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(57) 1. Cnonyka copmynum (l):

H
()
1
N
R3 n

X— ar

Rs

. (D

B SIKiR:

- R3 aABnse cobow atom BogHw, i R1 i Rz pasom 3
aTomMamu ByrneLo, OO SKUX BOHW NpUEOHaHi, YTBO-
ptotoTb 6eH30IbHY, HadTaniHoBy abo XiHOMIHOBY Ki-
NbLEBY CTPYKTYPY, KOXHA 3 LMX KiNbLEBUX CTPYKTYP €
HeobOB'A3KOBO 3aMilleHo oAHUM abo Ginblue ogHa-
KoBUMW abo pi3HMMK 3aMiCHMKaMK, BUOpaHMMK 3 BO-
[OHI0, ranoreHy i niHinHoro abo posranyxeHoro Ci-
Cesarnkiny, HeobOOB'SI3KOBO 3aMillleHOro ofaHum abo
GinbLLe aToMaMu ranorexy,

abo Ry siBnsie coboto atom BogHw, i Rz i R3 pasom 3
aTomMamu ByrneLo, OO SKUX BOHW NpPUEOHaHi, YTBO-
ptotoTb 6eH30MbHY, HadTaniHoBy abo XiHOMIHOBY Ki-
NbLEBY CTPYKTYPY, KOXHA 3 LMX KiNbLEBUX CTPYKTYP €
HeobOB'A3KOBO 3aMilleHo oAHUM abo Ginblue ogHa-
KoBUMK abo pi3HMMK 3aMiCHMKaMK, BUOpaHMu 3 BO-
[OHI0, ranoreHy i niHinHoro abo posranyxeHoro Ci-
Csankiny, HeoOOB'SI3KOBO 3aMillleHOro ofHum abo
GinbLLe aToOMaMu ranorexy,

- n siBNsie coboto 1 abo 2,

- -X- aBnsie coboto rpyny, sky BubupaoTe 3 -(CHz)m-
O-Ak-, -(CH2)m-NR4-Ak-, -(CO)-NR4-Ak- i -(CH2)m-
NR4-(CO)-,

m sBnsie coboto uine yncno Big 1 Ao 6 BknNo4YHO, Ak
aBnse coboto MiHinHWM  abo posranyxeHun Ci-
CsankineHoBmin naHutor, HeOOOB'I3KOBO 3aMilLleHWI
rigpokcurpynoto, i Rs siBnsie coboro atom BoaHo abo
niHiiHy abo posranyxeHy C1-CsankinbHy rpyny,

- Ar aBnsie coboto apunbHy abo retepoapunbHy rpy-
ny, ii oNTUYHI i3omepun, a Takox ii aguTMBHI coni 3
hapmMaLeBTUHHO MPUAHATHOK KUCIIOTO, MOBUMHHO
OyTW 3pO3yMinuM, WO OMTUYHI i30MEpPU O3Ha4aKTb
eHaHTioMepu | [JiacTepeoizomepn, apunbHa rpyna
o3Havae deHin, bideHinin abo HadTUN, KOXHA 3 LUX
rpyn HeobOB'AI3kOBO 3aMilleHa ogHielo abo GinbLue
ogHakoBumu abo pi3HMMKM rpynamu, ki BUbmpatoTtb 3
ranorexy, fiHinHoro abo posranyxeHoro C4-Ceankiny,
niHiiHoro abo poasranyxeHoro Ci-Ceankokcu, rigpo-
KcK, UuiaHo i niHitHoro abo posranyxeHoro Cs-
CeTpuranoarnkokcu, retepoapwunbHa rpyna o3Hayae
apomaTtu4Hy MoOHO- abo BiunknivHy 5-12-uneHHy rpy-
ny, ska MiCTUTb OAWH, ABa abo TpW retepoaTomm, sKi
BMOMpalOTb 3 KUCHIO, @30Ty i CipKu, MOBWHHO OyTu
3pO3yMmino, WO retepoapunbHa rpyna Moxe 0ytu He-
000B'A3KOBO 3aMillleHa ofHieto abo Ginblue ogHako-
BMMM abo pi3HNMKM rpynamu, siki BUbmpatoTb 3 ranore-
Hy, niHinHoro abo posranyxeHoro Ci-Ceankiny,
niHinHoro abo poasranyxeHoro Cs-Csankokcw, rigpo-
KcW, uiaHo i niHiiHoro abo posranyxeHoro Ci-
CeTpuranoarkiny.

2. Cnonyka copmynu (I) 3a n. 1, B sikit R i Rz pasom
3 aTOMamu BYrneLo, A0 SKUX BOHW NpUEdHaHi, yTBO-
ptoOTE HEODOB'A3KOBO 3aMillieHe GEH30IbHE KinbLe, i
R3 siBnsie coboto aTtom BOoAHO, abo Ry i Rs pasom 3
aTomamu BYrnewio, A0 SKMX BOHW NPUELHAHI, yTBO-
ptoloTb HEOOOB'A3KOBO 3aMillleHe 6eH30MbHe Kinbue i
R aBnsie coboto atom BOAHHO.

3. Cnonyka copmynu (1) 3a n. 1 abo 2, B akivi n aBnse
coboto 1.

4. Cnonyka cdopmynu (I) 3a 6yap-akum 3 nn. 1-3, B
AKin m aBnsie coboto 1.

5. Cnonyka ¢opmynu (I) 3a 6yab-akum 3 nn. 1-4, B
AKin Ar sBnsie coboto apunbHy rpyny.

6. Cnonyka copmynu (1) 3a n. 1, siky BubupatoTs 3:
1-[(1RS)-1-(3,5-anbpombeHsunnokcumeTnn)ingaH-1-
injninepasuHy, MOro oNTUYHKX i30MepIB, a TaKoX aau-

(13) C2
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TUBHUX cornen 3 hapMaueBTUYHO MPUNHATHOK KUC-
noToto,
1-[(1RS)-1-(3,5-aMmeTnnGeH3nNoKcUMeTn JiHgaH-1-
in]ninepasvHy, Moro ONTUYHUX iI30MePIB, a TakoX aau-
TUBHUX cornen 3 hapMaueBTUYHO MPUNHATHOK KUC-
noToto,

1-[2-(3,5-gnmeTnnB6eH3nnoKcMmeTvn )iHaaH-2-
in]ninepasnHy, a TakoXx Moro aguTUBHUX conen 3 da-
pPMaLEeBTUYHO NMPUAHATHOIO KUCIOTOLO,
N-[(3,5-6ic(TpndpTopmeTnn)oeHsnn]-2-(1-
ninepasuHin)-2-ingaHkapbokcamigy, a TakoX Woro
afuUTUBHUX conen 3 dhapmMaueBTUYHO NPUAHATHO
KMCIOTOHO,
(1RS)-N-6eH3un-N-metun-1-(1-ninepasuHin)-1-
iHOaHkapbokcamigy, KOoro ONTUYHKX i30MepIB, @ TaKoX
afuUTUBHUX coner 3 dapmMaueBTUYHO NPUAHATHO
KMUCIOTOHO,
(1RS)-N-[3,5-6ic(TpndpTopmeTun)deHaunn]-N-metmn-1-
(1-ninepasuHin)-1-iHaaHkapbokcamigy, Moro onTUYHKX
i3oMepiB, a TakoX aguMTUBHUX conen 3 dapmaues-
TUYHO MPUAHATHOIO KUCIIOTOMO,
(1RS)-N-(3,5-aumeTnn6eH3nn)-1-(1-ninepasuHin)-1-
iHOaHkapbokcamigy, KOoro ONTUYHKX i30MepIB, @ TaKoX
afuUTUBHUX coner 3 dhapmMaueBTUYHO NPUAHATHO
KMCIOTOHO,
N-(3,5-oncTopbeHs3un)-2-(1-ninepasuHin)-2-
iHOaHkapbokcaMigy, a TakoX MOro agMTUBHUX COnen 3
hapmaLeBTUYHO NMPUAHATHOIO KUCIOTOHO,
N-(3,5-anxnop6eH3nn)-N-meTun-2-(1-ninepasuHin)-2-
iHOaHkapbokcaMigly, a TakoX MOro agMTUBHUX Conen 3
hapmaLeBTUYHO NPUAHATHOIO KUCIOTOHO,
(1RS)-N-(3,5-gudptopbeHann)-N-metnn-1-(1-
ninepasuHin)-1-ingaHkapbokcamigy, WOro ONTUYHKX
i3oMepiB, a TakoX aguMTUBHUX cornen 3 dapmaues-
TUYHO MPUAHSITHOIO KUCIOTOH,
(1RS)-N-[3-dpTOp-5-(TpHchTopMeETMI)HEH3MM]-N-
meTun-1-(1-ninepasuHin)-1-ingaHkapbokcamigy, 1oro
ONTUYHUX i30MEpIB, a TaKOX aauUTUBHUX conen 3 a-
pMaLEeBTUYHO NMPUAHATHOIO KUCIOTOLO,
(1RS)-1-[1-(3,5-andTopbeHannokcumeTmn)iHgaH-1-
in]ninepasvHy, MOro ONTUYHNX iI30MEPIB, a TaKoX aaun-
TUBHUX cOonen 3 hapMaueBTUYHO MPUMAHSATHOK KUC-
noToto,

N-(3-xnop-5-cpTopbeHann)-N-metun-2-(1-
ninepasuHin)-2-ingaHkapbokcamigy, a TakoX Koro
afuUTUBHUX conen 3 dapmMaueBTUYHO MNPUAHATHO
KWCIOTOHO,
1-[(1RS)-1-(3,5-auTopbeHsnnokcumeTnn)iHgaH-1-
in]ninepasvHy, MOro ONTUYHNX iI30MEPIB, a TaKoX aau-
TUBHUX cOnen 3 hapMaueBTUYHO MPUMAHATHOK KUC-
nototo,

(1RS)-N-(3,5-gudptopbeHaumn)-N-metnn-1-(1-
ninepasuHin)-1-ingaHkapbokcamigy, WOro ONTUYHKX
i3oMepiB, a TakoX aauMTUBHMX cornen 3 dhapmaues-
TUYHO MPUAHSITHOO KMCIOTOH,
1-[(1RS)-1-(3,5-andTopbeH3unnokcmeTn)-5,6-
andpropiHgaH-1-injninepasvHy, NOro oNTUYHKX i3oMe-
piB, @ TakoX aguMTUBHUX COMen 3 apMaueBTUYHO
NPUAHSTHOIO KNCIOTOHO,

i 1-[(1RS)-1-(3-6pom-5-
pTOopbEeH3NNoKeuMeTUN)iHgaH-1-injninepasuHy, 1oro
ONTUYHUX i30MEpIB, a TaKOX aaUTUBHUX conen 3 a-
pMaLEeBTUYHO NMPUAHATHO KUCIOTOLO.

7. Cnocib ogepxaHHsa cronyk dopmynu (1) 3a n. 1 3i
crnonyku chopmynu (Il):

87989

R

Re
R; X0

B skin R4, Rz i R3 € Takumun X, ik BU3HayeHo Ans ¢o-
pmyrnu (1), i P4 aBnsie coboto 3axucHy rpyny ans ami-
Horpynu,

KACMOTHY rpyny £KOi 3axvlanTb, 3 OAepXKaHHAM
cnonyku cdopmynu (I1):

R1
| <MH P,

CO,P,

<MHP1

CO,H

R,

] , (I

B Kl Ry, Rz, R3 i P1 € Takumu X, 9K BU3Ha4YeHo TyT
BuLe, | P2 siBNse coboto 3axucHy rpyny Ans KUCnoT-
HOT rpynu, fka BiapisHaeTbCA Big Py,

3axUCT aMiHOrpynu 3HiMaroTb nepen peakuieto 3i crno-
nykoto coopmynu (IV):

N
|

Tos , (IV)

B sKih G1 i G2 KOXHUI SBNAOTE COOOK0 aTOM ranoreHy
abo p-tonyoncynbdoHinokeurpyny, Tos saBnse coboio
napa-Tonyoncynb@OoHinbLHY rpyny, i N € Takum xe, K
BMU3Ha4eHo ansi popmynu (1),

3 ogepXxaHHsAM crionyku cpopmynu (V):

Tos
()
y

N

R> n
CO,P,
R, L (V)

B SKin Rq, Rz, R3,P2, ni Tos € Taknmm X, ik BU3Ha4e-
HO TYT BULLE,

3 AKOI BigLennoTb napa-Tonyoncynb@OHIfNbHY rpy-
ny, 3HiMalOTb 3aXMCT KUCIIOTHOI rpynu i NoTiM amiHo-
rpyny 3axviialoTb, 3 OAePXKaHHSAM Cronykn dopmynu
(VID):

_Ps

¢
;

N
R; n

CO,H

R, . (VD)

B Akin Ry, Rz, R3 i n € Takumm X, SIK BU3HAYEHO TyT
BuLe, i P3 g9Bnse coboto 3axucHy rpyny ons amiHo-
rpynu,

crnonyky dopmynu (V1) nigaatoTb peakuii, konu 6axa-
HUM € ofepxaHHs crnonyku dopmynm (1), B skin X
aBnge coboto -(CO)-NRs-Ak- abo -CHo-NR4-Ak-, 3i
cnonykoto coopmynu (VII):

HNR4-Ak-Ar, (VII)



5

B ki R4, Ak i Ar € Takumm X, SIK BU3Ha4YeHo Ans ¢o-
pmynu (1),

y npucyTHoCTi ogHoro abo Oinblie 3'egHyBanbHMX
areHTiB, 3 ofepXaHHSAM, NicNsa 3HATTS 3axXUCTY, Kifb-
LeBoi amiHorpynu, cnonyku dopmynm (la), KOoHKpeT-
HUM BMNagok crnonyk cdopmynu (1), B sk X aBnse
coboto rpyny -(CO)-NRs-AK,

NH

S

CO—NR,— Ak

Ar
R, . (la)

B sk Rq, Rz, Rz n, R4 i Ak € Takumm X, Sk BU3HAYEHO
TYT BULLE, i Ar € TakuM Xe, K BU3Ha4YeHo Ans dop-
mynu (1),
AKy MiggalTb peakuii, konu 6axaHum € oaep)KaHHsI
crnonyku copmynu (Ib), KOHKPETHWUIA BUNAQOK CNOMYK
dopmynu (1), B akin X asnsie coboto rpyny -CHx-NRy-
Ak,
3 BigHOBIIOBaNbHUM areHToM, 3 OAepPXaHHAM Ccrony-
kun coopmynu (Ib):

NH

o

CH,—NR,— Ak— Ar

R, » (Ib)

B Ak R1, Rz, R3, n, Ry, AK i Ar € Takumm X, sIK BU3Ha-
YeHOo TyT BuLLE,

abo cnonyky dopmynu (VI) eTepudikytoTs, Konm ba-
XaHuM € ogepxaHHs cnonyku cpopmymm (1), B akin X
aBnse coboto rpyny -CH,-O-Ak- abo -CH2-NR4-(CO)-,
3 ogepxaHHsAM crionyku cpopmynum (VINI):

N

n

Rz

CO,P.
z2 . (VI
R3

B kit Ry, Rz, Rs, n i P3 € Taknmun X, 9K BU3Ha4YeHo TyT

Buwe, P4 siBnsie coboto BeH3nn abo niHiiHy abo pos-

ranyxeHy Ci-CeankineHy rpyny,

sika pearye y NpucyTHOCTI BiHOBMNIOBArbHOIo areHTa,

3 ogepXkaHHsAM cnupTy dopmynu (IX):

N

n

CH, —OH
» (IX)

R3
B Skl Ry, Rz, Rs, n i P3 € Taknmun X, 9K BU3Ha4YeHo TyT
BULLE,
cnvpt dgopmynum (IX) niggatoTs peakuii, konm Gaxa-
HUM € ofepxaHHs cnomnyku dopmynu (Ic), KOHKpeT-
HUM BMNagok crnonyk cdopmynu (1), B sk X aBnse
coboto rpyny -CHy-O-Ak-,
3i cnonykoto oopmynu (X):
Hal-Ak-Ar, (X)
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B Akt AK i Ar € Takumn X, IK BU3Ha4eHo ansa gopmy-
nm (1), i Hal siBnsie coboto atom ranoreHy,

3 OfepXXaHHAM, MiCNA 3HATTS 3aXUCTY KifbLeBOol aMi-
Horpynu, cnonyku gopmynu (Ic):

NH

e

R2
CH27OAkiAr , (|C)
R3
B Ak Ry, Rz, R3, n, AK i Ar € Takumm X, K BU3HAYEHO
TYT BULLE,

abo cnvpT copmynu (IX) nepeTBoptooTb 32 4ONOMO-
rol0 3BMYaMHOI METOAMKW B OPraHiyHin XiMmii B amiH

dopmynu (XI):

i
’
N
R> n
CH,— NHP,
R, , (XD)

B sk R1, Ry, R3, n, R4 i P3 € Takumm X, sk BU3HA4YeHO
TYT BULLE,
SAKUIA NigaarTb peakuii 3i cnonykoto dhopmyru (XII):
cl Y Ar

o . (X1

B SKili Ar € TakuM e, K BU3HadeHo gns cdopmynu (1),
3 ofepXXaHHAM, MiCNA 3HATTS 3aXUCTY KinbLeBol aMi-
Horpynu, crnonyku dopmynm (Id), KOHKpeTHWIA Buna-
Aok cnonyk coopmynu (1), B skin X asnsie coboto rpyny
-CH2-NR4~(CO)-,

(¢
;
N
R; n /R4
CH,— N\/Ar
Rs 0 . (1d)
B skin Ry, Rz, R3, n, R4 i Ar € Takumm X, Sk BU3Ha4eHo
TYT BULLE,

cnonykn opmyn (1a), (Ib), (Ic) i (Id) ounwytoTs Bigno-
BiIHO OO 3BUYaWNHOI TEXHIKU OYMLLEHHS, PO3AINsA0Thb,
Konu GaxkaHo, Ha iX OMNTW4YHI i3oMepu i nNepeTBopto-
10Tb, KOnn GaxaHo, B iX aaAMTUBHI coni 3 dhapmaLes-
TUYHO MPUAHATHOIO KUCIIOTOHO.

8. dapmaueBTUYHA KOMMNO3WULIiS, AKa MICTUTb, SIK ak-
TUBHWN iHIpedieHT, cnonyky 3a 6yab-akum 3 nn. 1-6 B
noegHaHHi 3 ogHMMK abo Ginblue dapmaueBTUYHO
NPUAHATHUMM, iIHEPTHUMMW, HETOKCUYHUMW HOCISIMUA.

9. BactocyBaHHs cnonyk dopmynu (1) 3a byab-akum 3
nn. 1-6 y BMPOGHWUTBI MikiB ON5 BUKOPUCTaHHS SiK
iHriGiTopiB 06epHEHOro 3axonneHHst cepoToHiHy i NKj
aHTaroHicTiB.

10. 3actocyBaHHs cnonyk dopmynm (1) 3a Byap-sKum
3 nn. 1-6 y BMPOOHMLTBI NiKiB ANsi 3aCTOCYBaHHA y
NiKyBaHHi AenpecuBHUX CTaHiB, CTaHIB TPMBOXHOCTI,
iMAynNbCMBHUX po3nafiB, arpecuBHOI NOBEAIHKM, Hap-
KOTUYHOI 3anexHOCTi, OXUPIHHA | po3naaiB aneTuTy,
60110 i 3ananeHHs, HeAOyMCTBA, MCUXOTUYHMX CTaHiIB,
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nopyLleHb XPOHOOBIONOMNYHUX PUTMIB, HYOOTU i KuLL-
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KOBO-LLUJTYHKOBUX posnaniB.

OaHuni BuHaxig BiAHOCUTLCA OO CMOMyK iHOAHIN-
ninepasuHy, 4o cnocoby ix ogepxaHHs i hapmaies-
TUYHUX KOMMO3ULIN, AKi TX MICTATb, a TakoX A0 iX 3a-
CTOCYBaHHSI 5K iHriGiTOpiB 0OEpHEHOro 3axomnfeHHst
cepoToHiHy i NKy aHTaroHicTiB.

Cronyk1 gaHoro BYHaxody cnyxatb §K iHribiTopu
06EepHEHOro 3aXOMEHHsi CEPOTOHIHY.

BpaxoByoun Ton akT, O BOHU € KOPUCHUMU Y
nikyBaHHi  genpecuBHux cTaHiB [Goodnick and
Goldstein, J Psychopharmacol 1998,12 (Suppl
B):S55-S87; Cheer and Goa, Drugs 2001 61:81-110;
MacQueen et al., CNS Drug Rev 2001, 7:1-24;
Wagstaff et al., Drugs 2002 62:655-703], cTaHiB Tpu-
BOXHOCTI, TakuX $IK reHepanisoBaHa TPUBOXHICTb,
Hanagu nadikm i ¢obii [Feighner, J Clin Psychiatry
1999, 60 (Suppl 22): 18-22; Bakker et al., Int Clin
Psychopharmacol 2000, 15 (Suppl 2):S25-S30;
Davidson, Int Clin Psychopharmacol 2000 15 (Suppl
1):813-S17; Schneier, J Clin Psychiatry 2001, 62
(Suppl 1):43-48], HecnpuATNMBOrO BMAMMBY CTPeECY
abo ncuxonoriyHoro [Marona-Lewicka and Nichals,
Stress 1997, 2:91-100; Mar et al., Pharmacol
Biochem Behav 2002, 73:703-712; Will et al., Mol
Psychiatry 2003, 8:925-932; Ballenger, J Clin
Psychiatry 2004, 65:1696-1707] abo HeMpOTOKCUYHO-
ro [Malberg and Duman, Neuropsychopharmacology
2003, 28:1562-1571; Santarelli et al., Science 2003,
301:805-809; Czeh et al., Neuropsychopharmacology
2005, 30:67-79; Malberg and Schechter, Curr Pharm
Des 2005, 11: 145-155], iMnynbCUBHUX CTaHIB, Taknx
sk "ODC" abo 06cecMBHO-KOMMYMbCUBHUI po3naj
nosegiHkn [Njung'e and Handley, Br J Pharmacol
1991, 104:105-112; Ichimaru et al., Jpn J Pharmacol
1995, 68:65-70; Pigott and Seay, J Clin Psychiatry
1999, 60:101-106; Vythilingum et al., Int Clin
Psychopharmacol 2000, 15 (Suppl 2):S7-S1313],
arpecuBHux cTaHiB [Knutson et al., Am J Psychiatry
1998, 155:373-379; Lanctot et al.,
Neuropsychopharmacology 2002, 27:646-654; New
et al.,, Psychopharmacology 2004, 176:451-458],
OXMPIHHA | po3nagiB anetuty, Takux $K Oynimis
[Proietto et al., Expert Opin Investig Drugs 2000,
9:1317-1326; Ljung et al, J Intern Med 2001,
250:219-224; Appolinario et al., CNS Drugs 2004,
18:629-651; Appolinario and McElroy, Curr Drug
Targets 2004, 5:301-307], 6onboBux cTaHiB [Aragona
et al.,, Eur J Pain 2005, 9:33-38; Millan et al.,
Neuropharmacology 2002, 42:677-684; Duman et al.,
J Pharmacol Sci 2004, 94:161-165; Otsuka et al., J
Anesth 2004, 15:154-158]; i, BiAHOCHO Takux rpyn,
po3nafiB nosediHKM | HeBpOHamnbHOI AereHepaduil,
acouiioBaHUX 3 HEAOYMCTBOM Ta iHLUIMMKW po3nagamm
ctapiHHa [Lyketos et al., Am J Psychiatry 2000,
157:1686-1689; Lanctot et al., J Neuropsyhiatry Clin
Neurosci 2001, 13:5-21; Lanctot et al.,
Neuropsychopharmacology 2002, 27:646-654;
Pollock et al., Am J Psychiatry 2002, 159:460-465].

[do Toro X, Cnomykn JaHOro BUMHaxody € TakoxX
aKTUBHUMMU K HeMpOKiHiH NK1 aHTaroHicTu.

BpaxoByoun Ton akT, O BOHU € KOPUCHUMU Y
nikyBaHHI genpecuBHux cTaHiB [Rupniak et al., Behav
Pharmacol 2001, 12:497-508; Rupniak et al.,

Neuropharmacology 2003, 44:516-523; Kramer et al.,
Neuropsychopharmacology 2004, 29:385-392;
Dableh et al., Eur J Pharmacol 2005, 507:99-105],
CTaHiB TPMBOXHOCTI, TakMx sk reHeparizoBaHa Tpu-
BOXHICTb, Hanagu nanikm i ¢obii [Rupniak et al.,
Behav Pharmacol 2001, 12:497-508; Santarelli et al.,
Proc Natl Acad Sci USA 2001, 98:1912-1927; Varty et
al., Neuropsychopharmacology 2002, 27:371-379;
Rupniak and Kramer, Neuropsychopharmacology
2002, 13:169-177], HecnpusTNMBOro BMNNMBY CTpecy
abo ncuxonorivHoro [Ballard et al., Eur J Pharmacol
2001, 412:255-264; Rupniak  and Kramer,
Neuropsychopharmacology 2002, 13:169-177,;
Spooren et al., Eur J Pharmacol 2002, 435:161-170;
Steinberg et al., J Pharmacol Exp Ther 2002,
303:1180-1188] abo HewpoTokcuyHoro [Van der Hart
et al., Mol Psychiatry 2002, 7:933-941; Morcuende et
al., Eur J Neurosci 2003, 18:1828-1836; Guest et al.,
Brain Res 2004, 1002:1-10; Czeh et al.,
Neuropsychopharmacology 2005, 30:67-79], imnynb-
CUBHMX CTaHiB, Takux sk OOCECUBHO-KOMMYIbCUBHI
po3nagu noeegiHku [Oilman et al., Br J Pharmacol
1995, 114:1310-1316; Tschope et al., Brd Pharmacol
1992, 107:750-755; Rupniak et al., Behav Pharmacol
2001, 12:497-508; Millan et al., Neuropharmacology
2002, 42:677-684], arpecuBHux cTaHiB [Siegel and
Schubert, Rev Neurosci 1995, 6:47-61; De Felipe et
al., Nature 1998, 392:394-397; Rupniak et al., Behav
Pharmacol 2001, 12:497-508], a TakoX HapKOTUYHOI
3anexHocTi [Murtra et al., Nature 2000, 405:180-183;
Ripley et al., Neuropharmacology 2002, 43:1258-
1268; Gadd et al., J Neurosci 2003, 23:8271-8280],
NCMXOTUYHUX cTaHiB [Zachrisson et al.,, Eur
Neuropsychopharmacol 2000, 10:355-363] ekcTpani-
pamigHUX MOTOPHUX edEKTIB, BUKIMUKAHUX aHTUNCKU-
XOTU4HUMK 3acobamu [Anderson et al., J Pharmacol
Exp Ther 1995, 274:928-936, Steinberg et al., J
Pharmacol Exp Ther 2002, 303:1180-1188], cekcya-
NbHUX aucayHkuin [Priest et al., Brain Res Mol Brain
Res 1995, 28:61-71; Daniels et al., Neurosci Lett
2003, 338:1 1 1-1 14; Kramer et al., Science 1998,
281:1640-1644; Kramer et al.,
Neuropsychopharmacology 2004, 29:385-392], pos-
nagiB XpoHoOBIONOriYHUX pUTMIB, TaKMX SIK LMpKagHi
putmu [Shibata et al., Brain Res 1992, 597:257-263;
Challet et al., Brain Res 1998, 800:32-39; Challet et
al., Neuropharmacology 2001, 40:408-415; Gannon
et al., Neuropharmacology, in press], 6onto [Seguin et
al., Pain 1995, 61:325-343; De Felipe et al., Nature
1998, 392:394-397; Sanger, Br J Pharmacol 2004,
141:1303-1312] i/abo 3ananeHHs [Seabrook et al.,
Eur J Pharmacol 1996, L17:129-135; Holzer, Digestion
1998, 59:269-283; Joos and Pauwels, Curr Opin
Pharmacol 2001, 1:235-241; Sanger, Br J Pharmacol
2004, 141:1303-1312], Hy#oTX Ta iHWWX LUNYHKOBO-
knwkoBux posnagie [McAllister and Pratt Eur J
Pharmacol 1998, 353:141-148; Gardner et al.,
Regulatory Peptides 1996, 65:45-53; Patel and
Lindley, Expert Opin. Pharmacother 2003, 4:2279-
2296; Sanger, Br J Pharmacol 2004, 141:1303-1312];
i, BIQHOCHO Takux rpyn, po3nagis NoBeAdiHKU i HeBpO-
HanbHOI AereHepalii, acouinoBaHWx 3 HEOAOYMCTBOM
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Ta iHWWMMM posnagamm cTapiHHa [Raffa, Neurosci
Biobehav Rev 1998, 22:789-813].

YUepes Te, WO CMONYKN € aKTUBHUMM K Ha OiNsH-
kax NKi peuenTopiB, Tak i Ha gingHkax obepHeHoro
3axONneHHsA CepoToHiHy (5-HT), BOHM MOBWHHI MaTK
KOMMMEMEHTapHI i CUHepriyHi MexaHi3amu ansa pery-
MNIOBaHHA iMMYNbCUMBHUX, arpecuBHWX, GOMbOBMX i,
Hacamnepen, AenpecuBHux ctaHie. Kpim Toro, 6yno
nokasaHo, o 6nokyBaHHA NK; peuenTopiB noTeHLi-
o€ BNAMB iHribiTopiB obepHeHoro 3axonneHHa 5-HT
Ha CepOTOHIHepriYHy nepegadvy: yepes Ton gakT, Lo
TaKi CNonykn NOBUHHI NPUBECTU A0 OiNnbLU WBWUAKOTO i
Ginblw cunbHoro aHTugenpecusHoro Brnuey [Guiard
et al., J Neurochem 2004, 89:54-63; Froger et al., J
Neurosci 2001, 2J.: 8188-8197]. Lsunaki aHkcuonitu-
yHi Bnnueu NK4 aHTaroHicTiB NOBUHHI, KpiMm Toro, 6yTu
KOMMMEMEHTapHUMN OO0  aHKCUOMNITUMHUX  BMIMBIB
iHridiTopiB 06epHeHoro 3axonneHHs 5-HT, ski ekc-
npecytoTbca nicna AosroTpuBanoro nikysaHHA. Lo
CTOCY€ETbCA aHKCIOreHHMX BMIMBIB, SIKi BUKIMKAOTLCA
5-HT wa nouatky nikyBaHHs [Bagdy et al, Int J
Neuropsychopharmacol 2001, 4:399-408], BoHW no-
BMHHI 3anobiratnce BnactusoctaMm NK; aHTaroHicTis
[Ballard et al., Eur J Pharmacol 2001, 412:255-264;
Rupniak et al., Neuropharmacology 2003, 44:516-
523]. Ockinbky iHWi HebGaxaHi BMNMBM, acouiioBaHi 3
6nokyBaHHsIM obepHeHoro 3axomnneHHs 5-HT sany-
yaTbes, Taki sk 6moBoTHI Bnnmem [Goldstein and
Goodnick, J Psychopharmacol 1998, 12 (Suppl
B):S55-S87; Edwards and Anderson, Drugs 1999,
57:507-533; Waugh and Goa, CNS Drugs 2003,
17:343-362] i cnpyyvHEHHA cekcyanbHUX OUCHYHKLIR
[Goldstein and Goodnick, J Psychopharmacol 1998,
12 (Suppl B):S55-S87; Montgomery et al., J Affect
disord 2002, 69:119-140; Hirschfeld, J Clin Psychiatry
2003, 64 (Suppl 18):20-24], NK; aHTaroHicT1 NOBUHHI
Takox OyTu 3aaTHi 4o NpoTUil TakMM BNnBaMm.

Omxe, cnonyku, ski € sk NKy aHTaroHictamu, Tak i
iHribiTopamMmn 0OOEpPHEHOro 3axoMmneHHs1 CEepPOTOHiHY,
MOBMHHI MaTu TepaneBTUYHY NepeBary Hag crnomnyka-
MU, SIKi B3aeMOfjloTb TiNbkKn 3 oAHielo abo iHwWoW 3
uMx ABOX Uinen.

Binbl KOHKpeTHO, OaHWi BUHaxi4 BiOHOCUTLCSA
o cnonyk chopmynu (1):

(!
P,
N
R
zﬁ n .
X— A
R.‘!

B SKilA:

- R3; aBnsie coboto atom BogHio, i R1i Rz pasom 3
aTomMamu BYrNeEL0, A0 SIKOro BOHU NPUEOHaHi, yTBO-
ptotoTb 6eH30bHY, HadTaniHoBy abo XiHOMIHOBY Ki-
NbLEBY CTPYKTYpY, MNepeBaxHo OeH3ombHe Kinbue,
KOXHa 3 LMX KinbLEBUX CTPYKTYp € HeoOOB'A3KOBO
3aMilleHoo oaHuM abo OGinblle oaHakoBUMM abo
Pi3HNMUK 3aMiCHMKaMK, BUOpaHUMK 3 BOOHIO, rarnoreHy
i niHinHoro abo posranyxeHoro Cq-Csankiny, Heobo-
B'I3KOBO 3aMilLleHOro oaHMM abo Oinblue aTomMamu
ranoreHy,
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abo R; aBnse coboto aTtom BogHMo, i Ry i Rs pa-
30M 3 atomMamMu BYrfeLto, 40 SKOro BOHU MpUEQHaHI,
YTBOpPIOOTb 6EH30IbHY, HadTaniHoBY abo XiHOMIHOBY
KinbLEBY CTPYKTypy, nepeBaxxHO GeH3omnbHe kinbLe,
KOXXHa 3 UMX KifbLEBUX CTPYKTYp € HeobOB'I3KOBO
3aMilleHoo oaHuM abo 6Ginblle oaHakoBMMM abo
Pi3HUMW 3aMiCHUKaMK, BUOPaHVMU 3 BOOHIO, rarnoreHy
i niHinHoro abo posranyxeHoro Cq-Csankiny, Heobo-
B'AI3KOBO 3aMilLleHOro ogHuM abo OinblLie aTomMamu
ranorexy,

- n siBNsie coboto 1 abo 2,

- -X- aBnse coboto rpyny, Aky BubupaTe 3 -
(CH2)m-O-Ak-, -(CH2)m-NR4-Ak-, -(CO)-NRs-Ak- i -
(CH2)m-NR4-(CO)-,

m sBnsie coboto uine yucno Big 1 4o 6 BKMHOYHO,
Ak aBnsie cobo MiHiHWM abo posranyxeHuin Ci-
CsankineHoBmin naHutor, HeOOOB'I3KOBO 3aMilLleHNI
rigpokcurpynot, i R4 siBnsie coboto atom BogHo abo
niHiiHy abo posranyxeHy C1-CsankinbHy rpyny,

- Ar aBnsie coboto apunbHy abo reTepoapunbHy
reyny, . . .

[0 iX ONTUYHMX i30MepiB, a TakoX A0 iX aguTuB-
HUX conen 3 hapMaueBTUYHO MPUAHATHOK KUCHO-
TOlO.

OnTuyHi i3omepun, Sk MOBUHHO BGyTU 3pO3yMino,
O3Ha4aloTb eHaHTioMepw i AiacTepeoizomepu.

Cepen apmaueBTUYHO NPUNHATHUX KUCIOT MO-
XyTb OyTU 3ragaHi, 6e3 Oyab-aKoro 06GMEXeHHs, Xro-
pucTOoBOAHEBA Kucnota, GpoMUCTOBOAHEBA KMCMOTA,
cipyaHa kucroTa, ocopHa KucnoTta, ouToBa KUC-
noTa, TpPMQTOpPOLTOBa KWCMOTa, MOSIOMHA KUCMOTa,
nipoBMHOrpagHa KucroTa, ManoHOoBa KucnoTta, siHTa-
pHa KMcnoTa, rnyTapoBa KucnoTa, hymapoBa Kucno-
Ta, BMHHA KUCMoTa, ManeiHoBa KMCNoOTa, fMMOHHA
kucrnota, ackopbiHoBa kucroTa, LWaBreBa KuCnoTa,
MeTaHCynb(OHOBa KucnoTta, OeHsoncynbgoHoBa
KucrnoTa, kKamdopHa Kucrota.

ApunbHa rpyna, siKk NoBWHHO OyTu 3po3ymino,
o3Havae geHin, bideHinin abo HadTUN. KOXHa 3 LUX
rpyn HeobOB'A3kOBO 3aMilleHa ogHielo abo Ginblue
ogHakoBumu abo pisHMMM rpynamu, siki BubupatoTs 3
ranoreHy, niHiiHoro abo poaranyxeHoro Cs-Cearnkiny,
niHinHoro abo poasranyxeHoro Cs-Csankokcw, rigpo-
KcW, ujiaHo i niHiHoro abo posranyxeHoro Ci-
CsTpuranoarnkokcm.

[eTepoapunbHa rpyna, sik NOBMHHO OyTw 3po3y-
Mifo, O3Ha4Yae apomMaTUyHy MOHO-abo OiuukniyHy 5-
12-uneHHy rpyny, sika MiCTUTb OAuWH, ABa abo Tpwu
rerepoaToMu, ki BUOUpaKTb 3 KUCHIO, a30Ty i Cipku,
MOBMHHO BYTW 3pO3yMIfno, WO reTepoapwnbHa rpyna
Moxe OyTu HeobOB'A3KOBO 3aMmilleHa ogHiewo abo
Oinble ogHakoBMMYK abo pi3HMMK rpynamMu, siki BUOU-
paloTb 3 ranoreHy, fniHiiHoro abo poaranyxeHoro Cq-
Ceankiny, niHiiHoro abo posranyxeHoro Ci-
Cesarnkokcu, rigpokcu, LiaHo i niHinHoro abo poasrany-
eHoro C-CgTpuranoarkiny.

Cepepn reTepoapurnbHUX rpyn mMoxyTb 6yt 3ra-
AaHi, 6e3 Oyap-KOro OBMEXEeHHs, rpynu TieHiny i
nipuguny.

N NepeBaxHo siBnsie coboto 1.

m nepeBaxxHo siBnsie coboio 1.

Ar nepeBaxxHO ABNSiE COOO0 apuIbHY rpyny.

[MepeBaxHi cnonyku BiANOBIAHO OO BUHAxo4y siB-
nawTe coboto:

- 1-[(1RS)-1-(3,5-anbpombeHamnokcnmeTn) iH-
JaH-1-in]ninepasunH, Moro ONTWYHI i30Mepu, a Takox
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aguTuBHI coni 3 bapMaueBTUYHO MPUNHATHOK KUC-
noToto,

- 1-[(1RS)-1-(3,5-gumeTnnOeH3nnoKCMMETHN) iH-
JaH-1-injninepasunH, MOro ONTWYHI i30Mepu, a TaKox
aguTUBHI comni 3 hapMaueBTUYHO NPURHATHOK KUC-
noToto,

- 1-[2-(3,5-gumeTunbeHsunokcumeTun)iHgaH-2-
in]ninepasvH, a TakoX aguTMBHI coni 3 hapmaLeBTu-
YHO MPUMAHATHOIO KUCIOTOLO,

- N-[(3,5-6ic(TpudpTopmeTnn)beHsunn]-2-(1-
ninepasuHin)-2-ingaHkapbokcamig, a TakoX aguTUBHI
coni 3 hpapMaueBTUYHO NPUAHATHOIO KACMOTOHO,

- (1RS)-N-6eH3nn-N-metnn-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia, Moro ONTUYHI i30Mepu, a TaKoX
aguTUBHI coni 3 bapMaueBTUYHO NPURHATHOK KUC-
noToto,

- (1RS)-N-[3,5-6ic(TpudTopmeTnn)deHaunn]-N-
meTun-1-(1-ninepasuHin)-1-ingaHkapbokcamia, noro
ONTUYHI i30Mepyn, a TakoX aguTUBHI coni 3 chapmaLie-
BTUYHO MPUAHATHOIO KUCIOTOMO,

- (1RS)-N-(3,5-gumetunbensun)-1-(1-
ninepasuHin)-1-ingaHkapbokcamig, “oro onTudHi i30-
Mepu, a TakoX aauTMBHI coni 3 hapMaLleBTUYHO Npu-
MNHATHOLO KUCIOTOIO,

- N-(3,5-audTopbeHann)-2-(1-ninepasuHin)-2-
iHOaHkapbokcamia, Moro ONTUYHI i30Mepu, a TaKoX
agvTUBHI comni 3 bapMaueBTUYHO NPUAHATHOK KUC-
noToto,

- N-(3,5-guxnop6exann)-N-metmn-2-(1-
ninepasuHin)-2-ingaHkapbokcamig, a TakoX aauTUBHI
coni 3 papMaueBTUYHO NPUAHATHOIO KUCMOTOHO,

- (1RS)-N-(3,5-andtopbeHsun)-N-metnn-1-(1-
ninepasuHin)-1-ingaHkapbokcamig, “oro onTu4Hi i30-
Mepu, a TakoX aauTMBHI coni 3 hapMaLeBTUYHO Npu-
MNHATHOIO KUCOTOI0,

- (1RS)-N-[3-dpTOp-5-(TpMcbTOpMETUN)OEH3NM]-N-
mMeTun-1-(1-ninepasuHin)-1-ingaHkapbokcamig,  1ioro
ONTUYHI i30Mepyn, a TakoX aguTuBHI coni 3 chapmaLie-
BTUYHO MPUAHATHOIO KUCIIOTOHO,

- (1RS)-1-[1-(3,5-
andTopbeHannokecumeTun)iHgaH-1-injninepasuH, no-
ro ONTUYHI i30MepU, a TakoX aguTUBHI coni 3 hapma-
LEBTUYHO MPUMHSITHOKO KUCIOTOLO,

- N-(3-xnop-5-cpTopbeH3mn)-N-metun-2-(1-
ninepasuHin)-2-ingaHkapbokcamig, a TakoX aauTUBHI
coni 3 papMaueBTUYHO NPUAHATHOI KUCMOTOHO,

- 1-[(1RS)-1-(3,5-
andTopbeHannokecumeTun)iHgaH-1-injninepasuH, no-
ro ONTWUYHI i30MepU, a TakoX aguTUBHI coni 3 hapma-
LEBTUYHO MPUMHSITHOIO KUCINOTOLO,

- (1RS)-N-(3,5-andtopbeHsun)-N-metnn-1-(1-
ninepasuHin)-1-ingaHkapbokcamig, “oro onTu4Hi i30-
Mepn, a TakoX aauTUBHI comi 3 hapMaLeBTUYHO Mpu-
MNHATHOIO KUCMOTOI0,

1-[(1RS)-1-(3,5-andTopbeH3unokcumeTnn)-5,6-
andpropiHaaH-1-injninepasvH, MOro ONTUYHI i3oMepH,
a TakoX aguTUBHI coni 3 hapMaueBTUYHO NPUAHAT-
HOIO K1CMOTOIO,

- i 1-[(1RS)-1-(3-6pom-5-
pTOpOEH3NNOKCUMETUN)iHAAH-1-in]ninepasuH,  1oro
ONTWUYHI i30Mepyn, a TakoX aguTuBHI coni 3 hapmaLie-
BTUYHO MPUAHATHOIO KUCIIOTOHO.

BuHaxig BigHOCUMTbCA TakoX A0 cnocoby oaep-
aHHs1 cnonyk coopmynu (1), 3i cnonyku cpopmynu (I1):
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Rz 1
(i,

Ry

B SKin Ry, Rz i R3 € Takumm X, sik BU3Ha4eHo ansa
dopmynu (1), i P1 aBnse coboto 3axucHy rpyny ans
amMiHorpynu,

KMCMOTHY rpyny sIKoi 3axvLiatoTb, Wob ogepxaTtu
cnonyky cdoopmynu (l11):

R,
NHP
(my,

2

R

B sKkin R4, Rz, R3 i P1 € Takumm X, gk BU3HA4YEHO
TYT BuLe, i P2 ABNsie coboto 3axucHy rpyny Ans Kuc-
NOTHOI rpynu; sika BiapisHAETbLCA Bif Py,

3axXuUCT aMiHOrpynu 3HIMaloTb nNepen peakuieto 3i
cnonykoto dopmynu (IV):

RN NS .
I

Tos

B AKin G1 i G2 KOXHUIA ABNSAIOTL coboto aTtoMm ra-
noreHy abo p-tonyorncynbdoHinokeurpyny, Tos sB-
nsie coboto napa-TonyoncynboHINbHY rpyny, i n €
TakuM xe, sk Bu3HadyeHo gns dpopmymm (1),

wob ogepxatu cnonyky dopmynm (V):

_-Tos

cop,

. V)

Ry

B skin Ry, Rz, R3, P2, ni Tos € Takumm X, sIK BU-
3HayYyeHo TYT BULLE,

3 FKOI BigLWenmnoTe napa-TonyoncynbgOHiNbHY
rpyny, ) ) ] .

3HIMalOTb 3aXMCT KMCIOTHOI Fpynu i NOTiM aMiHo-
rpyny 3axuwiaioTb, Wo6 ogepxaTtu cnonyky dopmynm

(VID):
P
R1 (\
N
Ra Vi),
COH
R{

B Skin Ry, Ry, Rz i n € Takmmmn X, sIK BU3HA4YEHO
TYT BuLe, i P3 ABnsie coboto 3axucHy rpyny Ans ami-
Horpynu,

- cnonyky dopmynu (V1) nigoatoTs peakuii, konm
G6axaHum € ogepxatn cnonyku dpopmymnum (1), B akin X
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aBnde coboto -(CO)-NRs-Ak- abo -CHo-NRs-Ak, 3i
cnonykoto coopmynu (VII):

HNR4-Ak-Ar (Vi)

B SKi Ry, AK i Ar € Takumm X, ik BU3Ha4eHo ansa
dopmynu (1), y npucyTHOCTi ogHoro abo binbLue 3'ea-
HyBallbHUX areHTiB,

wob oagepxatu, nicnsa 3HATTA 3aXUCTY, KinbLEBOI
amiHorpynu, cnonyku dopmynu (1a), KOHKPETHUIA BU-
nagok cnonyk dopmynu (I), B sikin X sBnsie coboto
rpyny -(CO)-NRs-Ak:

(‘NH
R
R, "*2 (12},
\ﬁ)(CO—NR,—M—Ar
2%

B skin Ry, Rz, Rz n, R4 i Ak € Takumm X, gk BU3Ha-
YeHO TYT BuLe, i Ar € TakMM Xe, SIK BU3Ha4YeHo Ans
copmynu (1),

AKy MigaalTb peakuii, konu 6axaHuM € ogepxa-
Tn cnonykn gopmynu (Ib), KOHKpETHUIA BUNagokK cro-
nyk cpopmynu (1), B skin X aBnsie coboto rpyny -CHa-
NR4-Ak, 3 BigHOBNOBanNbHMM areHTom, 3 TUM, LLIOO
opepxatu crnonyku cpopmynu (Ib):

(\NH
g,

(i),
R2 n

N
CHy—NR;—Ak——ar
Ry

B skin Ry, Rz, Rz, n, R4, Ak i Ar € Takummn X, sk
BM3HAYeHO TYT BuLLE,

- abo cnonyky dopmynu (VI) eTepudikytoTb, Konm
G6axaHum € ogepxatn cnonyku dpopmymnum (1), B akin X
aBnse coboto rpyny -CHo-OAk- abo -CH2-NR4-(CO)-,

wo6 ogepxatm cnonyky cdopmynm (VIII):

Qs

R1

N

R, vy,

COQPQ
R{

B SKin Ry, Rz, Rs, ni P3 € Takummn X, sik BU3Ha4de-
HO TyT BuLe, i Ps aBNAe coboto H6eH3mn abo niHinHy
abo posranyxeHy C1-CeankinbHy rpyny,

SIKY BMILLYIOTb Y NPUCYTHOCTI BiOHOBMOBaNbLHOro
areHTy, 3 Tum, Wo6 ogepxxatu cnupT chopmynu (1X):

{1X).
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B SKin Ry, Rz, R3, ni P3 € Takumun X, sik BU3Ha4de-
HO TYT BULLE,

cnvpTt dopmynu (IX) nigoaoTe peakuii, konn 6a-
XaHuMm € ogepxaTtu crnonyku cdopmynu (Ic), KOHKpeT-
HUA BMNagok crnonyk dopmynu (1), B sk X asnse
coboto rpyny -CH>-O-Ak-, 3i cnonykoto chopmynm (X):

Hal-Ak-Ar (X)

B skinn Ak i Ar € TaknMu X, siKk BU3Ha4YeHo ans ¢o-
pmynu (I), i Hal aBnsie coboio aTom ramoreHy, Lio6
ofepxaTu, nicns 3HATTS 3aXUCTY KiNbLLEBOI amiHorpy-
nu, cnonyku cpopmynu (Ic):

H
R

N
R, {ic),

CHy OAk=Ar
R

]
B akin Rq, Rz, Rs, n, Ak i Ar € Taknmm X, sk BU-
3Ha4YeHo TyT BuULLE,

abo cnupt dopmynu (IX) nepeTBOplOETHCA 3a
[0MOMOrol0 3BM4anHOI METOAUKN B OpraHivHi Ximii B
aMiH dopmyrnu (XI):

(%
) *)
R, N, (X1,

CH; NHR,
R;

B kil Rq, Rz, R3, n, Ry i P3 € Takmumm X, sk Bu-
3HaYyeHo TYT BULLE,

SKUM NigaaloTe peakuii 3i cnonykoto opmMynm
(xmy:

Cl\n/Ar

]

{Xu),

B SAKi Ar € TakuM e, SIK BU3Ha4YeHO Ana opMy-
(1),

Wwob opepxaTtu, Nicna 3HATTA 3aXUCTY KinbLEeBOI
amiHorpynu, cnonyku dopmynu (Id), KOHKpeTHWUIA BU-
nagok cnonyk dopmynu (I), B sikin X sBnsie coboio
rpyny -CHz-NRs-(CO)-:

N (id)
R‘G ul

A
CHy=N Ar
T

B Akin Ry, Rz, R3, n, R4 i Ar € Takumm X, K BU3Ha-
YEHO TYT BULLE,

cnonykn dopmyn (la), (Ib), (Ic) i (Id) ounwyroTs
BiANOBIAHO A0 3BUYAWHOI TEXHIKM OYULLIEHHS, po3gi-

Ry
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NSATb, Konu 6axaHo, Ha X ONTUYHI i3omMepu i nepe-
TBOPHOKOTb, KONM BaxaHo, B iX aguTMBHI coni 3 dap-
MaLEeBTUYHO NPUNHSATHOIO KMCMOTOHO.

Cnonyku (le), KOHKpPeTHUA BUNAZOK Cnonyk dgop-
mynu (1), konmn X aBnsie coboto rpyny popmynu CH,O-
CH(CHa)-:

(le},

R.
? CH,

B SKin Ry, Rz, R3, ni Ar € Takumm X, sik BU3Ha4de-
HO TYT BULLE, MOXYTb TakoX OyTn ogepxKaHi KOHAEeH-
cyBaHHAM cnonyku gopmynu (IX) 3i cnonykoto dop-
myru (XIII):
Ar-COzH (X

B SKil Ar € TakuM Xe, ik BU3HAYEHO TyT BuLLE,
wo6 ogepxatm cnonyky dopmynm (XIV):

Py
&,

N

curoYN

4]

(X1v),

R{

B skin Ry, Ry, R3, n, Ari P3 € Takumn X, gk BU3Ha-
YEHO TYT BULLE,

Ky nigoaTb peakuji 3
Gic(unknoneHTagieHin)aMmeTnNTUTaHoM, LWob oaep-
xartum cnonyky dopmynm (XV):

V),
CHz—O

Ry

B Akin Ry, Ry, R3, n, Ari P3 € Takumn X, Sk BU3Ha-
YeHo TyT BuLLe,

SIKY TApOreHi3ytoTb, Wo6 ogepxatu cnomnyky do-
pmynu (XVI):

R,(\P’

N
n

vy,
Ar

CHz~ °\|/

CH,

Ry

B skin Ry, Rz, R3, n, Ari P3 € Takumn X, gk BU3Ha-
YEHO TYT BULLE,
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3HiMalOTb 3axuCT amiHorpynu; LWwob ofdepxaTu
cnonyky cdoopmynu (le),

SIKYy pO34iNnsitoTb, Konu GaxaHo, Ha i ONTWYHI i30-
MepM | NepeTBOpPIOTL, KON BaxaHo, B aAUTUBHI CONi
3 hapMaLEeBTNYHO MPUNHATHOIO KNCMOTOHO.

Cnonykv gaHoro BMHaxody € iHribitopamu obep-
HEHOro 3axonneHHs1 cepoToHiHy i NKy aHTaroHicTamu.
BoHu € kopucHMMK K MikapcbKi 3acobu y nikyBaHHi
JernpecuBHUX CTaHiB, CTaHIB TPUBOXHOCTI, iMNynbCU-
BHUX po3nafiB, arpecuBHOI MOBEAiHKW, HapKOTUYHOI
3aNEeXHOCTI, OXMPIHHA | po3nagiB aneTtuty, Gomto i
3ananeHHsl, HeOOyMCTBa, MCMXOTUYHMX CTaHiB, Mopy-
LeHb XPOHOBIONOMNYHUX PUTMIB, HYOOTM i KMLLUKOBO-
LUMTYHKOBUX po3nagis.

[aHuin BUHaxia BiAHOCUTLCA TakoX A0 hapmMaue-
BTUYHUX KOMMO3ULIN, SIKi MICTATb SIK aKTUBHUI iHrpe-
aieHt cnonyky dopmynu (I) abo ii agntmeHy cinb 3
hapMaLEeBTUYHO NPUAHATHOK KUCIOTO, B KOMOiHa-
uii 3 ogHum abo Ginble dapMaueBTUYHO NPURHAT-
HUM, IHEPTHWMM, HETOKCUYHUM eKkcuunieHTom abo Ho-
ciem.

Cepen hapmaLeBTUYHUX KOMMO3ULiA BiAMNOBIAHO
[0 BUHaxody MOXyTb ByTu 3ragaHi Ginbll KOHKPETHO
Ti, 9Ki NPUNHATHI ANs OpanbHOro, napeHTepanbHoro
(BHYTpILLHLOBEHHOTO, BHYTpIiLUHBOM'A30BOro abo nia-
LWKipHOro), nia- abo 4epes-LKipHOro, HasarbHOro,
peKTarnbHOoro, nig'a3nkoBoro, o4Horo abo pecnipatop-
HOro BBeAEHHS, i ocobnmeo TabneTkn abo gpaxe,
nig'a3vKoBi TabNEeTKW, XeNaTUHOBI Kancynu, Kancynu,
Cyno3uTopii, Kpemu, Masi, LKIpHi reni, iH'ekToBaHi abo
npuaaTtHi Ang NUTTa NpenapaTtu, aepo3oni, OYHi Kpa-
nni oka i kpanni gnsa Hoca.

KopucHe fo3yBaHHA Bapitoe BifnoBiAHO A0 BIKY i
Bary nauieHTa, LNsaxXy BBEAEHHS, MPUpoau i TSHKKOCTI
po3nagy i BBeAeHHS Oyab-sIKOro MoB's3aHOro niky-
BaHHs i 3HaxoanTbes B gianasoHi Big 0,5 o 500mMr Ha
JeHb 3a ogHe abo Ginblue BBeAEHb.

HacTtynHi npuknagn inoctpytoTb BuHaxig. Buko-
puUcTaHi BWUXiOHI MaTepianu saBnsATb coboto Bigomi
npoaykT abo iX oaepXykTb BiAMOBIAHO OO BiAOMMX
MeToauk. PisHi lMpuroTyBaHHA AatoTb NPOMDKHI Cro-
NYKN CUHTE3Y, SiKi € KOPUCHUMM Y MPUrOTYBaHHI Cro-
NyK AaHOro BUHaxoay.

CTpykTypm crnonyk, siki onucytotecs y [Npuknagax,
Oynn BM3HaAYeHi BigNOBIOHO 4O 3BUYAWHMX CMEKTPO-
OTOMETPUYHNX METOAUK (iHppaYyepBOHUIA, SOEPHUIA
MarHiTHUA pe3oHaHC, Mac-CrekTPoOMETpIs ).

Cnonyka koHdirypauii (1a), K NOBWHHO 6yTu
3pO3yMinnM, € Crnomykot, siKky BMOMpaloTb 3i Cnomyk
abcontoTHux KoHirypauin (1R) i (1S), noBuHHO ByTn
3po3yminum, Wo konn (1o) cnomyka sBnsie coboro
cnonyky koHdirypauii (1R) (1B) cnonyka sBnsie co-
0010 iHWN eHaHTiOMEp.

Cnonyka KkoHdirypadii (1a'), ik NOBMHHO OyTW
3pO3yMinnM, € Crnomykol, sIKy BMOMpaloTb 3i Cnomyk
abcontoTHux KoHairypauin (1R) i (1S), noBuHHO ByTn
3po3yminum, wWo konm (1a') cnonyka sense coboro
cnonyky koHdirypauii (1R) (18') cnonyka sBnsie co-
0010 iHWNI eHaHTIOMep.

Cnonyka koHdpirypadii (1RS), sik noBWMHHO OyTK
3pO3yMiNnnM, € paueMiyHOK CYMILLLLIO ABOX €HaHTIo-
MepiB abcontoTHMX KoHgirypauin (1R) i (1S).

MpuroTyBaHHs 1: (1RS)-1-[4-(TpeT-
OyTunokcukapboHin)-1-ninepasuHin]-1-iHoaH-
kapboHoBa kucnoTa.
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Cragis A BeHann (1RS)-1-[(TpeT-
6yTunokcukapboHin)amiHol-1-iHgaHkapbokeumnar.
o 0,140mornb 1-[(TpeT-

6yTunokcukapboHin)amiHo]-1-iHgaHkapboHOBOI  Kuc-
notn goparts 750mMn gumetundopmamigy i noTiM
0,147monb kapboHaTy uesito. [NepemiwyBaHHA NOTiM
npoBoAATbL NPOTAroM 2 xBunuH roguH 30 npu Temne-
paTypi HaBKONULLHBOrO cepegoBuLLa i NOTiM BNUBa-
10Tb, kpannsmu, npotaroMm 1/2 roguH, B 0,145Monb
6eH3un 6pomiagy, posunHeHoro B 150mMn gumeTtundo-
pmamigy, i nepemillyBaHHA NpoBodATb npotsarom 20
roOAMH Mpu TemnepaTtypi HaBKONWULIHBOrO CepenoBu-
wa.

MiHepanbHi coni BiadINbTPOBYOTb | PO3YUHHUK
BMMNapoBYIOTb. 3anuLIOK MNOBTOPHO PO3YMHSIOTH B
eTunauetati i npommBaioTb Bogow. OpraHivHy ¢asy
BMCYLUYIOTb i MOTIM BUMApPOBYOTb 3 TUM, LWO6 oaep-
XaTn OviKyBaHUM NPOOYKT.

4 v:3284um™ -NH

1735-1672cm™” >C=0

Cragia B: BeHaun
iHOaHkapbokcunaT rigpoxmnopua.

0,471Monb cronyku, ogepxaHoi Ha cTagil BuLLe,
JofatoTb o 2 niTpiB eTunauetaTy. [oTik ra3y BoAeHb
xnopuay nponyckawTs npoTarom 1 roguHn 15 xBu-
NWH, 3 nepeMilyBaHHAM, i NOTIM NepeMillyBaHHs
npoaoBxytoTe npotsarom 20 rogvH npu Temnepartypi
HaBKONWLWHBLOro cepegosuwia. OuiKyBaHWN NpPOAYKT
00€epXyTb BUNApOBYBaHHAM eTunaveTary.

M4 v:1741cm™ >C=0

(1RS)-1-amiHo-1-

Cragis C: BeHann (1RS)-1-[4-(napa-
TonyoncynbgoHin)-1-ninepasuHin]-1-
iHgaHkapbokcunar.

Oo 0,235monb cnonykw, opepxaHoi Ha crtagil
BuLLEe, AodarTb 750mMn gumeTtundgopmamigy, 750mn
giisonponinetunamivy i 0,235monb  N,N-6ic(2-
Xrnopetun)napa-tonyoncynsgoHamigy. HarpiBaHHs 3i
3BOPOTHUM XONOAMIbHUKOM MPOBOASATE NpoTArom 48
FOAMH | MOTIM PO3YMHHUKN BMNAPOBYIOTb. 3anmLUOK
pO34MHAOTE B eTunaueTati i NpomMmBaloTb BOAOH.
OpraHiyHy asy BuCyLYyIOTb i BUNApoBYyOTb. 3anu-
LIOK OYMLLYIOTL Xpomartorpadieto Ha cunikareni, Bu-
KkopuctoBytoun  98/2  cymiw  meTuneH  Xmo-
pua/eTmnaueTar sk enieHT 3 TuMm, Wwob ogepxatu
OYiKyBaHUM NPOAYKT.

M v C=0 1728cm”
acumeTpuuHmin SO, 1348cm™
cumeTpuyHu SO, 1164cm™

Cragia D: (1RS)-1-[4-(MMapa-TonyoncynboHin)-
1-ninepasuHin]-1-ingaHkapboHoBa kucroTa.

Oo 0,181monb cnonykwn, ogep)aHoi Ha crtagil
BuLLe, aodaTb 620mMn giokcaHy, i notim 620mn 1N
po3unHy rigpokenay Hatpito i 360mn Bogn. HarpiBaH-
HS1 3i 3BOPOTHMM XOMNOAMMBHUKOM MPOBOAATH MPOTS-
rom 20 roguH i NnoTim AiokcaH BUMNapoByoTb. Hentpa-
nisaujto NpoBoAATbL 3a AONOMOrow AoAaBaHHs 620Mn
1N xnopucToBogHEBOI KUCMAOTW, i MOTIM NPOBOAATb
eKcTparyBaHHsl MeTuneH xnopugom. OpraHivHy dasy
BMCYLUYIOTb | BUNApOBYIOTb. 3anuLLOK KpucTaniayloTb
3 eTunoBoro edipy i NOTiM BiAMINLTPOBYOTL 3 TUM,
06 oaepxKaTh oYikyBaHWUIA MPOOYKT.

M o  OH 1800-3000cm™
C=0 1706¢cm™
C=0 1596¢cm™
S0, 1348-1165¢cm™
CH... 772-732cm™
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Cragis E: (1RS)-1-(1-NinepasuHin)-1-
iHOaHkapOOHOBOIT KMCNOTH Aurigpobpomia,.

Jo 100mn 30% po3unHy 6poMUCTO-BOOHEBOI KU-
CIOTK B OLTOBIN KMCNOTI gogarTb 40M1 OLTOBOI KUC-
notn, 12,5Mmonb HadTaniHy i 12,5MMonb cnonyku,
ogepxaHoi Ha Cragii Buwe. HarpiBaHHsi 3i 3BOpOT-
HUM XOMoAMIbHUKOM MPOBOASATE MPOTAroM 1 roguHm,
3 HacCTYMHUM KOHLIEHTPYBaHHAM. 3anuLIoK JoAatoTb Y
Body, i BoAHy a3y npomMuBaloTb eTunaueTaToMm i
noTiM BUMapoBYIOTb. TBEPAUA 3anuvLLIOK NPOMUBaIOTbL
aLETOHITPMIOM i NOTiIM BUCYLIYIOTL 3 TUM, WoO oae-
p>XaTu OYiKyBaHUI NPOAYKT.

M v C=0 1740cm™

Cragia F: (1RS)-1-[4-(TpeT-ByTnnokcmkap6oHin)-
1-ninepasuHin]-1-ingaHkapboHoBa kucrnoTa.

Ho 9,26mmonb cnonyku, ofepxaHoi Ha Cragii
BuLle, gogaotb 40mn giokcaHy i 37mn 1N po3unHy
rigpokcuay Hatpito. [1o ogepxaHoro po3uuHy Aoaa-
10Tb, KpanmnsiMu i mMpu TemnepaTtypi HaBKOMWLLUHBLOIO
cepegoBuLla, posduH 10,2mMmonb An-TpeT-byTun au-
kapboHaTty B 100mn piokcaHy. NepemillyBaHHsi npo-
BOAATb NPOTAroM 5 roguH i ToAi AiokcaH BMNapoBy-
toTb. PH posogats go 4-5, sukopuctoBytoun 1N
XMOPUCTOBOAHEBY KUCMOTY, i MPOBOASATE HACUYEHHS
XMOPVAOM HaTpilo | ekcTparyBaHHSA eTunaueTaToM.
OpraHiyHy asy BUCYLLYIOTb i BUNAPOBYIOTb 3 TUM,
06 oaepXKaTh oYikyBaHWUIA MPOAOYKT.

M4 v  OH 2200-2300cm™
c=0 1624-1731cm”
MpuroTyBaHHA 2: 2-[4-(TpeT-

ByTunokcukap6oHin)-1-ninepa3suHin]-2-
iHaaHkapboHoBa kuncnoTa.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
MEeTOAMKU, sika onucaHa y lNpuroTyBaHHi 1, 3amiHto0-
un, Ha Cragii A, 1-[(TpeT-byTunokcukapboHin)amiHol-
1-iHgaHkapboHoBY KNCNoTy Ha 2-[(TpeT-
6yTunokcukapboHin)amiHo]-2-iHgaHkapboHOBY KUCIo-
Ty i 6eH3un 6pomia Ha 1-6pomeTaH.

Mpuknag 1: 1-[(1RS)-1-(3,5-
anbpombeHannokcnmeTun)ingaH-1-injninepasuH  awri-
Apoxnopua,.

Cragis A BeHann (1RS)-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHinl-1-
iHOaHkapbokcunar.

[o 63,5mmonb crnonyku MNpurotysanHsa 1 gopa-
10T 550mMn aumeTnndopmamigy i 66mmone KapboHa-
Ty Uesilo; nepeMillyBaHHA NpoBOASATb MPOTAroM 2
rOAMH MpW TemnepaTtypi HaBKONWULIHBOrO CepeaoBu-
wa i NoTiM JoAaTb, KpannisaMy nNpoTaroMm ¥z roguHu,
pO34unH 65,7MMonb 6eH3un 6pomigy B S0Mn gumeTu-
ndpopmamigy. NMepemillyBaHHS NPOAOBXYIOTb NPOTS-
rom 20 roguH npu Temnepartypi HaBKOMULLHLOrO ce-
pegoBMWa i PO3YMHHMK  MOTIM  BUMApPOBYHOTb.
3anuwok BUIMBalTb B eTUNaueTar; opraHiyHy dasy
NPOMMBaIOTb BOAOID, BUCYLUYIOTb | BMMAPOBYHOTb 3
TMM, WOO ogepXaTu OYikyBaHWA NpoayKT y dopMi
©6e36apBHOI orii.

Cragis B: (1RS)-1-[4-(TpeT-byTnnokcmkapboHin)-
1-ninepa3auHin]-1-rigpokcMmeTuniHaaH.

Ho 250mn TetparigpodypaHy i 63,2MMonb NiTin
anoMiHin rigpuay gofdatoTb, npotarom 1 rognHu 15
XBWMWH, NIGTPUMYOYM NpKU LbOMY TemnepaTypy pea-
KUiHOT cymiwi Hwk4e 20°C, po34yuH 57,5Mmornb cno-
nyku, ogepxaHoi Ha Cragii Buwe, B 550mn TeTparia-
podpypaHy. [llicna gogaBaHHA  MepemillyBaHHA
NPOAOBXYHTb NpoTarom ¥z roguHun npu 20°C; rigponia
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noTiM nposodsaTe 3 50Mn isonponaHony, 3 HacTyMHU-
Mu 50Mn Hacu4eHoro posymHy Xxropuay Hatpito. Pi-
NbTpyBaHHA MpPOBOAATL | inbTpaT BMNAPOBYIOTH;
3aMnvLLIOK MOBTOPHO PO3YMHAIOTL B eTunauertaTi i
npomunBaloTe Bogok. BucylieHa i BunapeHa opraHiy-
Ha asa Jae oudikyBaHWUN NPOAYKT.
M v  OH 3440cm™
Cc=0 1691cm”

Cragia C: 4-(tpet-bytunokcukap6onin)-1-[(1RS)-
1-(3,5-anbpombeH3nnokcumeTmn )iHgaH-1-
in]ninepasuH.

[o 30mn gumeTtundopmamigy i 5,4mMmornb rigpu-
Ay Hatpito 95% popatoTe, npoTtarom 10 XBUMAWH, po3-
4nH 3,6Mmonb crionyku, ogepxaHoi Ha CTtapgii BuLe,
B 50mn gumetundopmamigy. HarpisaHHa npu 50-
60°C npoBogsATb NPOTArOM %2 rogvHW i Temneparypi
noTiM AalTb MOBEPHYTUCL A0 TemnepaTypu HaBKoO-
nvwHsboro cepegosuwa. 0,36mmonb TeTpabyTtuna-
MOHI roguay NoTiM AogatoTe i noTim, npoTtarom 10
XBUMNWH, po34uH 5.4mmonb 3,5-anbpombeHsun 6po-
mMigy B 30mMn gumeTtundopmamigy. lNepemilyBaHHA
NPOAOBXYIOTb NpoTaroMm 20 rognH npyu TemnepaTtypi
HaBKOMNWLLUHLOIO CepeaoBMLLa.

PO34MHHVK BUNapoBYOTh, i 3anuLoOK MOTiM Mo-
BTOPHO PO34MHAIOTL B eTunaueTtari. NpoBoasaTe npo-
MUWBaHHSI BOAOIO i pO34MHOM xriopugy HaTpito. Opra-
HiYHy (pasy BuCywWyOTb | BUNapoByTb. [MpoaykT
OYMLLYIOTb XpoMmaTtorpadieto Ha cunikareni (entoeHT:
CHCIlo/AcOEt 90/10) 3 Tum, W06 ogepxaTtn ovikyBa-
HUIA NPOAYKT.

M v C=0 1688cm”

Cragis D: 1-[(1RS)-1-(3,5-
OnbpombeHannokcnmeTun)iHgan-1-injninepasvH  gu-
rigpoxnopua.

Ho 2,75mmonb cnonyku, opepxaHoi Ha Cragii
BULLEe, po3uMHeHoi B 30Mn eTunauertaty, godaloTb
15Mn 1N po34mHy XIOPUCTOBOAHEBOI KUCNOTU B [iOK-
caHi. lNMicna nepemiwyBaHHa npotarom 20 roanH npu
TemnepaTtypi HaBKOMMWLLHBLOIO CepegoBuLLa OfepXa-
HUM ocap BiAdINLTPOBYIOTE, MPOMUBAIOTL eTunale-
TaToM i MOTIM MOBTOPHO PO34uMHAOTL Yy Bogi. [licns
BMMNapoBYBaHHS | BUCYLLYBaHHS OOEPXYIOTb OuYiKyBa-
HUIA NPOAYKT.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 45,60 4,74 5,06 12,82

3HangeHo 4595 4,80 5,12 13,16

Mpuknag 2: 1-[(1RS)-1-(3,5-
OrmeTtnnbeHannokcmeTun)inaan-1-injninepasuvH
aurigpoxnopua.

OuikyBaHMI NMPOOYKT OQEPXKYHOTb BiAMOBIOHO OO
MeToauku, sika onucaHa y [lpuknagi 1, 3amiHioo4n
3,5-gubpombeHann Gpomig Ha Cragii C Ha 3,5-
anmeTnnoeHsun Gpomia.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 65,24 7,62 6,62 16,75

3HangeHo 65,71 7,49 6,53 16,46

Mpuknag 3: 1-[2-(3,5-
OvmeTnnbeH3nnokcmeTun)inaaH-2-injninepasuvH
aurigpoxnopua.

Cragia A: 2-{4-(tpet-bytnnokcukap6oHin)-1-

ninepasuHinj-2-rigpokcumeTuniHaaH.
OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIAHO OO
MeToaMKkK, sika onucaHa Ha Cragisx A i B lMpuknagy
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1, 3amiHotoum crnonyky lMpurotyBaHHA 1 Ha Cragii A
Ha cnonyky NpurotysBaHHs 2.

Crapisa 1-[2-(3,5-
OrmeTnnbeHannokcMmeTun)iHaaH-2-injninepasuvH
aurigpoxnopua.

OuikyBaHMIN NpPOAYKT OQEPXYHOTb BiAMOBIOHO OO
MeToauku, sika onncaHa Ha Ctagisx C i D MNpuknagy
1, NModmHaroum 3i crnonyku, ogepxaHoi Ha Crapgjii A
BuLe, i 3,5-aumeTnnbeHsnn Gpomiay.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 65,24 7,62 6,62 16,75

3HangeHo 65,92 7,52 6,64 16,91

Mpuknag 4: (1RS)-N-(3,5-OnbpombenHsmn)-1-(1-
ninepasuHin)-1-ingaHkapbokcamig gurigpoxnopua.

Cragia A: (1RS)-N-(3,5-OnbpombeHsunn)-1-[4-
(TpeT-6yTnnokcrkap6oHin)-1-ninepasvHin]-
iHoaHkapbokcamia.

Oo 2mmonb cnonyku lMpurotyBaHHa 1 godatoTb
50mn anmetundopmamiay, 2MMonb 3,5-
anbpombeHannamiHy, 2MMornb 1-

rigpokcnbeH3oTprasony i 2MMosb AULMKIIOreKCuIka-
pbogiimigy. MNpoBoasaTe nepemiwysaHHs npoTarom 20
roAvMH Mpu TemnepaTtypi HaBKONWLIHBOrO CepeaoBu-
Wwa i noTiM BMNapoByBaHHs. 3anuLoK NoTiM BUNMBaA-
10Tb B eTunaueTaTt. YTBOPEHY AMLMKIIOreKcurceyo-
BUHY BUAAnsoTb (QinbTpyBaHHAM; opraHiyHy dasy
noTiM NPOMMBAIOTb HAaCMYeHNM po3ynHoM BikapboHa-
Ty HaTpito, 3 HACTYMHNUM HAacCUYEHWM PO3YMHOM XI1O-
puay Hatpito. icns BUCYLLYBaHHSA, BUMAPOBYBaHHS i
OYMLLIEHHS1 XpomaTorpadieto Ha cumikareni (entoeHT:
CHCl,/AcOEt 95/5) ogepxytoTb O4diKyBaHWI NPOQYKT.

M v NH 3347cm”
Cc=0 1668cm”
Cragia B: (1RS)-N-(3,5-OnbpombeHann)-1-(1-

ninepasuHin)-1-ingaHkapbokcamig gurigpoxnopwva.

Jo 1,6mmonb cnonyku, ogepxaHoi Ha Crtagji Bu-
e, posumHeHoi B 30mn eTunaueTaty, gogaioTe 15mMn
4N po3uyMHy XITOPUCTOBOOHEBOT KUCMOTU B AiOKCaHi, i
peakuinHy cymill noTiM nepemiwytoTb npotarom 20
roOAVMH Mpu TemnepaTtypi HaBKONWULIHBOrO CepenoBu-
wa. OgepxaHun ocaj BigdinNbTPOBYOTL i NOTIM MO-
BTOPHO PO34MHSAIOTL B SMN BOAMW.

Micna BunapoByBaHHSA BOAM i BUCYLLYBaHHSA ofe-
PXYHOTb O4YiKyBaHUM MNPOOYKT.

EnemeHTHUIA MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 44,55 4,61 7,42 12,52

3HangeHo 4492 4,45 7,44 11,54

Mpuknag 5: N-[3,5-bic(TpudTopmeTnn)beH3nn]-
2-(1-ninepasuHin)-2-ingaHkapbokcamig — gurigpoxro-
pua.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyeaHHs 2 i 3,5-6ic(TpucTopmeTun)beH3nnamiHy.

EnemeHTHUIA MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 51,44 4,63 7,72 11,88

3HangeHo 51,42 4,73 7,71 10,82

Mpuknag 6: [3,5-Bic(tpudTopmeTnn)deHin]-N-
{[2-(1-ninepa3vHiniHoaH-2-in]-meTun}MeTaHamiH - Tpw-
rigpoxnopua.

[o 3mmornb cnonyku Mpuknagy 5, po34ynMHEHOT B
80mn TeTparigpodypaHy, AoAatoTk, Nif a3oToMm i Npo-
Tarom 20 xBunuH, 30mMmonb 2N pos3unHy AuMeTvn
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cynbgoiny 6opaHy B TeTparigpodypaHi. PeakuinHy
CyMill MOTiM HarpiBaloTb 3i 3BOPOTHUM XOMNOAUMbHU-
KOM npoTtarom 18 roguH i 3rogom nosepTalnTb A0
TemnepaTypyM HaBKOMNWLIHBLOIO cepedosuiia. 50mn
4N xnopucToBOAHEBOI KUCMOTKU NOTIM AoAal0Tb Kpan-
NAMU | HarpiBaHHA 3i 3BOPOTHUM XONOAUIIbHUKOM
3ro4om NpoBoAsiTb 3HOBY npoTArom 20 roauwH, nepeg
BMMNapyBaHHSAM PO3YMHHUKIB, MiAMNYyroByluYn po3uu-
HOM rigpoKkcuay HaTpito i eKcTparytoum peakuinHy cy-
miw etunauetatom. OpraHiyHy a3y npomMuBalTb
HaCM4eHUM PO3YMHOM XIOpWAY HaTpilo, BUCYLLYIOT i
notiMm BMNapoByloTb. [licns oyuLLEHHA XpomaTorpa-
ieto, NepeTBopeHHs B Ciflb, BUKOPUCTOBYIOYN XITO-
PUCTOBOAHEBY KUCOTY i BUMApOBYBaHHS, OOEPXY0Tb
OYiKyBaHUN NPOAYKT MiCrs BUCYLLYBAHHS.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 49,69 5,02 7,56 17,22

3HangeHo 49,77 5,01 7,38 17,37

Mpuknag 7 N-BeHann-N-meTtnn-2-(1-
ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopva.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku Npuknagy 4, nounHaroum 3i cnonyku Mpu-
rotyBaHHs 2 i N-6eH3nn-N-meTunaminy.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 63,66 6,99 9,95 15,37

3HargeHo 63,64 6,71 10,24 15,86

Mpuknag, 8: 1-[(1a)-1-(3,5-
OvmeTnnbeHamnokcmeTun)inaan-1-injninepasuvH
aurigpoxnopua.

OuikyBaHMIN NPOOYKT OAEPXKYTb PO3LiNEHHSAM
cnonyku Mpuknagy 2 Ha xipanbHin BEPX konoHui.

Mpuknapg 9: 1-[(1B)-1-(3,5-
OrmeTnnbeHannokcMmeTun)inaaH-1-injninepasuvH
aurigpoxnopua.

OuikyBaHMI NpOAYKT siBNsie cobo apyrui 3 eHa-
HTiOMepiB, oaepXaHux posgineHHsam cnonyku [pu-
knagy 2 Ha xipanbHit BEPX konoHui.

Mpuknag 10: (1RS)-N-[3,5-
Bic(TpucdTopmeTnn)oeHsun]-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia aurigpoxnopua.

OuikyBaHMIN NMpPOAYKT OQEPXYHOTb BiAMOBIOHO OO
MEeTOOMKN Mpuknagy 4, 3aMiHOH4YN 3,5-
anbpombeHsnnamiH - Ha Cragii A Ha  3,5-
Gic(TpudTopMeTUN)OEH3NNAMIH.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigppaxosaHo 50,75 4,63 7,72 13,03

3HargeHo 51,08 4,86 7,79 13,45

Mpuknag 11: (1RS)-N-BeH3un-N-metun-1-(1-
ninepasuHin)-1-ingaHkapbokcamig gurigpoxnopwva.

OuikyBaHMIN NMPOAYKT OQEPXKYHOTb BiAMOBIOHO OO
metoauku Npuknagy 4, nounHaroum 3i cnonyku Mpu-
rotyBaHHs 1 i N-meTunbeHannamivy.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 62,56 6,92 9,95 16,79

3HangeHo 62,27 6,86 9,73 17,91

Mpuknag 12: 1-[2-(BidheHin-4-
inmeTokcMmMeTUN)iHaiH-2-in]ninepasvH aurigpoxno-
pua.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 1, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i 6idheHin-4-inmetun 6pomiay.

EnemeHTHUI mMikpoaHanis:

87989 22

%C %H %N %Cl

MippaxoBaHo 68,78 6,84 594 15,04

3HangeHo 69,38 7,09 5,99 15,03

Mpuknapg 13: 1-[2-(3,5-
OrnmeTokcnbeH3nnokenmeTun)inaaH-2-injninepasvH
aurigpoxnopua.

OuikyBaHMI NMpPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 1, nounHaroum 3i cnonyku Mpu-
rotyeaHHs 2 i 3,5-gumeTtokcmbeHsun 6pomigy.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxosaHo 60,66 7,08 6,15 15,57

3HangeHo 60,96 7,30 6,07 15,71

Mpuknapg 14: 1-[2-(3,5-
Onxnop6eHannokcumeTnn)iHgaH-2-injninepasuH  awri-
Apoxropva.

OuikyBaHMIN NMpPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 1, nounHarouu 3i cnonyku Mpu-
rotysaHHs 2 i 3,5-guxnop6eHaun 6pomiay.

EnemeHTHUIA mikpoaHanis:

%C %H %N %CI

MigppaxosaHo 54,33 5,64 6,03 30,55

3HangeHo 54,08 5,31 6,12 30,15

Mpuknag 15: 1-[2-(3,4-
Onxnop6eHannokecumeTnn)iHgaH-2-injninepasuH  awri-
Apoxropua.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 1, nounHarouu 3i cnonyku Mpu-
rotysaHHs 2 i 3,4-guxnopbeHaun 6pomiay.

EnemeHTHUIA mikpoaHanis:

%C %H %N %CI

MigppaxosaHo 54,33 5,64 6,03 30,55

3HangeHo 53,99 5,46 6,03 29,99

Mpwuknag, 16: 1-[2-(3,5-
OnbpombeHannokcnumeTnn)ingaH-2-injninepasnH  au-
rigpoxnopua.

OuikyBaHMIN NMpPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 1, nounHarouu 3i cnonyku Mpu-
rotyeaHHs 2 i 3,5-gubpombeHsnn Gpomiay.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 45,60 4,74 5,06 12,82

3HangeHo 4548 4,83 5,03 12,79

Mpuknapg 17: 1-[2-[3,5-
Bic(TpudTopMeTnn)oeH3nnokcMMeTurjingaH-2-in)-
ninepasuH gurigpoxnopua.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 1, nounHaroum 3i cnonyku Mpu-
rotyBaHHA 2 i 3,5-6ic(TpudTopmetnn)oeHsun 6pomi-
Aay.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigppaxoBaHo 51,99 4,93 5,27 13,34

3HalgeHo 52,48 5,05 5,34 13,12

Mpuknag 18: (1RS)-N-BeHaun-1-(1-ninepaswvHin)-
1-ingaHkapbokcamig gurigpoxnopua.

OuikyBaHMIN NPOOYKT OOEPXYHOTb BiAMOBIOHO OO
MEeTOOMKN Mpuknagy 4, 3aMiHOH4YN 3,5-
anbpombeHannamid Ha Ctagji A Ha 6eH3nnamiH.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 61,77 6,66 10,29 17,36

3HargeHo 61,63 7,06 10,24 17,38

Mpuknapg 19: 1-[2-(HadpT-2-
UNIMETOKCUMETWN)iHaaH-2-in]ninepasnH  ouriapoxso-
puA.
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OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 1, nounHaroum 3i cnonyku Mpu-
rotyBaHHs 2 i HagT-2-unmeTnn Gpomiagy.
EnemeHTHUIA mMikpoaHanis:

%C %H %N %Cl
MigpaxoBaHo 67,41 6,79 6,29 15,92
3HangeHo 66,99 7,18 6,29 15,69
Mpuknapg 20: (1RS)-N-[3,5-

Bic(Tpucdtopmetnn)oeHsun]-N-metun-1-(1-

ninepasuHin)-1-ingaHkapbokcamig gurigpoxnopwva.
OuikyBaHMIN MPOOYKT OQEPXYHOTb BiAMOBIOHO OO

metoavku MNpuknagy 4, nounHaroum 3i cnonyku Mpu-

roTyBaHH4 1 i N-meTtun-3,5-
Gic(TpudTopmMeTUN)OEH3NNAMIHY.
EnemeHTHUI mMikpoaHanis:
%C %H %N %Cl
MigpaxosaHo 51,62 4,87 7,53 12,70
3HangeHo 51,40 4,85 7,48 1,77
Mpuknapg 21: N-(3,5-Ounxnop6eHann)-2-(1-

ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopua.
OuikyBaHMIN NMpPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i 3,5-guxnopbeHavnnamiHy.
EnemeHTHUI mikpoaHanis:

%C %H %N %Cl
MigpaxoaHo 52,85 5,28 8,80 29,71
3HangeHo 53,30 5,34 9,00 28,89
Mpuknag 22:  (1a)-N-[(1S)-1-PeHeTnn]-1-(1-

ninepasuHin)-1-ingaHkapbokcamig gurigpoxnopua.

Cragia A: (1RS)-N-[(1S)-1-®eHeTun]-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHin-1-
iHoaHkapbokcamia.

OuikyBaHMIN NMPOAYKT OOEPXYHOTb BiAMOBIOHO OO
MeToaukKu, sika onucaHa Ha Crapgii A MNpuknagy 4,
noyvHatoun 3i cnonyku [purotyBaHHs 1 i (1S)-1-
eHeTUnNamiH.

Cragia B: (1a)-N-[(1S)-1-®eHeTun]-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHin-1-
iHoaHkapbokcamia.

OuikyBaHMIN NPOAYKT OAEPXYKTb PO3A4iNEeHHAM,
3a Jonomoroto xpomaTorpadii Ha cunikareni, giacte-
peoizomepHoi cymilli, ogepxxaHoi Ha CTagii A.

Cragis C: (1a)-N-[(1S)-1-Penetnn]-1-(1-
ninepasuHin)-1-ingaHkapbokcamig gurigpoxnopua.

MouymHatoum 3i cnonyku, ogepxaHoi Ha Cragii B,
OYiKyBaHUN NPOAYKT OAEpXylTb BiAMOBIAHO OO Me-
TOoOMKM, sika onvcaHa Ha Ctagii B Mpuknaay 4.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl
MigpaxoBaHo 62,56 6,92 9,95 16,79
3HangeHo 62,69 7,21 9,85 16,54
Mpuknag  23:  (1B)-N-[(1S)-1-PeHeTnn]-1-(1-

ninepasuHin)-1-ingaHkapbokcamig aurigpoxnopua.
OuikyBaHMIN NPOAYKT OQEPXYHOTb BiAMOBIAHO OO
MeToaukKu, sika onucaHa Ha Crapgii B Mpwuknagy 4,
noyvHaroumn 3 gpyroro 3 giactepeoizomepis, posgine-
Hux Ha Ctagii B Mpuknagy 22.
EnemeHTHUI mikpoaHanis:

%C %H %N %Cl
MigpaxoBaHo 62,56 6,92 9,95 16,79
3HangeHo 62,57 7,08 9,90 16,32
Mpuknag 24: (1a)-N-[(1R)-1-®eHeTnn]-1-(1-

ninepasuHin)-1-ingaHkapbokcamig aurigpoxnopua.

Cragia A: (1RS)-N-[(1R)-1-®eHeTun]-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHinl-1-
iHoaHkapbokcamia.
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OuikyBaHMI NMpPOOYKT OOEPXYHOTb BiAMOBIOHO OO
MeToauku, sika onucaHa Ha Crapgii A lMNpuknagy 4,
noyuHatoun 3i cnonyku [lMpurotyBanHa 1 i (1R)-1-
heHeTUnamiHy.

Cragia B: (1a)-N-[(1R)-1-®eHeTun]-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHin-1-
iHoaHkapbokcamia.

OuikyBaHMIN NPOAYKT OAEPXYTb PO3M4iNEeHHSAM,
3a gonomoroto xpomaTorpadii Ha cunikareni, giacte-
peoizomepHoi cymiLi, ogepxxaHoi Ha CTagii A.

Cragis C: (1a)-N-[(1R)-1-®eHeTun]-1-(1-
ninepasuHin)-1-ingaHkapbokcamig gurigpoxnopwva.

OuikyBaHMIN NpOOYKT OAEPXYHOTb BiAMOBIAHO OO
MEeTOAMuKM, fka onucaHa Ha Crapgii B Mpwuknagy 4,
noymHalouu 3i cnonyku, ogepxaHoi Ha Ctagii B.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl
MigpaxoBaHo 62,56 6,92 9,95 16,79
3HangeHo 62,69 7,21 9,85 16,54
Mpuknapg, 25: (1B)-N-[(1R)-®PeHeTnn]-1-(1-

ninepasuHin)-1-ingaHkapbokcamig gurigpoxnopua.
OuikyBaHMIN MPOOYKT OQEPXYHOTb BiAMOBIAHO OO
MeToaukKu, sika onucaHa Ha Crapgii B Mpwuknagy 4,
noyvHaroumn 3 gpyroro 3 giactepeoizomepis, posgine-
Hux Ha Ctagii B Mpuknagy 24.
EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl
MigpaxoBaHo 62,56 6,92 9,95 16,79
3HangeHo 62,71 7,25 9,92 16,27
Mpuknag 26: (1RS)-N-(2-deHetun)-1-(1-

ninepasuHin)-1-ingaHkapbokcamig gurigpoxnopwva.
OuikyBaHMI NpPOOYKT OQEPXKYHOTb BiAMOBIOHO OO

MEeTOOMKN Mpuknagy 4, 3aMiHOH4YN 3,5-

AnbpombeHsnnamiH Ha Ctagii A Ha 2-cbeHeTunamiH.
EnemeHTHUI mikpoaHanis:

%C %H %N %Cl
MigpaxoBaHo 62,56 6,92 9,95 16,79
3HangeHo 62,34 717 9,83 16,65

Mpuknag 27: (1RS)-N-(3,4-Anxnop6eH3unn)-1-(1-
ninepasuHin)-1-iHgiHkapbokcamig avrigpoxnopua.
OuikyBaHMIN MPOOYKT OQEPXKYHOTb BiAMOBIAHO OO

MEeTOOMKN Mpuknagy 4, 3aMiHOH4YN 3,5-
anbpombeHsnnamiH - Ha Cragii A  Ha 34-
anxnopbeHannamiH.
EnemeHTHUI mMikpoaHanis:
%C %H %N %Cl
MigpaxoBaHo 52,8 5,28 8,80 29,71
3HangeHo 53,26 5,52 8,83 28,98
Mpuknapg, 28: 2-(1-Minepa3auHin)-N-(3-

nipyannmeTun)-2-iHgaHkapOokcamia Tpurigpoxmnopua.
OuikyBaHMIN MPOOYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i 3-nipyuamnmMeTunaminy.
EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl
MigpaxosaHo 53,88 6,10 12,57 23,86
3HargeHo 53,94 6,20 12,30 23,76
Mpuknag 29: 2-(1-MinepaauHin)-N-(2-

TieHinmeTun)-2-inaaHkapbokcamig aurigpoxnopua.
OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
roTyBaHHsA 2 i 2-TieHinMeTunaminy.
EnemeHTHUI mikpoaHanis:

%C  %H %N %S %Cl
MigpaxosaHo 55,07 6,08 10,14 7,74 17,11
3HangeHo 54,96 6,07 10,75 7,53 16,56
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Mpuknapg 30: 2-(1-Minepa3auHin)-N-[4-
(TpucbTopmeTnn)beH3nn]-2-inaaHkapbokcamin  gurig-
poxriopua.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHaroum 3i cnonyku Mpu-
rotyBaHHs 2 i 4-(TpucpTopmeTnn)oeH3nnaminy.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl
MigpaxoBaHo 55,47 5,50 8,82 14,88
3HangeHo 55,13 5,43 8,93 14,98

Mpuknag 31: N-(2-PeHeTun)-2-(1-ninepasuHin)-2-
iHOaHkapbokcamig gurigpoxnopua.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku Npuknagy 4, nounHaroum 3i cnonyku Mpu-
roTyBaHHs 2 i 2-dpeHeTnnaminy.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl
MigpaxoBaHo 62,56 6,92 9,95 16,79
3HargeHo 63,42 6,91 10,06 16,63
Mpuknag 32: N-(1-HadTtunmeTtnn)-2-(1-

ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopua.
OuikyBaHMI MPOOYKT OOEPXYHOTb BiAMOBIAHO OO
metoavku Npuknagy 4, nounHaroum 3i cnonyku Mpu-
rotyBaHHs 2 i 1-HadpTUNMEeTUNaminy.
EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl
MigpaxoBaHo 65,50 6,38 9,17 15,47
3HangeHo 65,86 6,52 9,83 14,72

Mpuknag 33: (1RS)-N-(2,4-OnxnopbeHsun)-1-(1-
ninepasuHin)-1-ingaHkapbokcamig gurigpoxnopua.
OuikyBaHMIN NpPOAYKT OQEPXYHOTb BiAMOBIOHO OO

MEeTOOMKMN Mpuknagy 4, 3aMiHOH4YN 3,5-
anbpombeHsnnamiH - Ha Cragii A Ha 24-
anxnopbeHannamiH.
EnemeHTHUI mikpoaHanis:
%C %H %N %Cl
MigpaxoBaHo 52,85 5,28 8,80 29,71
3HangeHo 53,69 5,31 8,84 30,27
Mpuknag 34: (1RS)-1-(1-Minepa3suHin)-N-(3-

TieHinmeTunn)-1-iHgaHkapGokcamig gurigpoxnopua.
OuikyBaHMIN NMPOOYKT OOEPXKYHOTb BiAMOBIOHO OO

MEeTOOMKN Mpuknagy 4, 3aMiHOH4YN 3,5-
anbpombeHannamix Ha Cragii A Ha 3
TiEHINMeTUNamiH.
EnemeHTHUI mikpoaHanis:
%C  %H %N %N %Cl
MigpaxosaHo 55,07 6,08 10,14 7,74 17,11
3HalgeHo 55,68 6,33 10,28 7,62 17,79
Mpuknag  35: (1RS)-1-(1-MinepasuHin)-N-(2-

TieHinmeTunn)-1-iHgaHkapGokcamig gurigpoxnopua.
OuikyBaHMIN NPOOYKT OQEPXYHOTb BiAMOBIOHO OO

METOOMKMN Mpuknagy 4, 3aMiHOH4YN 3,5-
anbpombeHannamiH Ha Cragii A Ha 2-
TiEHINMeTUNamiH.
EnemeHTHUI mMikpoaHanis:
%C  %H %N %N %Cl
MigpaxosaHo 55,07 6,08 10,14 7,74 17,11
3HalgeHo 55,73 6,35 10,30 7,76 17,49

Mpuknag 36: (1RS)-N-(3,5-AnxnopbeHsun)-1-(1-
ninepasuHin)-1-ingaHkapbokcamig gurigpoxnopva.
OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO

MEeTOOMKMN Mpuknagy 4, 3aMiHOH4YN 3,5-
anbpombeHsnnamiH - Ha Cragii A Ha  3,5-
anxnopbeHannamiH.
EnemeHTHUI mikpoaHanis:
%C %H %N %Cl
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MigpaxoBaHo 66,94 6,45 8,67 14,64
3HangeHo 66,26 6,41 8,57 14,09
Mpuknapg 37: N-(Bicenin-4-inmetun)-2-(1-

ninepasuHin)-2-ingaHkapbokcamig gurigpoxnopua.
OuikyBaHMIN MpPOAYKT OOEPXYHOTb BiAMOBIAHO OO
metoavku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i 6idheHin-4-inmetTmnaminy.
EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl
MigpaxoBaHo 66,94 6,45 8,67 14,64
3HangeHo 66,26 6,41 8,57 14,09
Mpuknag  38:  N-(3,5-OumeTtun6eHsun)-2-(1-

ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopua.
OuikyBaHMI NMPOAYKT OQEPXKYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHsa 2 i 3,5-gumetmunbeHsinamiHy.
EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl
MigpaxosaHo 63,30 7,16 9,63 16,25
3HargeHo 63,50 7,28 10,23 16,19
Mpuknapg, 39: N-[(1R)-1-®eHetnn]-2-(1-

ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopua.
OuikyBaHMI NMPOAYKT OQEPXKYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i (1R)-1-cbeHeTnaminy.
EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl
MigpaxoBaHo 62,56 6,92 9,95 16,79
3HargeHo 62,49 7,03 10,44 16,97
Mpuknag 40: N-[(1S)-1-PeHetun]-2-(1-

ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopua.
OuikyBaHMIN MPOAYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i (1S)-1-ceHeTnnaminy
EnemeHTHUI mikpoaHanis:

%C %H %N %Cl
MigpaxoBaHo 62,56 6,92 9,95 16,79
3HangeHo 62,83 7,10 10,34 16,19

Mpuknag 41: (1RS)-N-(2-MetokcmbeHaunn)-1-(1-
ninepasuHin-1-iHaaHkapbokcamig avrigpoxnopua.

OuikyBaHMIN NMPOJYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 1 i 2-MeToKCnOeH3nnaminy.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl
MigpaxosaHo 60,27 6,67 9,58 16,17
3HangeHo 59,71 6,91 9,41 15,88
Mpuknag 42: (1RS)-N-(3,5-OumeTunbeHsun)-1-

(1-ninepasuHin)-1-inaaHkapbokcamig aurigpoxnopua.
OuikyBaHMI MPOAYKT OQEPXYHOTb BiAMOBIAHO OO

metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-

rotyBaHHs 1 i 3,5-gumetunbeHsnnamiHy.
EnemeHTHUI mikpoaHanis:

%C %H %N %CI
MigpaxosaHo 63,60 7,16 9,63 16,25
3HargeHo 62,89 7,53 9,44 16,06
Mpuknapg, 43: 2-(1-Minepa3auHin)-N-(3-

TieHinnmeTun)-2-inaaHkapbokcamig avrinpoxnopua.
OuikyBaHMIN MPOOYKT OQEPXKYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i 3-TieHinMeTunaminy.
EnemeHTHUI mMikpoaHanis:

%C  %H %N %N %Cl
MigpaxosaHo 55,07 6,08 10,14 7,74 17,11
3HangeHo 55,34 6,53 9,93 7,96 17,70



27

Mpuknapg 44: N-(3,5-AudTopbeHaunn)-2-(1-
ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopua.

OuikyBaHMIN NMpPOAYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i 3,5-gudptopbeHannamiHy.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 56,76 5,67 9,46 15,96

3HargeHo 57,26 5,74 9,45 15,41

Mpuknag 45: N-(4-MeTokcnbeHann)-2-(1-
ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopua.

OuikyBaHMI NMPOOYKT OQEPXKYHOTb BiAMOBIOHO OO
metoavku MNpuknagy 4, nounHaroum 3i cnonyku Mpu-
roTyBaHHs 2 i 4-MeTOKCUOEH3MMamiHy.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxosaHo 60,27 6,67 9,58 16,17

3HalgeHo 59,45 6,79 10,41 16,36

Mpuknag 46: N-(4-BpombeHann)-2-(1-
ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopua.

OuikyBaHMIN NMpPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i 4-6pombeH3unamiHy.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 51,76 5,38 8,62 14,55

3HangeHo 52,30 5,36 8,90 13,95

Mpuknapg 47: N-(3-BpombeHann)-2-(1-
ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopua.

OuikyBaHMIN NMpPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i 3-6pombeHannamiHy.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxosaHo 51,76 5,38 8,62 14,55

3HangeHo 52,08 5,60 8,84 14,43

Mpuknapg 48: N-(4-Xnop6eHaun)-2-(1-
ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopua.

OuikyBaHMIN NMPOAYKT OQEPXKYHOTb BiAMOBIAHO OO
metoauku Npuknagy 4, nounHaroum 3i cnonyku Mpu-
rotyBaHHs 2 i 4-xnopbeHannaminy.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 56,96 5,92 9,49 24,02

3HangeHo 57,22 6,03 9,46 24,07

Mpuknag 49: N-beH3un-2-(1-ninepasuHin)-2-
iHOaHkapbokcamig gurigpoxnopua.

OuikyBaHMI NMPOOYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHaroum 3i cnonyku Mpu-
rotyBaHHs 2 i 6eH3unamiHy.

EnemeHTHUIA mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 61,77 6,66 10,29 17,36

3HargeHo 61,09 6,74 10,24 16,80

Mpuknag 50: (1RS)-N-(3,5-AnbpombeH3nn)-N-
meTun-1-(1-ninepasuHin)iHgaHkapbokcamia Avrigpox-
nopwmga.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, noynHarouu 3i cnonyku Mpu-
rotyBaHHs 1 i N-metun-3,5-anbpombeHannamiHy.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 45,54 4,69 7,24 12,22

3HangeHo 4511 4,73 7,14 12,96
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Mpuknapg 51: (1RS)-1-[1-(3,5-
Bic(TpudTopmeTnn)beH3nnokcumeTun)inaaH-1-
in]ninepasvH gurigpoxnopua.

OuikyBaHMIN NMPOOYKT OQEPXKYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 1, nounHaroum 3i cnonyku Mpu-
rotyBaHHA 1 i 3,5-6ic(TpudTopmeTnn)deHsmn 6pomi-
Aay.

EnemeHTHUI mikpoaHanis:

%C %H %N %CI

MigppaxoBaHo 51,99 4,93 5,27 13,34

3HalngeHo 52,31 4,77 5,28 13,54

Mpuknag 52 1-[(1RS)-1-(3,5-
Onxnop6eHannokcumeTun)iHgaH-1-injninepasuH  awri-
Apoxropva.

OuikyBaHMIN NMpPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 1, nounHarouu 3i cnonyku Mpu-
rotysaHHs 1 i 3,5-guxnopbeHaun 6pomiay.

EnemeHTHUIA mikpoaHanis:

%C %H %N %CI

MigppaxosaHo 54,33 5,64 6,03 30,55

3HangeHo 54,97 5,81 6,00 29,88

Mpuknag 53: 1-[(1RS)-1-(3-
(TpudTOPMETUN)BEH3UNOKCUMETUN )iHAAH-1-in]-
ninepasuH gurigpoxnopua.

OuikyBaHMIN NPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 1, nounHaroum 3i cnonyku Mpu-
rotyBaHHs 1 i 3-(TpucpTopmeTnn)oeHsmn Gpomiay.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxosaHo 57,03 5,87 6,05 15,30

3HangeHo 56,75 6,33 5,81 15,16

Mpuknapg 54: 2-(1-Minepa3auHin)-N-(2-
nipuannmeTun)-2-iHgaHkapOokcamia Tpurigpoxmnopua.

OuikyBaHMI MPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku Npuknagy 4. nounHarouu 3i cnonyku Mpu-
roTyBaHHs 2 i 2-nipyuannmeTunamiHy.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxosaHo 53,88 6,10 12,57 23,86
3HargeHo 52,54 6,13 12,00 23,85
Mpuknag 55: 2-(1-Minepa3auHin)-N-(3-

nipyannmeTun)-2-iHgaHkapOokcamia Tpurigpoxmnopua.
OuikyBaHMI MPOOYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, noynHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i 3-nipyuannmeTunamiHy.
EnemeHTHUI mikpoaHanis:
%C %H %N %CI

MigpaxosaHo 53,88 6,10 12,57 23,86
3HaraeHo 53,92 594 12,43 24,62
Mpuknapg 56: N-(2-BpombeHann)-2-(1-

ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopua.
OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i 2-6pombeH3unamiHy.
EnemeHTHUI mikpoaHanis:
%C %H %N %Cl
MigpaxosaHo 51,76 5,38 8,62 14,55
3HangeHo 52,54 5,33 8,66 13,77
Mpuknapg 57: N-(4-®TopbeHann)-2-(1-
ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopua.
OuikyBaHMIN NPOAYKT OQEPXKYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i 4-dpTopbeH3nnaminy.
EnemeHTHUIA mikpoaHanis:
%C %H %N %Cl
MigpaxoaHo 59,16 6,15 9,86 16,63
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3HangeHo 58,93 6,04 9,69 16,81

Mpuknag 58: N-(4-MeTnn6eHaun)-2-(1-
ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopva.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIAHO OO
metoavku MNpuknagy 4, nounHaroum 3i cnonyku Mpu-
rotyBaHHs 2 i 4-meTunbeH3nnamiHy.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 62,56 6,92 9,95 16,79

3HangeHo 62,15 6,60 9,78 17,06

MMpuknag  59:  N-(3,5-OnbpombeHsunn)-2-(1-
ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopua.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i 3,5-gubpombeHsnnaminy.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 44,55 4,45 7,42 12,52

3HangeHo 4453 4,76 7,35 12,22

Mpuknag 60: N-[3,5-bic(TpudTopmeTnn)beHsnn]-
N-meTun-2-(1-ninepasuHin)-2-ingaHkapbokcamia  au-
rigpoxnopua.

OuikyBaHMIN NPOOYKT OOEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, noynHarouu 3i cnonyku NMpu-
roTyBaHH4 2 i N-metun-3,5-
Gic(TpudTopmeTUN)6EH3NNAMIHY.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 53,37 4,94 7,78 9,84

3HangeHo 53,21 5,15 7,63 9,78

Mpuknag 61: 2-(1-MinepaauHin)-N-[4-
(TpucbTopmeTnn)beH3nn]-2-inaaHkapbokcamin  ourig-
poxriopua.

OuikyBaHMI NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i 4-(TpucpTopmeTnn)oeH3nnaminy.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoaHo 55,47 5,50 8,82 14,88

3HangeHo 55,24 5,32 8,62 14,70

Mpuknag 62: N-(2-HadbTtunmeTtnn)-2-(1-
ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopua.

OuikyBaHMIN NMPOAYKT OQEPXKYHOTb BiAMOBIZHO OO
metoavku MNpuknagy 4, nounHaroum 3i cnonyku Mpu-
roTyBaHHs 2 i 2-HadpTUnNMeTunaminy.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 65,50 6,38 9,17 15,47

3HangeHo 66,04 6,22 9,00 15,29

Mpuknapg 63: N-(3,5-AudTopbeHsunn)-2-(1-
ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopua.

OuikyBaHMIN MPOAYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i 3,5-gudptopbeHannamiHy.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigppaxoBaHo 56,76 5,67 9,46 15,96

3HangeHo 56,87 5,81 9,49 15,99

Mpuknapg 64: (1RS)-1-[1-(3-PTOP-5-
(TpucpTopmeTnn)6eH3NNOKCUMETHN )iHAaH-1-
in]ninepasvH gurigpoxnopua.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 1, nounHaroum 3i cnonyku Mpu-
rotyBaHHa 1 i 3-dTop-5-(TpucbTopmeTnn)oeHsmn
6pomigy.

EnemeHTHUI mMikpoaHanis:
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%C %H %N %Cl

MigpaxoBaHo 54,89 5,44 5,82 14,73

3HangeHo 54,78 5,58 5,79 14,65

Mpuknag 65 (1RS)-1-(1-NinepasuHin)-N-[3-
(TpucbTopmeTnn)beHann]-1-inaaHkapbokcamin gurig-
poxriopua.

OuikyBaHMI NMpPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 1 i 3-(TpucpTopmeTnn)oeH3nnaminy.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxoaHo 55,47 5,50 8,82 14,88

3HangeHo 56,07 5,78 8,79 14,73

Mpuknag 66: (1RS)-1-(1-MNinepa3unHin)-N-meTun-
N-[3-(TpndTopmeTnn)6eH3nn]-1-iHgaHkapbokcamiza
aurigpoxnopua.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, noynHarouu 3i cnonyku Mpu-
roTyBaHHs 1 i N-metun-3-
(TpucpbTopmeTHN)6EH3NNAMIHY.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 56,33 5,76 8,57 14,46

3HangeHo 56,10 5,78 8,47 14,72

Mpuknag 67: N-(3,5-Ouxnop6eHsunn)-N-metnn-2-
(1-ninepasuHin)-2-iHaaHkapbokcamig aurigpoxnopua.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i M-metun-3,5-amxnopbeHsnnaminy.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 53,79 5,54 8,55 28,87

3HangeHo 54,52 5,50 5,68 27,84

Mpuknag 68: (1RS)-N-(3,5-AndTopbeHsnn)-N-
meTun-1-(1-ninepasuHin)-1-ingaHkapbokcamia  auria-
poxropua.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyeaHHsa 1 i>l-meTnn-3,5-gndTopbeHsnnamiyy.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoaHo 57,65 5,94 9,17 15,47

3HangeHo 57,73 6,19 9,06 15,71

Mpuknapg 69: (1RS)-N-[3-®T10Op-5-
(TpudpTopmeTnn)6eH3nn]-N-meTnn-1-(1-ninepasuHin)-
1-ingaHkapbokcamig gurigpoxnopug.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHA 1 i N-metun-3-dptop-5-(TpucdTopmerun)-
6eH3unamiHy.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigppaxoBaHo 54,34 5,35 8,27 13,95

3HangeHo 53,78 5,68 8,11 14,83

Mpuknag 70: (1RS)-1-[1-(3,5-
OndTopbeHaunokcumeTun)ivgax-1-injninepasvwH - au-
rigpoxnopua.

OuikyBaHMIN MPOOYKT OOEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 1, nounHaroum 3i cnonyku Mpu-
rotysaHHs 1 i 3,5-gudtopbeHsnn Gpomiay.

EnemeHTHUIA mMikpoaHanis:

%C %H %N %CI

MippaxosaHo 58,47 6,08 6,49 16,44

3HangeHo 58,36 6,04 6,49 16,30

Mpuknag 71: N-(3,5-OnbpombeHsunn)-N-meTnn-2-
(1-ninepa3suHin)-2-inaaHkapbokcamig aurigpoxnopua.
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OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHaroum 3i cnonyku Mpu-
rotyBaHHs 2 i N-metun-3,5-anbpombeHannamiHy.

Mac-cnektpomeTpisi: ESI: [M+H]" m/z 506,0

Mpuknag 72: N-[3-(TpudtopmeTnn)oeH3un]-N-
meTun-2-(1-ninepasuHin)-2-ingaHkapbokcamig  auria-
poxriopua.

OuikyBaHMIN NMpPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, noynHarouu 3i cnonyku Mpu-
roTyBaHHs 2 i N-meTun-3-
(TpucbTopmeTHN)BEH3NNAMIHY.

Mac-cnektpomeTpisi: ESI: [M+H]* m/z418,2

Mpuknag 73: N-(3,5-OundTopbeHann)-N-meTun-2-
(1-ninepasuHin)-2-inaaHkapbokcamig aurigpoxnopua.

OuikyBaHMI NMpOAYKT OAEPXYHOTb BiAMOBIOHO OO
meTtoaukm puknagy 4, nodmHatoum 3i cnonyku lMpu-
rotyBaHHa 2 i N-metun-3,5-andropbeHsnnamiHy.

Mac-cnektpomeTpisi: ESI: [M+H]" m/z 386,2

Mpuknag 74: N-(3,5-Ovumetun6exsnn)-N-metun-
2-(1-ninepasuHin)-2-ingaHkapbokcamig — gurigpoxo-
puA.

OuikyBaHMIN NMpOOYKT OAEPXYHOTb BiAMOBIAHO OO
meToaukm puknagy 4, novmHatoum 3i cnonyku lMpu-
rotyBaHHA 2 i N-metun-3,5-gumetunbeHsnnaminy.

Mac-cnektpomeTpisi: ESI: [M+H]" m/z 378,3

Mpuknag 75: N-BeH3nn-N-meTtnn-(1-
ninepasvHin)iHgaH-2-injMeTaHamiH Tpurigpoxmnopua,.

OuikyBaHWI NPOAYKT OAepPXyloTb BigMOBIAHO A0
Metoaukm MNpuknagy 6, nodmHatoun 3i cnonyku Mpu-
knagy 7.

Mac-cnektpomeTpisi: ESI: [M+H]" m/z 336,2

Mpuknag 76: N-[3-®TOp-5-
(TpucbTopmeTnn)6eHann]-2-(1-ninepasuHin)-2-
iHOoaHkapbokcamia ourigpoxnopua.

OuikyBaHMI NPOAYKT OAepPXyloTb BigMOBIAHO A0
MeToaukmn puknagy 4, novmHatoum 3i cnonyku lMpu-
roTyBaHHs 2 i 3-pTop-5-
(TpucbTopmeTHn)6eH3NNaMiHy.

EnemeHTHUI MikpoaHanis:

%C %H %N %CI

MigpaxosaHo 53,45 5,10 8,50 14,34

3HangeHo 53,55 5,29 8,73 13,74

Mpuknag 77: N-(3,5-OndTopbeHann)-N-metnn-[2-
(1-ninepasuHin)iHgaH-2-in]-MeTaHamiH  Tpurigpoxso-
pua.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku lNMpuknagy 6, nounHatroum 3i crnonyku MNpu-
Knagy 73.

EnemeHTHUIA mikpoaHanis:

%C %H %N %CI

MigpaxoBaHo 54,95 6,29 8,74 22,12

3HangeHo 54,98 6,49 8,51 22,00

Mpuknag 78: N-3,5-(OnmetunbeH3nn)-N-meTun-
[2-(1-ninepa3uHin)iHaaH-2-in]-MeTaHaMiH ~ TpuUrigpox-
nopwmga.

OuikyBaHMIN NPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku lNpuknagy 6, nounHaroum 3i crnonyku MNpu-
knagy 74.

Mac-cnektpomeTpisi: ESI: [M+H]" m/z 364,3

Mpwuknag 79: N-(3,5-Onxnop6eHaunn)-N-metnn-[2-
(1-ninepasuHin)iHgaH-2-in]-MeTaHamiH  Tpurigpoxso-
puA.

OuikyBaHMIN NpOOYKT OAEPXYHOTb BiAMOBIAHO OO
Metoaukm MNpuknagy 6, nodmHaroun 3i cnonyku Mpu-
Knagy 67.

Mac-cnektpomeTpisi: ESI: [M+H]" m/z 404,2
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Mpuknapg, 80: N-[3-®TOp-5-
(TpucpTopmeTnn)beHann]-N-meTtunn-2-(1-ninepasmH-
in)-2-ingaHkapbokcamig avrigpoxnopua.

OuikyBaHWIN NPOAYKT OAEpPXYyloTb BigMOBIAHO A0
meTtoaukm puknagy 4, nodmHatoum 3i cnonyku lMpu-
rotyBaHHA 2 i N-metun-3-gptop-5-(Tpucdtopmerun)-
6eH3unamiHy.

Mac-cnektpomeTpisi: ESI: [M+H]" m/z 436,2

Mpuknag, 81: N-[3-®TOp-5-
(TpucpTopmeTnn)6eHann]-N-meTunn-[2-(1-ninepasuH-
in)iHoaH-2-inJmeTaHamiH gurigpoxnopug.

OuikyBaHWI NPOAYKT OAepPXyloTb BigMOBIAHO A0
Metoaukm MNpuknagy 6. nodmHaroun 3i cnonyku Mpu-
knaay 80.

EnemeHTHUIA MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 55,88 5,91 8,50 14,34

3HangeHo 55,50 6,32 7,98 14,47

Mpuknag 82: N-[3-(TpudTopmetnn)oeHann]-N-
meTun-[2-(1-ninepasuHin)-iHaaH-2-injMeTaHamiH - awri-
Apoxrnopua.

OuikyBaHMIN NPOOYKT OOEPXYHOTb BiAMOBIOHO OO
metoauku lNpuknagy 6, nounHaroum 3i crnonyku MNpu-
Kknagy 72.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxosaHo 57,99 6,35 8,82 14,88

3HangeHo 57,60 6,70 8,59 14,33

Mpuknag 83: N-[3,5-bic(TpudTopmeTnin)beHsnn]-
N-meTun-[2-(1-ninepasuHin)-iHoaH-2-in]MetaHamiH
aurigpoxnopua.

OuikyBaHMIN NpPOOYKT OOEPXYHOTb BiAMOBIOHO OO
metoamku lNpuknagy 6, nounHaroum 3i crnonyku MNpu-
knaay 60.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoaHo 52,95 5,37 7,72 13,02

3HangeHo 52,87 5,80 7,42 12,74

Mpuknag 84: (1RS)-N-(3,5-AnbpombeH3nn)-N-
eTtnn-1-(1-ninepasvHin)-1-iHgaHkapbokcamia gurigpo-
xropua.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHA 1 i N-etun-3,5-ambpombeHannamiHy.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 46,49 4,92 7,07 11,93

3HangeHo 46,42 5,16 6,96 11,59

Mpuknag 85: (1RS)-N-(3,5-Ouxnop6eH3nn)-N-
metun-1-(1-ninepasuHin)-1-ingaHkapbokcamig  auria-
poxropua.

OuikyBaHMIN NMPOAYKT OQEPXKYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHA 1 i N-metun-3,5-anxnopbeHannamiHy.

EnemeHTHUIA mMikpoaHanis:

%C %H %N %Cl

MigpaxoaHo 53,79 5,54 8,55 28,87

3HangeHo 54,22 5,61 8,67 29,81

Mpuknag 86: (1a)-N-(3,5-OumeTtun6eHaun)-1-(1-
ninepasuHin)-1-ingaHkapbokcamig gurigpoxnopva.

Cragis A BeHann (1a)-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasutHinl-1-
iHgaHkapbokcunar.

OuikyBaHu NpoaykT €BNse cobot nepwui 3
€eHaHTioMepiB, AKi oOepXyloTb PO3aiNeHHsAM Ha Xxipa-
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nbHin BEPX konoHui cnonyku, ogepxaHoi Ha Ctagii
A lMpuknagy 1.

Cragis B: (1a)-1-[4-(TpeT-byTnnokcukap6oHin)-1-
ninepasuHin]-1-iHaaHkapOoHoBa KucnoTa.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
MeToauKK, sika onncaHa Ha Cragji F MNpurotyBaHHs 1,
noyunHatoum 3i cnonyku Cragii A BuLle.

Cragia C: (1a)-N-(3,5-OumeTtvn6eHaun)-1-(1-
ninepasuHin)-1-ingaHkapbokcamig gurigpoxnopwva.

OuikyBaHMIN NMPOAYKT OOEPXYHOTb BiAMOBIAHO OO
meToauku Mpuknagy 4, noynHatoum 3i cnonyku Cragiji
B BuLle i 3,5-aumeTnn6eH3unamiHy.

EnemeHTHUIA mMikpoaHanis:

%C %H %N %Cl

MigpaxosaHo 63,30 7,16 9,63 16,25

3HangeHo 62,93 7,30 9,50 16,40

Mpuknag 87: (1B)-N-(3,5-OumeTtun6eHaun)-1-(1-
ninepasuHin)-1-ingaHkapbokcamig aurigpoxnopua,.

Cragia A: (1B)-1-[4-(TpeT-ByTunokcukapboHin)-1-
ninepasuHin]-1-iHaaHkapOoHoBa KucnoTa.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
MeToaMKK, sika onncaHa Ha Cragji F MNpurotyBaHHs 1,
MoYMHaouM 3 APYroro 3 eHaHTioMepiB, Po3gineHnx Ha
Cragii A Mpwuknagy 86.

Cragia  B: (1B)-N-(3,5-OumeTtvn6eHaun)-1-(1-
ninepasuHin)-1-ingaHkapbokcamig gurigpoxnopua,

OuikyBaHMIN MPOOYKT OOEPXYHOTb BiAMOBIOHO OO
meTtoauku Mpuknagy 4, noynHatoum 3i cnonyku Cragiji
A Buwle i 3,5-aumeTun6eH3nnamiHy.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxosaHo 63,30 7,16 9,63 16,25

3HangeHo 63,46 7,24 9,61 16,77

Mpwuknag 88: N-(3,5-OnbpombeHamn)-N-metnn-[2-
(1-ninepasuHin)iHgaH-2-in]-MeTaHamiH ~ gurigpoxso-
puA.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku lMpuknagy 6, nounHatoum 3i crnonyku MNpu-
knagy 71.

Mac-cnektpomeTpisi: ESI: [M+H]* m/z 492,1

Mpuknapg, 89: (1a)-N-[(1a")-1-(3,5-
OumeTtundenin)etun]-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia aurigpoxnopua.

Cragis A (10)-N-[(1RS)-1-(3,5-
OumeTtnndenin)etun]-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasutinl-1-
iHoaHkapbokcaMia.

OuikyBaHMIN NMpPOAYKT OOEPXYHOTb BiAMOBIAHO OO
MEeToAuKM, fka onucaHa Ha Crtagii A lMpuknagy 4,
noymHaloun 3i cnonyku, ogepxxaHoi Ha Cragii B lMpu-
knagy 86 i (RS)-1-(3,5-gumetunderin)etunaminy.

Cragis B: (1a)-N-[(1a")-1-(3,5-
OumeTtnndenin)etun]-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasutinl-1-

iHOaHkapbokcamia.
OuikyBaHMIN NpOOYKT OAEPXKYyTb XpomaTorpadi-
€lo Ha cunikareni (entoeHT: anxnopme-

TaH/eTunaueTaT) [AiacTepeoi3oMepHOi CyMili, SKy
oaepxytoTb Ha Ctagii A.

Cragis C: (1a)-N-[(1a")-1-(3,5-
OunmeTtundenin)etun]-1-(1-ninepasuHin)-1-
iHgaHkapbokcamig gurigpoxmnopua.

OuikyBaHMIN NMpPOOYKT OAEPXYHOTb BiAMOBIAHO OO
MEeToauKM, fka onucaHa Ha Crapgii B Mpwuknagy 4,
noYmnHaKum 3i Cnonyku, ogepxaHoi Ha Ctagii B Bue.
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EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 63,99 7,38 9,33 15,74

3HangeHo 63,16 7,59 9,09 15,93

Mpuknapg 90: (1o)-N-(1B")-1-(3,5-
OumeTtundenin)etun]-1-(1-ninepasunHin)-1-
iHOaHkapbokcamia aurigpoxnopua.

OuikyBaHMIN MPOOYKT OQEPXKYHOTb BiAMOBIOHO OO
MeToaukKu, sika onucaHa Ha Crapgii B MNpwuknagy 4,
noyvHarouun 3 Opyroro 3 fiactepeoisomMepiB, siki pos-
ainaoTte Ha Ctagii B MNpuknaay 89.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 63,99 7,38 9,33 15,74

3HalngeHo 64,35 7,60 9,39 15,45

Mpuknag, 91: (1B)-N-[(1a")-1-(3,5-
OumeTtundenin)etun]-1-(1-ninepasutin)-1-
iHOaHkapbokcamig gurigpoxnopua.

Cragis A (1B)-N-[(1RS)-1-(3,5-
OumeTtnndenin)etun]-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHinl-1-
iHoaHkapbokcamia.

OuikyBaHMIN NPOAYKT OQEPXYHOTb BiAMOBIAHO OO
MeToaukKn, sika onucaHa Ha Crapgii A MNpuknagy 4,
noymHaloun 3i cnonyku, ogepxxaHoi Ha Cragii A lMpu-
knagy 87 i (RS)-1-(3,5-gumetunderin)etunaminy.

Cragis B: (1B)-N-[(1a")-1-(3,5-
OumeTtnndenin)etun]-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHinl-1-

iHOaHkapbokcamia.
OuikyBaHMIN NpOOYKT OAEPXKYTb XpomaTorpadi-
€lo Ha cunikareni (entoeHT: avxnopme-

TaH/eTunaueTaT) [AiacTepeoi3oMepHOi CyMili, SKy
oaepxytoTb Ha Ctagii A.

Cragis C: (1B)-N-[(1a")-1-(3,5-
OumeTtundenin)etun]-1-(1-ninepasuHin)-1-
iHOaHkapbokcamig aurigpoxmnopua.

OuikyBaHMIN NPOOYKT OOEPXYHOTb BiAMOBIAHO OO
MEeToAuKM, fka onucaHa Ha Cragii B Mpwuknagy 4,
noYmnHaloum 3i cnonyku, ogepxaHoi Ha Ctagii B BuLe.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 63,99 7,38 9,33 15,74

3HangeHo 64,49 7,75 9,57 15,33

Mpuknag 92: (1B)-N-[(1B")-1-(3,5-
OumeTtnndenin)]-1-(1-ninepasuHin)-1-
iHOaHkapbokcamig gurigpoxnopua.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
MeToaukKn, sika onucaHa Ha Crapgii B Mpwuknagy 4,
noyvHaroun 3 Opyroro 3 fiactepeoisomMepiB, siki pos-
ainaoTte Ha Ctagii B MNpuknaay 91.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 63,99 7,38 9,33 15,74

3HangeHo 64,00 7,66 9,31 16,13

Mpuknag 93: (1RS)-N-(3,5-OnmetTnnbeH3nn)-N-
metun-1-(1-ninepasuHin)-1-ingaHkapbokcamig  auria-
poxropua.

OuikyBaHMIN NMPOOYKT OOEPXKYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, noynHarouu 3i cnonyku Mpu-
rotyBaHHA 1 i N-meTun-3,5-gumetnnbeHsmnamiqy.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 63,99 7,38 9,33 15,75

3HangeHo 64,79 7,38 9,57 14,78
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Mpuknapg 94: (1a)-N-[(1S)-2-Tigpokcm-1-
deHineTnn]-1-(1-ninepasuHin)-1-ingaHkapbokcamig,
aurigpoxnopua.

Cragis A (1RS)-N-[(1S)-2-Tigpokcm-1-
deHinetnn]-1-[4-(TpeT-6yTHnokcrkapboHin)-1-
ninepasuHin]-1-iHgaHkapbokcamia.

OuikyBaHMIN NMPOAYKT OOEPXYHOTb BiAMOBIAHO OO
MeToaukKu, sika onucaHa Ha Crapgii A MNpuknagy 4,
noyuHatoun 3i crnonyku [lpurotyBanHs 1 i (S)-2-
deHinrniumHony.

Cragia B: (1a)-N-[(1S)-2-Tgpokcu-1-cpeHinetun]-
1-[4-(TpeT-0yTUnokcukapboHin)-1-ninepasuHin]-1-
iHOaHkapbokcamia.

OuikyBaHMI NPOAYKT OAEPXKYTb PO3AiNeHHsM,
3a Jonomorolo xpomartorpadii Ha cunikareni (ento-
€HT: auMxniopmeTaH/eTunaueTar), giactepeoizoMepHoi
cyMmiLli, Ky ogepxytoTb Ha CTagii A.

Cragia C: (1a)-N-[(1S)-2-Tgpokcu-1-cpeninetun]-
1-(1-ninepasuHin)-1-ingaHkapbokcamig — gurigpoxro-
pvA.

OuikyBaHMI NpOAYKT OAEPXYOTb BiAMOBIAHO OO
MEeToauKM, fka onucaHa Ha Crapgii B Mpwuknagy 4,
noYmnHaum 3i cnonyku, ogepxaHoi Ha Ctagii B BuLue.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxosaHo 60,27 6,67 9,58 16,17

3HangeHo 59,95 6,43 9,35 16,25

Mpuknapg 95: (1B)-N-[(1S)-Tgpokcu-1-
deHineTnn]-1-(1-ninepasuHin)-1-ingaHkapbokcamig,
aurigpoxnopua.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
MeToaukKu, sika onucaHa Ha Crapgii B MNpwuknagy 4,
noyvHarouun 3 Opyroro 3 fiactepeoisomMepiB, siki pos-
ainaoTte Ha Ctagii B MNpuknaay 94.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxosaHo 60,27 6,67 9,58 16,17

3HangeHo 59,95 6,64 9,50 16,42

Mpuknag 96: N-[(1R)-1-(3,5-
OumeTtundenin)etun]-2-(1-ninepasuHin)-2-
iHOaHkapbokcamia gurigpoxnopua.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHaroum 3i cnonyku Mpu-
rotyBaHHsA 2 i (R)-1-(3,5-aumeTundeHin)etnnaminy.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 63,99 7,38 9,33 15,74

3HangeHo 64,34 7,04 9,45 16,22

Mpuknag 97:  N-{[2-(1-Minepa3vHin)iHgaH-2-
in]metun}-3,5-6ic(Tpudtopmetnn)-6eHsamig gurigpo-
xropua.

Cragis A: 2-AsngomeTun-2-[4-(TpeT-

6yTunokcukapboHin)-1-ninepasuHin]-2-iHoaH.
OuikyBaHW NPOOYKT OAEPXKYKTb peakLuieto cno-
nykun, ogepxaHoi Ha Cragii A MNpuknagy 3, 3 andeHi-
ncocdopun asngom (DPPA) i 1,8-
nia3abiuunkno[5.4.0lyHaeu-7-eHom (DBU), BignosigHo
[0 MeToamku, ska onucyeTtbes B [J. Org Chem. 1993,
58, 5886-5888], i noTiM ounLieHHAM XpomaTorpadii
Ha cunikareni (eneHT: AuxnopMmerTaH/eTunauertart

98/2).
1Y: N3:2095cm” CO:1692cm’™
Cragis B: 2-AmiHomeTun-2-[4-(TpeT-

6yTunokcukapboHin)-1-ninepasuHin]-2-iHoaH.
2,35mMmonb cnonykuy, ogepxaHoi Ha Ctagii A Bu-
Wwe, po3unHsoTe B 80mn TeTparigpodypaHy, MoTiM
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pofatoTb 2,59Mmonk TpudeHindocdiHy i nepemiluy-
BaHHSA MpoBOAdATb NpoTsaroM % roguHu. lMoTtim gopa-
toTb 10Mn BoAM i NnepemilyBaHHSA NPOAOBXYOTb NPo-
Tarom 24 roguH. llicna BunapyBaHHS PO3YUMHHUKIB,
NPOAYKLt0 O4NLLYIOTE XpoMaTorpadieto Ha cunikareni
(entoeHT: amxnopmetaH/meTaHon/amiak 85/15/1) 3
MM, WO6 ogepXKaTun OYiKyBaHUIA MPOAYKT.

Cragia C: N-{[2-[4-(TpeT-ByTunokcukap6oHin)-1-
ninepasuHinliHgaH-2-injmetun}-3,5-
Gic(TpudTopmeTun)oeH3amis,

2MMornb amiHy, Skuin ogepxytoTb Ha Cragii B
BULLE, pO3vMHATL B 15Mn TeTparigpodypaHy, noTim
npoBoAATb oxornomkeHHs Ao 0°C, i po3umH 2MMonb
3,5-6ic(TpudTopmeTun)beH3oin xopugy B S5mn Ter-
parigpodypaHy gogaoTb kpannamu. MNepemilyBaHHA
noTiM MNpPoBOAATb NPOTAroM 1 rOAMHW, PO3YMHHMK
BMMapoBYIOTb | 3anuLWOK MOBTOPHO PO3YMHSIIOTH B
MeTuneHxnopuai i NPoMuBaloTb MOCHIAOBHO PO34u-
HoM GikapboHaTy HaTpito, 10% PO34YMHOM FIMMOHHOI
KucnoTn i noTim BoAoto. lMicna BMNapoByBaHHS i Xpo-
MaTorpachii Ha cunikareni (enoeHT: auxrnopme-
TaH/eTunauetat 98/2), BiOHOBMIOIOTb  OYiKYBaHWM
npoaykKT.

Cragis D: N-{[2-(1-TMinepa3wuHin)iHaaH-2-
in]metnn}-3,5-6ic(Tpudtopmetun)-6eHsamia gurigpo-
Xropwa.

OuikyBaHWIn NPOAYKT OAepPXyloTb BigMOBIAHO A0
MEeToauKM, fka onucaHa Ha Cragii D Mpuknagy 1,
noyvHatoun 3i cnonyku, ogepxaHoi Ha Crtagii C Bu-
Lwe.

EnemeHTHUIA MikpoaHanis:

%C %H %N %Cl

MigppaxosaHo 50,756 4,63 7,72 13,03

3HangeHo 51,52 4,84 7,72 12,72

Mpuknag 98: N-[(1a)-1-(3,5-AubpomdeHin)etnn]-
2-(1-ninepasuHin)-2-ingaHkapbokcamig, — gurigpoxo-
puA.

OuikyBaHMIN NMPOOYKT OOEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHA 2 i (1a)-1-(3,5-gubpomdpeHin)eTnnaminy.

Touka nnasneHHs: 178-180°C.

Mpuknag 99: N-[(1S)-1-(3,5-
OunmeTtundenin)etun]-2-(1-ninepasuHin)-2-
iHOaHkapbokcamia gurigpoxnopua.

OuikyBaHMIN NpPOOYKT OOEPXYHOTb BiAMOBIAHO OO
meTtoaukm puknagy 4, nodmHatoum 3i cnonyku lMpu-
rotyBaHHs 2 i (S)-1-(3,5-aumetnndeHin)etunamiy.

Touka nnasneHHs: 175°C.

Mpuknag, 100: Etun
Onbpomdenin)]-2-(1-ninepasunin)-2-
iHOaHkapbokcamia aurigpoxnopua.

OuikyBaHWI NPOAYKT OAEpPXYyloTb BigMOBIAHO A0
meTtoaukm puknagy 4, novmHatoum 3i cnonyku lMpu-
rotysaHHs 2 i (1B)-1-(3,5-aubpomdeHin)eTnnaminy.

Touka nnasneHHs: 192-194°C.

Mpuknapg, 101: (1a)-N-[(1a")-1-(3,5-
Bic(Tpudtopmetun)denin)etun]-1-(1-
ninepasuHin)iHgaHkapbokcamig aurigpoxnopua.

Cragis A: ((1a')-1-[3,5-
Bic(TpucdTopmetun)deHinjeTunamin.

(1RS)-1-[3,5-bic(TpudTopmetun)deHinletunamiH
nepeTBOPIOOTE B Ciflb, BUKOPUCTOBYIOUM (L )-BUHHY
KUCIOTY, CyMmill AdiacTepeoi3omepiB, AKY TakUM YUHOM
00€epXyTb, PO3AiNA0Tb i NOTIM NPOBOAATL MOBTOPHE
nepeTBOPEHHS B OCHOBY Ha KOXHOMY 3 OBOX AiacTe-

N-[(1B)4-(3,5-
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peoi3omMepiB. OdikyBaHWI NpoAyKT siBNsie coboto ne-
pLIMiA 3 eHaHTIOMePIB, sIKi TaKUM YMHOM OAEPXKYHOTh.

Cragis B: (1RS)-N-[(1a")-1-(3,5-
Bic(TpucdTopmeTun)deHin)etun]-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHinl-1-
iHOaHkapbokcamia aurigpoxnopua.

OuikyBaHMI NMpPOAYKT OOEPXYHOTb BiAMOBIOHO OO
MeToauku, sika onucaHa Ha Crapgii A MNpuknagy 4,
novvHaroum 3i crnonyku lpurotyBaHHa 1 i crnonyku,
ofepxaHoi Ha CTagii A BuLLe.

Cragis C: (1a)-N-[(1a")-1-(3,5-
Bic(TpucdTopmeTun)deHin)etun]-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHinl-1-
iHOaHkapbokcamia ourigpoxnopua.

OuikyBaHMIN NPOAYKT OAEPXKYTb PO3AiNEeHHSAM,
3a Jonomorolo xpomartorpadii Ha cwunikareni (ento-
€HT: AuMxniopmeTaH/eTunaueTar), giactepeoizoMepHoi
cyMiLLi, IKy ogepxytoTb Ha Ctagii B.

Cragis D: (1a)-N-[(1a")-1-(3,5-
Bic(TpudTopmetun)deHin)etun]-1-(1-ninepasuHin)-
iHOaHkapbokcamig gurigpoxmnopua.

OuikyBaHMIN NPOAYKT OAEPXYHOTb BiAMOBIAHO OO
MEeToAuKM, fka onucaHa Ha Crapgii B Mpwuknagy 4,
noyvHatoum 3i cnonyku, ogepxxaHoi Ha Crtagii C Bu-
we.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 51,62 4,87 7,53 12,70

3HangeHo 52,46 5,10 7,50 12,06

Mpuknag, 102: (1B)-N-[(1a")-1-(3,5-
Bic(TpucdTopmetun)denin)etun]-1-(1-
ninepasuHin)iHgaHkapbokcamig gurigpoxnopua.

OuikyBaHMIN NMPOOYKT OQEPXKYHOTb BiAMOBIOHO OO
MeToauKkKM, sika onucaHa Ha Crapgii B lMpwuknagy 4,
noyvHarouun 3 Opyroro 3 fiactepeoisomMepis, siki pos-
ainaoTte Ha Ctagii B MNpuknaay 101.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxosaHo 51,62 4,87 7,53 12,70

3HangeHo 51,97 5,00 7,38 11,79

Mpuknag 103: (1a)-N-[(1B")-1-(3,5-
Bic(tpudn)pmeTtnn)deHin)etnn]-1-(1-
ninepasuvHin)ingaHkapbokcamig gurigpoxnopug

Cragis A: (18")-1-[3,5-
Bic(TpucTopmetnn)deHinjeTunamiu.

OuikyBaHWI NPOAYKT ABMAE cObO APYrMin 3 eHa-
HTiOMepiB, ki ogepxytoTb Ha Cragii A [lMpuknagy
101.

Cragis B: (1RS)-N-[(1B")-1-(3,5-
Bic(TpucdTopmeTun)deHin)etun]-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHinl-1-
iHOaHkapbokcami gurigpoxnopua.

OuikyBaHMI NMPOOYKT OOEPXYHOTb BiAMOBIAHO OO
MeToaukKu, sika onucaHa Ha Crapgii A lMNpuknagy 4,
noyvvHaroum 3i crnonyku lpurotyBaHHa 1 i crnonyku,
ofepxaHoi Ha CTagii A BuLLe.

Cragis C: (1a)-N-[(1B")-1-(3,5-
Bic(TpucdTopmeTun)deHin)etun]-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHin]-1-
iHOaHkapbokcamia gurigpoxnopua.

OuikyBaHMIN NPOAYKT OAEPXKYTb PO3M4iINEeHHAM,
3a Jonomorolo xpomartorpadiii Ha cunikareni (ento-
€HT: AuMxnopmeTaH/eTunaueTar), giactepeoizoMepHOoi
cyMiLli, Ky ogepxytoTb Ha CTagii B.
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Cragis D: (1a)-N-[(1B")-1-(3,5-
Bic(TpudTopmetun)denin)etun]-1-(1-ninepasuHin)-
iHOaHkapbokcamig gurigpoxnopua.

OuikyBaHMIN NMpPOOYKT OAEPXYHOTb BiAMOBIAHO OO
MEeToAMuKM, fka onucaHa Ha Crapgii B Mpwuknagy 4,
noYmnHauu 3i cnonyku, oaepxaHoi Ha Ctagii C suwe

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 51,62 4,87 7,53 12,70

3HangeHo 51,05 4,68 7,24 12,25

Mpuknapg 104: (1B)-N-[(1B")-1-(3,5-
Bic(tpuctopmetun)dpern)etun]-1-(1-
ninepasuHin)iHgaHkapbokcamig gurigpoxnopua.

OuikyBaHMI MpPOOYKT OQEPXKYHOTb BiAMOBIAHO OO
MeToauKkKM, sika onucaHa Ha Crapgii B Mpwuknagy 4,
noyvHarouun 3 Opyroro 3 fiactepeoisomMepis, siki pos-
ainsoTte Ha Ctagii C Mpuknagy 103.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 51,62 4,87 7,53 12,70

3HangeHo 52,43 5,16 7,52 11,94

Mpuknag 105: 1-[(1RS)-1-(3 -Bpom-5-
pTOpOEH3NNOKCUMETUN)iHAAH-1-in]-ninepa3vH  aurig-
poxropua.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 1, nounHaroum 3i cnonyku Mpu-
rotyeaHHs 1 i 3-6pom-5-pTopbeH3nn Gpomigy.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 51,24 5,32 5,69 14,40

3HangeHo 51,96 5,28 5,56 14,36

Mpuknag 106: 1-[(1RS)-1-(3-Xnop-5-
pTOpOGEH3NNOKCUMETUN)iHAAH-1-in]-ninepa3vH  aurig-
poxropua.

OuikyBaHMIN NMPOOYKT OOEPXKYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 1, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 1 i 3-xrop-5-chtopbeHsun Gpomiay.

Mac-cnektpomtepis: ESI (HaO/CH3CN): [M+H]"
m/z 375,2 Th

Mpuknag, 107: 1-[2-(3,5-
OndTopbeHaunokcumeTun)ivgax-2-injninepasuH  au-
rigpoxnopua.

OuikyBaHMIN NMpPOOYKT OOEPXYHOTb BiAMOBIAHO OO
meTtoaukm puknagy 1, novmHatoum 3i cnonyku lMpu-
rotysaHHs 2 i 3,5-gudptopbeHsmn Gpomiay.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxosaHo 58,47 6,08 6,49 16,44

3HangeHo 58,49 6,07 6,47 17,04

Mpuknapg 108: N-[(1S)-1-(3,5-
OvmeTtundenin)etun]-N-metun-2-(1-ninepasun-in)-2-
iHOaHkapbokcamia gurigpoxnopua.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku Npuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHA 2 i N-[(1S)-1-(3,5-gumetundperin)etun]-N-
MeTUnamiHy.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 64,65 7,60 9,05 15,27

3HangeHo 64,66 7,66 9,29 15,18

Mpuknapg 109: N-(1R)4-(3,5-
OumeTtnndenin)etun]-N-metun-2-(1-ninepasuHin )-2-
iHOaHkapbokcamia aurigpoxnopua.

OuikyBaHMI MPOOYKT OQEPXKYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
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rotyBaHHA 2 i N-[(1R)-1-(3,5-gumetunderin)etun]-N-
MeTUnamiHy.
EnemeHTHUI mikpoaHanis:
%C %H %N %Cl
MigpaxoaHo 64,65 7,60 9,05 15,27

3HangeHo 64,66 7,66 9,29 15,18

Mpuknapg, 110: 1-[2-(3-Bpom-5-
TOpOGEH3NNOKCUMETUN)iHAAH-2-in|ninepasuH, Aawrig-
poxriopua.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 1, nounHaroum 3i cnonyku Mpu-
rotyeaHHs 2 i 3-6pom-5-cpTopbeH3nn Gpomigy.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 51,24 5,32 5,69 14,40

3HangeHo 51,37 5,33 5,67 14,72

Mpuknag 111: N-[(1R)-1-(3,5-
OnxnopdeHin)etnn]-2-(1-ninepa3suHin)-2-
iHOaHkapbokcamiga gurigpoxnopua.

OuikyBaHMI NMPOOYKT OQEPXYHOTb BiAMOBIAHO OO
metoavku Npuknagy 4, nounHaroum 3i cnonyku Mpu-
rotyBaHHs 2 i (1R)-1-(3,5-gnxnopdeHin)etnnamin.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 53,79 5,54 8,55 28,87

3HalgeHo 54,58 5,55 8,45 28,63

Mpuknapg 112: 1-[2-(3-PTOP-5-
(TpucbTOpMETUN)BEHINNOKCUMETUN )iHAAH-2-iN]-
ninepasuH gurigpoxnopua.

OuikyBaHMIN MpPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 1, nounHarouu 3i cnonyku Mpu-
rotyBaHHa 2 i 3-cpTop-5-(TpudTopmeTun)deHsmn
6pomigy.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 54,89 5,44 5,82 14,73

3HangeHo 55,40 5,53 5,69 14,90

Mpuknapg 113: N-[(1S)-1-(3,5-
Bic(TpudTopmetun)deHin)etun]-2-(1-ninepasunHin)-2-
iHOaHkapbokcamig gurigpoxnopua.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIAHO OO
metoavku MNpuknagy 4, nounHaroum 3i cnonyku Mpu-
rotyBaHHA 2 i (1S)-1-[3,5-6ic(TpuddpTopmeTun)-deHin]
eTun amiHy.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 51,62 4,87 7,53 12,70

3HangeHo 51,10 4,77 7,22 12,30

Mpuknag 114: 1-[2-(3-Xrnop-5-
(TOpOGEH3NNOKCUMETUN)iHAAH-2-in|ninepasuH  auria-
poxriopua.

OuikyBaHMI MPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku Npuknagy 1, nounHaroum 3i cnonyku Mpu-
rotyBaHHs 2 i 3-xrop-5-chtopbeHsun 6pomiay.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 56,33 5,85 6,26 23,75

3HangeHo 56,40 6,00 6,25 23,67

Mpuknapg 115: (1a)-N-(1a')-1-(3,5-
OnbpomdeHin)etun]-1-(1-ninepasunin)-
iHOaHkapbokcamig aurigpoxnopua.

Cragis A: (1a')-1-[3,5-OnbpomdpeHin]eTnnamin.

(1RS)-1-[3,5-dnbpomdpeHinletTmnamiH  nepeTso-
ptoloTb B Cifb, BUKOPUCTOBYIOUM (L)-BMHHY KMCROTY,
ofepXaHy TakMM YMHOM CyMill [iacTepeoizomepis
po34insTb i NOTIB NOBTOPHE NEPETBOPEHHS B OCHO-
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BY NPOBOASATb Ha KOXXHOMY 3 ABOX AiacTepeoi3oMepiB.
OuikyBaHWI NPOAYKT ABMsiE€ COOOK MEPLUMA 3 eHaHTI-
OMepiB, SIKi TaKUM YMHOM OLEPXKYIOTb.

Cragis B: (1RS)-N-[(1a')-1-(3,5-
OnbpomdeHin)etun]-1-[4-(TpeT-6yTMNOKCHKapOoHin)-
1-ninepasuHin]-1-ingaHkapbokcamig aurigpoxnopua.

OuikyBaHMI NPOAYKT OAEpPXYyloTb BigMOBIAHO A0
MEeToAMuKM, fka onucaHa Ha Cragii A Mpuknagy 4,
noyvHaroumn 3 MNpurotyBaHHsa 1 i cnonyku, ogepxaHoi
Ha Cragii A Buwe.

Cragis C: (1a)-N-[(1a")-1-(3,5-
OnbpomdeHin)etun]-1-[4-(TpeT-6yTMnokcmkapboH-
in)-1-ninepasuHin]-1-inaaHkapbokcamia  gurigpoxro-
puA.

OuikyBaHWI MPOAYKT OQEPXYTb PO3AINEHHAM,
3a Jonomorolo xpomartorpadii Ha cunikareni (ento-
€HT: AuMxniopmeTaH/eTunaueTar), giactepeoizoMepHoi
cyMiLLi, IKy ogepxytoTb Ha Ctagii B.

Cragis D: (1a)-N-[(1a")-1-(3,5-
Onbpomdenin)etun]-1-(1-
ninepasvHin)iHgaHkapbokcamig gurigpoxnopua.

OuikyBaHMI NPOAYKT OAepPXyloTb BigMOBIAHO A0
MEeToauKM, fka onucaHa Ha Crapgii B Mpwuknagy 4,
noyvHatoun 3i cnonyku, ogepxxaHoi Ha Crtagii C Bu-
Lwe.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 45,54 4,69 7,24 12,22

3HangeHo 4594 4,77 7,02 11,32

Mpuknag, 116: (1B)-N-[(1a")-1-(3,5-
Onbpomdenin)etun]-1-(1-ninepasuHin)-
iHOaHkapbokcamia aurigpoxnopua.

OuikyBaHMIN MPOAYKT OQEPXKYHOTb BiAMOBIAHO OO
MeToauKkKM, sika onucaHa Ha Crapgii B Mpuknagy 4,
noyvHarouun 3 Opyroro 3 fiactepeoisomMepiB, siki pos-
ainsoTte Ha Ctagii C Mpuknagy 115.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 45,54 4,69 7,24 12,22

3HangeHo 4558 4,80 6,98 11,64

Mpuknag 117: (1a)-N-(1B")-1-(3,5-
Onbpomdenin)etun]-1-(1-ninepasuHin)-
iHOaHkapbokcamig gurigpoxnopua.

Cragis A: (1B")-1-[3,5-OubpomdeHin]eTunamin.

OuikyBaHMI NPOAYKT siBNsie coOOo Apyrui 3 eHa-
HTiOMepiB, ki ogepxytoTb Ha Crapgii A [lMpuknagy
115.

Cragia B: (1RS)-N-(1B")-1-(3,5-
OnbpomdeHin)etun]-1-[4-(TpeT-6yTMNOKCHKapOOHIN)-
1-ninepasuHin]-1-ingaHkapbokcamig aurigpoxnopua.

OuikyBaHMIN NMPOOYKT OOEPXYHOTb BiAMOBIOHO OO
MeToaukKu, sika onucaHa Ha Crapgii A MNpuknagy 4,
novvHaroum 3i crnonyku [purotyBaHHA 1 i crnonyku,
ofepxaHoi Ha CTagii A BuLLe.

Cragia C: (1a)-N-[(1B")-1-(3,5-
Onbpomdenin)etun]-1-[4-(TpeT-6yTMnokcmkapboH-
in)-1-ninepasuHin]ingaHkapbokcamig gurigpoxnopuva.

OuikyBaHMI NPOOYKT OAEPXKYHTb BiAOKPEMITEH-
HAM, 3a [JOMNOMOroK Xpomartorpadii Ha cunikareni
(entoeHT: guxropMeTaH/eTunaueTar), AiacTepeoiso-
MepHOi cyMiLLi, SKy oaepxytoTe Ha Ctagii B.

Cragis D: (1a)-N-[(1B")-1-(3,5-
Onbpomdenin)etun]-1-(1-
ninepasuvHin)ingaHkapbokcamig gurigpoxnopua.
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OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
MeToaukKM, sika onucaHa Ha Crapgii B Mpwuknagy 4,
noymHaloum 3i cnonyku, ogepxxaHoi Ha Ctagii C Bu-
Lwe.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 45,54 4,69 7,24 12,22

3HangeHo 4570 4,76 7,06 11,08

Mpuknag 118: (1B)-N-[(1B")-1-(3,5-
OnbpomdeHin)etun]-1-(1-ninepasuHin)-
iHOaHkapbokcamia gurigpoxnopua.

OuikyBaHMI NMPOAYKT OQEPXYHOTb BiAMOBIOHO OO
MeToaukKu, sika onucaHa Ha Crapgii B MNpuknagy 4,
noyvHarouun 3 Opyroro 3 fiactepeoisomMepiB, siki pos-
ainsoTte Ha Ctagii C Mpuknagy 117.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 45,54 4,69 7,24 12,22

3HangeHo 4553 4,56 7,10 12,08

Mpuknag, 119: N-[(1a)-1-(3,5-
OunxnopdeHin)etnn]-N-meTtnn-2-(1-ninepasuHin)-2-
iHOaHkapbokcamig gurigpoxnopua.

Cragia A: N-[(1RS)-1-(3,5-OunxnopdeHin)etun]-
N-meTun-2-(1-ninepasuHin)-2-inaaHkapbokcamia,.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
roTyBaHHs 2 i N-meTun-1-(3,5-
anxnopdeHin)eTnnamiyy.

Cragia B: N-[(1a)-1-(3,5-OnxnopdeHin)eTtnn]-N-
meTun-2-(1-ninepasuHin)-2-inaaHkapbokcamia,.

Cnonyky, ogepxaHy Ha cTagii BuLe, PO34insoTb
BEPX xpomatorpadieto, Ha xipanbHin dasi, pauemiy-
HOI CMOMyKW, ofepXaHoi Ha cTafii BuLLe.

OuikyBaHuU NpoaykT €BMse cobok nepwnn 3
€eHaHTioMepiB, pOo3aiNeHNX TakumM YYHOM.

Cragia C: N-[(1a)-1-(3,5-OnxnopdeHin)etnn]-N-
MeTun-2-(1-ninepasuHin)-2-ingaHkapbokcamig  gurig-
poxriopua.

OuikyBaHuWI NPOOYKT OAEPXKYIOTb MEPETBOPEHHAM
crnonyku, ogepxaHoi Ha Ctagii A Bule, B Cinb, BUKO-
PUCTOBYIOYY XIIOPUCTOBOAHEBY KUCIIOTY.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 54,67 5,78 8,32 14,03

3HangeHo 54,73 5,88 8,26 13,89

Mpuknapg 120: N-[(1B)-1-(3,5-
OunxnopdeHin)etnn]-N-metnn-2-(1-ninepasuHin)-2-
iHOaHkapbokcamig aurigpoxnopua.

Opyruin 3 eHaHTioMepIB, siki po3ginsaoTe Ha CTagii
B lMpuknagy 119, nepeTBoptooTb B Ciflb, BUKOPUCTO-
BYIOYM XITOPMCTOBOAHEBY KUCMOTY, 3 T!M, Wob oaep-
XaTn OviKyBaHUIM NPOOYKT.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 54,67 5,78 8,32 14,03

3HangeHo 54,95 5,96 8,15 13,41

Mpuknag, 121: N-[(1a)-1-(3,5-
OndTopderin)etnn]-2-(1-ninepasuHin)-2-
iHOaHkapbokcamia aurigpoxnopua.

Cragia A: N-[(1RS)-1-(3,5-AudTtopdeHin)eTun]-
2-(1-ninepasuHin)-2-inaaHkapbokcamig,.

OuikyBaHMIN NMPOOYKT OOEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, noynHarouu 3i cnonyku Mpu-
rotyBaHHsa 2 i 1-(3,5-audtopdeHin)eTnnamiyy.

Cragia B: Etun N-[(1a)-1-(3,5-OudpTopdenin)]-2-
(1-ninepasuHin)-2-inaaHkapbokcamia,.

87989 42

Cnonyky, ogepxaHy Ha CTagii BuLle, po34insoTb
BEPX xpomatorpadieto, Ha xipanbHin dasi, pauemiy-
HOI cnonyku, oaepxaHoi Ha Ctagii BuLe.

OuikyBaHu NpogykT <iBMsie cobok nepwwvn 3
€eHaHTioMepiB, SIKi TaKUM Y/HOM PO3AiNATb.

Cragisa C: N-[(1a)-1-(3,5-OudTopdeHin)]-2-(1-
ninepasuHin)-2-ingaHkapbokcamig gurigpoxnopua,.

OuikyBaHuWI NPOOYKT OAEPXKYIOTb MEPETBOPEHHAM
crnonyku, ogepxaHoi Ha Crtagiji Buwe, B Cinb, BUKOPU-
CTOBYIOUM XIIOPUCTOBOOHEBY KUCIIOTY.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoaHo 57,65 5,94 9,17 15,47

3HangeHo 57,87 5,86 9,08 15,47

Mpuknag 122: N-[(1B)-1-(3,5-
OndTopderin)etnn]-2-(1-ninepasuHin)-2-
iHOaHkapbokcamia gurigpoxnopua.

Opyruii 3 eHaHTioMepiB, Aki po3ginatoTe Ha Cragii
B lMpuknagy 121, nepeTBoptooTb B Ciflb, BUKOPUCTO-
BYIOYM XITOPMCTOBOAHEBY KUCMOTY, 3 TUM, Wwob oaep-
XaTn OviKyBaHUM NPOOYKT.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxoaHo 57,65 5,94 9,17 15,47

3HangeHo 58,30 5,88 9,14 15,61

Mpuknapg 123: (1a)-N-{(1RS)-1-[3,5-
Bic(Tpucdtopmetun)deninjetnn}-N-metun-1-(1-
ninepasuHin)-1-ingaHkapbokcamig gurigpoxnopva.

OuikyBaHMI NMpPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku lNpuknagy 4, novnHaoumn 3i CNonyku, ode-
pxaHoi Ha Cragii B MNMpuknagy 86 i (RS)-N-metun-1-
[3,5-6ic(TpndTopMeTUn)peHinleTnn amiHy.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 52,46 5,11 7,34 12,39

3HangeHo 52,16 5,37 6,93 11,94

Mpuknag 124: (1B)-N-{(1RS)-1-[3,5-
Bic(Tpudtopmetun)deninjetnn}-N-metun-1-(1-
ninepasuHin)-1-ingaHkapbokcamig gurigpoxnopwva.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIAHO OO
mMetoauku lNpuknagy 4, novnHaouun 3i CNonyku, ode-
pxaHoi Ha Cragii A Mpuknagy 87 i (RS)-N-metun-1-
[3,5-6ic(TpndTopMeTun)peHinleTnnaminy.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 52,46 5,11 7,34 12,39

3HangeHo 52,99 5,15 7,20 12,21

Mpuknag, 125: (1o)-N-[(1a')-1-(3,5-
OndTopderin)etnn]-1-(1-ninepasuHin)-1-
iHaaHkapbokcamig aurigpoxmnopua.

Cragis A (10)-N-[(1RS)-1-(3,5-
OundTopderin)etun]-1-[4-(TpeT-6yTrnokcukapOoHin)-
1-ninepasuHin]-1-ingaHkapbokcamig,.

OuikyBaHMIN NPOOYKT OOEPXYHOTb BiAMOBIOHO OO
MeToauku, sika onucaHa Ha Crapgii A MNpuknagy 4,
noymHaloun 3i cnonyku, ogepxxaHoi Ha Cragii B lMpu-
knagy 86 i (RS)-1-(3,5-audtopdeHin)etunaminy.

Cragia B: (1a)-N-[(1a")-1-(3,5-
OundTopderin)etun]-1-[4-(TpeT-6yTrnokcukapOoHin)-
1-ninepasuHin]-1-ingaHkapbokcamig,.

OuikyBaHMIN NpOOYKT OAEPXKYTb XpomaTorpadi-
€lo Ha cunikareni (entoeHT: avxnopme-
TaH/eTunaueTaT) JiacTepeoi3oMepHOi CyMili, SKy
oaepxytoTb Ha Ctagii A.



43

Cragis C: (1a)-N-[(1a")-1-(3,5-
OndTopderin)etnn]-1-(1-ninepasuHin)-1-
iHOaHkapbokcamig gurigpoxnopua.

OuikyBaHMIN NMpPOAYKT OQEPXYHOTb BiAMOBIAHO OO
MeToaukKu, sika onucaHa Ha Crapgii B MNpwuknagy 4,
noYmHaloum 3i cnonyku, ogepxaHoi Ha Ctagii B BuLue.

EnemeHTHUIA mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 57,65 5,94 9,17 15,47

3HangeHo 57,22 6,30 8,85 15,62

Mpwuknag, 126: (1a)-N-[(1B")-1-(3,5-
OndTopderin)etnn]-1-(1-ninepasuHin)-1-
iHOaHkapbokcamig gurigpoxnopua.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIAHO OO
MeToaukKu, sika onucaHa Ha Crapgii B Mpwuknagy 4,
noyvHaroun 3 Opyroro 3 fiactepeoisomMepiB, siki pos-
ainaoTte Ha Ctagii B MNpuknagy 125.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoaHo 57,65 5,94 9,17 15,47

3HangeHo 57,15 6,31 8,84 15,38

Mpuknag, 127: (1B)-N-[(1a")-1-(3,5-
OndTopderin)etnn]-1-(1-ninepasuHin)-1-
iHOaHkapbokcamig aurigpoxnopua.

Cragis A: (1B)-N-[(1RS)-1-(3,5-
OundTopderin)etun]-1-[4-(TpeT-6yTrnokcukapOoHin)-
1-ninepasuHin]-1-ingaHkapbokcamig,.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
MeToaukKu, sika onucaHa Ha Crapgii A MNpuknagy 4,
noymHaloun 3i cnonyku, ogepxxaHoi Ha Cragii A lMpu-
knagy 87 i (RS)-1-(3,5-gudtopdeHin)etunaminy.

Cragis B: (1B)-N-[(1a")-1-(3,5-
OundTopdeHrin)etun]-1-[4-(TpeT-6yTrnokcukapOoHin)-
1-ninepasuHin]-1-ingaHkapbokcamig,.

OuikyBaHMIN NpOOYKT OAEPXKYTb XpomaTorpadi-
€lo Ha cunikareni (entoeHT: avxnopme-
TaH/eTunaueTaT) JiacTepeoi3oMepHOi CyMili, SKy
oaepxytoTb Ha Ctagii A.

Cragis C: (1B)-N-[(1a")-1-(3,5-
OndTopderin)etnn]-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia ourigpoxnopua.

OuikyBaHMIN NPOOYKT OOEPXYHOTb BiAMOBIAHO OO
MEeToAuKM, fka onucaHa Ha Crapgii B Mpuknagy 4,
noYmnHaKum 3i cnonyku, ogepxaHoi Ha Ctagii B Buwe

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoaHo 57,65 5,94 9,17 15,47

3HangeHo 57,38 6,36 8,88 15,69

Mpuknapg 128: (1B)-N-[(1B")-1-(3,5-
OndTopderin)etnn]-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia aurigpoxnopua.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIAHO OO
MeToaukKn, sika onucaHa Ha Crapgii B Mpuknagy 4,
noyvHarouun 3 Opyroro 3 fiactepeoisomMepiB, siki pos-
ainaoTte Ha Ctagii B MNpuknagy 127.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 57,65 5,94 9,17 15,47

3HangeHo 57,38 6,33 8,87 15,34

Mpuknag 129: N-(3-Xnop-5-pTrop6eHsunn)-2-(1-
ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopva.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIAHO OO
metoavku Npuknagy 4, nounHaroum 3i cnonyku Mpu-
rotyBaHHs 2 i 3-xnop-5-pTopbeH3nnaminy.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl
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MigpaxoBaHo 54,74 5,47 9,12 15,39

3HangeHo 55,24 5,61 9,06 15,29

Mpuknapg 130: N-[(1S)-1-(3,5-
OnxnopdeHin)etnn]-2-(1-ninepasuHin)-2-
iHOaHkapbokcamig gurigpoxnopua.

OuikyBaHMIN NMpPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku Npuknagy 4, nounHaroum 3i cnonyku Mpu-
rotyBaHHs 2 i (1S)-1-[3,5-guxnopdeHinjetunaminy.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 53,79 5,54 8,55 28,87

3HangeHo 54,53 5,59 8,52 28,80

Mpuknag, 131: (1o)-N-[(1a')-1-(3,5-
OnxnopdeHin)etnn]-1-(1-ninepa3suHin)-
iHOaHkapbokcamia gurigpoxnopua

Cragia A (10)-N-[(1RS)-1-(3,5-
OwnxnopdeHin)etnn]-1-[4-(TpeT-6yTUNOKCUKapOOHin)-
1-ninepasuHin]-1-ingaHkapbokcamig,.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
MeToaukKu, sika onucaHa Ha Crapgii A MNpuknagy 4,
noyunHatoum 3i cnonyku, ogepxaHoi Ha Cragii B Mpu-
knagy 86 i (RS)-1-(3,5-guxnopdeHin)etnnaminy.

Cragia B: (1a)-N-[(1a")-1-(3,5-
OwnxnopdeHin)etnn]-1-[4-(TpeT-6yTUNOKCUKapOOoHin)-
1-ninepasuHin]-1-ingaHkapbokcamig,.

OuikyBaHMIN NpOOYKT OAEPXKYTb XpomaTorpadi-
€lo Ha cunikareni (entoeHT: avxnopme-
TaH/eTunaueTaT) JiacTepeoi3oMepHOi CyMilli, SKy
ofepxXyoTb Ha Ctagii A.

Cragis C: (1a)-N-[(1a")-1-(3,5-
Onxnopdenin)etnn]-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia ourigpoxnopua.

OuikyBaHMIN NpPOOYKT OAEPXYHOTb BiAMOBIAHO OO
MEeToAuKM, aka onucaHa Ha Cragii B Mpwuknagy 4,
noYmnHaKum 3i cnonyku, ogepxaHoi Ha Ctagii B BuLue.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 53,79 5,54 8,55 28,87

3HangeHo 54,21 5,69 8,04 28,87

Mpuknag 132: (1o)-N-[(1B")-1-[3,5-
OnxnopdeHin)etnn]-1-(1-ninepasuHin)-1-
iHOaHkapbokcamig aurigpoxnopua.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIZHO OO
MeToauKKM, sika onucaHa Ha Crapgii B Mpwuknagy 4,
noyvHaroun 3 Opyroro 3 fiactepeoisomMepiB, siki pos-
ainaoTte Ha Ctagii B MNpuknagy 131.

EnemeHTHUIA mMikpoaHanis:

%C %H %N %Cl

MigpaxoaHo 53,79 5,54 8,55 28,87

3HangeHo 54,26 5,40 8,04 28,03

Mpuknag 133: (1B)-N-[(1a')-1-(3,5-
OnxnopdeHin)etnn]-1-(1-ninepasuHin)-1-
iHaaHkapbokcamig aurigpoxmnopua.

Cragis A: (1B)-N-[(1RS)-1-(3,5-
OwnxnopdeHin)etnn]-1-[4-(TpeT-6yTUNOKCUKapOOHin)-
1-ninepasuHin]-1-ingaHkapbokcamig,.

OuikyBaHMIN NMpPOOYKT OOEPXYHOTb BiAMOBIOHO OO
MeToaukKu, sika onucaHa Ha Crapgii A MNpuknagy 4,
noymHaloun 3i cnonyku, ogepxxaHoi Ha Cragii A lMpu-
knagy 87 i (RS)-1-(3,5-guxnopdeHin)etnnaminy.

Cragia B: (1B)-N-[(1a")-1-(3,5-
OwnxnopdeHin)etnn]-1-[4-(TpeT-6yTUNOKCUKapOOHin)-
1-ninepasuHin]-1-ingaHkapbokcamig,.

OuikyBaHMIN NpOOYKT OAEPXKYTb XpomaTorpadi-
€lo Ha cunikareni (entoeHT: avxnopme-
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TaH/eTunaueTar) JiacTepeoi3oMepHOi CyMilli, SKy
oaepxytoTb Ha Ctagii A.

Cragis C: (1B)-N-[(1a")-1-(3,5-
OnxnopdeHin)etnn]-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia aurigpoxnopua.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIAHO OO
MeToaukKu, sika onucaHa Ha Crapgii B Mpuknagy 4,
noYmHaloum 3i cnonyku, ogepxaHoi Ha Ctagii B BuLue.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 53,79 5,54 8,55 28,87

3HangeHo 54,00 5,54 8,08 28,19

Mpuknag 134: (1B)-N-[(1p")-1-(3,5-
OnxnopdeHin)etnn]-1-(1-ninepasuHin)-1-
iHOaHkapbokcamig gurigpoxnopua.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIOHO OO
MeToaukKM, sika onucaHa Ha Crapgii B Mpwuknagy 4,
noyvHarouun 3 Opyroro 3 fiactepeoisomMepiB, siki pos-
ainaoTte Ha Ctagii B MNpuknagy 133.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 53,79 5,54 8,55 28,87

3HangeHo 53,80 5,62 7,93 27,54

Mpuknag 135:  N-(3-Xnop-5-dTopbeH3nn)-N-
meTun-2-(1-ninepasuHin)-2-inaaHkapbokcamig  auria-
poxriopua.

OuikyBaHMIN MPOOYKT OOEPXYHOTb BiAMOBIAHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i N-metun-3-xnop-5-ptopbeHannaminy.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 55,65 5,73 8,85 22,40

3HangeHo 55,54 5,95 8,81 22,55

Mpuknag, 136: N-[(1a)-1-(3,5-
OndTopderin)etnn]-N-metun-2-(1-ninepasuHin)-2-
iHOaHkapbokcamia aurigpoxnopua.

Cragia A: N-[(1RS)-1-(3,5-AudTtopdeHin)etun]-
N-meTun-2-(1-ninepasuHin)-2-inaaHkapbokcamia,.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, noynHarouu 3i cnonyku Mpu-
roTyBaHHs| 2 i N-metun-1-(3,5-
andTopdeHin)eTnnamivy.

Cragis B: N-[(1a)-1+(3,5-OudTopdeHin)etmn]-N-
MeTun-2-(1-ninepasuHin)-2-ingaHkapbokcamig,.

Cnonyky, ogepxaHy Ha CTagii BuLle, po34insoTb
BEPX xpomatorpadieto, Ha xipanbHin dasi, pauemiy-
HOI cnonyku, ogepxaHoi Ha CTagii Buwe. OuikyBaHWN
npoaykT siBnsie cobolo MepLunii 3 eHaHTiomepiB, sKi
TakUM YYHOM PO3AiNsAtoTh.

Cragia C: N-[(1a)-1-(3,5-OndTopdeHin)]-N-
MeTun-2-(1-ninepasuHin)-2-ingaHkapbokcamig  gurig-
poxropua.

OuikyBaHuWI NPOOYKT OAEPXKYIOTb MEPETBOPEHHAM
crnonyku, ogepxaHoi Ha Crtagiji BuLe, B Cinb, BUKOPU-
CTOBYIOUM XJIIOPUCTOBOOHEBY KUCIIOTY.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MippaxoBaHo 58,48 6,19 8,89 15,01

3HangeHo 57,93 6,09 8,62 15,18

Mpuknag 137: N-[(1B)-1-(3,5-
OndTopderin)etnn]-N-meTtunn-2-(1-ninepasuHin)-2-
iHOaHkapbokcamia gurigpoxnopua.

Opyruii 3 eHaHTioMepiB, Aki po3ginatoTe Ha CTagii
B Mpuknagy 136, nepeTBoOpIoOThL B Cifb, BUKOPUCTO-
BYIOYM XITOPMCTOBOAHEBY KUCMOTY, 3 TUM, Wwob oaep-
XaTn OdiKyBaHUM NPOOYKT.
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EnemeHTHUI mikpoaHanis:
%C %H %N %Cl

MigpaxoBaHo 58,48 6,19 8,89 15,01

3HangeHo 57,83 6,35 8,64 15,56

Mpuknapg 138: (1o)-N-[(1a')-1-(3,5-
Onépomdenin)etun]-N-metun-1-(1-
ninepasuHin)iHaaHkapbokcamig avrigpoxnopug

Cragis A: (1a)-N-[(1RS)-1-(3,5-
Onbpomdenin)etun]-N-metun-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHinl-1-
iHOaHkapbokcamia.

OuikyBaHMI NMpPOOYKT OOEPXYHOTb BiAMOBIOHO OO
MeToaukKn, sika onucaHa Ha Crapgii A lMNpuknagy 4,
noymHaloun 3i cnonykun, ogepxxaHoi Ha Cragii B lMpu-

Knagy 86, i (RS)-N-meTun-1-(3,5-
anbpomdeHin)eTunaminy.
Cragis B: (1a)-N-[(1a")-1-(3,5-

Onbpomdenin)etun]-N-metun-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasutHinl-1-

iHOaHkapbokcamia.
OuikyBaHMIN NPOOYKT OAEPXKYyTb XpomaTorpadi-
€lo Ha cunikareni (entoeHT: anxnopme-

TaH/eTunaueTaT) JiacTepeoi3oMepHOi CyMili, SKy
oaepxytoTb Ha Ctagii A.

Cragis C: (1a)-N-[(1a")-1-(3,5-
Onbpomdenin)etun]-N-metun-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia gurigpoxnopua.

OuikyBaHMI NPOAYKT OAepPXyloTb BigMOBIAHO A0
MEeToauKM, fka onucaHa Ha Crapgii B Mpwuknagy 4,
noYmnHaKum 3i cnonyku, ogepxaHoi Ha Ctagii B BuLue.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 46,49 4,92 7,07 11,93

3HangeHo 46,62 5,05 6,78 11,01

Mpuknapg 139: (1a)-N-[(1B")-1-(3,5-
Onépomdenin)etun]-N-metun-1-(1-ninepasuHin)-1-
iHOaHkapbokcamig gurigpoxnopua.

OuikyBaHMIN NMpPOOYKT OQEPXYHOTb BiAMOBIZHO OO
MeToaukKu, sika onucaHa Ha Crapgii B Mpwuknagy 4,
noyvHaroun 3 Opyroro 3 fiactepeoisomMepiB, siki pos-
ainaoTte Ha Ctapgii B MNpuknaay 138.

EnemeHTHUIA mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 46,49 4,92 7,07 11,93

3HangeHo 46,14 5,05 6,65 11,14

Mpuknag, 140: N-{(1a)-1-[3,5-
Bic(Tpucdtopmetun)deHinjetnn}-N-metun-2-(1-
ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopva.

Cragis A N-{(1RS)-1-[3,5-
Bic(Tpucdtopmetun)dpeninjetnn}-N-metun-2-(1-
ninepasuHin)-2-ingaHkapbokcamig,.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-

roTyBaHHs 2 i N-metun-1-[3,5-
Gic(TpudTopmeTUn)dheHin]-eTunaminy.
Cragia B: N-{(1a)-1-[3,5-

Bic(Tpuctopmetun)deHinjetnn}-N-metun-2-(1-
ninepasuHin)-2-ingaHkapbokcamig,.

Cnonyky, ogepxaHy Ha CTaaii BuLLle, po34insoTb
BEPX xpomatorpadieto, Ha xipanbHin dasi, pauemiy-
HOI cnonyku, ogepxaHoi Ha CTagii Buwe. OuikyBaHWn
npoaykT siBnsie cobolo MepLunii 3 eHaHTiomepiB, sKi
TakUM YMHOM PO3AiNsAoTh.
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Cragis C: N-{(1a)-1-[3,5-
Bic(Tpudtopmetun)deninjetnn}-N-metun-2-(1-
ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopua.

OuikyBaHuWI NPOOYKT OAEPXKYIOTb MEPETBOPEHHAM
crnonyku, ogepxaHoi Ha Crtagiji BuLe, B Cinb, BUKOPU-
CTOBYHOUN XIIOPUCTOBOAHEBY KUCIIOTY.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl
MigpaxoBaHo 52,46 5,11 7,34 12,39
3HargeHo 53,00 5,39 7,20 12,03
Mpuknapg 141: N-{(1B)-1-[3,5-

Bic(Tpucdtopmetun)deninletnn}-N-metun-2-(1-
ninepasuHin)-2-ingaHkapbokcamig rigpoxnopua.
Opyruii 3 eHaHTioMepiB, Aki po3ginatoTe Ha CTagii
B Mpuknagy 140, nepeTBOpIOOTL B Ciflb, BUKOPUCTO-
BYIOYM XITOPMCTOBOAHEBY KUCMOTY, 3 TUM, Wob oaep-
XKaTn OviKyBaHUM NPOOYKT.
EnemeHTHUI MikpoaHanis:

%C %H %N %Cl
MigpaxoaHo 56,03 5,27 7,84 6,61
3HangeHo 56,54 5,44 7,66 6,49

Mpuknag 142: N-[(1R)-1-®eHinetun]-N-metun-2-
(1-ninepasuHin)-2-inaaHkapbokcamig aurigpoxnopua.
OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i (1R)-N-meTun-1-cpeHeTnnamiHy.
EnemeHTHUI mikpoaHanis:

%C %H %N %Cl
MigpaxosaHo 63,30 7,16 9,63 16,25
3HangeHo 63,25 7,34 9,35 16,78

Mpuknag 143: N-[(1S)-1-®eHineTnn]-N-meTnn-2-
(1-ninepasuHin)-2-inaaHkapbokcamig aurigpoxnopua.
OuikyBaHMIN NPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, noynHarouu 3i cnonyku Mpu-
rotyBaHHsA 2 i (1S)-N-meTun-1-deHetunaminy.
EnemeHTHUI mikpoaHanis:

%C %H %N %Cl
MigpaxoBaHo 63,60 7,16 9,63 16,25
3HangeHo 6,81 7,29 9,48 16,72
Mpuknag 144:  (1a)-N-[(1S)-1-PeHineTun]-N-

meTun-(1-ninepasuHin)-1-ingaHkapbokcamig gurigpo-
xropua.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
mMetoauku lNpuknagy 4, novnHaouun 3i CNonyku, ode-
pxaHoi Ha Cragii B lMNMpuknagy 86 i (1S)-N-metun-1-
eHeTunamiHy.

EnemeHTHUIA MikpoaHanis:

%C %H %N %Cl
MigpaxosaHo 63,30 7,16 9,63 16,25
3HangeHo 62,68 7,29 9,25 16,04
Mpuknag  145:  (1B)-N-[(1S)-1-PeHineTun]-N-

meTun-1-(1-ninepasuHin)-1-ingaHkapbokcamig  auria-
poxriopua.

OuikyBaHMIN NMpPOOYKT OQEPXKYHOTb BiAMOBIAHO OO
metoauku lNpuknagy 4, novnHaoumn 3i CNonyku, ode-
pxaHoi Ha Ctagii A Mpuknaay 87, i (1S)-N-metnn-1-
eHeTunaminy.

EnemeHTHUI mMikpoaHanis:

%C %H %N %ClI
MigpaxosaHo 63,30 7,16 9,63 16,25
3HalgeHo 63,51 7,54 9,47 16,06
Mpuknag 146:  (1B)-N-[(1R)-1-®eHinetnn]-N-

metun-1-(1-ninepasuHin)-1-ingaHkapbokcamig  guria-
poxriopua.

OuikyBaHMIN NMpPOAYKT OQEPXKYHOTb BiAMOBIAHO OO
mMetoauku lNprknagy 4, novnHaoumn 3i CNonyku, ode-
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pxaHoi Ha Ctagii A lMpuknagy 87, i (1R)-N-metun-1-
ceHeTunaminy.
EnemeHTHUIA mMikpoaHanis:

%C %H %N %Cl
MigpaxosaHo 63,30 7,16 9,63 16,25
3HangeHo 63,63 7,67 9,68 15,51
Mpuknag 147:  (1a)-N-[(1R)-1-PeHineTun]-N-

meTun-1-(1-ninepasuHin)-1-ingaHkapbokcamig  auria-
poxropua.

OuikyBaHMIN NMPOOYKT OOEPXYHOTb BiAMOBIOHO OO
metoauku lNpuknagy 4, novnHaouun 3i CNonyku, ode-
pxaHoi Ha Ctagii B Mpuknagy 86, i (1R)-N-metunn-1-
heHeTunamiHy.

EnemeHTHUIA MikpoaHanis:

%C %H %N %Cl
MigpaxosaHo 63,30 7,16 9,63 16,25
3HangeHo 62,87 7,16 9,06 15,95
Mpuknag, 148: N-[(1a)-1-(3,5-

Onépomdenin)etun]-N-metun-2-(1-ninepasuHin)-2-
iHOaHkapbokcamig gurigpoxnopua.

Cragia A: N-[(1RS)-1-(3,5-OnbpomdeHin)etun]-
N-meTun-2-(1-ninepasuHin)-2-inaaHkapbokcamia,.

OuikyBaHMIN NMPOAYKT OOEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHA 2 i N-metun-1-(3,5-gubpomderin)etun
aminy.

Cragia B: N-[(1a)-1-(3,5-Onbpomdpenin)etun]-N-
MeTtun-2-(1-ninepasuHin)-2-iHgaHkapbokcamia

Cnonyky, ogepxaHy Ha CTagaji BuLLe, po3ainsoTb
BEPX xpomatorpadieto, Ha xipanbHin dasi, pauemiy-
HOI cnonyku, ogepxaHoi Ha CTagii Buwe. OuikyBaHWN
npoaykT siBnsie cobolo MepLunii 3 eHaHTiomepiB, sKi
TakUM YMHOM PO3AiNAoTh.

Cragia C: N-[(1a)-1+(3,5-Onbpomdpenin)eTun]-N-
MeTun-2-(1-ninepasuHin)-2-ingaHkapbokcamig  gurig-
poxropua.

OuikyBaHuWI NPOOYKT OO4EPXKYIOTb MEPETBOPEHHAM
crnonyku, ogepxaHoi Ha Crtagiji Buwe, B CiNnb, BUKOPU-
CTOBYIOUM XIIOPUCTOBOOHEBY KUCIIOTY.

Mac-cnektpomeTpisi: [M+H]"'=519,1

Mpuknag, 149: N-[(1B)-1-(3,5-
Onbpomdenin)etun]-N-meTun-2-(1-ninepasuHin)-2-
iHOaHkapbokcamig ourigpoxnopua.

Opyruii 3 eHaHTioMepiB, Aki po3ainatoTe Ha Cragii
B Mpuknagy 148, nepeTBopioloTb B Ciflb, BUKOPUCTO-
BYIOYM XITOPUCTOBOAHEBY KUCMOTY, 3 TUM, Wwob oaep-
XaTn oviKyBaHUM NPOOYKT.

EnemeHTHWUIA MikpoaHanis:

%C %H %N %Cl
MigpaxoBaHo 46,49 4,92 7,07 11,93
3HangeHo 46,99 4,85 6,90 11,28
Mpuknag 150: (RS)-1-{2-[1-(3,5-
OvmeTtnndenin)eTokcn)meTunlinaaH-2-in}-ninepasvH
aurigpoxnopua.
Cragis A: TpeT-bytun (RS)-4-(2-{[(3,5-

anMMeTnnoeH3oin)okenMeTun}ingaH-2-in)-1-
ninepasvHkapbokcunat

Ho 4,8r cnonykun, ogepxaHoi Ha Ctagii A lNpu-
knagy 3, i 2,16r 3,5-aMmMeTun-6eH30MHOI KUCIOoTH,
po3unHeHoi B 10Mn MeTuneHxnopuay, AoAaloTb, Npu
0°C, 2,76r 1-(3-ammeTunamiHonponin)-3-
eTnnkapbogiimig rigpoxnopuay i 150Mr gumetunami-
HonmipuauHy. [licns nepemiwysaHHa npotarom 20
roOAMH Mpu TemnepaTtypi HaBKONWULIHBOrO CepenoBu-
lWa PO3YMHHMK BUNAPOBYIOTb, 3aNMLLIOK MOBTOPHO
pPO3UMHSAIOTL B eTurnauetari, i NnoTiM opraHiyHy dasy
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NpoMMBalOTb BOAOK, BUCYLUYIOTb i BWUMNapoOBYHOTb.
3anuwok, Skuii OAepXytoTb, OYMLLYIOTL Xpomarorpa-
dieto  Ha  cunikareni (ermtoeHT:  gnxnopwme-
TaH/eTnnauetaTt 92,5/7,5) 3 Tum, WwWob ogepxaTtu oui-
KyBaHUI NPOAYKT.

Touka nnasneHHs: 139°C.

Cragis B: TpeT-byTnn 4-[2-({[1-(3,5-
anmMeTundeHin)eiHinjokcuimeTnn)iHgax-2-inj-1-
ninepasvHkapbokcunat

Ho 4,55r npogykty, skui ogepxytoTe Ha Cragii
BULe, po3ynHeHoro B 40mn TeTparigpodypaHy, [o-
paotb 19,4mn po3unH 1M avMeTunTUTaHouEeHy B
Tonyoni. Cymiw noTiM HarpiBaloTe 3i 3BOPOTHUM XO-
noguneHuWkoM nig asotom. [licng nepemilyBaHHs
npoTArom 6 roAuH Npu HarpiBaHHi 3i 3BOPOTHUM XO-
NnoauneHUKOM, [ofatoTb HAcTynHi 9,7Mn po3dnHy
TUTaHOLIEHY | HarpiBaHHA 3i 3BOPOTHMM XONOAWITbHU-
KOM MpofoBxytoTb npotarom 18 roguH. lMicna nosep-
HEHHs OO0 TemnepaTypu HaBKOMNWLIHbOIO CepenoBu-
wa, gogaoTe 300Mn neHTaHy i cymiw inbTPyoTb.
dinbTpaT BUMNAPOBYIOTb | 3anMLIOK MOTIM XpomMaTor-
pacdytioTb Ha curikareni  (enieHT:  guxropme-
TaHn/etunauetat 90/10) 3 Tum, W6 ogepxaTn OdiKy-
BaHWI NPOAYKT.

Touka nnasneHHs: 128°C.

Cragia C: Tper-bymn  (RS)-4-(2-{[1-(3,5-
AnMeTnndeHin)eTokcnMeTuninaax-2-in)-1-
ninepasvHkapbokcunat

Oo 1,6r npogykty, sikuin ofepxytTe Ha Crapgii
BuLLE, po3dnHeHoro B 40mn Tonyony i 20mn 6e3Boa-
HOro eTaHony, godatoTb, Micns AgerasyBaHHs, 165mr
(5% monsipHuin) Tpuc(TpudbeHindocdiH)poain xnopu-
ay. Cymiw noTim rigporeHisytote npotsirom 20 roguH
npu TemnepaTypi HaBKOMULLHLOIO cepefdoBuLla i aT-
MocepHoMy TUcky. lMicna BMnapyBaHHA PO3YMHHMKIB
i xpomaTorpadyyBaHHa Ha cunikareni (enieHT: aux-
nopmetaH/etunauerat 80/20), ogepxytoTe O4ikyBa-
HWA NPOOYKT.

I4:>=CO 1688cm”

Cragis D: (RS)-1-{2-[(1-(3,5-
OvnmeTtnndeHin)etokcn)metunlinaaH-2-inininepasuH
aurigpoxnopug

OuikyBaHMI NPOOYKT OAEPXYKTb peakuieto cno-
nyKW, oaepxaHoi Ha CTagji BuLLe, 3 XITOPUCTOBOOHE-
BOIO KWUCIOTOHO.

EnemeHTHWUIA MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 65,90 7,83 6,40 16,21

3HalgeHo 66,36 8,34 6,43 15,98

Mpwuknag 151: 1-{2-[(1o)-1-(3,5-
OnxnopdeHin)eTokcn)MeTun]iHgaH-2-in}-ninepasuH
aurigpoxnopua.

Cragia A:  Ttper-bytun  (RS)-4-(2-{[1-(3,5-

anxnopdeHin)etokeulmeTnn}ingaH-2-in)-1-
ninepasvHkapbokcunat

OuikyBaHMIN NPOOYKT OOEPXYHOTb BiAMOBIAHO OO
MeToauku, fka onucaHa Ha Crtagisx A-C [lMpuknagy
150, 3amiHotouM 3,5-AMMEeTUNOEH30HY KUCINOTY Ha
Cragii A Ha 3,5-anxnop6eH30MHyY KMCNOTY.

Cragia B: Tper-bymun  4-(2-{[(1a)-1-(3,5-
anxnopdeHin)etokculmeTnn}ingaH-2-in)-1-
ninepasvHkapbokcunat

Cnonyky, ogepxaHy Ha CTagii BuLle, po34insoTb
BEPX xpomatorpadieto, Ha xipanbHin dasi, pauemiy-
HOI cnonyku, ogepxaHoi Ha CTagii Buwwe. OuikyBaHWN
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npoaykT siBnsie cobolo MepLunii 3 eHaHTiomepiB, sKi
TakKUM YMHOM pO3aiNsAoTh.

Cragis C: 1-{2-[(1a)-1-(3,5-
OnxnopdeHin)eTokcu)meTun]ingaH-2-inninepaswH
aurigpoxnopua.

OuikyBaHWI NPOOYKT OAEPXYKTb peakuieto cno-
nyku, ogepxaHoi Ha CTagii BuLLEe 3 XIIOpUCTOBOAHE-
BOIO KUCFOTOHO.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 55,25 5,90 5,86 29,65

3HangeHo 55,17 6,29 5,65 28,95

Mpuknag 152: 1-{2-[((1B)-1-(3,5-
OnxnopdeHin)eTokcn)MeTun)iHgaH-2-in}-ninepasuH
aurigpoxnopua.

Opyruii 3 eHaHTioMepiB, Aki po3ginatoTe Ha CTagii
B Mpuknagy 151, nigoaloTe peakuil 3 xnopucrtosoa-
HEBOIO KUCMOTO0, 3 T!M, LWO6 ofepxxaTn OudikyBaHWN
npoaykKT.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 55,25 5,90 5,86 29,65

3HangeHo 55,63 6,24 5,65 29,48

Mpuknapg 153: 1-{(1o)-1-[((1a")-1-(3,5-
OndTopdeHin)eToken)metun]iHgaH-1-in}ninepasnH
aurigpoxnopua.

Cragis A: (1a)-1-[4-(TpeT-ByTnnokcukap6oHin)-1-
ninepasuHinj-1-rigpokcumeTuniHaaH.

OuikyBaHWI NPOAYKT € NepLunM 3 eHaHTioMepiB,
AKi OfepXyloTb po3fineHHsaM Ha xipanbHin BEPX ko-
NOHLj cnonyku, ofaepxaHoi Ha Ctagii B Mpuknagy 1.

Crapia B: tpet-Bytun 4-((1a)-1-{[(1RS)-1-(3,5-
andTopdeHin)eTokcu]-meTun}ingan-1-in)-1-
ninepasvHkapbokcunat

OuikyBaHMIN NpPOOYKT OOEPXYHOTb BiAMOBIAHO OO
MEeTOAMKM, sika onucaHa Ha Ctagisx A-C lNpuknagy
150, mouymHaroum 3i cronyku, ogepxaHoi Ha Cragii
BuLLE, i 3,5-AnTOpP-0EH30MHOT KUCTOTN.

Cragia C: Ttpet-bytun 4-((1a)-1-{[(1a')-1-(3,5-
andTopdeHin)eTokcu]metTun}ingan-1-in)-1-
ninepasvHkapbokcunat

Cnonyky, ogepxaHy Ha CTagji BuLLe, po3ainsoTb
xpomaTorpadieto Ha cunikareni. O4ikyBaHUA NPOAYKT
ABnsie cCo6OK0 NepLUMi 3 giacTepeni3omepiB, Sk Takum
YMHOM PO3aiNstoTh.

Cragis D: 1-{(1a)-1-[((1a")-1-(3,5-
OndTopdeHin)eToken)Metun]iHgaH-1-in}-ninepasuH
aurigpoxnopug

OuikyBaHWI NPOOYKT OAEPXYKTb peakuieto cno-
NyKW, ogepxaHoi Ha CTagji BuLle, 3 XITOPUCTOBOOHE-
BOIO KUCFOTOHO.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 59,33 6,34 6,29 15,92

3HangeHo 60,09 6,38 5,88 16,00

Mpuknag, 154: 1-{(1a)-1-[((1B")-1-(3,5-
OndTopdeHin)eToken)metun]iHgaH-1-in}ninepasnH
aurigpoxnopua.

OuikyBaHWI NPOAYKT OOEPXYyTb peakuieto gpy-
roro 3 giactepeoizomepis, ski po3ginsiote Ha Cragii
C lMpuknagy 153, 3 XNOPUCTOBOAHEBOIO KUCIOTOH.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxoaHo 59,33 6,34 6,29 15,92

3HangeHo 58,86 6,18 6,05 15,85
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Mpuknapg 155: 1-{(1B)-1-[((1a")-1-(3,5-
OndTopdeHin)eTokcm)meTun]iHaan-1-in}ninepasuH
aurigpoxnopua.

Cragisa A: (1B)-1-[4-(TpeT-ByTunokcukapboHin)-1-
ninepasuHinj-1-rigpokcumeTuniHaaH.

OuikyBaHMIN NPOAYKT siBNsie cobo apyrui 3 eHa-
HTiOMepIB, sIKi OAEPXYI0Tb PO3AINAHHAM Ha XipanbHiin
BEPX konoHuj cnonyku, ogepxaHoi Ha Ctagaii B Mpw-
knagy 1.

Crapia B: Tpet-bytun 4-((1B)-1-{[(1RS)-1-(3,5-
andTopdeHin)eTokculmeTun}-inaaH-1-in)-1-
ninepasviHkapbokcunat

OuikyBaHMI NMpOAYKT OQEPXYHOTb BiAMOBIOHO OO
MeToauku, aka onucaHa Ha Crtagisx A-C [lMpuknagy
150, mouymHaroum 3i crnonyku, ogepxaHoi Ha Cragii
Buwe i 3,5-anupTopbeH30HoT kucnoTu.

Cragia C: Ttpet-bytun 4-((1B)-1-{[(1a')-1-(3,5-
andTopdeHin)eTokcu]metTun}ingan-1-in)-1-
ninepasviHkapbokcunat

Cnonyky, ogepxaHy Ha Ctagii BuLe, po3ainsioTb
Xpomarorpadieto Ha cunikareni. OdikyBaHWU NpoayKT
sBnsie cCo6oK0 NepLUMi 3 giacTepeni3omepiB, Sk Takum
YMHOM PO3aINsHoTh.

Cragis D: 1-{(1B)-1-[((1a")-1-(3,5-
OndTopdeHrin)eToken)metun]iHgaH-1-in}-ninepasuH
aurigpoxnopug

OuikyBaHWI NPOOYKT OAEPXKYKTb peakuieto cno-
NyKW, ogepxaHoi Ha CTagji BuLle, 3 XITOPUCTOBOOHE-
BOIO KUCFOTOHO.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 59,33 6,34 6,29 15,92

3HangeHo 58,91 6,38 6,12 16,07

Mpuknag 156: 1-{((1B)-1-[(1B")-1-(3,5-
OndTopdeHin)ctokcn)metunlingan-1-in}  ninepasuH
aurigpoxnopua.

OuikyBaHMI NPOAYKT OOEPXYTb peakuieto gpy-
roro 3 giactepeoizomepis, ski po3ginsiote Ha Cragii
C lMpuknagy 155, 3 XNOPUCTOBOAHEBOIO KUCIOTOHO.

EnemeHTHUIA mMikpoaHanis:

%C %H %N %Cl

MigppaxosaHo 59,33 6,34 6,29 15,92

3HargeHo 59,58 6,41 5,93 15,94

Mpuknag 157: 1-{2-[(1a)-1-(3,5-
Onbpomdenin)eToken)metunlinaaH-2-in}-ninepasvH
aurigpoxnopua.

Cragia A:  Ttper-bytun  (RS)-4-(2-{[1-(3,5-

anbpomdeHin)etokculmeTun}inaaH-2-in)-1-
ninepasvHkapbokcunat

OuikyBaHMIN NMpPOAYKT OOEPXYHOTb BiAMOBIOHO OO
MeToauku, fka onucaHa Ha Crtapisx A-C [lMpuknagy
150, 3amiHiooumn 3,5-0MMeTUNOE00NHY KUCMIOTY Ha
Cragii A Ha 3,5-gnbpomMbeH30HY KUCIOTY.

Cragia  B: Tper-bymn  4-(2-{[(1a)-1-(3,5-
anbpomdeHin)etokculmeTun}ingaH-2-in)-1-
ninepasvHkapbokcunat

Cnonyky, ogepxaHy Ha CTagii BuLLe, po34insoTb
BEPX xpomatorpadieto, Ha xipanbHin dasi, pauemiy-
HOI cnonyku, ogepxaHoi Ha CTagii Buwe. OuikyBaHWn
npoaykT siBnsie cobolo MepLunii 3 eHaHTiomepiB, sKi
TakUM YMHOM PO3AiNsAtoTh.

Cragis C: 1-{2-[((1a)-1-(3,5-
OnbpomdeHin)eTokcn)meTunlingaH-2-injninepasuH
aurigpoxnopua.
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OuikyBaHWI NPOOYKT OAEPXKYKTb peakuieto cno-
NyKW, ogepxaHoi Ha CTagji BuLle, 3 XITOPUCTOBOOHE-
BOIO KMCFOTOHO.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 46,59 4,98 4,94 12,50

3HangeHo 4721 4,73 4,95 12,54

Mpuknag 158: 1-{2-[((1B)-1-(3,5-
OnbpomdeHin)eTokcn)metunlinaaH-2-in}-ninepasvH
aurigpoxnopua.

Opyruii 3 eHaHTioMepiB, Aki po3ginatoTe Ha CTagii
B Mpuknagy 157, nigoaloTe peakuil 3 XNopucToBoa-
HEBOIO KWCIOTOK 3 TUM, LWOG odepXaTu OudikyBaHWN
npoaykKT.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 46,59 4,98 4,94 12,50

3HangeHo 46,73 4,70 4,95 12,70

Mpuknag, 159: 1-{(1a)-1-[(1")-1-[3,5-
Bic(TpudbTopmeTunn)deHinjetokeu)-metunlingaH-1-
in}ninepasuH gurigpoxnopwua.

Cragia A: Tpet-bytvn 4-((1a)-1-{[(1RS)-1-[3,5-
Gic(TpudTopmeTun)deHin]-etokculmetunlingaH-1-in)-
1-ninepasunHkapbokcunat

OuikyBaHMIN NMPOOYKT OOEPXYHOTb BiAMOBIOHO OO
MeToauku, fka onucaHa Ha Crtagisx A-C [lMpuknagy
150, noumHatoum 3i cnonyku, oaepxaHoi Ha Cragii A
Mpuknagy 153 i 3,5-6ic(TpudTopmeTnn)oeH30nHOI
KUCMOTMW.

Cragia B: Ttpet-bytun 4-((1a)-1-{[(1a')-1-[3,5-
Gic(TpudTopmeTun)deHin]etokcu]-metunlingaH-1-in)-
1-ninepasunHkapbokcunat

Cnonyky, ogepxaHy Ha CTagii BuLLle, po34insoTb
xpomaTtorpadieto Ha cunikareni. OvikyBaHWN NPoOgyKT
ABnsie co6oK0 NepLUMi 3 giacTepeni3omepiB, Sk Takum
YMHOM PO3aiNstoTh.

Cragis C: 1-{(1a)-1-[((1a")-1-[3,5-
Gic(TpudTopmeTun)deHinjetokcn)meTunliHgaH-1-
in}ninepasuH gurigpoxnopua

OuikyBaHWI NPOOYKT OAEPXYKTb peakuieto cno-
NnyKW, ogepxaHoi Ha CTapji BuLle, 3 XITOPUCTOBOOHE-
BOIO KUCFOTOHO.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigppaxosaHo 52,85 5,17 5,14 13,00

3HangeHo 52,93 5,38 5,00 13,11

Mpuknag 160: 1-{(1a)-1-[((1B")-1-[3,5-
Bic(TpucdTopmeTun)deHin]ctokcn)-meTun)ingaH-1-
in}ninepasuH gurigpoxnopua.

OuikyBaHWIA MPOAYKT OAEPXKYHTb peakuielo apy-
roro 3 giactepeoi3omepis, siki po3ginsoTe Ha CTaaii B
Mpuknagy 159, 3 XNOPUCTOBOAHEBOIO KUCIOTOH.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoaHo 52,85 5,17 5,14 13,00

3HangeHo 53,35 5,16 5,09 12,63

Mpuknapg 161: 1-{(1B)-1-[((1a")-1-[3,5-
Bic(TpudbTopmeTun)deHin]jetokeu)-metunlinaaH-1-
in}ninepasuH gurigpoxnopua.

Cragia A: Ttpet-bytun 4-((18)-1-{[(1RS)-1-[3,5-
Gic(TpudTopmeTun)deHin]etokcn]-metunlingaH-1-in)-
1-ninepasunHkapbokcunat

OuikyBaHMIN NMPOOYKT OOEPXYHOTb BiAMOBIOHO OO
MeToauku, fka onucaHa Ha Crtagisx A-C [lMpuknagy
150, noumHatoum 3i cnonyku, oaepxaHoi Ha Cragii A
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Mpuknagy 155 i 3,5-6ic(TpudTopmeTnn)oeH30nHOI
KUCMOTMW.

Cragia B: Ttpet-bytun 4-((1B)-1-{[(1a')-1-[3,5-
Gic(TpudTopmeTun)deHin]etokcn]-metunlingaH-1-in)-
1-ninepasunHkapbokcunat

Cnonyky, ogepxaHy Ha CTaaii BuLLe, po34insoTb
xpomaTtorpadieto Ha cunikareni. OvikyBaHWN NPOZyKT
ABnsie co6oK0 NepLUMi 3 giacTepeni3omepiB, Sk Takum
YMHOM PO3aiNstoTh.

Cragis C: 1-{(1B)-1-[((1a')-1-[3,5-
Bic(TpudTopmetun)deHinjeTokcu)meTun]iHoaH-1-
in}ninepasuH gurigpoxnopua

OuikyBaHW NPOOYKT OAEPXYKTb peakLuieto cno-
nyKW, ogepxaHoi Ha CTapgji BuLle, 3 XIOPUCTOBOOHE-
BOIO KMCIOTOHO.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoaHo 52,85 5,17 5,14 13,00

3HangeHo 52,96 5,19 4,91 12,76

Mpuknapg 162: 1-{(1B)-1-[((1B")-1-[3,5-
Bic(TpudbtopmeTun)deHinjetokeu)-metunlinaaH-1-
in}ninepasuH gurigpoxnopua.

OuikyBaHWI NPOAYKT OOEPXYTb peakuieto apy-
roro 3 giactepeoi3omepis, ski po3ginsoTe Ha CTagii B
Mpuknagy 161 3 XNOPUCTOBOAHEBOIO KUCHOTOIO.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigppaxosaHo 52,85 5,17 5,14 13,00

3HangeHo 53,37 5,18 4,94 12,78

Mpuknapg 163: (1o)-N-[(1a')-1-(3,5-
OndTopderin)etnn]-N-metun-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia gurigpoxnopua.

Cragis A: (1a)-N-[(1RS)-1-(3,5-
OndTopderin)etnn]-N-meTtnn-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHinl-1-
iHOaHkapbokcamia.

OuikyBaHMIN NpPOOYKT OOEPXYHOTb BiAMOBIAHO OO
MEeToAuKM, fka onucaHa Ha Cragii A lMpuknagy 4,
noymHaoun 3i cnonyku, ogepxxaHoi Ha Cragii B lMpu-

Knagy 86 i (RS)-N-metun-1-(3,5-
andTopdeLun)eTnnamiyy.
Cragis B: (1a)-N-[(1a')-1-(3,5-

OndTtopderin)etnn]-N-meTtnn-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHinl-1-

iHOaHkapbokcamia.
OuikyBaHWI NPOAYKT OAepXyloTe xpomaTorpadi-
€lo Ha cunikareni (entoeHT: anxnopme-

TaH/eTunaueTaT) JiacTepeoi3oMepHOi CyMili, SKy
oaepxytoTb Ha Ctagii A.

Cragis C: (1a)-N-[(1a")-1-(3,5-
OndTopderin)etnn]-N-meTtnn-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia ourigpoxnopua.

OuikyBaHMI NPOAYKT OAepPXyloTb BigMOBIAHO A0
MeToauKM, fka onucaHa Ha Crapgii B Mpwuknagy 4,
noYmnHaKuK 3i Cnonyku, ogepxaHoi Ha Ctagii B BuLue.

Mac-cnektpometpia  ESI/FIA/HR i MS/MS:
[M+H]+=400.
Mpuknapg, 164: (1a)-N-[(1B")-1-(3,5-

OndTopderin)etnn]-N-meTtnn-1-(1-ninepaauHin)-1-
iHOoaHkapbokcamig ourigpoxnopua.

OuikyBaHMI NPOAYKT OAepPXyloTb BigMOBIAHO A0
MEeToAuKM, fka onucaHa Ha Crapgii B Mpwuknagy 4,
noyvHarouun 3 Opyroro 3 fiactepeoisomMepis, siki pos-
ainatoTte Ha Ctapgji B MNpuknagy 163.

EnemeHTHUI MikpoaHanis:
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%C %H %N %Cl

MippaxosaHo 58,48 6,19 8,89 15,01

3HalgeHo 57,89 5,96 8,43 15,40

Mpuknag, 165: (1B)-N-[(1a")-1-(3,5-
OndTtopderin)etnn]-N-metun-1-(1-ninepasuHin)-1-
iHOaHkapbokcamig gurigpoxnopua.

Cragis A (1B)-N-[(1RS)-1-(3,5-
OndTopderin)etnn]-N-meTtnn-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHin-1-
iHOaHkapbokcamia.

OuikyBaHMIN NPOAYKT OQEPXYHOTb BiAMOBIOHO OO
MeToaukKu, sika onucaHa Ha Crapgii A MNpuknagy 4,
noymHaloun 3i cnonyku, ogepxaHoi Ha Cragii A lMpu-

Knagy 87 i (RS)-N-metun-1-(3,5-
andTopdeHin)eTnnamivy.
Cragis B: (1B)-N-[(1a')-1-(3,5-

OndTopderin)etnn]-N-meTtnn-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHinl-1-

iHOaHkapbokcaMia.
OuikyBaHMIN NpOOYKT OAEPXKYTb XpomaTorpadi-
€lo Ha cunikareni (entoeHT: avxnopme-

TaH/eTunaueTaT) JiacTepeoi3oMepHOi CyMilli, SKy
oaepxytoTb Ha Ctagii A.

Cragis C: (1B)-N-[(1a")-1-(3,5-
OndTopderin)etnn]-N-meTtnn-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia gurigpoxnopua.

OuikyBaHMI NpPOOYKT OAEPXYHOTb BiAMOBIAHO OO
MEeToAuKM, fka onucaHa Ha Crapgii B Mpwuknagy 4,
noYmnHaum 3i Cnonyku, ogepxaHoi Ha Ctagii B BuLue.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MippaxosaHo 58,48 6,19 8,89 15,01

3HangeHo 58,31 5,95 8,40 14,17

Mpuknapg 166: (1B)-N-[(1B")-1-(3,5-
OndTopderin)etnn]-N-meTtun-1-(1-ninepasuHin)-1-
iHOaHkapbokcamig gurigpoxnopua.

OuikyBaHMIN MpPOAYKT OQEPXYHOTb BiAMOBIAHO OO
MeToauku, sika onucaHa Ha Crapgii B Mpwuknagy 4,
noyvHaroun 3 Opyroro 3 fiactepeoisomMepiB, siki pos-
ainaoTte Ha Ctagii B MNpuknagy 165.

Mac-cnektpometpia  ESI/FIAJHR i MS/MS:
[M+H]+=400.
Mpwuknag, 167: (1o)-N-[(1a')-1-(3,5-

OunxnopdeHin)etnn]-N-meTtnn-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia gurigpoxnopua.

Cragis A: (1a)-N-[(1RS)-1-(3,5-
Ounxnopdenin)etun]-N-meTtnn-1-{4-(TpeT-
6yTunokcukapOoHin)-1-ninepasutinl-1-
iHOaHkapbokcamia.

OuikyBaHMIN NMpOOYKT OOEPXYHOTb BiAMOBIAHO OO
MEeToAuKM, fka onucaHa Ha Crtagii A lMpuknagy 4,
noymHaoun 3i cnonyku, ogepxxaHoi Ha Cragii B lMpu-

Knagy 86 i (RS)-N-metun-1-(3,5-
anxnopdeHin)eTnnamiyy.
Cragis B: (1a)-N-[(1a")-1-(3,5-

Ounxnopdenin)etnn]-N-meTtnn-1-[4-(TpeT-
6yTunokcukapOoHin)-1-ninepasutinl-1-

iHOaHkapbokcamia.
OuikyBaHWI NPOAYKT OAEpPXyloTb XxpomaTorpadi-
€lo Ha cunikareni (entoeHT: anxnopme-

TaH/eTunaueTaT) JAiacTepeoi3oMepHOi CyMilli, SKy
oaepxytoTb Ha Ctagii A.

Cragis C: (1a)-N-[(1a")-1-(3,5-
Ounxnopdenin)etnn]-N-meTtnn-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia ourigpoxnopua.
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OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
MeToaukKM, sika onucaHa Ha Crapgii B Mpwuknagy 4,
noYmHalouK 3i cnonyku, ogepxaHoi Ha Ctagii B BuLue.

EnemeHTHUIA mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 54,67 5,78 8,32 14,03

3HangeHo 55,18 5,79 8,06 12,57

Mpuknag 168: (1a)-N-[(1B")-1-(3,5-
OunxnopdeHin)etnn]-N-metnn-1-(1-ninepasuHin)-1-
iHOaHkapbokcamig gurigpoxnopua.

OuikyBaHMI NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
MeToauKkKM, sika onucaHa Ha Crapgii B Mpuknagy 4,
noyvHarouun 3 Opyroro 3 fiactepeoisomMepiB, siki pos-
ainaoTte Ha Ctagii B MNpuknagy 167.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 54,67 5,78 8,32 14,03

3HangeHo 53,93 5,78 7,90 14,03

Mpuknag, 169: (1B)-N-[(1a")-1-(3,5-
OunxnopdeHin)etnn]-N-meTtnn-1-(1-ninepasuHin)-1-
iHOaHkapbokcamig gurigpoxnopua.

Cragis A (1B)-N-[(1RS)-1-(3,5-
Ounxnopdenin)etnn]-N-meTtnn-1-{4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHinl-1-
iHoaHkapbokcamia.

OuikyBaHMI NPOOYKT OQEPXYHOTb BiAMOBIOHO OO
MeToauku, sika onucaHa Ha Crapgii A MNpuknagy 4,
noymHaloun 3i cnonyku, ogepxaHoi Ha Cragii A lMpu-

Knagy 87, i (RS)-N-meTun-1-(3,5-
anxnopdeHin)eTnnamixy.
Cragis B: (1B)-N-[(1a")-1-(3,5-

Ounxnopdenin)etnn]-N-meTtnn-1-{4-(TpeT-
6yTunokcukapOoHin)-1-ninepasuHinl-1-
iHoaHkapbokcamia.

OuikyBaHWIN NPOAYKT OOepXyloTb XpomaTtorpadii
Ha cunikareni (entoeHT: AuxropMeTaH/eTunaueTar)
JiacTepeoi3oMepHoi CyMilli, sIKky ogepxytoTb Ha Cta-
ait A

Cragia C: (1B)-N-[(1a')-1-(3,5-OuxnopdeHin)]-N-
MeTtun-1-(1-ninepasuHin)-1-ingaHkapbokcamig  gurig-
poxropua.

OuikyBaHMIN NPOAYKT OAEPXYHOTb BiAMOBIOHO OO
MEeToAuKM, fka onucaHa Ha Crapgii B Mpwuknagy 4,
noYmnHaloum 3i Cnonyku, ogepxaHoi Ha Ctagii B BuLue.

Mac-cnektpometpia  ESI/FIAJHR i MS/MS:
[M+H]+=432.
Mpuknapg, 170: (1B)-N-[(1B")-1-(3,5-

Ounxnopdenin)etnn]-N-meTtnn-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia ourigpoxnopua.

OuikyBaHMIN NpOOYKT OAEPXYHOTb BiAMOBIAHO OO
MEeToAuKM, fka onucaHa Ha Crapgii B Mpwuknagy 4,
noyvHarouun 3 Opyroro 3 fiactepeoisomMepis, siki pos-
ainaoTte Ha Ctagii B MNpuknagy 169.

Mac-cnektpometpia  ESI/FIA/HR i
[M+H]+=432.

Mpuknapg, 171: 1-{2-[((1RS)-1-(3,5-
OndTopdeHin)eToken)MeTun)iHgaH-2-in}-ninepasuH
aurigpoxnopua.

OuikyBaHMIN NpOOYKT OAEPXYHOTb BiAMOBIAHO OO
MEeTOoaNKN Mpuknagy 150, 3amiHioloumn  3,5-
anmeTnnoeHs3onHy kucnoty Ha Cragii A Ha 3,5-
AN TOPOEH3OMHY KUCTOTY.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 59,33 6,34 6,29 15,92

3HangeHo 59,46 6,61 6,15 15,40

MS/MS:
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Mpuknapg 172: 1-{2-[((1RS)-1-[3,5-
Bic(TpudTopmeTun)deHinjeTokcu)meTun]-inaaH-2-
in}ninepasuH gurigpoxnopua.

OuikyBaHMIN NMpPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoaumkn  [Npuknagy 150,  3amiHiooum  3,5-
avmeTunbeH3onHy kucnoty Ha Crtagii A Ha 3,5-
Gic(TpudTOPMETUN)OEHIOMHY KUCTOTY.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 52,85 5,17 5,14 13,00

3HangeHo 52,82 5,14 5,05 12,77

Mpuknag 173: 1-{2-[(1a)-1-
deHineTokcMMeT)MeTUr]iHgaH-2-injninepasnH  aurig-
poxriopua.

Cragis A TpeT-bytun (RS)-4-(2-{[1-
deHineTokculmeTun}liHgaH-2-in)-1-ninepasuH-
kapbokcunat

OuikyBaHMIN NMPOAYKT OOEPXYHOTb BiAMOBIOHO OO
MeToauku, fka onucaHa Ha Crtapisx A-C lMpuknagy
150, 3amiHotuM 3,5-AMMEeTUNOEH30HY KUCINOTY Ha
Cragii A Ha 6eH30liHy K1CTOTY.

Cragis B: TpeT-bytnn 4-(2-{[(1a)-1-
deHineTokculmeTun}iHgaH-2-in)-1-ninepasuH-
kapbokcunat

Cnonyky, ogepxaHy Ha CTagii BuLLe, po34insoTb
BEPX xpomatorpadieto, Ha xipanbHin dasi, pauemiy-
HOI cnonyku, ogepxaHoi Ha CTagii Buwe. OuikyBaHWn
npoaykT siBnsie cobolo MepLunii 3 eHaHTiomepiB, ki
TakUM YMHOM PO3aiNsAtoTh.

Cragis C: 1-{2-[(1o)-1-
deHinetokcn)meTunlinaaH-2-injninepasuwH - ouriapox-
nopwmga.

OuikyBaHWI NPOOYKT OAEPXKYKTb peakuieto cno-
NyKW, ogepxaHoi Ha CTapgji BuLle, 3 XIOPUCTOBOOHE-
BOIO KUCFOTOHO.

EnemeHTHUIA mMikpoaHanis:

%C %H %N %Cl

MigpaxosaHo 64,54 7,39 6,84 17,32

3HangeHo 60,57 6,80 5,99 17,32

Mpuknapg 174: 1-{2-[((1B)-1-
deHinetokcn)meTunlinaaH-2-injninepaswH - gurigpox-
nopwmga.

Opyruii 3 eHaHTioMepiB, Aki po3ginatoTe Ha CTagii
B Mpuknagy 173, nigoaloTe peakuil 3 XnopucToBod-
HEeBOI KUCMNOTO0, 3 TUM, LoD ofepxaTh OudikyBaHWN
npoaykKT.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 64,54 7,39 6,84 17,32

3HalngeHo 64,96 6,97 6,43 16,82

Mpuknag, 175: 1-[(1a)-1-(3,5-
OndTopbeHaunokcumeTun)ivgax-1-injninepasuH - au-
rigpoxnopua.

Cragis A: (1a.)-1-[4-(TpeT-ByTnnokcukap6oHin)-1-
ninepasuHinj-1-rigpokcumeTuniHaaH.

OuikyBaHMIN NpPOOYKT OOEPXYHOTb BiAMOBIOHO OO
MeToaukKM, sika onucaHa Ha Crapgii B Mpuknagy 1,
noymHaoun 3i cnonyku, ogepxxaHoi Ha Cragii A lMpu-

knagy 86.

Cragis B: 1-[(1a)-1-(3,5-
OndTopbeHaunokcumeTun)ivgax-1-injninepasuH - au-
rigpoxnopua.

OuikyBaHMIN NpPOOYKT OOEPXYHOTb BiAMOBIAHO OO
MEeTOAMKM, sika onucaHa Ha Cragisx C i D Mpuknagy
1, novmHatoum 3i cnonyku, ogepxaHoi Ha Crtapgii Bu-
we, i 3,5-gndpTopbeHamn Gpomiay.
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EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl

MigpaxosaHo 58,47 6,08 6,49 16,44

3HangeHo 58,67 6,17 6,27 16,52

Mpuknapg 176: 1-[(1B)-1-(3,5-
OndTopbeHaunokcumeTun)ivgax-1-injninepasuH - au-
rigpoxnopua.

Cragia A: (1 B)-1 -[4-(TpeT-ByTnnokcmkap6oHin)-
1 -ninepasuHin]-1 -rigpokcumeTun-iHAaH.

OuikyBaHMIN NMPOOYKT OOEPXYHOTb BiAMOBIOHO OO
MeToaukKM, sika onucaHa Ha Crapgii B Mpwuknagy 1,
noYrHarouu 3 Apyroro 3 eHaHTioMepiB, ski po3ainstoTb
Ha Cragii A MNpuknagy 86.

Cragis B: 1-[(1B)-1-(3,5-
OndTopbeHaunokcumeTun)ivgax-1-injninepasvH - au-
rigpoxnopua.

OuikyBaHMIN NMPOAYKT OOEPXYHOTb BiAMOBIOHO OO
mMeToauku, sika onucaHa Ha Ctagisx C i D MNpuknagy
1, noYmHatoum 3i cnonyku, ogepxaHoi Ha Crtapgii Bu-
we, i 3,5-gndTopbeHsmn Gpomiay.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigppaxoBaHo 58,47 6,08 6,49 16,44

3HalngeHo 58,37 6,24 6,17 16,40

Mpuknag 177: (1a)-N-(3,5-AudTopbeH3nn)-N-
metun-1-(1-ninepasuHin)-1-ingaHkapbokcamig  auria-
poxropua.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
mMetoauku lNpuknagy 4, novnHaouun 3i CNonyku, ode-
pxaHoi Ha Crtapii B lMNpuknagy 86, i N-metun-3,5-
andTopbeH3unamiHy.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 57,65 5,94 9,17 15,47

3HangeHo 57,21 5,99 8,36 15,47

Mpuknag 178: (1B)-N-(3,5-AudtopbeH3nn)-N-
meTun-1-(1-ninepasuHin)-1-ingaHkapbokcamig  auria-
poxriopua.

OuikyBaHMIN NMpPOAYKT OQEPXYHOTb BiAMOBIAHO OO
metoauku lNpuknagy 4, novnHaoumn 3i CNonyku, ode-
pxaHoi Ha Cragii A lMpwuknagy 87 i N-metun-3,5-
andTopbeH3unamiHy.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 57,65 5,94 9,17 15,47

3HangeHo 58,14 6,16 8,84 14,96

Mpuknag 179:  (1a)-N-(3,5-Ouxnop6eH3nn)-N-
meTun-1-(1-ninepasuHin)-1-ingaHkapbokcamig  auria-
poxropug

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku lNpuknagy 4, novnHaoumn 3i CNonyku, ode-
pxaHoi Ha Cragii B lMpwuknagy 86 i N-metun-3,5-
anxnopbeHsunamiHy.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 53,79 5,54 8,55 28,87

3HangeHo 53,17 6,03 8,18 29,05

Mpuknag 180: (1B3)-N-(3,5-OuxnopbeH3nn)-N-
meTun-1-(1-ninepasuHin)-1-ingaHkapbokcamia  auria-
poxriopua.

OuikyBaHMIN MPOOYKT OQEPXYHOTb BiAMOBIOHO OO
mMetoauku lNpuknagy 4, novnHaoumn 3i CNonyku, ode-
pxaHoi Ha Crtapii A lNpuknagy 87, i N-metun-3,5-
anxnopbeHsnnamiHy.

EnemeHTHUIA mMikpoaHanis:

%C %H %N %Cl
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MigpaxoBaHo 53,79 5,54 8,55 28,87

3HangeHo 54,00 5,49 8,07 29,08

Mpuknag 181: (1a.)-N-(3-Xnop-5-dTopbeH3nn)-N-
meTun-1-(1-ninepasuHin)-1-ingaHkapbokcamig  auria-
poxriopua.

OuikyBaHMI NMPOAYKT OOEPXYHOTb BiAMOBIOHO OO
metoauku lNpuknagy 4, novnHaouun 3i CNonyku, ode-
pxaHoi Ha Cragii B MNpwuknagy 86, i N-meTtnn-3-xnop-
5-dpTopbeHannamiHy.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 55,65 5,73 8,85 22,40

3HangeHo 55,21 6,19 8,46 22,33

Mpuknag 182: (1B)-N-(3-Xnop-5-dpTopbeH3nn)-N-
meTun-1-(1-ninepasuHin)-1-ingaHkapbokcamig  guria-
poxriopua.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku lNpuknagy 4, novnHaouun 3i CNonyku, ode-
pxaHoi Ha Cragii A Mpwuknagy 87, i N-meTtnn-3-xnop-
5-dpTopbeHannamiHy.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 55,65 5,73 8,85 22,40

3HangeHo 55,10 6,11 8,45 22,08

Mpuknapg, 183: N-[(1a)-1-(3-Xrnop-5-
dpTopdeHin)etnn]-N-metun-2-(1-ninepasuHin)-2-
iHOaHkapbokcamig rigpoxnopua.

Cragis A: N-[(1RS)-1-(3-Xrnop-5-
dTopdeHin)etnn]-N-metun-2-(1-ninepasuHin)-2-
iHOaHkapbokcamia.

OuikyBaHMIN NMPOOYKT OOEPXYHTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
roTyBaHH4 2 i N-metun-1-(3-xnop-5-
dTOpheHin)eTUNamiHy.

Cragia B: N-[(1a)-1-(3-Xnop-5-cdTopdeHin)etun]-
N-meTun-2-(1-ninepasuHin)-2-inaaHkapbokcamig

Cnonyky, ogepxaHy Ha CTagii BuLLe, po34insoTb
BEPX xpomatorpadieto, Ha xipanbHin dasi, pauemiy-
HOI cnonyku, ogepxaHoi Ha CTagii Buwe. OuikyBaHWn
npoaykT siBnsie cobolo MepLunii 3 eHaHTiomepiB, sKi
TakUM YYHOM pO3aiNstoTh.

Cragis C: N-[(1a)-1-(3-Xnop-5-
dpTopdeHin)etnn]-N-metun-2-(1-ninepasuHin)-2-
iHOaHkapbokcamig rigpoxnopua.

OuikyBaHWI NPOAYKT OAEPXKYIOTb MEPETBOPEHHAM
crnonyku, ogepxaHoi Ha Crtagiji Buwe, B Cinb, BUKOPU-
CTOBYHOUM XJIIOPUCTOBOOHEBY KUCIIOTY.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxosaHo 58,70 6,10 8,93 18,83

3HangeHo 58,82 6,22 8,81 18,73

Mpuknag 184: N-[(1B)-1-(3-Xnop-5-
dTopdeHin)etnn]-N-metun-2-(1-ninepasuHin)-2-
iHOaHkapbokcamigrigpoxnopug.

Opyruii 3 eHaHTioMepiB, Aki po3ginatoTe Ha CTagii
B Mpuknagy 183, nepeTBopioloTh B Ciflb, BUKOPUCTO-
BYIOYM XITOPMCTOBOAHEBY KUCMOTY, 3 TUM, Wob oaep-
XaTn OviKyBaHUM NPOOYKT.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigppaxosaHo 58,70 6,10 8,93 18,83

3HangeHo 59,03 6,23 8,78 19,38

Mpuknag 185: (1a)-N-[(1a")-1-(3-Xnop-5-
dpTopdewwn)etnn]-N-metun-1-(1-ninepasuHin)-1-
iHOaHkapbokcamig gurigpoxnopua.
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Cragis A: (1a)-N-[(1RS)-1-(3-Xnop-5-
dTopdeHin)etnn]-N-metun-1-[4-(Tpert-
6yTunokcukapOoHin)-1-ninepasuHinl-1-
iHOaHkapbokcamia.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
MeToauku, sika onucaHa Ha Crapgii A MNpuknagy 4,
noyunHatoum 3i cnonyku, ogepxkaHoi Ha Cragii B Mpu-

Knagy 86, i (RS)-N-meTtun-1-(3-xnop-5-
TOpeHin)eTnNamiHy.
Cragis B: (1a)-N-[(1a")-1-(3-Xrnop-5-

dTopdeHin)etnn]-N-metun-1-[4-(Tpet-
6yTunokcukapOoHin)-1-ninepasuHinl-1-

iHoaHkapbokcamia.
OuikyBaHMIN NPOOYKT OAEPXKYTb XpomaTorpadi-
€lo Ha cunikareni (entoeHT: avxnopme-

TaH/eTunaueTaT) [AiacTepeoi3oMepHOi CyMilli, SKy
ofepxXytoTb Ha Ctagii A.

Cragia C: (10)-N-[(1a")-1-(3-Xrnop-5-
dpTopdeHin)etnn]-N-metun-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia ourigpoxnopua.

OuikyBaHMIN NPOOYKT OOEPXYHOTb BiAMOBIAHO OO
MEeToAuKM, fka onucaHa Ha Cragii B Mpwuknagy 4,
noYmnHaKum 3i Cnonyku, ogepxaHoi Ha Ctagii B BuLe.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigppaxoBaHo 56,51 5,98 8,60 21,76

3HargeHo 57,14 6,01 8,47 20,75

Mpuknapg 186: (1a)-N-[(1B")-1-(3-Xrnop-5-
dpTopdeHin)etnn]-N-metun-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia aurigpoxnopua.

OuikyBaHMIN NMPOAYKT OQEPXYHOTb BiAMOBIAHO OO
MeToaukKn, sika onucaHa Ha Crapgii B Mpwuknagy 4,
noyvHarouun 3 Opyroro 3 fiactepeoisomMepiB, siki pos-
ainaoTte Ha Ctagii B MNpuknaay 185.

EnemeHTHUIA MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 56,51 5,98 8,60 21,76

3HangeHo 57,38 5,83 8,51 20,89

Mpuknag 187: (1B)-N-[(1a")-1-(3-Xrnop-5-
dpTopdeHin)etnn]-N-metun-1-(1-ninepasuHin)-1-
iHOaHkapbokcamig aurigpoxnopua.

CragisgA:(18)-N-[(1RS)-1-(3-Xrnop-5-
dTopdeHin)etnn]-N-metun-1-[4-(Tpet-
6yTunokcukapOoHin)-1-ninepasuHinl-1-
iHoaHkapbokcamia.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIAHO OO
MeToauku, sika onucaHa Ha Crapgii A MNpuknagy 4,
noymHaoun 3i cnonyku, ogepxkaHoi Ha Cragii A lMpu-

Knagy 87 i (RS)-N-meTnn-1-(3-xnop-5-
dTOpdeHin)eTUNamiH.
Cragis B: (1B)-N-[(1a')-1-(3-Xnop-5-

dTopdeHin)etTnn]-N-metun-1-[4-(Tpet-
6yTunokcukapOoHin)-1-ninepasuHinl-1-

iHOaHkapbokcamia.
OuikyBaHMIN NPOOYKT OAEPXKYyTb XpomaTorpadi-
€lo Ha cunikareni (entoeHT: anxnopme-

TaH/eTunaueTaT) JiacTepeoi3oMepHOi CyMilli, SKy
oaepxytoTb Ha Ctagii A.

Cragis C: (1B)-N-[(1a")-1-(3-Xrnop-5-
dpTopdeHin)etnn]-N-metun-1-(1-ninepasuHin)-1-
iHOaHkapbokcamia ourigpoxnopua.

OuikyBaHMIN NpPOAYKT OAEPXYHOTb BiAMOBIAHO OO
MEeToAuKM, fka onucaHa Ha Crapgii B Mpuknagy 4,
noYmnHaKum 3i cnonyku, ogepxaHoi Ha Ctagii B BuLue.

EnemeHTHUI mMikpoaHanis:
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%C %H %N %Cl

MigppaxoBaHo 56,51 5,98 8,60 21,76

3HangeHo 57,05 5,98 8,39 21,05

Mpuknag 188: (1B)-N-[(1B")-1-(3-Xrnop-5-
dpTopdeHin)etnn]-N-metun-1-(1-ninepasuHin)-1-
iHOaHkapbokcamig gurigpoxnopua.

OuikyBaHMIN NMPOOYKT OQEPXYHOTb BiAMOBIOHO OO
MeToauku, sika onucaHa Ha Crapgii B Mpwuknagy 4,
noyvHarouun 3 Opyroro 3 fiactepeoisomMepiB, siki pos-
ainaoTte Ha Ctagii B MNpuknagy 187.

EnemeHTHUI mMikpoaHanis:

%C %H %N %Cl

MigppaxoBaHo 56,51 5,98 8,60 21,76

3HangeHo 57,15 6,02 8,38 21,14

Mpuknag 189:  N-[3-Xnop-5-dpTopbeHann]-N-
mMeTun-5,6-audTop-2-(1-ninepasmnHin)-2-
iHOaHkapbokcamig rigpoxnopua.

Cragia A: 4,5-AndpTopdTanesa kucnorta.

35r (0,161monb) 4.5-guxnopdTaneBoro aHrigpu-
ay, 32,7t dpropuagy kanito i 140Mn cynbgoHaTy BMi-
WyTb B aBTokMnaBs. PeakuiiHy cymill noTiM Harpisa-
toTb npu 180°C npoTsaroMm 24 roguH i noTim, micns
NMOBEPHEHHS1 40 TemnepaTypu HaBKOMULLHLOIO cepe-
posuwa, sunueatoTe B 500mMn 1N po3uumH rigpokcuay
HaTpito i npomuBatoTb 3 pasu edipom. BoagHy casy
OKMCnoTb A0 pH=1, BMKOPUCTOBYIOUM XIIOPUCTOBO-
OHeBY KUCMOTY i NOTiM ekcTparytoTe edipom. EdipHy
a3y NpomuBaloTb BOAOD, BUCYLLYIOTb i BMMapoBY-
10Tb, 3 TUM, LWOG ogepKaTu OYiKyBaHUA NPOAYKT.

Cragis B: (4,5-OndpTop-2-
riApOKCUMETUNEHIN)MeTaHoN.

Ho posunHy 0,198monb 6Goprigpuay HaTpito B
150mn  TeTparigpodypaHy AopaoTb, npotarom 20
XBUMWH | NigTpumyBaHHA Temnepatypu npu 20°C,
po3unH 8,25mMmornb crnonyku, ogepxaHoi Ha Cragii
BuLle, B 150mn TeTparigpodypaHy. llicns nepemiiy-
BaHHA MPOTAroM 3 rogvH npv TemnepaTypi HaBKoNwW-
LWHBLOro cepefoBuLLa, AoaatTb, NpoTsarom 30 XBUMWH
i nigTpumyBaHHa TemnepaTypu npu 20°C, po3yuH
8,25mmornb noay B 150Mn TeTparigpodypany. lMicns
nepeMillyBaHHa MPOTArOM HOYI Npwu  Temnepatypi
HaBKOSULLHBOrO CepefoBULLIa, peakuUinHy CyMill OXo-
NOAKYI0Tb, BUKOPUCTOBYIOUM MbOASHY BOAHY GaHto i
notim kpannamu gogatotb 45mn 3N xnopucrtosBoaHe-
BOI kucnotw. lNicna nepemillyBaHHA NPOTArOM HacTy-
nHux 30 xBUNWH, odatTb eTunosun edip. Hepos-
YMHHI YaCTUHKK, SIKi YTBOPIOKOTLCA, BiAdINbLTPOBYOTb.
Edip i TeTparigpodypaH noTiM BUNapoBYOTb, AoAa-
I0Tb €TUNOBMIN edip i MOTIM PO34MH, AKUN OOEPXKYIOTb,
npommBaloTe po3umHoMm 1N TiocynbdoHaTy HaTpito,
3N posumHoM rigpokcuay HaTpito i NoTiM BoAoo, Wob
AaTu, MiCns BUCYLLYBaHHS i BUNApoBYBaHHS, O4ikyBa-
HWIA NPOOYKT.

Cragia C:
andTopbeH3on.

Ho 0,195monb cnonyku, ogepxaHoi Ha Crapgii
BuLe, B 1,25 niTpax edipy AoAaroTb, Kpannsamu, npo-
Tarom 1 rognHn 30 xBUnuWH, po3ynH 0,916monb Tpu-
6pomigy docdopy B 300mn edipy. PeakuinHy cymiLu
noTiM NepemiLlyoTb NPOTAroOM Houi Npu TemnepaTypi
HaBKOJNWLUHLOrO CepeAoBuLLa; 3roaoM ii BUNMBaloThb B
1 niTp NboasHoi Boau i po3ainstoTb. OpraHiyHy dasy
notiMm npomusatoTe 1N po34MHOM rigpoKcKMAay HaTpIto i
noTiM BOAO i HApeLTi HACUYEHNUM PO3YMHOM XITOpU-
Ay HaTpilo nepeq BUCYLLYBAHHAM i KOHLEHTPYBaHHSAM,
3 TUM, W6 ofgepKaTn OYiKyBaHU MPOAYKT.

1,2-bic-6pommeTunn-4,5-
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Cragis D: 2-(BbeHsrigpunigeH-amiHo)-5,6-
andTopiHaaH-2-kapboHOBOI KMCNOTU eTUnoBui edip.

Ho 0,374monb rigpuay HaTpito 95% B 160mMn TeT-
parigpodypaHy gopatoTs, npoTsarom 40 XBunuH i nig-
TPUMyBaHHS TemnepaTypy peakuUiiHOl CyMilli Huk4ye
5°C, po3uuH 0,17Monb cnonyku, ogepxaHoi Ha CTagii
Buwe, i 0,17mMonb (GeHsrigpunigeH-amiHo)oLTOoBOI
Kncnotun etunosoro edipy B 300mn TeTparigpodypa-
Hy. [icng nepemillyBaHHA NPOTAroM HOYi Npy Temne-
paTypi HaBKOMULLIHBOIO CepefoBULLIA peakUiHy cy-
Mill  iNbTPYOTb | KOHUEHTPYOTb, 3 TuM, LWO6
ofepaTn O4iKyBaHUA NPOOYKT.

Cragis E: Etun 2-amiHo-5,6-andTop-2-
iHOaHkapbokcunaT rigpoxmnopua.

Ho 0,17monb cnonyku, oaepxaHoi Ha Cragii Bu-
we, po3ynHeHoi B 500mn giokcaHy, gogatots 510mn
1N xnopuctoBoAHeBOI KUCNOTW, i MOTIM peakuinHy
CyMiLL NepeMilLyoTb NPOTArOM HOYi Mpy TeMnepaTypi
HaBKONMULLIHBOrO cepegosuLla. [liokcaH MNOTiM Buna-
POBYIOTb; OAEPXaHWWA 3anuLIOK 3rodoM 3aTBepaXy-
10Tb, Nepemiwytoun 3 1,5 nitpamun edipy, i BigdINbT-
pOBYIOTb, MPOMMUBAIOTL i MOTIM BUCYLUYIOTb, 3 TUM,
o6 oaepXKaTh OYiKyBaHWUIA MPOAOYKT.

Cragia F: 2-4-(tper-Bytunokcukap6oHin)-1-
ninepasawvHinl-5,6-audTop-2-iHaaHkapboHoBa  kucno-
Ta.

OuikyBaHWI NPOAYKT OAepPXYyloTb BigMOBIAHO A0
MeToaMKW, sika onucaHa Ha Cragiax C-F [lpuroty-
BaHHs1 1, NoYnHaloum 3i cnonyku, ogepxaHoi Ha Cra-
aii Buwe.

Cragis G: N-[3-Xnop-5-cdTopbeH3nn]-N-meTtnn-
5,6-andTop-2-(1-ninepasuHin)-2-iHgaHkapbokcamig,
rigpoxnopua.

OuikyBaHMIn NPOAYKT OAepPXyloTb BigMOBIAHO A0
MeToauku lMNpuknagy 4, nodnHaoum 3i Cnonyku, oge-
pxaHoi Ha Cragii Buwe, i N-meTnn-3-xnop-5-
pTOpOEH3NNAMIHY.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoaHo 55,71 5,10 8,86 14,95

3HangeHo 55,85 5,43 9,03 15,61

Mpuknag 190:  N-(3-Xnop-5-dTopbeH3nn)-N-
meTun-2-(1-ninepasuHin)-2,3-gurigpo-1H-
uuknoneHTa[b]HadTaneH-2-kapbokcamia rigpoxnopug

Cragis A: 2,3-bic(bpommeTtunn)HadptaniH.

Oo 0,454monb 2,3-gumeTun-HadptaniHy B8 710mn
TeTpaxnopugy Byrneu pgogjaotb 0,953mone  N-
BGpomMCyKUUHIMIZY i 45,4mmornb 2,2
a306ici3o0yTupoHiTpuny. PeakuiiHy cymiwl noTiM Ha-
rpiBaloTe npu 65°C npoTarom 4 rogvH i 3rogom KOH-
LEHTPYIOTb | O4MLLYIOTE XpoMaTorpadieto Ha curika-
reni, BUKOPWUCTOBYIOUWM rpafieHT UMKIOrekcaHy i
AnxnopmeTaHy (umknorekcaH/auxnopmetaH: 70/30 go
0/100) 5K entoeHT, 3 TUM, LWOob odepaTn OuiKyBaHWI
npoaykKT.

Cragia B: Etun  2-amiHo-2,3-gurigpo-1H-
uuknoneHTa[b]HadTaniH-2-kapbokcunat rigpoxsio-
puA.

OuikyBaHWI NPOAYKT OAepPXyloTb BigMOBIAHO A0
MEeTOAMuKM, sika onucaHa Ha Ctagisx D-E [Npuknagy
189, noumHaroum 3i crnonyku, ogepxaHoi Ha Cragii
BULLE.

Cragis C: 2-[4-(TpeT-byTOKCMKapPOOHIM)-1-
ninepasuHin]-2,3-gurigpo-1H-uuknoneHTalb]-
HadTaniH-2-kapboHoBa kucnora
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OuikyBaHWIn NPOAYKT OAepPXyloTb BigMOBIAHO A0
MeToauKK, sika onucaHa Ha Cragiax C-F [lpuroty-
BaHHs1 1, NoYnHaloun 3i cnonyku, ogepxaHoi Ha Cra-
aii Buwe.

Cragis D: N-(3-Xnop-5-dtopbeHsunn)-N-metnn-2-
(1-ninepasawHin)-2,3-gurigpo-1H-
uuknoneHTalblHadTaniH-2-kapbokcamig, rigpoxnopug

OuikyBaHMIn NPOAYKT OAepPXyloTb BigMOBIAHO A0
MeToauku lNpuknagy 4, nodnHaoum 3i Cnonyku, oge-
pxaHoi Ha Cragii Buwe, i N-meTnn-3-xnop-5-
pTOpOEH3NNAMIHY.

EnemeHTHWUIA MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 63,94 5,78 8,60 7,26

3HangeHo 63,56 5,58 8,23 8,15

Mpuknag 191:  N-[3-Xnop-5-dpTopbeHann]-N-
meTun-5,6-guxnop-2-(1-ninepasunHin)-2-
iHOaHkapbokcamig rigpoxnopua.

Cragis A: 4,5-Ouxnopdranesa kucnorta.

OuikyBaHW NPOAYKT OOEPXKYOTb PO3KPUTTAM Ln-
Kny 4,5-guxnopdranesoro aHriapuay, BUKOPUCTOBY-
104K OLTOBUI aHrigpua.

Cragia B: Etun 2-aMiHo-5,6-gumxnop-2-
iHOaHkapbokcunarT rigpoxnopua.

OuikyBaHWI NPOAYKT OAEPXYlOTb BigMOBIAHO A0
MeToaMku, sika onucaHa Ha Cragisix B-E Mpuknagy
189, nmoumHaroum 3i crnonyku, ogepxaHoi Ha Cragii
BULLE.

Cragia C: 2-4-(tper-Bytunokcukap6oHin)-1-
ninepaswvHin]-5,6-auxnop-2-iHgaHkapboHoBa kucnoTa.

OuikyBaHWI NPOAYKT OAEPXYlOTb BigMOBIAHO A0
MeToaMKW, sika onucaHa Ha Cragiax C-F [lpuroty-
BaHHs1 1, NoYMHaloum 3i cnonyku, ogepxaHoi Ha Cra-
aii Buwe.

Cragia D: N-[3-Xnop-5-cdpTopbeH3nn]-N-meTtun-
5,6-anxnop-2-(1-ninepa3auHin)-2-ingaHkapbokcamig
rigpoxnopua.

OuikyBaHWI NPOAYKT OAepPXYyloTb BigMOBIAHO A0
MmeToauku MNpuknagy 4, nodnHauM 3i Cnonyku, oge-
pxaHoi Ha Cragii Buwe, i N-metnn-3-xnop-3-
pTOpOEH3NNAMIHY.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoBaHo 52,09 4,77 8,28 27,96

3HangeHo 52,77 4,65 8,21 28,83

Mpuknag, 192: 1-[(1a)-1-(3,5-
OndTopbeHannokcnmetun)-5,6-gudtopingaH-1-in]
ninepasuH gurigpoxnopua.

Cragia A: 3-(3,4-OndTopdeHin)nponioHin xro-
pua

[o 0,27monb 3,4-ANdTOPKOPUYHOI KUCIOTU, PO3-
YMHEHOI B AnxnopeTaHi, gogaotb 20 kpanenb gnme-
Tundpopmamigy i 100mn TioHin xnopuay.

Cymiw noTim HarpiatoTe 3i 3BOPOTHUM XOrogu-
NbHVMKOM NPOTArOM S5 roguH, i 3rogomM BMUNAapoBYOTb
Jocyxa i BUCYLYIOTb, 3 TUM, LWob ogepaTh odikyBa-
HUIA NPOAYKT.

Cragisa B: 5,6-OudTop-1-iHOoaHoH

Oo 58r kucnoTHoro xnopuay, ogepXaHoro Ha
Cragji BuLLE, pO34MHEHOrO B AMXITOPETaHI, AoAalTb,
npu 0°C, npotsarom 10 XBUMMH i TpbOMa nopuisMu,
51,3r xnopuay anomiHito. Micna nepemilyBaHHsA npu
0°C npotarom 40 XBWMAWH, PO34YMH BWUMUBaOTb B
600Mn nboasHoi 1N XopUCTOBOAHEBOI KUCIOTU.

Cymiw noTiM po3ginsoTb, npoMuBaoTb Agidi 1N
PO34YMHOM rigpoKCUAY HaTPIlo | NOTiM i po3conom ne-
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pen BUCYLUYBaHHSAM, (inbTpyBaHHAM, BUNapoByBaH-
HSIM | BUCYLLYBaHHSIM, 3 TUM, LWOD odepxaTu ouvikyBa-
HUIA NPOAYKT.

Cragis C: (1RS)-1-AmiH0-5,6-gndpTop-1-
iHaaHkapboHoBa kucnoTa

Jo 0,27monb cnonyku, oaepxaHoi Ha Cragii Bu-
we, B 650mn etaHony i 50mn Bogu gopatoTte 113,6r
kapboHaTy amoHito i noTim 35,81 uiaHigy kanito. Peak-
LiHYy cymil noTim HarpiBaioTe npu 120°C nig Tuckom
npotarom 3 roguH (Tuck 3poctae go 206ap). lMicns
OXOMOOXKEHHS, PO3YMHHWKM BUMAPOBYIOTb | 3aMMLLIOK
JofatoTb y Boay. HeposumHHMI maTepian BiadinbT-
POBYIOTb | BUCYLLYIOTb. [iOaHTOIH, KU TakMM YMHOM
O[epXyloTb, HarpiBaloTb B aBTOkNaBsi npoTtarom 9
roguH npu 120°C B 1,4 niTpiB BOoAMW, y NPUCYTHOCTI
0,17monb rigpokemay 6Gapito. Micns oxonomKeHHst
cymiw inbTpyoTh; [OAa0Tb TOHKOMOAPIOHEHWI Cy-
Xvii nig (TBepami giokcup Byrneuw) Oo dinbTpaty,
wob gosectn go pH 7. Cymiw inbTpytoTb, i NOTiM
inbTpaT BUNapoBYyOTb AOCyXa, 3 TUM, WOO oaepxa-
TW OMiKyBaHWA NPOAYKT.

Cragis D: (1RS)-1-[(TpeT-
BytunokcmkapboHin)amiHo]-5,6-gudtop-1-iHaaH-
kapboHoBa kucnoTa

Ho 0,17monb cnonyku, oaepxaHoi Ha Cragii Bu-
we, B 1,3 niTpax giokcaHy gogatote 398mn 1N pos-
YMHY rigpooKMcy HaTpito i noTim, npu 0-5°C, 0,23Monb
an(Tpet-6yTun)ankapboHaty, po3unHeHoro B 100mn
giokcaHy. lMicna nepemiwyBaHHa npoTarom 48 rogvH
npu TemnepaTypi HaBKONMULLHLOTO CepedoBuLLa, AiokK-
caH BUMapoBYTb i 3anuwok gogaioTe B 425mn 1N
XNOPUCTOBOAHEBOT KUCMNOTU. PO3UMH MOTiM Hacudy-
I0Tb XJIOPUAOM HATPIlo | eKkcTparyloTb eTunaueTaTom.
OpraHiuHi dasn BuCywWwyoTb, QiNbTPYOTb | BUNapo-
BYIOTb, 3 TUM, LOG oAepKaTu OYikyBaHUA NPOAYKT.

Cragis E: (1RS)-1-[4-(TpeT-byTnnokcmkapboHin)-
1-ninepaavHin]-5,6-amdTop-1-iHoaH-kapboHoBa  Kuc-
nota.

OuikyBaHy CMonyky OAepXyloTb BIiANOBIAHO A0
MeToamkn [NpurotyBaHHA 1, NOYMHAOYM 3i CMOMYKW,
onepxaHoi Ha CTapgii BuLe.

Cragis F: BeHann (1RS)-1-[4-(TpeT-
OyTunokcukapboHin)-1-ninepasuHin]-5,6-gudTop-1-
iHgaHkapbokcunar.

OuikyBaHy CMonyky OAepXyloTb BIiANOBIAHO A0
MEeTOAMKM, sika onucyeTbcs Ha Cragii A MNpuknagy 1,
NoYMHAaYU 3i CNonyku, ogepxaHoi Ha Ctagii BuLLe.

Cragis G: BeHann (1a)-1-[4-(TpeT-
OyTunokcukapboHin)-1-ninepasuHinl-5,6-gudTop-1-
iHgaHkapbokcunar.

OuikyBaHMI NPOOYKT OAEPXKYTb PO3LiNEHHSM
Ha XipanbHin BEPX konoHui cnonykun, ogepxaHol Ha
Crapii Buwe.

Cragis H: 1-[(1a)-1-(3,5-
Ondptop6eHannokcnmetnn)-5,6-gudtopiHgaH-1-
in]ninepasvH gurigpoxnopua.

OuikyBaHy crnonyky ofepXykTb BignoBigHO [0
MEeToauKM, fka onucyeTbca Ha Ctagisx B-D lMpukna-
ay 1, noymHatoumn 3i cnonyku, ogepxaHoi Ha Cragii
BuLe, i 3,5-andTopbeHsmn Gpomiay.

EnemeHTHWUIA MikpoaHanis:

%C %H %N %Cl

MigpaxosaHo 53,97 5,18 5,99 15,17

3HangeHo 54,21 5,26 5,56 14,90
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Mpuknapg 193: 1-[(1B)-1-(3,5-
OndtopbeHannokcnumetun)-5,6-gudtopiHgaH-1-
in]ninepasvH gurigpoxnopua.

Cragis A BeHann (1B)-1-[4-(TpeT-
6yTunokcukapboHin)-1-ninepasuninl-5,6-agudpTop-1-
iHOaHkapbokcunar.

OuikyBaHuWI NPOAYKT ABMsSEe coboto ApYrMin 3 eHa-
HTioMepiB, ski posginatoTe Ha Cragii G lMpwuknagy
192.

Cragis B: 1-[(1B)-1-(3,5-
OndTopbeHannokcnmetun)-5,6-gudtopiHgan-1-in)-
ninepasuH gurigpoxnopua.

OuikyBaHy Crnonyky ogepXykTb BignoBigHO OO
METOAMKM, sika onucyeTbes Ha Ctagisax B-D lMpukna-
gy 1, nounHaoum 3i cnonyku, ogepxaHoi Ha Cragii
BuLe i 3,5-gndpTopbeHann Gpomiay.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl

MigpaxoaHo 53,97 5,18 5,99 15,17

3HargeHo 53,26 5,53 6,44 15,69

Mpwuknag, 194: 1-[(1a)-1-(3,5-
OndTopbeHannokcnmeTnn)-5,6-guxnopiHgan-1-
in}ninepasuH rigpoxnopug.

Cragis A BeHann (1RS)-1-[4-(TpeT-
6yTunokcukap6oHin)-1-ninepasuHin]-5,6-amxnop-1-
iHOaHkapbokcunar.

OuikyBaHy Cnonyky ogepXykoTb BignoBigHO OO
MeTOAMKM, sika onucyeTbesa Ha Ctagisx A-F MNpuknagy
192, 3amiHioloun  3,4-OUDTOPKOPUYHY  KUCIIOTY Ha
Cragii A Ha 3,4-OnXITOPKOPUYHY KUCIIOTY.

Cragis B: BeHann (1a)-1-[4-(TpeT-
6yTunokcukap6oHin)-1-ninepasuHin]-5,6-amxnop-1-
iHgaHkapbokcunar.

OuikyBaHMIN NPOOYKT OAEPXKYTb PO3MiNEHHSAM
Ha XipanbHin BEPX konoHUi cnonyku, ogepxaHoi Ha
Cragii Buwe.

Cragis C: 1-[(1a)-1-(3,5-
OndTopbeHannokeumeTun)-5,6-guxnopiHgaH-1-in]-
ninepasuH rigpoxnopua.

OuikyBaHy CMonyky OAepXyloTb BiAMNOBIAHO A0
METOAMKM, sika onmcaHa Ha Ctagisx B-D MNpwuknagy 1,
noYuHauK 3i Cronyku, ogepxaHoi Ha Cragii Buwe, i
3,5-andTopbeHsun Gpomiay.

EnemeHTHUI MikpoaHanis:

%C %H %N

MigpaxoBaHo 54,39 5,00 6,04

3HangeHo 54,97 5,08 5,71

Mpuknag 195: 1-[(1B)-1-(3,5-
OndTopbeHannokcnmetun)-5,6-gudtopiHgaH-1-
in]ninepaswvH rigpoxnopua.

Cragis A BeHann (1B)-1-[4-(TpeT-
6yTunokcukapboHin)-1-ninepasuHin]-5,6-amxnop-1-
iHOaHkapbokcunar.

OuikyBaHMI NpOAYKT siBNsie coboo apyrui 3 eHa-
HTioMepiB, siki posginsiote Ha Cragii B lMNpuknagy
194.

Cragis B: 1-[(1B)-1-(3,5-
OndTopbeHannokenmeTun)-5,6-guxnopiHgan-1-
in]ninepaswvH rigpoxnopua.

OuikyBaHy cnonyky ogepXykTb BignoBigHO OO
MeToaMKK, sika onucaHa Ha Ctagisix B-D MNpwuknagy 1,
noYunHaoum 3i Cronyku, ogepxaHoi Ha Ctagii Buwe, i
3,5-andTopbeHsnn Gpomiay.

EnemeHTHUI MikpoaHanis:

%C %H %N %Cl
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MigppaxoBaHo 54,39 5,00 6,04 22,93
3HangeHo 54,54 5,04 5,69 22,89
Mpuknag 196: 1-[(1a)-1-(3-Bpom-5-

pTOpOGEH3NNOKCUMETUN)iHAAH-1-in]-ninepa3vH  aurig-
poxropua.

OuikyBaHMIN NMpPOAYKT OQEPXYHOTb BiAMOBIAHO OO
MeToauKK, sika onucaHa Ha Ctagisix B-D MNpwuknagy 1,
noymHaloun 3i cnonyku, ogepxxaHoi Ha Cragii A lMpu-
knagy 175, i 3-6pom-5-cpTopbeHsun 6pomigy.

EnemeHTHUIA mikpoaHanis:

%C %H %N %Cl
MigpaxoBaHo 51,24 5,32 5,69 14,40
3HangeHo 51,36 5,35 5,46 14,51
Mpuknapg 197: 1-[(1B)-1-(3-Bpom-5-

pTOpOGEH3NNOKCUMETUN)iHAAH-1-in]-ninepa3vH  aurig-
poxropua.

OuikyBaHMIN NMpPOAYKT OQEPXYHOTb BiAMOBIAHO OO
MeToaMKK, sika onvcaHa Ha Crtagisx B go D Mpwukna-
Ay 1, nodrHaroum 3i cnonyku, ogepxaHoi Ha Cragii A,
Mpuknagy 176 i 3-6pom-5-cbTopbeH3mn Gpomiay.

EnemeHTHUI mikpoaHanis:

%C %H %N %Cl
MigppaxoBaHo 51,24 5,32 5,69 14,40
3HangeHo 51,65 5,38 5,64 14,44

Mpuknag 198: N-(3-PTopbeH3nn)-N-meTtun-2-(1-
ninepasuHin)-2-ingaHkapbokcamig aurigpoxnopva.

OuikyBaHMIN NMPOOYKT OQEPXKYHOTb BiAMOBIAHO OO
metoavku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i N-metun-3-cptopbeHannaminy.

Mpuknag 199: N-(3-Xnop6eHaun)-N-meTtun-2-(1-
ninepasuHin)-2-ingaHkapbokcamig gurigpoxnopva.

OuikyBaHMIN NPOAYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i N-metun-3-xnopbeHannaminy.

Mpuknag 200: N-(3-BpombeHann)-N-meTtun-2-(1-
ninepasuHin)-2-ingaHkapbokcamig gurigpoxnopua.

OuikyBaHMIN NMpPOOYKT OOEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, noynHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i N-metun-3-6pombeH3nnamiHy.

Mpuknapg 201: N-MeTnn-N-[3-
(TpucbTopmeTnn)6eH3nn]-2-(1-ninepasuHin)-2-
iHOaHkapbokcamia aurigpoxnopua.

OuikyBaHMIN NMpPOOYKT OOEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, noynHarouu 3i cnonyku Mpu-

roTyBaHHs 2 i N-metun-3-
(TpucbTopmeTHN)BEH3NNAMIHY.
Mpuknapg, 202: N-(3-Xnop-5-cTop-2-

MeToKkcnbeH3un)-N-metun-2-(1-ninepasutin)-2-
iHOaHkapbokcamia ourigpoxnopua.

OuikyBaHWI NPOAYKT OAEpPXYyloTb BigMOBIAHO A0
meTtoaukm puknagy 4, noumHatoum 3i cnonyku lMpu-

roTyBaHHs 2 i N-meTunn-3-xnop-5-pTop-2-
MEeTOKCMBEH3MNamiHy.
Mpuknapg 203: N-(5-Xnop-3-cTop-2-

MeToKkcnbeH3nn)-N-metun-2-(1-ninepasunx-in)-2-
iHOaHkapbokcamia ourigpoxnopua.

OuikyBaHWI NPOAYKT OAEpPXYyloTb BigMOBIAHO A0
meToaukm puknagy 4, noumHatoum 3i cnonyku lMpu-

roTyBaHHs 2 i N-meTunn-5-xnop-3-pTop-2-
METOKCMBEH3MN aMiHy.
Mpuknapg, 204: N-(3-Xnop-5-cTop-4-

MeToKkcnbeH3un)-N-metun-2-(1-ninepasutin)-2-
iHOaHkapbokcamia ourigpoxnopua.

OuikyBaHWI NPOAYKT OAEPXYloTb BigMOBIAHO A0
meToaukmn puknagy 4, novmHatoum 3i cnonyku lMpu-
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roTyBaHHs 2 i N-meTun-3-xnop-5-pTop-4-
MeTOKCUMBEeH3MNamiHy.

Mpuknapg, 205: N-(3,5-OndTop-2-
MeToKcnbeH3un)-N-metun-2-(1-ninepasutin)-2-
iHOoaHkapbokcamia ourigpoxnopua.

OuikyBaHWI NPOAYKT OAepPXYyloTb BigMOBIAHO A0
meToaukm puknagy 4, nodmHatoum 3i cnonyku lMpu-

roTyBaHHs 2 i N-meTtun-3,5-gudtop-2-
MeTOKCUMBEeH3nNaminy.
Mpuknag, 206: N-(3,5-OndTop-4-

MeToKkcnbeH3mn)-N-metun-2-(1-ninepasutin)-2-
iHOaHkapbokcamia ourigpoxnopua.

OuikyBaHWI NPOAYKT OAepPXYyloTb BigMOBIAHO A0
MeToaukm lpuknagy 4, novmHatoum 3i cnonyku lMpu-
roTyBaHHs 2 i N-meTtun-3,5-gudptop-4-
MeTOKCUBeH3MNaminy.

Mpuknag 207: N-(3,5-Ouxnop-2-meTokcnbeH3un)-
N-meTun-2-(1-ninepasuHin)-2-inaaHkapbokcamia  au-
riapoxnopua.

OuikyBaHWIn NPOAYKT OAepPXyloTb BigMOBIAHO A0
MeToaukmn Npuknagy 4, noumHatoum 3i cnonyku lMpu-
roTyBaHHs 2 i N-meTunn-3,5-anxnop-2-
MeTOKCUBEeH3nNaminy.

Mpuknag 208: N-(3,5-Ouxnop-4-meTokcnbeH3nn)-
N-meTun-2-(1-ninepasuHin)-2-ingaHkapbokcamia  aw-
riapoxnopua.

OuikyBaHWIn NPOAYKT OA4epXyloTb BigMOBIAHO A0
MeToaukmn Npuknagy 4, novmHatoum 3i cnonyku lMpu-
roTyBaHHs 2 i N-meTtunn-3,5-anxnop-4-
MeTOKCUBEeH3nNamivy.

Mpwuknag 209: N-(3-LliiaHo6eH3nn)-N-meTtun-2-(1-
ninepasuHin)-2-ingaHkapbokcamig gurigpoxnopua.

OuikyBaHMI NPOAYKT OAEPXYlTb BigMOBIAHO A0
MeTtoamkmn Npuknagy 4, novmHatoum 3i cnonyku lMpu-
rotyBaHHs 2 i N-metun-3-uiaHoGeH3nnamiHy.

Mpuknag 210: N-(3-LliaHo-5-dbTop6eH3nm)-N-
mMeTun-2-(1-ninepasuHin)-2-ingaHkapbokcamig  gurig-
poxnopua.

OuikyBaHMI NPOAYKT OAEPXYHTb BigMOBIAHO A0
MeTtoaukmn MNpuknagy 4, novmHatoum 3i cnonyku lMpu-
rotyBaHHs 2 i N-metun-3-uiaHo-5-pTopbeH3nnamiHy.

Mpuknag 211:  N-(3-Xnop-5-uiaHo6eH3nn)-N-
mMeTun-2-(1-ninepasuHin)-2-ingaHkapbokcamig  gurig-
poxnopua.

OuikyBaHWI NPOAYKT OAEPXYITb BigMOBIAHO A0
MeTtoaukmn MNpuknagy 4, noumHatoum 3i cnonyku lMpu-
rotyBaHHs 2 i N-metun-3-xnop-5-uiaHobeH3nnamiHy.

Mpuknag 212: N-[(2,6-OndTop-4-
nipnamn)metnn]-N-metnn-2-(1-ninepasuHin)-2-
iHOaHkapbokcaMia aurigpoxnopua.

OuikyBaHWI NPOAYKT OAEPXYTb BigMOBIAHO A0
MeTtoaukun MNpuknagy 4, noumHatoum 3i cnonyku lMpu-
rotyBaHHa 2 i N-[(2,6-andTop-4-nipngnn)metmn]-N-
MeTUnamiHy.

Mpuknag 213: N-[(2-Xnop-6-cTop-4-
nipuavn)metnn]-N-meTtnn-2-(1-ninepasuHin)-2-
iHoaHkapbokcamia ourigpoxnopua.

OuikyBaHWI NPOAYKT OAEPXYOTb BigMOBIAHO A0
MeTtoaukun MNpuknagy 4, noumHatoum 3i cnonyku lMpu-
rotyBaHHs 2 i N-[(2-xnop-6-dTop-4-nipugnn)metun]-
N-meTunamiHy.

Mpuknag 214: N-[(2,6-Anxnop-4-nipugnn)metvn]-
N-meTun-2-(1-ninepasuHin)-2-ingaHkapbokcamia  aou-
rigpoxnopua.

OuikyBaHWU NPOAYKT OAEPXYIOTb BigMOBIAHO A0
MeTtoauku MNpuknagy 4, nounHatoum 3i cnonyku lMpu-
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rotyBaHHA 2 i N-[(2,6-gnxnop-4-nipugun)meTmn]-N-
MeTUnamiHy.

Mpuknapg 215: N-[(4,6-OndTop-2-
nipnavn)metun]-N-metun-2-(1-ninepasuHin)-2-
iHOaHkapbokcamia aurigpoxnopua.

OuikyBaHMIN MPOOYKT OOEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, nounHarouu 3i cnonyku Mpu-
rotyBaHHa 2 i N-[(4,6-gudpTop-2-nipugun)metun]-N-
MeTUnamiHy.

Mpuknapg, 216: N-[(6-Xnop-4-cdpTOp-2-
nipnamn)metunn]-N-metnn-2-(1-ninepasunH-in)-2-
iHOaHkapbokcamia gurigpoxnopua.

OuikyBaHMIN NMpPOOYKT OQEPXYHOTb BiAMOBIOHO OO
metoauku MNpuknagy 4, noynHarouu 3i cnonyku Mpu-
rotyBaHHs 2 i N-[(6-xnop-4-cpTop-2-nipugnn)metun]-
N-MeTunaminy.

Mpwuknag 217: N-[(4,6-Onxnop-2-nipugmn)metun]-
N-meTun-2-(1-ninepasuHin)-2-ingaHkapbokcamia  au-
rigpoxnopua.

OuikyBaHMIN NpOOYKT OAEPXYHOTb BiAMOBIOHO OO
meToaukm puknagy 4, nodmHatoum 3i cnonyku lMpu-
rotyBaHHA 2 i N-[(4,6-gnxnop-2-nipugun)meTmn]-N-
MeTUnamiHy.

Mpuknapg, 218: N-[(4-Xnop-6-dpTop-2-
nipnavn)metunn]-N-metnn-2-(1-ninepasvHin)-2-
iHOaHkapbokcamia ourigpoxnopua.

OuikyBaHMIN NMpOOYKT OOEPXYHOTb BiAMOBIAHO OO
meToaukm puknagy 4, novmHatoum 3i cnonyku lMpu-
rotyBaHHs 2 i N-[(4-xnop-6-cTop-2-nipugnn)metun]-
N-MeTunaminy.

dapmakonoriyHi AoCniMpKEeHHs CNonyK 3a AaHuMm
BMHAaxo4oMm

Mpuknag 219: BusHayeHHs adpiHHOCTI Ang Ains-
HOK 06epHEHOro 3axOMSIEHHsI CEPOTOHIHY Y LUYPIB.

AdiHHICTE cnonyk ans AinsHkM obepHeHoro 3a-
xonneHHs (5- HTT) OLiHIOIOTE LUSIAIXOM KOHKYPEHTHUX
eKCnepuMeHTiB 3 [ H]-umTanonpamom Ha membpaHax
bpOoHTarnbHOI Kopu LypiB. Kopu romoreHisyoTb, Bu-
kopucTtoBytoun Polytron B 40 ob'emax (Bara/o6'em)
xonogHoro Tpuc-HCI (50mM, pH 7,4) iHky6auinHoro
bydepa, akun mictute 120MM NaCl i 5MM KCl, i no-
TiM LeHTpudyrytoTb nepwmii pas. Ocag pecycneHay-
10Tb B TOMY X Oydoepi, iHkyOytoTb npoTtsrom 10 xBu-
nvH npu 37°C i noTim peueHTpudyrytoTs. Membparm
npoMmnBaloTe Hadani Asa pasun i ocag noTiM pecycre-
HAOYOTb y BignosigHoMy ob'eMi iHkyGauiiHoro Byde-
pa. MembpaHu noTim iHKyOylOTb MpPOTAroM 2 roavH
npn 25° C 3 TECTOBAHOM CrOSyKO Yy I'Ipl/lcyTHOCTI
0,74M [ H]-untanonpamy. HecneundiyHe 3B'A3yBaH-
HA BU3Ha4vaoTe 3 10MKM dnyokceTUHOM. Y KiHLUi iH-
KybauiiHoro nepiogy, 3pasku QinbTpytoTb Yepes di-
netpn TMny Unifilter GF/B, nonepedHbo o6pobneHi
PEI (0,5%) i npomuTi gekinbka pasiB iHKybauiiHum
Oydepom. PapioakTmBHiCTb, sika 30epiraetbca Ha
dinbTpax, nigpaxoByloTb MiCns AoAaBaHHS CLUHTU-
NAUIRHOI  pigMHK, 3a AOOMOMOroK  CUUHTUASAUIMHOIO
niyuneHuka. OpgepxaHi i30TepMu aHanisylTb Heni-
HiHOIO perpecieto, o6 BU3HA4YMTU 3HaYeHHS |Csp, sk
nepeTBopioloTe B K, BUKOPUCTOBYHOUM PIBHSAHHS
Cheng-Prusoff:
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Ki=ICso/ (1+L/Kd),

B SKin L aBnse coboto KOHLEeHTpaLio pa,D,IOJ'IIFaH-
ay i Kd sBnse coboto KoHCTaHTy aucouiauii [H]
uutanonpamy Ha AinsHui obepHeHOro 3axonfeHHs
cepoToHiHy (0,7HM). PesynbTatn BupaxatTb gk pKi=-
logKj,.

PesynbTatu, siki ogepXyloTb ONs penpeseHTaTu-
BHUX CMOMYyK BMHaxody, MOPIBHIOWTb Y HACTYMHIN
Tabnuui:

Cnonyka pKi r6-HTT
Mpuknag 1 6,61
Mpuknag 2 7,27
Mpuknag 3 7,20
Mpuknag 68 7,47
Mpuknag 69 6,82
Mpuknag 70 8,49
Mpuknag 85 7,03
Mpuknap 135 7,36

Mpuknag 220: hNK; 3B'a3yBaHHs.

AdiHHICTE cnonyk BMHaxo4y BM3HaYalTb LWUMs-
XOM  KOHKYPEHTHIX €KCNEPUMEHTIB Y MNPUCYTHOCTI
[*H]-cy6cTaHuii P (Sar-9, MetO2-11,2-nponin-3,4-3H).
Jlogceki kniTuHKM nimdobnacty IM9, ski eHOoreHHo
ekcnpecytoTe peuentopu NK;, ueHTpudyryoTb i go-
JaoTb B iHKybauinHui Bydep, akun Mictute 50MM
TPUC, 150mM NaCl, 4mM CaCly, iHribiTopn npoTeasu
npu 1/100° (Cocktail SIGMA P8340) i 0,2% BSA. 06'-
€M iHKybauiiHoro 6ydepa BU3HAYAIOTL  TaK, o6
ogepxaTn KoHueHTpauito 5x10 CkniTuH/Mn. KJ'IITVIHHe
NPUroTyBaHHA NOTIM iHKyOyloTb pa3om 3 1,5HM [ H]-
CybctaHuii P i TecTtoBaHoto cnomnykoto npotarom 90
XBUMWMH MpWU TemnepaTypi HaBKONMULLHLOTO Ccepeno-
BuLWa. HecneuundiyHe 3B'A3yBaHHS BU3HaYalOTb Y
npucyTHocTi 1MkM GR 205171.

B kiHUi iHKyOauinHoro nepiogy, 3pasku inbTpy-
10Tb Yepes inbTpu Tuny Unifilter GF/B, nonepeaHs0
0o6pobneHi PEI (0,1%) i npomuTi Aekinbka pasis dinb-
TpauiiHum Bydepom (50MM TPUC, 150MM NaCl,
4mM CaCl,). PapjoaktuBHicTb, sika 30epiraetbcs Ha
dinbTpax, nigpaxoByloTb MiCMs OoOaBaHHS CLMHTU-
NAUINHOI piguHNM Ha inbTpwu. Yncna aHanisyTb He-
NiHIHOIO perpecieto, [03BONAYKN i30Tepmam ByTu
HaHeceHUMW i 3HaveHHsAM ICso OyTVM BU3HAYEHUMM.
OcTaHHi NoTiM NepeTBOPIOIOTL B KOHCT@HTWU iHriby-
BaHHA (K;j) 3a gonomoroto piBHsAHHA Cheng-Prusoff:

Ki=ICso/ (1+L/Kd),

B sKii L aBnse coboo KOoHUeHTpaLito [ HI-
Cy60TaHLu| P i Kp siBnsie coboto KoHCTaHTy aucoLiaLi
[H] Cy6eraHuii P gna nioacekux NKj peuenTopis
(0,53HM). PesynbTaTtn BUupaxatTb gk pKi-logKi.

PesynbTatu, ki ogepXyloTb N5 penpeseHTaTu-
BHUX CMOMYyK BMHaxody, MOPIBHIOWTb Y HACTYMHIN
Tabnuui:
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Cnonyka p Ki NKj dopmyna ans npurotyBaHHs 1000 TabneTok, ko-
Mpuknag 1 8,47 XHa 3 AKX MiCTUTb 10Mr akTUBHOrO iHrpedieHTa:
Mpvknag 2 7,74 Cnonyka lNMpuknagy 1 10r
Mpuknag 3 6,79 lapokcunponinuentonosa 2r
Mpuknag 5 6,40 MweHnyHmn Kpoxmarb 10r
Mpuknag 11 6,31 Jlakto3a 100r
Mpviknag 79 6,29 Creapat marHito 3r

Tanbk 3r

Mpuknapg 221: dapmaueBTUYHa KOMNO3ULIS.

Komm’toTepHa BepcTka O. [anoHeHKo MipnucHe Tupax 28 npum.

MiHicTepcTBO OCBITU | Hayku YkpaiHu
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