. Ocap BiadinbTpyBanu Ta Bucywmnu. Buxig:
0,34r cnonyku 233.

Mpuknag B11

MpuUroTyBaHHA

N (cnonyka 511)
I

=
P
N

Cymiw cnonyku 22 (oTpumMaHy BianosiaHo oo B4)
(0,004 monb) y HCI (3N) (20mn) Ta Tr® (20mn) ne-
pemiluyBanu Ta Harpisanu 3i 3BOPOTHIM XONOAUNbHK-
KOM MPOTAroM 8 roguH, BUNUNK Ha nia, NnepeTeopunu
y ocHoBy 3a gonomoroid NAH Ta ekcrparysanu
CH2Cl2.  OpraHiyHMiA Wwap BWAINUNKA, BUCYLLUNA
(MgSQs4), BiadinbTpyBanu, Ta PO3YMHHUK BUMNAPOBY-
Banu. 3anuwok (1,2r) oMUCTUNK 3a JONOMOIOLO KOMo-
HKOBOT xpomatorpadpii Ha cunikareni (enteHT:

CH2CIl2/CHsOESNH4OH; 93/7/0,5; 15-40mkm). [Ogi
dhpakuii 3ibpanu Ta po3YMHHUK BUNApoByBanu. Buxia:
0,5r F1 (41%) ta 0,4r F2. F1 kpucranisysanu 3 net-
poneiHoro edipy. Ocap BiaginsTpyBanu Ta BUCYLUU-
nu. Buxig: 0,17r cnonykn 511 (14%).

Mpuknag B12

MpuUroTyBaHHA

{cnonyxa 514)

Cymiw cnonyku 524 (oTpumaHy BignoBigHO A0
B9a) (0,0018monb) Ta KOH 85% (0,0094monk) y
EtOH (15mn) nepemiwysanu Ta Harpisanu 3i 3BOpoT-
HiM XONOAUNBbHUKOM NPOTArOM 24 roaAuH, BURUAW Y
H20 Ta ekctparysanu CH2Clz. OpraHiyHuin wap suai-
nurn, sucywmunu (MgSOa), BiadinsTpysanu, Ta pos-
YUHHUK BUNApOBYBanu. 3anuLloK O4ACTMIIU 3a Aono-
MOrOK  KONOHKOBOT Xxpomatorpadpii Ha cunikareni
(entoeHT: CH2Clo/unknorekcaH 80/20; 15-40mkm). OBi
dhpakuii 3ibpanu Ta po3YMHHUK BUNApoByBanu. Buxia:
0,35r F1 (64%) ta 0,17r (SM) F1 kpucranisysanu 3
aietunosoro edpipy. Ocaa BiadinsTpyBanu Ta BUCY-
wunu. Buxig: 0,33r cnonyku 514 (60%) (T.nn.:

185°C).
Mpuknag B 13
MpuroTyBaHHA

(cnonyka 515)

Cymiw npomikHOT cnonyku 28 (0,019monb), 2-
6eH3odypaHinbopoHoszol  kucnota  (0,028mone),
Pd(PPhs)4 (0,001Monb) Ta BHT (HeBenuka KinbKiCTb)
y AiokcaHi (25mn ) Ta Na2COs [2] (25mm) nepemiluy-
Banu Ta Harpisanu 3i 3BOPOTHIM XONOAUNLHUKOM
npoTarom 8 roguH Ta ekcrparysanu EtOAc. BoaaHuii
wap nepeTrsopunu y ocHoBy 3a aonomoro NHiOH
Ta ekctparysanu CH2Clo. OpraHiuyHuiA Wwap suainunu,
sucywmnu (MgSOs), BiadinbTpyBanu, Ta poO3vYMHHUK
BUMaposyBanu. 3anuwok (3,6r) ouucTunmn 3a gonomMo-
rol KOMNOHKOBOT XpomaTorpadil Ha cunikareni (ento-
eHT: CH2Cl2/CH3OH 99/1; 15-40mkm). YucTi dppakuii
3ibpanu Ta pO34MHHUK BunaposyBanu. Buxia: 1,8r
(33%). Lo dpakyiio  kpuctanisysanu 3 2-
nponaHoH/gieTunosoro edipy. Ocag sigdinsTpysanu
Ta sucywmnu. Buxig: 0,39r cnonyku 515 (7%) (t.nn.:
134°C).

Mpuknag B14

MpuroTyBaHHA

(cnonyka 526)

Tpuetuncunad (0,0012mons) goganud nOBiNbHO
npu KiMHaTHIK TemnepaTtypi 40 PO3YUHY MPOMIXKHOT
cnonyku 32 (0,004mone) y CF3COOH (5mn) Ta AcOH
(10mn). NaBH4 (0,0012mons) 6yno goaaHo no nopui-
ax nig notokom N2. Cymiw nepemilysani npyu KimHaT-
Hil Temnepartypi NPOTAromMm 8 roguH, BUNUAW Ha nig,
nepeTBOPUIN Yy OCHOBY 3a aonomoroto KoCOs Ta ekc-
Tparysanu CH2Clz. OpraHiyHMiA wap BUAINUNKU, BU-
cywunu (MgSO4), BigdInbLTpyBanu, Ta PO3UUHHUK
BuUnaposyBanu. 3anuwok (1,2r) ouucTunmn 3a gonomMo-
rol KOMNOHKOBOT XpomaTorpadil Ha cunikareni (ento-
eHT: CH2Cl2/CH3OH 99/1; 15-40mkm). OBi dppakuii
3ibpanu Ta po3uuHHMK BUNaposyeanu. Buxia: 0,5r F1
(43%) T1a 0,4r F2. F1 posunHunu y iPrOH. Ooganu
HCI/iPrOH (1 eksiBaneHT). Ocag BiadinbTpyBanu Ta
sucywmnnu; Buxig: 0,32r cnonykun 526 (1.nn.: 248°C).

Mpuknag B15

MpuroTyBaHHA

(cnonyxa 471)

Cymiw npomixHot cnonyku 33 (0,082monek) Ta 3-
xnop-2-etun-2-6yteHan  (0,098mone) y  AcOH
(200mn) nepemiwyBanu Ta Harpisanu 3i 3BOPOTHIM
XONOAUNBHUKOM NPOTAromM 8 roguH. PO3YMHHUK Bu-
naposyBanM [0 CyXOCTi. 3anuwioK po3YUHUAU Yy
CH2Cl2 ta npomunu K2:COsz 10%. OpraHiyHuiA Lwap
suainunu, sucywmnu (MgSOa), BiadineTpyBanu, Ta
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PO3YMHHUK BUNapoByBanu. 3anuiok (27r) o4UCTUNU
3a 4ONOMOrO KOSTIOHKOBOT XpomMatorpadpii Ha cunika-
reni (emoeHt: CH2Cl2/EtOAc 95/5 po 92/8;, 15-
35mkm). OBi chpakuii 3i6panu Ta PO3YMHHUK BUNAPO-
syBanu. Buxia: 0,7r F1 ta 5,3r F2. F1 kpuctanisysanu
3 2-nponaHoHy/gieTunosoro edipy. Ocag BiaginbT-
pyeanu Ta sucywnu. Buxig: 0,25r cnonyku 471 (2%)
(t.nn.: 140°C).

Tabnuui 1-8 nokasytoTb cnonyku copmynu (I-A)
Ta (I-B) aki 6ynu oTpumaHi BignoBiAHO A0 OAQHOrO 3
BULLEHABEAEHUX NPUKNagis.
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C. dapmakonorivHi npuknag

CurHanbHa TpaHcaykuis y knoHosaHux mGIuRI
peuenTopiB nautokis y CHO kniTuHax

CHO «kniTuHu, aki ekcnecyoTs MGIURI peuenTto-
pu 6ynu nomiweHi nonepeaHLO MOKPUTI YOpPHI nnac-
TUHK 96-chopmMaTy. HacTynHoro gHsa, BNAUB CNOMYK 3a
JaHUM BUHaAXOAOM Ha rnyTaMaT-akTUBOBAaHE BHYTPI-
IUIHLOKNITUHHE MiaBUWEHHA Ca2* ©6yno oLjHeHo
dhpyopecueHTHUX gocnigax. KnituHu 6ynu HanoBHeHi
Fluo-3 AM, nnactuHu 6ynu iHky6oBaHi npotarom 1
rOAUHU NPU KiIMHaTHIK Temnepartypi y TEMHOTI, KniTu-
HW NPOMUNU BOAOIO Ta CMONYKW 3a JaHUM BUHAXOAOM
6ynu gopaHi oo knituH Ha 20 xBunuH. Micnsa uboro
iHKyGauinHoro yacy, nigsuweHHs Ca®t BuKNUKaHe
rnytamatoMm Oyno 3apeecTpoBaHO AN KOXHOT, K
OYHKUIA 4acy BUKOPUCTOBYIOUU DRyopeCUEHTHUN
3uutyBay 3o6paxkeHHs 3 Mnactun (P33, Molecular
Devices, Inc.). Bynu 3anucaHi BiAHOCHI oguHuyi dony-
opecueHUil Ta 6yTu oTpumaHi rpacikm cepegHbocTa-
TUCTUYHUX JAHUX YOTUPUPA3OBUX BUMIpIOBaHbL. Bynu
BUCTPOEHI KPUBI KOHUEHTpAaUjA-peakuis Ha 6asi nikis
donyopecueHuil (MakcumanesHUin curHan mixk 1 Ta 90
cekyHaamu) AN KOXKHOT KOHUeHTpauii Tectyemol
cnonyku. 3HaveHHsA plCso ABNAOTE coboto -log 3Ha-
YEHHA KOHUEeHTpauil Cnonyku, Lo TEeCTYETbCH, sKe
OTPUMYIOTE MpK 50% MPUTHIYEeHHI BHYTPILWHbLOKMITUH-
HOro 3pocTaHHA Ca2* iHAYyKOBAHOrO rMyTaMaToMm.

Cnonyku BiANOBIAHO A0 AAHOr0 BUHAxXoA4y Mnoka-
3anu 3HayeHHs plCso NpuHaWMHI 5. CNOMNyKWU, BKMO-
yeHi y Tabnuui 1-8 nokasanu 3HauyeHHsa plCso npu-
HalMHi 6.

Okpema rpyna crnonyk nokasanu 3HadeHHs plCso
Mk 7 Ta 8. Lle cTtocyeTbea Cnonyk HaBeaeHux y Tab-
nuu;i 9.




P o i o3 A1 oy
izt vy b 3 - fe
& g o - - “
2t 2 Had £ o3 g i

VOTYRR

T

- - o~
% s o
3 % %
2 3 H ES
o4 ¥ o n ez 3 =3
= to - x i e 4
b g £ o 2 b 3
o2 ot
o 3 o

8. Lle crocyeTbca CnONyK HaBeQeHux y

NPUHaRMHI
Tabnuuij 10.

Okpema rpyna crnonyk nokasanu 3HadeHHs plCso




Cold allodynia TecT 3 3LumBaHHAM BeHHeETTA.
Xipyprisi:
Mig vac xipyprii BukopucrosyBanucsa SD nautoku

76726 86

4onoBivyoi cTari, Baroto 240-280r.

Ons xipyprii, TBapuHu 6ynu 3He6GoneHi 3a aono-
mMoroto Thalamonal (1mn; nigwkipHo) Ta neHtobapbi-
Tany Hatpito (40mr/kr; BHYTpilWHbOoYepepsHUiA (BY)).
3BUYANHUA CIOHUYMHWIA HepB NiBOT CTOPOHU 3a4HbLOT
nanu 6yB OroNEeHUWn Ha piBHI cepeAuHn CTerHa nps-
MUM MpunapyBaHHaM Kpisb Giuenc femoris. Haibnu-
XKYE A0 PO3rany>XeHHs CiGHUYHOTO HEpPBY, NPUBNNU3HO
7MM HepBy Byno BUAINEHO Ta, YOTUPM BiNbHI niratypu
3 4,0 XpoMOBi CTpyHU BynuK NOMiLLIEHi HABKOMNO CiaAHU-
yHoro Hepsy. Ocobnuea obepexHicTb 6yna Hanpas-
neHa Ha Te, Wo6 o6B'A3aTn niraTypu TakUM YUHOM,
wo6 piametp Hepsy 6yB neab CTArHyTMIA. [licna xipy-
prii, TBAPUHU OTpUManu 1,25mr/Kr HanOKCOHy BY.

TecT Ha XONOAHIN Tapinu;:

TecT X0noaHOT Tapinku BUKOHYBanWM Ha MeTaniy-
Hil nnacTuHi 30X30cM 3 NPO30pi akpUmoBi CTiHWM Ha-
Bkono Ti. XonoaHa Tapinka 6yna oxonogxeHa go 0,0
(0,5)°C BukopuctoByoun Julabo F25 xonogunbHUK.
Ons Ttecty, TBapuHa 6yna nomiweHa Ha XONOAHIl
Tapinui Ta TpuBanicTb niaHiMaHHa 060x, niBoT Ta npa-
BOT 3agHix nan 6yna BiamipeHa npoTAroM 5 XBUNUH.
PisHnMUA y 4aci nigHiMaHHA MK nepes'a3aHo Ta He-
nepes'asaHolo nanoto Gyna pospaxoBaHa.

Mpoueaypa TECTYBaHHA:

MpuHaWMHI nicna ogHOro TWXHA nicna XipypriT,
TBapUHM OGynu nNOMmilWeHi Ha xomnogHii Tapinui ans
TECTyBaHHA Ta Oynu npoBedeHi BUMIPIOBAHHA A0
BBEAEHHA MiKiB. TBAPUHU, IO Marnun PISHUUO Y 4aci
nigHiMaHHA >25 CekyHA, MiXX nepeB'a3aHol Ta Hene-
peB'asaHoto nanot 6ynu BigiGpaHi gna Tecty Ha ni-
kax. Uum BigibpaHum TtBapuHam 6yna BBegeHa BY
cnonyka 3a gaHuM BUHAXO4OM Ta TECT MOBTOPUIU
nicna 60 xBunuH (TECT Nicna BBeAEHHA nikiB). Pe-
3ynbTaTM OTPUMAnu NpoTAroM TECTY MiCNs BBEAEHHS
nikis 6ynu BUpaXkeHi SK NPOUEHT Big TUX TecTiB ki
nNpOBOAUNU O BBEAEHHS NiKiB.

Hani 6yno npoaHanizoBaHo Ha 6asi ycix abo Hi
O0OHOTrO KpuTepito (Ha 6asi pe3ynbTaTiB KOHTPONbHUX
TBAPUWH) 3 TAKUMU OBMEKEHHAMU:

MpurHiveHHs: (nicna nikis/ao nikis)*100<40%

AHTaroHism: (nicna nikis/go nikie)*100<25%

Cnonyka (27) nokasamna aHTaroHisMm npu Jos3i
2,5mr/kr Baru Tina.

Komm'loTepHa BepcTka O. [anoHeHKo

MianucHe

Tupaxk 26 npum.

MiHicTepCTBO OCBITU | Haykn YKpaiHu

Hep:xaBHui genapTameHT iHTenekTyanbHOI BNacHoCTi, Byn. Ypuubkoro, 45, M. Kuie, MCI, 03680, Ykpaina

Or “YkpaiHCbkui iHCTUTYT NPOMUCIOBOI BNacHocTi”, Byn. [nasyHoBsa, 1, M. Kuis — 42, 01601
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