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(57) 1. Cnonyka cynbgOHINIHOOMIHY, sika Bigpi3HA-
€TbCA TVM, IO BOHA BUbpaHa i3:

i) cnonyk dpopmynu
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R; o3Hayae aTom BofHto, ranoreH, rpyny Ci-Caankin,
rpyny Ci-Csankokcu, rpyny Tpudtopmetun abo nos-
HicTio abo YaCTKOBO ranioreHoBaHy rpyny MeTOKCH,

R> o3Havae aToM BogHIo, ranoreH, rpyny Ci-Csankin
abo rpyny TpudTopmeTun,

R3 o3Havae aTom BogHto, ramnoreH, rpyny Ci-Chankin
abo rpyny TpudTopMeTUn, 3a ymoBM, Wo R, Rz i Rs
He € 0QHOYaCHO aTOMOM BOJHIO,

R4 o3Hauyae aTtom BogHto abo rpyny C;-Ciankokcu,

Y o3Havyae niHiMHy abo posranyxeHy rpyny C;-
CsankineH, sika, MOXIMBO, 3aMillleHa rpynow Tpu-
dTopMmeTun abo deHinbHMM Kinbuem abo MicTUTb
LMKNi3oBaHy YacTuHy, Wo mMae Big 3 Ao 6 aTomiB BYr-
neuto, abo e rpynoto -(CHz),-W-, oe

W € atomoM kucHto, rpynoto -NH- abo atomom cipku,
n piHe 2, 3 abo 4,

Z 03Ha4yae, MOXIMBO, YACTKOBO rarioreHoBaHy rpyny
Ci1-Csankin, tpudptopmetnn, -COR,, -CH2-N(R)2, abo
apomMaTuyHe, retepoapoMaTnyHe abo reTepouukriy-
He kinbue, BubpaHe 3 deHiny, niponiguHiny, niponi-
OVHINOHY, iMigasoniny, nipuaunHiny, nipuguHinokeuay,
ninepuavHiny, ninepasvHiny, nippaasvHiny, mopdoni-
HiNy Ta iHOONIHINOHY, N, MOXIUBO, 3aMillleHe OOHUM,
aBoMa abo TpboMa igeHTUYHUMKM abo Pi3HMMK 3amic-
HUkamu, BubpaHumu 3 ranoreny, Ci-CsankinbHoi rpy-
nn, Ci-Ciankokcu, Tpudtopmetuny, Hitpo, N(R)z, -
CH2-N(R)2, -O-(CH2)n-N(R)2, rigpokcuny, uiaHo, Co-
CsuiaHoankiny, 5-okco-1,2,4-okcagiasoniguHiny 1
rpynu gpopmynu -X-[C(R)2],-CORa,

X 03Hayae oAMHapHWIA 3B'A30K, aTOM KUCHIO, -O-CH-,
atom cipkn, rpyny -NR- abo rpyny 1,1-
LMKITONpOnifeH,

Ra € OR a6o N(R)a,

R € atomom BogHto abo rpynoto Ci-Chankin, i

p pieHe 0, 1, 2, 3 abo 4; i

ii) bapmaLeBTUYHO NPUNHATHUX COMNEn 3a3Ha4YeHUX
cnonyk cpopmynu (1).

2. Cnonyka dopmynu (1) 3a n. 1, sika Bigpi3HAETbCSA
TMM, WO acUMETPUYHMIA aTOM BYrneuw iHOONIHOBOI
rpynu 3HaxoamTbCs B S-koHirypadii.

3. Cnonyka copmynu () 3a n. 1 abo 2, sika Bigpi3HA-
e€eTbcA TuM, Wo R; € atomom dtopy abo rpynoto
TpudcdTOpMETUN.

4. Cnonyka ¢opmynu (1) 3a n. 1, 2 abo 3, gka Bigpi3-
HAETLCA TVM, WO Y o3Havae rpyny -CH,- abo rpyny -
(CH2)2-O-, a Z € apomaTU4HUM KifnbLeM, 3aMmilLleHnM
rpynoto, Lo MIiCTUTb rpyny KapboHOBOI KMCROTH, Ae
BKa3aHe apomaTuyHe KinbLe, MOXINBO, MiICTUTb OAWNH
abo aBa iHWi 3amicHMKK, BUBpaHi 3 ranoreHy, rpynm
C1-Caankin, nepeBaxHo metun, rpynu Ci-Ciankokeu,
nepeBaXHO METOKCH, i rpynu TpudTopMeTus.
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5. Cnonyka 3a 6yab-sikum 3 nn. 1-4 ansa 3actocyBaH-
HS 9K apMaKkosioriYHO aKTUBHOT PEYOBUHM.

6. 3acTtocyBaHHs cnonyku 3a 6yab-akum 3 nn. 1-4 ans
BUrOTOBMEHHS MikapCcbKOro 3acoby Ans nikyBaHHS
HeWpoaereHepauii, cepLeBO-CyANHHOrO0  3aXBOpPHO-
BaHHS, 3ananbHOro 3axBOPHOBAHHSA, rinepxonecrepu-
Hewmii, gucninigemii, oXnpiHHA 1 giabeTy.

7. ®apmaueBTUYHA KOMMO3ULis, Ska BiApPi3HAETbCA
TUM, WO MICTUTb LWOHAWMEHLLEe OAHY CrOMyKy 3a
Oyab-skuM 3 Nn. 1-4 5K aKTUBHY PEYOBUHY.

8. Komnosuuia 3a n. 7 Ans nikyBaHHA cepueBso-
CYAVMHHOrO  3axBOPIOBaHHS,  rinepxonecrepuHemii,
ancninigemii h OXXUPIHHS.

9. Komnosuuisa 3a n. 7 ans nikysaHHsA giaberty.

10. Komnosuuia 3a n. 7 gns nikyBaHHA HevpopereHe-
pauii.

11. Komnosauuia 3a n. 7 gns nikyBaHHA 3anarnbHOro
3aXBOpPOBAHHS.

12. Cnoci6 ofepkaHHs Cronyku 3a Oyab-sakum 3 M.
1-4, Aknin BiAPI3HAETbLCA TUM, LLO NPOBOAATbL CcTagii,
Ha SKUX:

niggaroTe B3aemogii 6eH3oncynbgoHinxnopug cop-
Mynu

R3
R1
(e
Re L (1X)
ne:

R o3Hauyae aTom BofHto, ranoreH, rpyny Ci-Caankin,
rpyny Ci-Ciankokcu, rpyny Tpuctopmetnn abo nos-
HiCTI0 ab0o YacTKOBO rafnoreHoBaHy rpyny MeTOoKCH,
R o3Havae aTtom BogHto, ranoreH, rpyny Ci-Csankin
abo rpyny TpudTOopMETUN, |
R3 o3Havae aTtom BogHto, ranoreH, rpyny Ci-Csankin
abo rpyny TpudTopmeTun, 3a ymoBM, Wo Ri, Rz i Rs3
0[HOYAaCHO He € aTOMOM BOZHIO,
3 noxigHow iHAoNiHY popmMynu

z

/
NH—Y

’\ 0o

H

R,

(V)
Je:
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R4 € atomom BoAHI0 abo rpynoto Ci-Caankokeu,

Y o3Hayae HopmanbHy abo posranyxeHy rpyny Ci-
CsasnkineH, sika, MOXIMBO, 3amilleHa TpudTopmeTu-
NbHOW rpynoto abo eHinbHUM Kinbuem abo MiCTUTb
LMKNi3oBaHy YacTuHy, Wo Mae Big 3 Ao 6 aTomiB BYr-
neuto, abo e rpynoto -(CHz),-W-, oe

W o3Hayae aTtom kucHio, rpyny -NH- abo aTtom cipku,
n piHe 2, 3 abo 4,

Z 03Ha4yae, MOXIMBO, 4YacTKOBO ramnoreHoBaHy Ci-
CsankineHy rpyny, TpucdtopmeTun, COR,, CH2-N(R)2
abo apomaTunyHe, retepoapomaTnyHe abo retepouu-
KniyHe kinbue, BubpaHe 3 deHiny, 1-niponiguHiny,
niponiavHinoHy,  1-imigasoniny, nipuguHiny,  1-
ninepuauvHiny, 4-ankin-1-ninepasvHiny, nipugasuHiny,
4-mopcponiHiny Ta iHOOMIHINOHY, W, MOXNMBO, 3aMi-
LeHe oaHuM, ABomMa abo TpboMma iAeHTUYHMMK abo
pi3HMMK 3amicHVMKamu, BuBpaHWMKu 3 ramoreHy, Ci-
CsankineHoi rpynu Ci-Csankokcu, TpudTopmeTuny,
HiTpO, N(R)2, -CH2-N(R)2, -O-(CH2)n-N(R)2, rigpokcu-
ny, uiaHo, C-CsuiaHoankiny v rpynu dopmynm -X-
[C(R)2]o-COR,

X 03Ha4ae oOuHapHUI 3B'A30K, aTOM KMCHIO, aTOM
cipku, rpyny NH a6o rpyny 1,1-umknonponineH,

Ra € OR a6o N(R),,

R o3nauae C;-CaankineHy rpyny, Ta

p pieHe 0, 1, 2, 3 abo 4,

y 6e3BOOHOMY PO3YMHHUKY, SIK-OT OUXITOPMETaH, npu
KiMHaTHIn TemnepaTypi npotarom 2-10 roguH 3 oaep-
XaHHAM cnonykun opmMynu

Z
NH—v”
R, (o
=0
%
Rs

R1
R
2 _ (1)
e Ry, Ry, Rz, Ry, Y i Z € TakuMu, K BU3HAYEHO B
NnoYaTKOBKX CMOSyKax.

[aHuin BMHaXxig CTOCYETbCA HOBUX CMOMyK, 34aT-
HUX Ao mogynsuii aktmBHocTi LXR, cnocoby ix otpu-
MaHHs Ta (pbapMaueBTUYHMX KOMMO3WULN, WO MICTATb
i Cnomnykw.

MeuiHkosi peuentopn X (LXR) € unHHMKamu Tpa-
HCKpUNUii, WO Hamnexatb A0 HaApOAMHU SOEepHMX
peLenTopiB, sika TakoX BKIHOYaE peLenTopy peTuHo-
eoi knucnotu (RXR), peuentopu apHesoigy X (FXR)
i peuenTopu, LLO aKTUBYIOTbCS npornidepaTtopom ne-
pokcucom (PPAR). Mpu 3B'asyBaHHi 3 RXR peuenTo-
py LXR yTBOpIOIOTL reTepoanmMep, siKMin cam crneum-
hiYHO NpUEOHYETBCA OO0 PErynsaTopHUX erneMeHTiB
OHK (LXRE), wo npuBoauTb OO0 TpaHcakTuBauii re-
HiB-MileHen (Genes Dev. 1995; 9:1033-45).

Lli peuenTtopu 3any4eHi B 6arato LnsixisB meTa-
Ooniamy 1, 3okpema, GepyTb yyacTb Yy romeocTasi
XOMEeCTEPUHY, XOBYHUX KUCMOT, TpUrniuepuais i rmo-
KO3MW.

Mogaynsuia akTMBHOCTI LUX SAEPHUX peuenTopis
Ma€ BMIIMB Ha MPOrpecyBaHHsA MeTaboniyHux poana-
4is, sk-oT: giabet Tmny Il, aucninigemis, » Ha po3Bu-
TOK aTepocKnepoay.

letepoaumep LXR/RXR moxe aktuByBaTucs ni-
raHgamm LXR Ta/abo RXR. Ons TpaHcakTuBauii re-
HiB-MilLeHen noTpibeH peKpyTMEHT cniBakTMBaToOpIB,
Takmx sk Grip-1 (Nature 1996; 383: 728-31).

[OBa tunu LXR, ineHTudgikosaHi 4o TenepiwHboro
yacy, a came LXRa i LXRpB, MatoTb BUCOKUIA CTyNiHb
noaibHoCTI  TXHbLOT aMiHOKMCIOTHOI  MOCHiAOBHOCTI,
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ane po3pi3HAKTLCS 3a TKAHUHHUM po3noginom. LXRa
CUNBHO EeKCNpecyeTbCA B NeYiHui 1 MEHLLIOK Mipol B
HUPKaX, TOHKOMY KULLEYHUKY, XXMPOBIA TKaHWHI 1 ce-
nesiHui. LXRB posnogineHnii nosctogHo (Gene 2000;
243: 93-103; N.Y. Acad. Sci. 1995; 761:38-49).

Xoya LXR He aktuByloTbcs 6e3nocepenHbo Xo-
NecTepuMHOM, BOHU aKTMBYHOTbCS MOHOOKMUCIEHUMM
NOXiAHMMWN XONEeCTEpPUHY (OKCUCTEPUHaMM), KOHKpeT-
Hie 22(R)-rinpoKkcmMxonecTepmHomMm, 24(S)-
ri4pPOKCUXONEeCTEPUHOM i 24(S),25-
enokcuxonectepuHoM. Lli okcuctepnHu BBaxawTb
disionoriyHumuy niraHgamn LXR (Nature 1996; 383:
728-31; J. Biol. Chem. 1997; 272: 3137-40). Takox
rnokasaHo, o OKCUCTEPUH 5,6,24(S),25-
JiEnoKkcnxonectepuH €  cneumdiyHuMm  niraHgom
LXRa., Wo 003BONSE NPUNYCTUTU MOXIUBICTb PO3PO-
6kn cneumndivHmx niraHais LXRa ta/abo LXRp (Proc.
Natl. Acad. Sci. USA 1999; 96: 26-71; Endocrinology
2000; 141: 4180-4).

IHWi gocnigHWMKK 3MOrnyM NPOAEMOHCTPYBATH, LLO
B NnasMi MOAUHW MICTATLCA NPUPOAHI aHTaroHICTU
LXRa i B (Steroids 2001; 66: 473-479).

BukopucTtoByoun renaToumTtn LWypa, MOXIUBO
Oyno nokasaTtu, L0 HEHACKYEHI XXUPHI KUCIOTW iCTOT-
HO nmiaBuwWyTb ekcnpecito LXRa 6e3 pgii Ha LXRp
(Mol. Endocrinol. 2000; 14: 161-171). Kpim Toro, ak-
TuBatopu PPARo i y TakoX iHOYKYIOTb €KCnpecito
LXRo B nepBvHHMX Makpodbarax noguHu.

Bucoki koHueHTpauii LXRo B neviHui, a Takox
iaeHTnikauia eHgoreHHux niraHgis LXR gossonunu
npunycTuTK, WO Ui peuentopu rpawTb He3aMiHHY
ponb B MeTaboniami xonecTtepuHy. Y disionoriyHnx
yMOBax roMeocTa3 XoNnecTepuHy nNiaTpUMyeTbCs 3a
gonomoroto perynauii 6ioximidHuX LWNaxiB cMHTesy de
novo 1 kataboniamy. 3a 4ONOMOrol MexaHi3My 3BO-
POTHOrO 3B'A3KY, B KU 3aryyeHi YAHHUKN TPaHCKpK-
nuii, Taki sk SREBP-1 i SREBP-2, akymynsiuisi crepu-
HIB Y NeviHui NpuBoAuTb A0 iHribyBaHHA GiocMHTE3y
xonectepuHy (Cell 1997; 89: 331-40). HagmipHui
XOMECTEPUH TaKOX aKTUBYE iHLUMIA LWNaAX meTabonis-
My, SIKUA NPUBOAUTL OO0 NEPETBOPEHHS XONecTepuHy
Ha >KOBYHi KMCNOTWU. XONecTepuH NepeTBOPHETLCA Ha
7o-rigpokcuxonectepmH oepMeHTOM, floKarnizoBaHUM
y neviHui (CYPTA: 7a-rigpokcunasoto) (J. Biol. Chem.
1997; 272: 313-40).

3any4yeHHs LXR y CUHTE3 XOBYHMX KUCAOT i, OT-
Xe, B Perynsuio romeoctasy XonectepuHy npogemo-
HCTpOBaHa 3a [ONOMOrow muwen 3 gediunTom no
LXRa., SiKi Npy yTpUMaHHi Ha AieTi 3 BACOKUMM YMICTOM
XMpIB akymyroloTb BEMVKI KifbKOCTi eqipiB xonecte-
puHy B neviHui (Cell 1998; 93: 693-704). Muwi 3 ge-
diumtom 3a LXRB maTb Taky camy disionoriyHy
CTiNKiCTb, SIK HOpMarnbHi MuwWi, 0o AieTn, 36araveHoi
xunpamu. Ekcnpecia HeamiHHoro LXRP y muwen 3
aediuntom 3a LXR cxunbHa AemoHCTpyBaTh, LWLO
LXRP cam no cobi He 3gaTHWM A0 iCTOTHOro nigBu-
LweHHs MmeTaboniamy xonectepuHy (J. Clin. Invest.
2001; 107: 565-573).

LXR, ekcnpecoBaHi B Makpodarax, Takox rpatoTb
BaXNuBY ponb y perynsauii Aesaknx gyHkuin makpoda-
riB. KOHKpeTHiLe, BOHU 3anyyeHi B perynsuiio 3Bopo-
THOFO TPaHCMOPTY XOrnecTepuHy, sika 3abesnevye
€KCNopTyBaHHA HagMIpHOrO XonecTepuHy 3 nepude-
PUYHMX TKAHWH Y NeYiHKy. XonecTepuH 3axonmnieTbes
npe-b-NMBIM 3a pgonomoroto apoA1 i ABCA1 ansa
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TpaHCMOPTYBaHHS B NEYiHKY, Ae BiH 3a3Hae kaTaboni-
3MY [10 XXOBYHWUX KMUCMOT, a NOTiM eniMiHYETbCS.

ABCA1 € uneHoM HagpOoAMHN TPaHCNOPTHUX Gin-
kiB (AT®-3B'A3yt0401 kaceTn), 3HaYyLLICTb AKOI iNtOCT-
pyeTbea TMM dakToM, Wwo MyTauisa B reHi ABCA1 Bia-
nosigansHa 3a xBopoby Tarxbe (Nat. Genet. 1999;
22: 336-45).

Ekcnpecis ABCA1 i BiaTik xonectepuHy iHAOyKy-
I0TbCA HaBaHTaXEHHsIM Makpodparis noanHu Xonec-
TepuHoM i akTuBauieto LXR (Biochem. Biophys. Res.
Comm. 1999; 257: 29-33). 3rogomM TakoX NpoAeMOH-
cTpoBaHo, Wwo ekcnpecia ABCG1, ABCG5 i ABCGS,
HLIMX 4YneHiB poauHW nepeHocHukiB ABC-Tuny, B
TOHKOMY KULLEYHMKY TaKOX PEerynoeTbcs retepoam-
mepoMm RXR/LXR (J. Biol. Chem. 2000; 275: 14700-
14707; Proc. Natl. Acad. Sci. USA 2000; 97: 817-22;
J. Biol. Chem. 2002; 277: 18793-18800; Proc. Natl.
Acad. Sci. USA 2002; 99:16237-16242).

Takox nokasaHo, Lo aroHictuyHi niraHan LXR
3MEHLUYOTb aTepoMaTOo3Hi NMOLUKOAXEHHSA Yy ABOX Pi3-
HUX Muwaumx mopensx (muwen ApoE-/- i muwen
LDLR-/) (Proc. Natl. Acad. Sci. USA 2002; 99: 7604-
7609; FEBS Letters 2003; 536: 6-11). Lli pesynbTtatu
A03BONATL NPUNYCTUTK, WO niraHan LXR MoxyTb
ABMNATM COBOK TepaneBTUYHI areHTU Ans nikyBaHHS
aTepocknepoay.

HapewwTi, Bigomo, W0 Makpodarn rpatTb Bax-
nMBY ponb MNpW 3ananeHHi, 3okpema, B naToreHesi
aTepockrnepoay. [MokasaHo, wo aktueauis LXR iHribye
€KCMNPECito TeHiB, 3anydeHnX y 3ananeHHsi, B MaKkpo-
arax (Nature Medicine 2003; 9: 213-219). In vitro
eKcrpecia MepfiaTopiB, SiK-OT CMHTa3a OKcuay asoTy,
uuknookcureHasa-2 (COX-2) ta iHTepnenkiH-6 (IL-6),
iHribyeTbea. In vivo aroHictn LXR 3meHwWwyoTh 3ana-
NEeHHs1 B MoZerni AepMaTuTy Ta iHribyoTb ekcnpecito
reHiB, 3any4yeHnx B 3anareHHsi, aTepoMaTo3HMUX aopT
MMULLI.

Ockinbkn BUSIBNSAETLCH, LLO rOMEOCTa3 XxorecTe-
PUHY TaKOX rpae Hes3aMiHHY ponb Yy (PYHKUiOHYBaHHi
LeHTparnbHOi HEPBOBOI CUCTEMU I MeXaHi3Max HeMn-
poaereHepadii, ekcnpecia ABCA1 Takox gocnigpkeHa
B KynbTypax NepBUHHUX HEWPOHIB, acTpouMTIB i Mik-
pornii, BUAiNEHMX 3 ronoBHOr0 MO3KYy eMOPIOHIB LLy-
piB. PesynbTtatu uMx [ochigXeHb MOKa3yloTb, LWO
aktmeauis LXR npusBoauTb A0 3HMXKEHHS cekpedii
aminoigy B i, omke, 4O 3MEHLUeHHsI aMinoigHuX BigK-
nafeHb y ronoBHomMy Mo3ky. Lli gocnimkeHHa no3so-
NATb NPUNYCTUTK, WO akTmBauis LXR mMoxe cknaga-
TV HOBWIA MiAXig A0 NikyBaHHA XBOpo6u Anburerimepa
(J. Biol. Chem. 2003; 275 (15): 13244-13256; J. Biol.
Chem. 2003; 278 (30): 27688-27694).

LXR Takox 3any4eHi B perynsuito ekcnpecii ano-
ninonpoteiHy E (ApoE). Lien 6inok y 3HauHii Mipi
3anyyeHMn Yy MeEYiHKOBUIA KripeHC ninonpoTeiHiB i
Cnpuvsie BiATOKY XonecTepuHy 3i 3barayeHux ninigamm
Makpodaris. lNpogemMoHcTpoBaHo, Wo akTuBauis LXR
npvBOAUTL A0 NiABULEHHSA ekcnpecii ApoE 3a gono-
Moroto enemeHTy Bignosigi Ha LXR (LXRE, LXR
response element), po3TalioBaHOMy B MOCMIAOBHOCTI
npomoTopi ApoE (Proc. Natl. Acad. Sci. USA 2001;
98: 507-512).

AxTuBauis LXR Mae Takox crnpusitnu 3BOpoTHOMY
TPaHCMNOPTY XONecTepuHy 3a AOMOMOroK moaynsuii
ekcnpecii CETP (cholesterol ester transfer protein;
TpaHCNOpPTHOro Ginka eqipiB  XONecTepuny), KN
3any4yeHun y nepeHeceHHs ectepmdikoBaHOro xone-
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ctepuHy 3 JIMBIM (ninonpoTeiHiB BUCOKOI LWiNbHOCTI) y
36arayeHi TpurniuepvgaMmu ninonpoTeiHn, enimiHoBa-
Hi nediHkoto (J. Clin. Invest. 2000; 105: 513-520).

Y kopoTkomy Buknagi, aktmeauisa LXR npusogutb
00 MiABULLIEHHS eKCnpecii pi3HUX reHiB, sKi CNpusaioTb
eniMiHauii HagnuWwKy XonecTepuHy 3 nepudepruyHnx
TKaHWH. Y Makpodarax, HaBaHTaXXeHUX XornecTepu-
Hom, akTuBauia LXR nigBuwye ekcnpecito ABCAT,
ABCG1, ABCG5, ABCG8 i ApoE, Buknukaroum nocu-
NEeHHS BIATOKY XOnecTepuHy 3 MakpodariB y neyiHky,
Ae BiH BMBOAUTLCA Y POPMi XOBYHUX KUCIIOT. IHAYK-
uis ekcnpecii CETP i CYP7A y neuviHui npvBoaunThb,
BiQNOBIAHO, A0 NiOBULLEHHSI MEYiHKOBOro KripeHcy
edipiB xonectepuny 3 JIMBI i go kataboniamy xone-
CTEPUHY.

IHWMMK pocnigHWKaMy TakoX MPOAEMOHCTpOBa-
HO, Wo LXR rpae BaxnuBy ponb y MeTaboniami rmto-
ko3un. O6pobka rpusyHie 3 giabetom aroHictom LXR
Npu3BOANTL [0 Pi3KOr0 3HUXKEHHSI PIBHIB TMNIOKO3M B
nnasmi. 3okpema, y CTiKMX A0 iHCYyniHy wypiB Zucker
(fa/fa) aktmsauia LXR iHribye ekcnpecito reHis, 3any-
YEHMX Y T[JIIOKOHEOreHe3, BKIIHOYAKYM KOHKPETHILlE
docdoeHonnipysatkapbokcukiHady (PEPCK) (J. Biol.
Chem. 2003, 278 (2): 1131-1136).

Takox nokasaHo, Wwo aroHict LXR nigeuwye To-
NepaHTHICTb A0 IMKO3N B MULIaYin Mogeni CTINKOCTI
[0 iHcyniHy n oxupiHHa (Proc. Natl. Acad. Sci. USA
2003; 100: 5419-5424). AHani3 ekcnpecii reHiB ge-
MOHCTPY€E perynsuito reHis, 3anyyeHux y metaboniam
TIOKO3U B MENiHLL:

- 3HWXKEHHS eKkcnpecii cniBakTuBaTopa-lo peuen-
TOpa, WO aKTUBYETLCS NponihepaTopoM NePOKCUCOM
(PGC-1), docdoeHonnipyBaTkapOOKCUKiHa3M
(PEPCK) i rmtoko3o-6-cocdaTasuy;

- iHOYKUitO eKcnpecii FroKoKiHa3M, fdka crnpusie
yTunisauii neviHkoBOI rNIoKO3u.

Takox npogeMoHCTpoBaHa TpaHCcKpunuinHa iHay-
KUiS 4YyTnMBOro AO iHCYMiHY MNEePeHOCHWKa [roKo3n
(GLUT4) B n1poBii TKaHWHI.

Lli pesynbTaTti nigkpecnoTb BaxnueicTb LXR y
KOOPAMHYBaHHI MeTaboniamy rroKosu.

Takox Bigomo, wo LXR 6epe yyactb y npouecax
perynsuii 3ananenHs (Nature Medicine 2003, 9: 213-
219).

Cnonyku, siki MogyniooTb akTuBHICTb LXR, Bigomi
3 PpiBHSA TexHikv, 30kpema, 3 pJokymeHtiB WO
03/090869, WO 03/90746, WO 03/082192 abo WO
03/082802, abo 3 pokymeHtiB WO 03/043985 i WO
04/005253, y Akmx onucaHi cnonyku Tuny 6eH3oncy-
nboHamigis, aki € aroHictamm PPAR.

Y AaHOMYy KOHTEKCTi iCHye 3Ha4YHUI iHTepec Y Bia-
KPUTTI HOBMX CMONYyK, $iKi MOOYMIOTb aKTUBHICTb
LXR, i aki MatoTb GYTU KOpPUCHI Npu NikyBaHHI OeSKNX
NaTororiYyHMX CTaHiB, SK-OT: CepLEeBO-CyANHHE 3axBO-
PIOBaHHS, rinepxonecrepuHemis, aucninigemisi, iH-
dapkT Miokapay, aTepocknepos, AiabeTt, OXMPiHHA,
3ananeHHs 1 HenpoaereHepaTUBHE 3aXBOPHOBAHHSA.

[JaHun BUHaxig TOYHO 3aCHOBaHWUMA Ha BIOKPWUTTI
HOBMX CMONYK, SKi MOAYMOTL akTUBHICTbL LXR.

Takum 4YMHOM, 3riJHO 3 MepLUOK O3HaKoM, 3a-
BAAHHSIM JAHOro BUHaxoAdy € 3aXWCT sIk HOBOrO Npo-
MMWCMOBOrO MPOAJYKTY - CNOMYKW CyrNb(OHINiHAOMIHY,
sika BiApi3HAETLCS TUM, LLIO BOHa B1OpaHa 3i:

i) cnonyk choopmyrnu
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/
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R;
N O
\S¢0
R\
R3
Rl
R
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ae:

- Ry 03Hauae aTtom BogHto, ranoreH, rpyny C;-Cy
ankin, rpyny C;-C4 ankokcu, rpyny TpudTOopmeTun,
abo noBHicTIO abo 4acTKOBO rarnoreHoBaHy rpyny
METOKCH,

- R2 03Ha4ae aTom BofHto, ranoreH, rpyny C;-Cq
ankin abo rpyny TpudTopmeTun,

- R3 03Hauae atom BogHto, ranoreH, rpyny C;-Cy
ankin abo rpyny TpugTopMeTUs, 3a ymosu, wo Ri, Rz
i R3 He € ogHOYacHO aToOMOM BOAHIO,

- R4 03Ha4ae atom BopHo abo rpyny Ci1-C4 anko-
K,

- 'Y o3Hadvae niHiiHy abo posranyxeHy rpyny Ci-
Cs arnkineH, MoOXnvMBO 3aMilLeHy rpynoto TpudTopme-
TMN abo beHinbHMM Kinbuem, abo Wo MICTUTb LMKIIi-
30BaHy YacTuHy, Lo Mae Big 3 Ao 6 aTomis Byrnewto,
a6o € rpynoto -(CH)n-W-, pe

- W o3Hauae atom KucHio, rpyny -NH- abo atom
cipKkn,

- n piBHe 2, 3 abo 4,

- Z 03Ha4ae MOXIMBO 4acTKOBO rarioreHoBaHy
rpynoto C1-C4 ankin, Tpudptopmetun, -COR, -CHa-
N(R),, abo apomaTtuyHe, retepoapomaTnyHe abo
reTepouukriyHe Kinbue, BubpaHe 3 dpeHiny, niponign-
Hiny, niponiauHinoHy, imigasoniny, NipuauvHIny, nipu-
AvHinokecuay, ninepuaunHiny, ninepaswHiny, nipnaasm-
Hiy, MOpPMONIHINY 1 iHAOMIHINOHY, W MOXMMBO
3amillleHe ofgHUM, ABoma abo TpbOMa iAEHTUYHVMM
abo pi3HUMK 3amicHUKamu, BUOpPaAHWMMK 3 ranoreHy
C1-C4 ankinbHoi rpynn C1-C4 ankokcu, Tpudtopme-
Tuny, HiTpo, N(R)2, -CH2-N(R)2, -O-(CH2)a-N(R)2, ria-
pokcuny, uiaHo C,-Cs uiaHoarnkiny, 5-okco-1,2,4-
okcagiasoniguHiny i rpynm dopmynu -X-[C(R)2]p-
CORa,

- X € oavHapHUM 3B'I3KOM, aTOMOM KUCH -O-
CH,-, atomom cipkn, rpynoto -NR-abo rpynoto 1,1-
LMKITONPONifeH,

- Ra € OR abo N(R),

- R e atomom BogHto abo rpynoto C1-C4 ankin, i

-ppiBHe 0, 1, 2, 3 abo 4; i

ii) (bapmaLeBTUYHO NPUNHATHUX COMNen BKasaHWX
cnonyk dopmynu ().

3rigHO 3 Opyro 03HAKOK BUMHAaXxig CTOCYETbCSA
BUMLLE3ralaHnx Crnomnyk Ans ix 3actocyBaHHsa sk dap-
MaKOJIOMN4YHO aKTUBHWNX PEYOBUH.

3okpema, BUHaxig BiAHOCUMTBLCS OO0 3aCTOCYBaHHS
LoHaMeHLLe ogHiei cnonyku dopmynu (I) abo ogHiei
3 i hapmaueBTUYHO MPUAHATHUX CONen SK akTUBHOI
PEYOBMHU [N BUIOTOBIEHHST MiKapCbKOro 3acoby
ONs1 3aCTOCYBaHHs B Teparnii, 3okpeMa, Anst 6opoteom
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3 rinepxonecrtepuvHeMieto, gucninigemieto, rineptpur-
niuepuaemMieto, OXUPIHHAM | cepueBO-CyaANHHUMU
3aXBOPIOBAHHAMM, SIKi € Hacnigkom gucbanaHcy cu-
poBaTkoBOro ninonpoteiHy. Crnonykn 3a BWHaxo4oM
TaKOX KOPUCHI SIK aKTUBHI PEYOBMHN NiKapCbKnx 3aco-
6iB ona nonepemkeHHst abo NikyBaHHsI aTepoCKepo-
3y, iH(bapkTy miokapay, NEBHMX 3ananbHUX 3aXBOPHO-
BaHb, Hanpuknag gepmaTtuTy, i HeupogereHepadii,
Hanpvknag xsopobw Anbureimepa. Crnonyku 3a Bu-
Haxo0[OM TaKOX KOPWUCHI SIK aKTUBHI PEYOBUHMW Mikap-
CbKMx 3acobiB ans nikysaHHs diabeTy i rinepriikemil.

Y pamkax faHoi naTeHTHOI 3asBKu:

- nig rpynoto C;-C4 ankin matoTb Ha yBasi Hacu-
YeHWIn BYrNEBOOHEBMI NaHutor, Wwo mae Big 1 go 4
aToMiB Byrneuo, ska € niHinHo abo po3ranyxeHor
abo MicTuTb Kinbue, wo Mae 3 abo 4 atomu ByrneLto,
Hanpvknag rpyny metun, eTtwn, nponin, 6ytun, 1-
MeTunetTun, 1-metunnponin, 2-metunnponin, 1,1-
OVUMETUNETUN, UMKnonponin, Metunuuknonponin abo
LumknonponinmeTun;

- nig YacTkoBo ranoreHoBaHoto rpynoto C;-C4 an-
Kin matoTb Ha yBasi rpyny Cq1-C4 ankin, sk BU3Ha4yeHo
BULLE, B SIKi 0aUH (260 BinbLu HiXXK O4MH) aTOM BOAHHO
3aMilLeHnin BigNOBIOHO KiNTbKICTIO aTOMIB ranoreHy;

- nig, rpynoto C1-C, ankokcyu MatoTb Ha yBasi rpy-
ny C;-C4 O-arnkin, y skin rpyna C;-C4 ankin € takot,
AIK BM3HAYeHO BMULLE, Hampuknag, rpyny MeETOKCH,
€TOKCW, nponokcu, OyTokcn, 1-meTtunetokcn, 1-
eTunetokcu abo 1- abo 2-meTMnnNPonoKey;

- Niag NOBHICTIO ab0 YacTKOBO ranoreHoBaHOo
rpyrno MEeTOKCU MaltTb Ha yBasi rpyny MeTOKCW, B
AKin Big 1 4o 3 atomiB BOOHIO 3aMillieHi BignNoBigHUM
4Yncnom aTomis ranoreHy, Hanpuknag rpyny -O-CHyF,
-O-CHF, abo -O-CFs3;

- nig ranoreHoM MalTb Ha yBasi atom Topy,
xnopy, 6pomy abo rogy, Ae atomu cTOpy M Xnopy
nepeBaxHi; i

- Mg ankineHom MatoTb Ha yBa3i HaCUYEeHWUW Byr-
NEBOHEBUI NaHLOT.

Cnonyku, B siknx R, € OH, € kapboHOoBI kMcnoTwy,
AKi MOXXHa BUKOPUCTOBYBATU Y DOPMi BiflbHUX KUCIOT
abo y dopmi conei, Oe BkasaHi comni OOEpXYHTb
LUNSAXOM B3aeMofii KMCnoTu 3 dhapmMaueBTUYHO Npu-
MNHSATHOI, HETOKCMYHOW MiHepanbHol abo opraHiy-
HOW OcHOoBOIO. [NpuknagamMn BUKOPWCTOBYBAHMX Mi-
HepanbHWX OCHOB € TrigpoKcuau HaTpito, Kanito,
MarHito 1 kansuito. NMpuknagamm BUKOPUCTOBYBAHMX
OpraHiYHMX OCHOB € amiHW, aMiHOCNWUPTU, OCHOBHI
aMiHOKUCIOTK, AK-OT Ni3nH abo apriHiH, abo crnonyku,
LLIO HECYTb YETBEPTMHHY aMOHIlHY rpyny, sik-oT beTa-
iH abo XxoniH.

Y rpyni doopmynu -X-[C(R)2],-CORa 3amicHukm R,
SAKNX HECe aToM BYIMeL, MOXYTb OyTW ifeHTUYHUMHN
abo pisHuMKn. Hanpuknag, ogaMH moxe 6yTn aToMom
BOHIO, @ iHLMI arnkinbHOI rpynor, NpuYomy B LIbO-
My BMNAAKy LS rpyna MiCTUTb acUMETPUYHWUA aToM
Byrneuto, " cnonyka moxe 6ytn abo pauemiyHo
cymilwito, abo ogHUM 3 ABOX eHaHTiomepis, R abo S.

Cnonykn 3a BUHAxXo4OM MICTSATb aCUMETPUYHUI
aToMm Byrneut (Lo Hece kapbokcamigHy rpyny, 3B's-
3aHy 3 iHOOMIHOBOK rpynot), AkMn moxe Oytn abo
pauemiyHum, abo B R-koHdirypauii, abo B S-
KOHGpirypauii (dbopmyna la). 3 umx pisHux KoHirypa-
Ui nepeBaxHUMKU cnonykamun cpopmynum (la) € Ti, B
AKNX aCUMETPUYHUI aTOM BYrfeLto iHAOMIHOBOI rpynu
Mae S-KoHdirypalito.

92013 10

: (1)

IHWMMK nepeBaxHMMKU cnonykamun cpopmynu (1) €
Ti, B IKWX aCUMETPUYHMIA aTOM BYrTIELII0 3HaX0OANTLCS
B S-koHdpirypauii Ta/abo R; € atomom d¢Ttopy abo
TPUPTOPMETUIBHO FPYMOH0.

[HWMMKN NepeBaxHUMK cnonykamu € Ti, B akux Y
€ rpynoto -CH,- abo rpynoto -(CH,)»-O-, a Z € apoma-
TUYHMM KifbUEM, 3aMillleHUM rpynow, WO MiCTUTb
rpyny KapOOHOBOI KMCINOTW, A€ BKa3aHe apomaTuyHe
KinbLe, MOXIMBO, MICTUTb OAMH ab0 ABa iHLWWUX 3aMi-
CHUKM, BUBpaHi 3 ranoreny, rpynu C;-C, ankin, nepe-
BaxxHO MmeTuny, rpynu C;-C4 ankokcu, nepeBaxHO
METOKCH, | rpynu TpudTOpMETUN.

Cronykn 3a BMHaxo4oM MOXYTb OyTu ogepxaHi
crnocoboMm, KU BKITKOYaE CTagii, Ha SKuX:

a) nigaaTb B3aEMOAIT KUCnoTy opmMynm

OH

N\ o]
PG (“)

ne PG € amiHO-3axMCHOW TIpynot, Hanpuknag
rpynoto Boc (1,1-gumeTtuneto<cukap6oHin), a R4 €
aTomom BogHto abo rpynot C;i-Cs ankokcu 3 amitom
dopmynu

HoN-Y-Z (I

ne:

- 'Y € niHiHoto abo posranyxeHot C;-Cg ankine-
HOBOIO TPYMO, MOXITMBO 3aMilLeHO TpudTopMeTn-
nbHoto rpynoto abo deHinbHUM Kinbuem, abo LWwo Mmic-
TUTb UMKIi30BaHy YacTuHy, Wo mae Big 3 Ao 6 atomis
Byrneuto, abo € rpynoto -(CHz),-W-, ne

- W € aTomom kucHio, rpynoto -NH- abo atomom
cipkn

- n piBHe 2, 3 a6o 4

- Z 03Ha4vae, MOXINMBO, YACTKOBO ranoreHoBaHy
C1-C4 ankinbHy rpyny, TpudptopmeTtun, COR,, CHa-
N(R);, abo apomaTuyHe, reTepoapomatuyHe abo
reTepoLuKIlivyHe KinbLe, BUbpaHe 3 deHiny, nipuanHi-
ny, 1-imigasoniny, 1-ninepuguHiny, 4-ankin-1-
ninesasuHiny, 4-mopdoniHiny, 1-niponiauHiny, iHOoO-
NiHINOHY M NIPONIAMHINOHY, N MOXNMBO 3aMilleHe
ofHUM, ABoMa abo Tpboma iGEHTUYHUMK abo Pi3HUMHK
3aMicHuMkamu, BubpaHumm 3 ranoreHy, Ci-C4 ankinb-
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Hoi rpynn Ci-C4 ankokcu, TpudTOpMETUny, HiTpo,
N(R)2, O-(CH2)n-N(R)2, rigpokcuny, uiaHo, C»-Cs uia-
Hoarnkiny, 5-okco-1,2,4-okcafia3onuuHiny n rpynu
dopmynm -X-[C(R)2],-CORa,

- X 03Havyae oauHapHun 3B'a30k -O-CHy-, atom
KMCHIO, aTOM cipku abo rpyny 1,1-unknonponineH,

- Ra €OR a6bo N(R)a,

- R o3Hauae C1-C4 ankinbHy rpyny, i

- p piBHe 0, 1, 2, 3 abo 4,

y 6e3BOAHOMY PO3YMHHKKY, TakOMy SIK AMXIOp-
MeTaH, i 3a HasiBHOCTi CMONYYHOro areHTa, Takoro sik
EDCI (1-(3-gumeTtunamiHonponin)-3-
eTunkapboaumimigy rigpoxnopug), DCC (amuuknorek-
cunkapboamimia), abo BinbHOro, abo LWenneHoro Ha
cmoni, abo HOAT (1-rigpokcu-7-azabeH3oTpuason),
npu Temneparypi, 6nm3bkiin Ao KiIMHaTHOT Temnepary-
pu, npotarom 2-20 roguH, 3 OTpMMaHHAM amigy dop-
mynu (1V):

PG (lV)

neY, Z R4 i PG e Takumu, Kk BU3Ha4YeHo B novyat-
KOBWX Crionykax,

6) nigoatoTe B3aemogii crnonyky dopmynu (1V),
ofepxaHy Bwuwe, 3 TpU(TOPOLTOBOK KMCMOTOK B
PO3YMHHMKY, TAKOMY AK OUXIIOPMETaH, NPy KiMHATHIN
Temnepatypi npotsarom 2-20 roguMH 3 OTPUMAHHAM
cnonyku cpopmynu (V):

H V)

e Y R4 i Z € Takumm, siKk BU3HAYEHO B Crionyui
(IV)I

B) miggatoTe B3aemogii cnonyky dopmynu (V) 3
6eH3oncynbdoHinxnopuaom dopmynu (VI):

Ry

Hal S0,C1
(V)

ae:

- R3 € atom BogHto0, aTom dTopy, atom xnopy Ci-
C4 ankinbHy rpyny abo TprudTOpMETUIBHY rpyny, i

- Hal € atomom 6pomy abo rioay,

Y PO3YMHHWKY, TAKOMY SIK AUXIIOPMETaH, Npu Kim-
HaTHIW Temnepatypi npotarom 2-20 rogwH 3 OTpu-
MaHHaM cnonyku popmynu (VII):

92013 12

n—2
EA

ne Y, Z Rs, R4 i Hal € Takumun, sk BU3Ha4yeHo B
NMoYaTKOBKX CMOfyKax,

r) mippatoTb B3aemopii cnonyky dopmynu (VII),
ofepxaHy BuLle, 3 eHiNbopoHOBOW KMCMOTOK ¢o-
pmynu

R
Ly
R on
2 (VI

ne:

- R1 03Hayae aTtom BogHto, atom dtopy abo xno-
py, rpyny C:-C4 ankin, rpyny C;-C4 ankokcu, rpyny
TpudbTopmMeTun, abo nosHicTio abo YacTKOBO ranore-
HOBaHy rpyny MeTOKCH, i

- R, o3Hayae atom BogHIO, atoM TOpy, aToMm
xnopy, rpyny C1-C4 ankin abo rpyny TpucptopmeTnn,

y Tak 3BaHin peakuii Cyayki (auB., Hanpwvknag,
Chem. Rev. 1995, 95, 2457) 3a HasBHOCTi meTanoop-
raHiyHoro  kartanisatopa, Takoro §Ik  TeTpa-
kuc(Tpudperindocdin) nanagin, i oCHOBM, AK-OT Kap-
OoHaT HaTpilo, B PO3YMHHMKY, TakoOMy SK CyMill
rnikonesoro edipy 1 BoAW, MpW TemnepaTtypi Mix
30°C i Temnepatypoto orierMm po3vynmHHMKA NPOTATOM
5-24 roguH 3 ofgepXaHHAM Cnonyku dopmynu |:

/
-y

A
5
0

? )

e Ry, Ro, Rs, Ry, Y i Z € Takumu, Ik BU3HAYEHO B
NoYaTKOBMX CNoMyKax

) SKWO HeobXiAHO, SKWO 3aMiCHUK Z MIiCTUTb
edipHy rpyny, nigaatoTb rigponidy uto edipHy rpyny,
Hanpuknag, LWnNsxom B3aeMoAii 3 rigpokcuaom niTito
abo riopokcMaom HaTpito, SIKLLO riaponi3 MoXHa npo-
BOAMTU B NYXHOMY cepefosuli, abo Lwnaxom B3ae-
Mopii 3 TPUPTOPOLITOBOK KUCMOTOK, SKWO edip €
TpeT-0yTMnoBum ecpipoM, 3 OTPUMAHHAM BiANOBIAHOI
noxigHoi KapOGOHOBOI KUCIOTH, i
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€) SKWO HeobXiaHO, OAEPXYKTb Ciflb KMACMOTH,
ofepXaHoi Bulle, 3 MiHepanbHol abo opraHi4Ho
OCHOBOW crnocobamu, gobpe Bigomumn daxiBuam y
OaHin ranysi TexHiku.

Ak BapiaHT BMLLEONMCAHOrO crnocoby cnonyku
dopmynun | 3a BMHaxodAoOM MOXYTb OyTW oOfepxaHi
crnocobom, npu sKomy:

niggatoTe  B3aemopii  6eHsoncynbdoHinxnopna

dopmynu

Ry

P“1
R

: (1X)

ne:

- Ry o3Hauae atom BogHto, ranoreH, rpyny C1-Cy
ankin, rpyny C;-C4 ankokcu, rpyny TpudptopmeTun,
abo noBHICTIO abo 4acTKOBO ranoreHoBaHy rpyny
MEeTOKCH,

- R2 o3Hayae aTom BogHo, ranoreH, rpyny C;-Cq
ankin abo rpyny TpucdtopmMeTun, i

- R3 03Hayae aTom BogHt, ranoreH, rpyny C;-Cq
ankin abo rpyny TpudTopmeTun 3a ymosu, Wwo Ri, R
i R3 0ogHO4YacHO He € aTOMOM BOAHIO,

3 NOXiAHOK iHAONIHY opMynu

Z

/

NH—Y

o

(V)

ne:

- R4 € aTomom BogH0 abo rpynoto C1-C,4 ankokew,

- Y o3Hayae niHinHy abo posranyxeHy C;-Cg an-
KiNneHoBY rpyny, MOXNMBO 3aMilleHy TpudTOpMeTu-
nbHoto rpynoto abo eHinbHUM Kinbuem, abo LWo mic-
TUTb UMKIi30BaHy YacTuHy, Wo mae Big 3 Ao 6 atomis
Byrneuo, abo € rpynoto -(CHy),-W-, ne

- W o3Havae atom kucHio, rpyny -NH- abo atom
Cipku,

- n piBHe 2, 3 abo 4

-Z 03Ha4Yae MOXIMBO YACTKOBO ranioreHoBaHy Ci-
Cs ankineHy rpyny, TpudTopmeTtuni, COR,, CHo-
N(R),, abo apomaTtuyHe, reTepoapomMaTuyHe abo
reTepouukriyHe kinbue, BuOpaHe 3 deHiny, 1-
niponiguHiny, niponignHinoHy, 1-imigasoniny, nipuau-
Hiny, 1-ninepuauvHiny, 4-ankin-1-ninepasuHiny, nipu-
AasuvHiny, 4-mopdoniHiny 1 iHAOMNIHINOHY, i, MOXNNBO,
3amilweHe ogHuM, aBoma abo TpboMa iAeHTUYHUMMU
abo pisHUMK 3amiCHUKamn, BUOpPaHWMK 3 ranoreHy
C1-C4 ankinbHoi rpynn Ci1-C4 ankokcu, TpudpTopme-
Tuny, HiTpo, N(R)2, CH2-N(R)2, O-(CH2)a-N(R)2, rigpo-
keuny, uiaHo, C,-Cs uiaHoarnkiny i rpynu doopmMynm -X-
[C(R)2]p-CORa, oe

- X 03Havyae oauHapHun 3B'a30k -O-CHy-, atom
KACHIO, atom cipku, rpyny -NR- abo rpyny 1,1-
LIMKIONPOMineH,

- Ra € OR abo N(R)2,

-R € C;-C4 ankinbHy rpyny, i

92013
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-ppiHe 0, 1, 2, 3 a6o 4,
y 6e3BOAHOMY PO3YMHHKKY, TakOMy SIK AMXITOp-
MeTaH, Mpu KiMHaTHIn TemnepaTypi npotsarom 2-10
roAVH 3 OTPMMaHHSIM Cronyku cpopmynu

: NH—
R4

N ©
N
8]
RB
R,

N

ne Ri, Rz, Rz, R4, Y i Z € Taknmu, Sk BU3HAYEHO B
Nno4yaTKOBMX CMOMyKaXx.

IHWK BapiaHT cnocoby OTpuMaHHs cnonyk ¢o-
pmynu (1) BKNtoYae NpoBeAEHHs CTafin, Ha SKUX:

a) nigoaTb B3aemogii 6eH3oncynbdoHinxnopug

dopmynu

zZ

/
Y

R3
Rl
N (s
RZ

ne:

- R1 03Ha4ae aToM BofHto, ranoreH, rpyny C;-Cq
ankin, rpyny C;-C4 ankokcu, rpyny TpudptopmeTun,
abo noBHIiCTIO abo 4YacTKOBO ranoreHoBaHy rpyny
METOKCMH,

- R, o3Hauae aTtom BoaHto, ranoreH, rpyny C;-Cy4
ankin abo rpyny TpudTopmeTumn, i

- R3 03Hayae aTom BofHto, ranoreH, rpyny C;-Cs
ankin abo rpyny TpudTopmeTun 3a ymosu, wo Ri, Ry
i R3 ogHo4YacHO He € aTOMOM BOAHIO,

3 edpipom iHAoNiIHY hopmynun

E j :«\ ORb
R4
N G
\
H (X)

ne Rb osHauae rpyny Ci-C4 ankin, nepeBaxHO
rpyny metun, a R4 € atomom BogHt abo rpynoto Ci-
C4 ankokeu,

B YMOBaXx, aHarnori4HMx ymoBaM BMLLIEONNCaHOro
cnocoby, 3 OTPUMaHHSIM cnonyku dopmynu

(1X)
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ORb
R4
N o)
520
N
o
RB
Rl
R
: {XI1)

e Ri, Ry, Rs, R4 i Rb € Taknmm, gk BU3Ha4eHo B
NnoYaTKOBKX CMonykax,

©) nepeTtBoptooTb edoip (XI) Ha KMCNOTY LWINAXOM
B3aemMofii 3 OCHOBOK Yy BOAHO-CMMPTOBOMY cepeno-
BULLi 3a AONOMOroK MeToauk, Aobpe BigoMux gaxis-
UAM Yy AaHin ranysi TexHiki, 3 OTPMMaHHAM KUCIOTU

dopmynm (XI):

OH
R,
H 0
\S =0
N
O
R3
R; o
2 (XI1)

e Ry, Ry, R3 i R4 3anunwatotbCcst HE3MIHEHUMMU, |
B) niggaTb B3aemogdii kucnotHy cnonyky (XIl) 3
nepBuHHUM amiHoM doopmynu (l11):

NHY-Z (ty

ae:

- Y o3Hauae niHinHy abo posranyxeHy Ci-Cg an-
KiNnleHoBY rpyny, MOXNMBO 3aMilleHy TpudTOpMeTK-
NbHO rpynoto abo eHinbHUM Kinbuem, abo Wo mic-
TUTb UMKIi30BaHy YacTuHy, Wo mae Big 3 Ao 6 atomis
Byrneuo, abo € rpynoto -(CHz),-W-, ne

- W € atomoM kucHto, -NH- abo aTtom cipku,

- n piBHe 2, 3 abo 4,

- Z 03Haya€e MOXIMBO YaCTKOBO ranoreHoBaHy
C1-C4 ankinbHy rpyny, Tpudtopmetun, COR,, CHo-
N(R),, abo apomaTtuuyHe, retepoapomMaTuyHe abo
reTepouuKIlivyHe KinbLe, BubpaHe 3 deHiny, nipuanHi-
ny, 1-imigasoniny, 1-ninepuguHiny,  4-ankin-1-
ninepasuHiny, nipugasvHiny, 4-mopdonidiny, 1-
niponignHIny, NiponiaMHOHY M iHOONIHINOHY, N, MOX-
n1BO, 3aMilleHe ogHUM, ABoMa abo Tpboma ioeHTnY-
HUMK abo pi3HMMK 3aMicHUMKamu, BubpaHWMK 3 rano-
reHy C;-C, ankineHoi rpynn Ci1-C4  ankokcwm,
TpudptopmeTuny, HiTpo, N(R)2, CH2-N(R)2, O-(CH2)n-
N(R)2, rigpokcuny, uiaHo C,-C3 uiaHoankiny u rpynu
cpopmyny -X-[C(R)2]p-CORa,
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- X 03Hayae oAuMHapHWIA 3B'A30K, aTOM KUCHIO,
rpyny -O-CH,-, aTtom cipku abo rpyny -NR-,

- Ra € OR abo N(R)z,

- R e rpynoto C1-C3 ankin, i

- p pieHe 0, 1, 2, 3 abo 4,

3a [OrNOMOrold MEeTOAMKWN, aHamoriyHoi onucaHin
ansa cragii (a) nepworo BMLLEONMCaHoro crnocoby, 3
ofepxaHHAM cronyku dopmynu (1):

zZ
/
NH-Y
R-l
N 0
579
N
O

: ()

ne Ri, Ry, R3, Ry, Y i Z € Taknmu, Sk BU3HAYEHO B
noyaTKoBMX CrOMyKax.

Cronyku copmymnu (1), B Skux Z MiCTUTb amiHor-
pyny, MOXyTb ByTW ogepxaHi 3 iXHiX HiTporomornoris
LMSIXOM peakuii BigHOBNeHHs abo peakuii kaTaniTny-
HOI rigporeHisauii 3aranbHOMPUNHATMMK cnocobamu,
Aobpe Bigomumn daxiBuam y AaHiv ranysi TexHiku. L
CMonykn MOXyTb OyTu TakoX ogepaHi 3i cnonyk ¢o-
pMynu |, WO MICTATb uiaHorpyny, SKi BiAHOBMIOKOTb
cnocobamu, BigoMuMK axiBuaM y AaHin ranysi Tex-
HiKK, 30KpeMa, LUMSXOM KaTaniTUYHOI rigporeHisawii.

Cronyku, B siknux Z mictutb BinbHy rpyny NH, abo
NH, MoxyTb 6yTn Takox ogepxaHi 3 aMiHiB a30TOBMi-
CHuX retepoumknis, y akux rpyny NH, abo NH cnova-
TKY 3aXULLIATb aMiHO-3aXMCHOK rpynoko, Hanpuknag,
rpynoto Boc (1,1-guMeTuneTokcukapboHin), noTim Lo
aMiHO-3axMUCHY Tpyny BUOANSATb MiCrs NpOBEeAEHHS
peakuii npuegHaHHA 3 YTBOPEHHSIM aMigHOro 3B's3KY -
CONH- abo cynbgoHamigHoro 3B'a3ky -SO2N= cno-
nyku oopmynu 1.

Cnonyku gopmynu |, B SKMX aCUMETPUYHUI aTOM
BYrMeulo 3HaxoauTbCa B MEBHIN KoHirypadii, R abo
S, nepeBaxHO oOOepXylTb 3 iHAOMIH-2-kapboHOBMX
kncnot R abo S koHoirypauii. Bonn moxyts 6ytn
TakoX ofepXaHi LUNAXOM BWUAINEHHS 3 paueMidyHoi
crnonyku cnocobom, skuii cam no cobi Bigomuin, xoya
Lew Apyrui cnocib, Sk NpaBuIio, MEHLL NepeBaXHWUA.

HasegeHi Hwx4e lMpuknagn ogepaHHA Cnonyk
dopmynu (1) gagyTe MOXMMBICTL Kpalle 3po3yMiTu
BUHaxia.

Y umx MNpuknagax "Mpuknag ogepXaHHA" O3Ha-
yae npuknagu, B AKUX OMNUCAHUN CUHTE3 MPOMDKHUX
cnonyk, a "lMpuknag" o3Hayae Takui, y KoMy onuca-
HUA cuHTe3 crnonyk dopmynu (I) 3a BuHaxogom. Ce-
pen ckopodeHb, "MMOMb" O3Ha4yae Minimosnb. TouYkM
nnaBfieHHs1 BUMIpIoloTb Ha ycTaHoBLi Koddnepa abo
B Kaningpi, a cnekTparnbHi 3Ha4YeHHs SAepHOro MarHi-
THOTO PEe30HaHCY XapaKTepuayrTbCs XiMIYHUM 3Cy-
BOM, obuncnenum wogo TMC (TpumeTtuncunany), 3a
KiNbKICTIO NPOTOHIB, NOB'A3aHMX 3 cMrHanom, i 3a go-
pmoto curHany (s ansa cuHrnety, d ansa gyénety, dd
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ans pyénety gy6neris, t ans TpunneTy, q Ans kBag-
pynneTty, m pans mynbTunnety). BukopuctoByBaHi
poboya 4yacTtoTa 1 PO3YMHHMK BKa3aHi ANs KOXHOI
cnonyku. KimHaTHa TemnepaTypa cknagae 20°C+2°C.

HaBepeHi HWx4e CKOpOYEHHS BUKOPUCTOBYIOTH B
onuci umx Mpuknagis i MNprknagis oaepXaHHS:

HOAT: 1-rigpokcu-7-a3abeH3oTprason

HOBT: 1-rigpokcnbeH3oTpmason

EDCI: 1-(3-aumeTnnamiHonponin)-3-
eTunkapboauimigy rigpoxnopuza

DBAD: gu-tpeT-6yTunasogukapbokcunat

DCC: anumknorekcunkapboamimig,

OXM: gnxnopmeTaH

DIAD: gijizonponinasogukapbokcunat

OME: gnmeTokcieTaH

OM®: opnmeTtundopmamin,

OMCO: gumeTtuncynbgokeug,

MTBE: meTun-tpeT-6yTunosui edip

TPO: TpndTopoLTOBa KMUCNOTA

Tro: retparigpodypaH

PdCl.dppf: anxnop-1,1'-
bic(andeHrindocdiHo)dpepoueHnanagin (I1).

Mpuknag ogepxaHhs |
2-[[[2-(2-PTOpdeHin)eTun]amiHolkapboHin]-2,3-
aurigpo-(2S)-1H-iHgon-1-kap6oHoBoi  kucnotn  1,1-

anmeTtuneTmnosun edip

loTytoTb po3uuH 2 1 (7,6 mmonb) 2,3-gurigpo-
(2S)-1H-iHpon-1,2-gukapboHoBoi  kucrotn  1-(1,1-
anmveTtuneTtun)edipy B 15 Mn guxnopmeTtaHy, a noTiM
pogaote 1,74 r (9,11 wmmone) EDCI (1-(3-
AvmMeTunamiHonponin)-3-etunkapboguimigy  rigpox-
nopugy) i 206 wminirpam (1,52 mmonb) HOAT (1-
rinpokcu-7-a3abeHsoTpuasony). MNicnsa nepemiwyBaH-
HA npoTarom 10 XBUNWH NpW KiMHaTHIN TemnepaTypi
goaarTb 1,20 MI (9,11 MMOTfb) 2-
pTopbeH3oneTaHamiHy. MoTiM peakuiiHy cymil ne-
pemilwyloTb NpKU KiMHaTHIN TemnepaTypi npotarom 20
roguH. NoTtim cymiw o6pobnsTe AoAaBaHHAM OUX-
NnopMeTaHy, W opraHiyHy ¢asy npoMmBaloTb BOAOHO.
OpraHiyHy hasy BUCYLLIYIOTb Hag CynbdaTtoM MarHito,
a NoTiM KOHLEHTPYIOTb MPU 3HMWXKEHOMY TUCKY. [MoTiM
OofepXaHW CUMpUIA NPOAYKT O4YMLLATb XpoMaTorpa-
dieto Ha cunikareni, BUKOPUCTOBYIOUM CYMill AMXMO-
pmeTaH/eTunauetaTt (90/10; 06/06) sk entoeHT, 3
OTPMMaHHAM OYiKyBaHOro NpPoAykTy y Burnagi 6inoi
TBEPAOi pevoBuHY (BUXia=84%).

T. nn.=133°C.

Mpuknag ogepxaHhs Il

N-[2-(2-®TopdpeHin)eTnn]-2,3-gurigpo-(2S)-1H-
iHoon-2-kapbokcamig

[oTyloTb po3uunH 2,38 r (6,19 mMmonb) crnonykw,
ogepxaHoi 3rigHo 3 lNMpuknagom ogepxaHHsa |, B 25
MIT AuxnopmeTaHy i gogatoTe 9,3 mn TpudTopouTo-
BOI KncnoTu. PeakuinHy cymiw nepemiwyoTs npu
KiMHaTHIn TemnepaTypi NpoTaromMm 4 roAwH, a MoTiM
PO34YMHHMK BUMAPOBYIOTb MPU 3HWKEHOMY TUCKY. [lo-
TiM 3anuwok nicns BMNApOBYBaHHS PO3YMHSOTb Y
BOAi, i CyMill HEeNnTpanis3yTb AOAaBaHHAM HacU4eHo-
ro posynmHy GikapOGoHaTy HaTpito. YTBOpeHui Ginun
ocag QinbTpytoTb i NpoMmBaloTb Boaot. OpepkaHy
TBEPAY PEeYOBUMHY BUCYLLYIOTb HaA Mepokcuaom do-
cdopy y BakyyMi 3 OTPUMAHHSAM OYiKyBaHOI CMOMNyKn y
BurnsAai 6inoi TBepaoi pevoBuHN (BMXia=98%).

T. nn.=135°C.

Mpuknag ogepkaHHs I

92013 18

N-[2-(2-PTOpdeHin)eTun]-2,3-aurigpo-1-[(4-
noadeHin)cynbdoHin]-(2S)-1H-ingon-2-kapbokcamig

loTytoTb po3unH 100 wminirpam (0,351 mmonb)
cnonyku, ogepxatoi 3rigHo 3 Mpuknagom ogepxaHHA
Il, B 2 mn guxnopmeTaHy i goaaTb 74 MKN TpueTu-
namiHy n  117minirpam (0,386  mmonb)  4-
nopbeHsoncynbdoHinxnopugy. PeakuiiHy — cymiw
nepeMilyoTb NpK KiIMHaTHIN TemnepaTypi npoTarom 4
roguH. MoTtim cymiw o6pobnstoTb AoAaBaHHAM OWUX-
nopMeTaHy, 1 opraHiyHy ¢asy npoMuBaloTb BOAOMO,
BUCYLLYIOTb HaA CynbdaTtoM MarHito, a noTiM KOHLEeH-
TPYIOTb MpU 3HWXKEHOMY TuCKy. [loTiM opepxaHui
CMpWUIA NPOAYKT OYULLaloTL Xpomartorpadieto Ha cuni-
Karerni, BMKOPMUCTOBYIOUM CyMmill Tonyon/etunauerar
(90/10; 06/06) Ak entoeHT, 3 OTPUMaHHAM OYiKyBaHOro
npooykty y Burnsgi 6esbapsHoro macna  (Bu-
xin=57%).

'"H AMP (OMCO, 300 Mru) &: 8.26 (t, NH); 7.92
(d, 2H); 7.50 (d, 2H); 7.25 (d, 1H); 7.3-7 (m, 7H); 4.71
(dd, 1H); 3.5-3.2 (m, 2H); 3.1 (dd, 1H); 2.9-2.70 (dd i
m, 3H).

Mpuknag 1
N-[2-(2-®PTOpdeHin)eTnn]-2,3-aurigpo-1-[[4'-
(TpnpTopmeTun)[1,1'-gudpeninl-4-inJcynbdoHin]-(2S)-

1H-iHgon-2-kapbokcamig

102 wminirpam (0,185 mmornb) cnonyku, ogepxaHoi
3rigHo 3 MNpuknagom ogepxaHHs I, 3amiwyoTs 3 2 Mn
OME B peakuiiiHinn npobipui 4ns MiKpoxBUboBOI neui
i nopatotb 0,66Mn Boam, a notim 30 minirpam (0,278
MMOJb) KapboHaTy HaTpito, 15 Minirpam
(0,0185mmonb) PdCl.dppf {onxnop-1,1'-
bic(audenindocdiHo)dbepouennanagito (1)} i 71 mini-
rpam (0,37 MMOIb) 4-
(TpndpTopmeTUN)deHINbopoHoBOi kucnotu. Lo peak-
UiHy cymiw HarpiBatoTb npotarom 10 xBun npu
110°C B MiKpoxBWnbOBIA nedi. [JogawTe 40OaTKOBO
15 Minirpam (0,0185 MMoOnb)  amxnop-1,1'-
bic(andeHrindocdiHo)dbepoueH-nanagito (), i peak-
LiNHY CyMmilL 3HOBY HarpiBatoTb npoTsarom 30 xsun npu
110°C y MikpoxBunboBin nevi. lMicna oxonomkyBaHHSA
00 peakuiiHoi cyMmilli 4ogalTb AUXIIOPMETaH, i opra-
HiYHY basy NpomMMBaloTb Po34YnHOM BikapboHaTy Ha-
Tpito, a NoTiM BOAOI, BUCYLLYIOTb Hapg CyrbaTom
MarHito i KOHLEHTPYIOTb MPU 3HWKEHOMY TUCKY. Cupui
NPOAYKT ouuLlalTb Xpomartorpacdpieto Ha cunikareni,
BMKOPUCTOBYIOUM Cymiwl Tonyon/etunauetat (9/1;
06/06) K eneHT, 3 OTPUMaHHAM MPOAYKTY Y BUrMAAi
6e36apBHOI NiHM (BUXig=66%).

'H AMP (OMCO, 300 Mru) 8: 8.30 (t, NH); 8.0-7.8
(m, 8H); 7.50 (d, 1H); 7.4-7.15 (m, 3H); 7.12-6.95 (m,
4H); 4.78 (dd, 1H); 3.5-3.2 (m, 2H); 3.1 (dd, 1H); 2.9-
2.70 (dd i m, 3H).

Mpuknag 2
N-[2-(2-®TOpdheHin)eTun]-2,3-gurigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynbdoHin]-(2S)-

1H-iHgon-2-kapbokcamig

100 minirpam (0,181 Mmornb) cnomnyku, ogepxaHoi
3rigHo 3 MNpuknagom oaepxanHs I, 3amiwyoTs 3 2 Mn
OME B peakuinHii npobipui AnsS MIKpOXBMIBLOBOI Nevi
i gopatotb 0,66Mn Boam, a notim 29 minirpam (0,272
MMOJb) kapboHaTy HaTpito, 15 Minirpam
(0,0185mmonb) PdCl.dppf i 69 wminirpam (0,363
Mmonb) 3-(TpudbTopmeTun) deHinbopoHoBOI Kucno-
Tn. PeakuinHy cymiw HarpiBaoTb npotsrom 10 xsun
npn 110°C B MikpoxBunboBin neui. lNicns oxonogxy-
BaHHA 00 peakuiiHOi CyMilli AoAalTb ANXIIOPMETaH,
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i opraHiyHy ¢pasy NpomMMBalTb PO3YMHOM KapOoHaTy
HaTpilo, a NoTiM BOAOO, BUCYLLYIOTb Hag cyrnbdaTtom
MarHito i KOHLUEHTPYIOTb NPU 3HMKEHOMY TUCKY.

Cvipuid NpoayKkT ouvnwarTs XpomaTorpadieto Ha
cunikareni, BUKOPUCTOBYIOYM cyMmiL Tony-
on/etunauetat (9/1; 06/06) Ak enoeHT, 3 oTpMMaH-
HAM NpoAaykTy y BurnsAgi 6inoi ninv (Buxig=70%).

'H AMP (OMCO, 300 Mru) &: 8.28 (t, NH); 8.1-8.0
(m, 2H); 7.93 (d, 2H); 7.86 (d, 2H); 7.85-7.60 (m, 2H);
7.50 (d, 1H); 7.30-7 (m, 7H); 4.78 (dd, 1H); 3.5-3.2
(m, 2H); 3.08 (dd, 1H); 2.9-2.70 (dd i m, 3H).

Mpuknag 3

N-[2-(2-®TOpdheHin)eTnn]-2,3-gurigpo-1-[[2'-
(TpncbTopmeTun)[1,1'-audpeHinl-4-injcynbdoHin]-(2S)-
1H-iHgon-2-kapbokcamig

Cnigytoun metogmui, aHanoriyHin MNpuknagy 2,
noyvHawoun 3 2-(TpudptopmeTun) eHinbopoHoBoi
KMCNOTW, OYiKyBaHWA NPOAYKT OAepXanwu y Burnagi
poxeBoi MiHn (BUXia=67%).

"H AMP (OMCO, 250 Mru) 8: 8.29 (t, NH); 7.9-7.6
(m, 5H); 7.55-7.35 (m, 4H); 7.3-7.0 (m, 7H); 4.77 (dd,
1H); 3.5-3.2 (m, 2H); 3.05-2.07 (m, 4H).

Mpuknag opepxaHns 1V

(2S)-2,3-Aurigpo-1-[[3'-(TpudTopmeTnn)[1,1'-
andpenin]-4-inJcynsgoHin]-1H-iHaoon-2-kap6oHoBa
KucnoTa

a) (2S)-2,3-Aurigpo-1-[(4-
noadeHin)cynbdoHin]iHgon-2-kapboHoBa KucnoTa

loTytoTb cymiw 16,18 r (99,2 mmonb) (2S)-2,3-
aurigpoiHgon-2-kap6oHoBoi kucnotn, 1700 mn aue-
TOHiTpUny, 400 mn Boan i 2,37 r (99,2 MMonb) rigpok-
cvpy niTito. Lilo cymiw nepemiwyioTb, MOKM TBEpPOi
PEYOBMHU HEe po3uMHATbCS, | gogatTs 30 r (99,2
MMonb) 4-riogbeHsoncynbgoHinxnopuay npu KiMHaTt-
Hin TemnepaTypi. PeakuinHy cymiw nepemiwyoTb
npotarom 15 roauvH npw KiMHaTHIA Temnepatypi, a
NOTIM KOHLEHTPYIOTb NPU 3HKEHOMY TUCKY. 3anuLiok
nicns BUNapoByBaHHSA PO34MHSIOTL Y PO34uHi kKapbo-
HaTy HaTpito, 1 oaepxaHy BoAHy a3y NpomMuBaloTb
200 mn eTunauetaTy, a noTim nigkucnsawTb Ao pH 2
consHo kmcnoTor. OgepxaHun ocag iNbTPYOTH i
nepekpucranisyiotb 3 500mn ouTtoBOi KMcnotTn 3
OTpUMaHHAM 32 I OYikyBaHOi KMCNoTW y Burnsaai 6e-
XeBux kpuctanis (BUxia=76%).

T.nn.=194-198°C.

6) (2S)-2,3-Ourigpo-1-[[3'-(TpudTopmeTmn)[1,1'-
andeHin]-4-injcynbdoHin]-1H-ingon-2-kapboHoBa
KucnoTa

loTytoTe cymiw 20 r (46,6 mMmMonb) opepxaHoi
Buwe kucrotu, 1700 mn auetoriTpuny, 9,73 r (51,2
MMonb) 3-(TpudpTopmeTnn) eHiNbopoHOBOI KUCHo-
™, 190 mn Boan, 14,81 r (139,8 mmonb) kapboHaTy
HaTpito i 1,04 r (4,6 mmonb) aueTtaty nanagito. Lo
CyMiLl NepemiwyloTb NPOTAroM 3 roAMH NpuU KiMHaTHIN
Temnepartypi. [oTim goaatots 400mn eTunauertarty, 1
CyMill nigkmensATs A0 pH 3 HopManbHUM PO3YNMHOM
consiHoi kucnotu. OpraHidyHy a3y BigOKpeMnowThb,
NpOMUBaIOTbL BOAOID, @ MOTIM BUCYLUYIOTb Haj, Cynb-
daToOM MarHito 1 KOHLUEHTPYIOTb MPU 3HUKEHOMY TUC-
Ky. Cvpuin npogykT po3unHsaoTs y 200 mn cymiwi ra-
psyoi ouToBOI KMcroTw/Boau. lMicns oxonogXyBaHHS
KpucTanu, Wo yTBopunncs, inbTpyoTb i BUCYLLYIOTb
3 oTpuMaHHaAM 19,2 T o4ikyBaHOi KMCNOTW Y BUrNAAI
BexeBunx kpuctanis (Buxign=92%).

T.nn.=108-112°C.

Mpuknag 4
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3-[2-[[[(2S)-2,3-Ourigpo-1-[[3'-
(TpudpbTopmeTun)[1,1'-gudeninl-4-injcynbdonin]-1H-
iHoon-2-in]kap6oHin]jamiHo]leTun]6eH30MHOI  KMCNOTH
MeTunosumn edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pXXaHHSA |, NOYMHaKUM 3 KUCNOTW, OAepXKaHoi 3rigHo 3
Mpuknagom ogepxanHs 1V, i meTunosoro edipy 3-(2-
amiHoeTun) 6eH30MHOT KNCMOTH, OYiKyBaHUI NpPOOYyKT
opepxanu y Burnagi 6inoi niHn (Buxin=48%).

'H AMP (OMCO, 300 Mru) 8: 8.23 (t, NH); 8.1-7.6
(m, 10H); 7.55-7.35 (m, 3H); 7.3-7.0 (m, 3H); 4.78
(dd, 1H); 3.5-3.2 (m, 2H); 3.07 (dd, 1H); 2.95-2.75 (m,
3H).

Mpuknag 5

3-[2-[[[(2S)-2,3-Ourigpo-1-[[3'-
(TpndbTopmeTun)[1,1'-gudenin]-4-injcynsdonin]-1H-
iHoon-2-in]kap6oHin]amiHo]eTun]6eH30MHOI KUCNOTH

663 minirpam (1,08 mmonb) edipy, ogepxaHoro
3rigHo 3 lMNpuknagom 4, 3miwyloTb 3 5 Mn TeTparigpo-
dypaHy i 5 mn Boan i gogatote 104 minirpam (4,35
MMOJb) TiApOKCKAY NiTiko NpU KiMHATHIA TeMnepaTypi
npu nepemiwysaHHi. Lilo peakuinHy cymiw nepemi-
WYOTb NpW KiIMHATHIN TemnepaTypi npotarom 24 ro-
OVH, a NoTiM nigkncnaTb Ao pH 3 HOpManbHUM Po3-
YMHOM OLTOBOI KMCMOTU, po36aBnsloTb BOAOK, a
noTiM ekcTparytoTb eTunaueTtatom. O6'egHaHi opraHi-
YHi (pa3n BUCYLYIOTb HaA CynbdaToOM MarHito N KOH-
LEHTPYIOTb MPU  3HWKEHOMY TUCKY 3 OTPUMMAaHHSM
o4ikyBaHOro npoaykty y Burnagi 6inoi niHm (Bu-
Xin=75%).

'H AMP (OMCO, 250 Mru) &: 13 (bs COzH); 8.25
(t, NH); 8.1-7.65 (m, 10H); 7.55-7.30 (m, 3H); 7.3-
6.95 (m, 3H); 4.78 (dd, 1H); 3.5-3.2 (m, 2H); 3.08 (dd,
1H); 2.95-2.70 (m, 3H).

Mpuknag 6

2,3-Ourinpo-N-[(1-deHinumknorekcun)meTmn]-1-
[[3'-(TpudpTOopMeTUn)[1,1'-andeHin]-4-injcynecoHin]-
(2S)-1H-iHgon-2-kap6okcamig

Cnigytoun metoguui, aHanoriyHin MNpuknagy 4,
noyvHarum 3 1-deHinumknorekcaHveTaHamiHy, oui-
KyBaHWUI NpoAyKT ofepxanu y Burnagi 6inoi niHn (Bu-
xin=33%).

'H AMP (OMCO, 250 Mru) &: 8.05-8.0 (m, 2H);
7.93 (d, 2H); 7.86 (d, 2H); 7.82-7.67 (m, 2H); 7.47-
7.38 (m, 1H i NH); 7.37-7.30 (m, 4H); 7.28-7.17 (m,
2H); 7.11 (d, 1H); 7.02 (td, 1H); 4.87 (dd, 1H); 3.5-3.1
(m, 2H); 3.02 (dd, 1H); 2.73 (dd, 1H); 2.15-2.0 (m,
2H); 1.7-1.1 (m, 8H).

Mpuknag ogepxaHHs V

2,3-Aurigpo-1-[[2'-(TpucbTopmeTmn)[1,1'-
andeHin]-4-inlcynedoHin]-(2S)-1H-iHaon-2-
kapboHoBa kucnorta

loTyloTb po3umH 2,15 r (4,66 mmonb) 2,3-
avrigpo-1-[(4-hondeHin)cynbdoHinl-(2S)-1H-iHgon-2-
KapOOHOBOT KMCNOTW, oaepXkaHoi 3rigHo 3 Mpuknagom
opepxanHs IV(a), B8 40mn OME i gogatotb 13 mn BO-
an, a notim 1,24 r (11,6 mmonb) kapboHaTy HaTpito,
380 wminirpam (0,46 mmons) PdCl.dppf i 1,77 r (9,3
MMonb) 2-(TpudTopmeTun) GeHinGopoHOBOI K1crno-
TN. PeakuinHy cymiwl nepemiwyoTs ApyU KiMHATHIN
Temnepatypi npotarom 30 xBun, a notim npu 90°C
npotarom 30 xBun. llicns oxonog)XyBaHHA AOAA0Tb
BOAY, N CyMmiw NigKUCNAOTb HOPMArbHOK COMSIHOK
kucnoToto. MNoTiM cyMill ekcTparyoTb eTunaueTaTom.
OpepxaHy opraHiyHy ¢asy npomMmBaloTb BOOO, BU-
CyWwyloTb Hag cynbdaTtoM MarHito i KOHUEHTPYITb
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npu 3HWXKEHOMY TUCKy. Cupuii NpoayKT OYWLLaTb
xpomatorpadieto 3 obGepHeHow asoto Ha RP18-
npuwensieHoMy cunikareni, BUKOPUCTOBYIOUYM CYMiLLl
aueToHiTpun/sogal/TpudTopouTosa kucnora
(8/2/0,02; 06/06/06) sik entoeHT, 3 OTPUMaHHAM Npo-
OYKTY y BUrNsAi opaHxesoro macna (Buxig=80%).

'H AMP (CDCls, 250 Mry) &: 7.8-7.7 (m, 3H);
7.65 (d, 1H); 7.65-7.45 (m, 2H); 7.38 (d, 2H); 7.3-7.2
(m, 2H); 7.15-7.0 (m, 2H); 4.84 (dd, 1H); 3.23 (dd,
1H); 3.09 (dd, 1H).

Mpuknag ogepxaHHs VI

2,3-Ourigpo-1-[[2'-(TpucbTopmMeTnn)[1,1'-
AndeHin]-4-injcynedoHin]-(2S)-1H-iHaon-2-
KapbOHOBOI KUCNOTW XNopuA,

1,57 1 (3,5 Mmonb) KMCNOTKU, oAepXaHoi 3rigHo 3
Mpuknagom opepxaHHa V, posumHaoTe B 10 mn To-
nyony. JoaatoTe 1 kpannto AM® npu KiMHaTHIN TeM-
nepaTtypi, a NoTiM AoAatoTb Mo kpannax podymH 0,603
mn (7,02 mMonb) okcaninxnopugy B 5 mn tonyony.
PeakuiHy cymiw nepemiwytoTe npotarom 30 xBun
npu KiMHaTHIn Temnepatypi. JogaoTb Tonyon, i pea-
KUIVHY CyMIill KOHLEHTPYIOTb MPWU 3HWKEHOMY TUCKY
ANs BiAroOHYy Hagnuwiky okcaninxnopugy. OdikyBaHui
NpOAYKT OAEPXYylTb, TAKUM YMHOM, Y BUMMAAI KOpUY-
HeBoro macna (Buxig=92%).

'H AMP (CDCls, 250 Mru) &: 7.85-7.65 (m, 3H);
7.60-7.45 (m, 3H); 7.45-7.35 (d, 2H); 7.3-7 (m, 4H);
5.11 (dd, 1 H); 3.35-3.2 (m, 2H).

Mpuknag 7
2,3-Ourigpo-N-[2-(1-ninepuguHin)etun]-1-[[2'-
(TpncbTopmeTun)[1,1'-audpeHinl-4-injcynbdoHin]-(2S)-

1H-iHpon-2-kapbokcamia

168 minirpam (0,644 mmonb) cmonu DIEA (nonic-
TUPONOBOI  CMONK,  MPULIENSEeHoi  rpynow  4-
(niisonponinamiHomeTnn)dpeHin) 3miwyTs 3 2 Mn
AVXNOpMeTaHy B LUNpUUi, i CMONy 3anuwairoTb A4S
HabyxaHHsi. Cmony inbTpyoTb, @ NOTiM obnonicky-
I0Tb guxnopmeTtaHom. lNMoTiMm go uiei cmonu gogarTb
1 mn guxnopmeTtaHy, a notim 27,5 minirpam (0,214
MMonb) 1-ninepuanHetaHaminy i 100 minirpam (0,214
MMOIb) XMOPaHrigpuay, ogepxaHoro 3rigHo 3 lMpuk-
nagom ogepxaHHa VI, B 2 mn guxnopmeTtaHy. Peak-
LiNHY CyMilWl nepemilyoTe npotdarom 1 rog npuv Kim-
HaTHI TemnepaTypi, a NOTIM QINbLTPYOTb, i cMony
npomMuBaoTb AuxnopmeTtaHoM. ®Pinbtpatn o6'egHy-
I0Tb | KOHLUEHTPYIOTb NpU 3HWKEHOMY Tucky. Cupui
NPOAYKT ouuLlalTb Xpomartorpacdpieto Ha cunikareni,
BMKOPUCTOBYIOUN CyMilL AuxrnopmeTtaH/etaHon (95/5;
06/06) K entoeHT, 3 OTPMMaHHAM NPOAYKTY Y BUrMA;
6e3bapsHoro macna (Buxin=49%).

'"H AMP (OMCO, 300 Mrwy) &: 8.04 (t, NH); 7.95-
7.60 (m, 5H); 7.55-7.45 (m, 3H); 7.39 (d, 1H); 7.24 (t,
1H); 7.14 (d, 1H); 7.05 (t, 1H); 4.84 (dd, 1H); 3.4-3.05
(m, 2H); 2.98 (d, 2H); 2.45-2.2 (m, 6H); 1.6-1.25 (m,
6H).

HaBegeHi Hwx4e cnonyku opepxaHi, cnigytoum
MeToamui, aHanoriyHin MNpuknagy 7, noynHawum 3
BiIOMWX aMiHiB:

Mpuknag 8

2,3-Aurigpo-N-[3-(1-niponiguHin)nponin]-1-[[2'-
(TpudbTopmeTun)[1,1'-andenin]-4-injcynsgoHin]-(2S)-
1H-iHaon-2-kap6okcamig

Buxin=68%; 6e36apBHa niHa.

'"H AMP (OMCO, 300 Mrwy) 8: 8.45 (t, NH); 7.95-
7.8 (m, 3H); 7.8-7.6 (m, 2H); 7.5-7.45 (m, 3H); 7.40
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(d, 1H); 7.25 (t, 1H); 7.15 (d, 1H); 7.05 (t, 1H); 4.79
(dd, 1H); 3.5-2.8 (m, 10H); 2-1.7 (m,6H).

Mpuknag 9

2,3-Aurigpo-N-[3-(2-meTun-1-
ninepvauvHin)nponin]-1-[[2'-(TpudTopmeTnn)[1,1'-
AndeHin]-4-inlcynedoHin]-(2S)-1H-ingon-2-
kapbokcamig

Buxin=75%; 6e36apBHa niHa.

'H AMP (OMCO, 300 Mrwy) &: 8.0 (bs, NH); 7.95-
7.8 (m, 3H); 7.8-7.6 (m, 2H); 7.5-7.45 (m, 3H); 7.36
(d, 1H); 7.24 (t, 1H); 7.15 (d, 1H); 7.05 (t, 1H); 4.82
(dd, 1H); 3.4-2.6 (m, 9H); 2-1.35 (m, 8H); 1.22 (d
CHs).

Mpuknag 10
2,3-Avurigpo-N-[4-(1-niponignHin)byTun]-1-[[2'-
(TpndpTopmeTun)[1,1'-gudpeninl-4-inJcynbdoHin]-(2S)-

1H-iHaon-2-kapbokcamig

Buxin=72%; 6e36apBHa niHa.

'H AMP (OMCO, 300 Mru) &: 8.31 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 7.55-7.45 (m, 3H); 7.40 (d,
1H); 7.25 (t, 1H); 7.15 (d, 1H); 7.06 (t, 1H); 4.81 (dd,
1H); 3.4-2.8 (m, 10H); 2-1.8 (m, 4H); 1.75-1.4 (m,
4H).

Mpuknag 11
2,3-Avurigpo-N-[2-(4-mopdoninin)etun]-1-[[2'-
(TpndpTopmeTun)[1,1'-gudpeninl-4-inJcynbdoHin]-(2S)-

1H-iHaon-2-kapbokcamig

Buxin=81%; 6e36apBHa niHa.

'H AMP (OMCO, 300 Mru) 8: 8.08 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 7.55-7.45 (m, 3H); 7.39 (d,
1H); 7.25 (t, 1H); 7.15 (d, 1H); 7.05 (t, 1H); 4.85 (i,
1H); 3.54 (t, 4H); 3.4-3.1 (m, 2H); 2.98 (d, 2H); 2.45-
2.25 (m, 6H).

Mpuknag 12

2,3-Ovrigpo-N-[3-(4-metun-1-
ninepasuHin)nponin]-1-[[2'-(TpudTopmeTnn)[1,1'-
AndeHin]-4-inlcynbdoHin]-(2S)-1H-inaon-2-
kapbokcamig

Buxin=70%; 6e36apBHa niHa.

'H AMP (OMCO, 300 Mru) 8: 8.17 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 7.55-7.45 (m, 3H); 7.39 (d,
1H); 7.24 (t, 1H); 7.14 (d, 1H); 7.04 (t, 1H); 4.79 (dd,
1H); 3.2-2.85 (m, 4H); 2.5-2.1 (m, 10H); 2.20 (s CHj3);
1.65-1.50 (m, 2H).

Mpuknag 13

2,3-Owurigpo-N-[3-(meTokeu)nponin]-1-[[2'-
(TpndpTopmeTun)[1,1'-audeninl-4-inJcynbdoHin]-(2S)-
1H-iHaon-2-kapbokcamig

Buxin=30%; 6e36apsHe macno.

'H AMP (OMCO, 300 Mru) 8: 8.19 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 7.55-7.45 (m, 3H); 7.40 (d,
1H); 7.24 (t, 1H); 7.14 (d, 1H); 7.04 (t, 1H); 4.79 (dd,
1H); 3.4-3.25 (m, 2H); 3.22 (s, 3H); 3.25-3.10 (m, 2H);
3.10-2.90 (m, 2H); 1.75-1.60 (m, 2H).

Mpuknag 14

2,3-Ourigpo-N-[3-(2-okco-1-niponigumHin)nponin]-
1-[[2"-(TpndTopmeTUn)[1,1'-andeHin]-4-
in]cynboHin]-(2S)-1H-iHgon-2-kapbokcamig

Buxin=36%; 6e36apsHe macno.

'H AMP (OMCO, 300 Mru) &: 8.24 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 7.55-7.45 (m, 3H); 7.40 (d,
1H); 7.24 (t, 1H); 7.14 (d, 1H); 7.04 (t, 1H); 4.79 (dd,
1H); 3.4-3.25 (m, 2H); 3.25-2.9 (m, 6H); 2.20 (t, 2H);
1.91 (quint, 2H); 1.61 (quint, 2H).

Mpuknag 15
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2,3-Aurigpo-N-[2,2,2-Tpucptopetnn]-1-[[2'-
(TpudpTopmeTun)[1,1'-audpeninl-4-inJcynbdoHin]-(2S)-
1H-iHaon-2-kap6okcamig

Buxin=30%; 6e36apBHe macno.

'H AMP (OMCO, 300 Mru) 8: 8.88 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 7.55-7.45 (m, 3H); 7.40 (d,
1H); 7.25 (t, 1H); 7.14 (d, 1H); 7.06 (t, 1H); 4.95 (dd,
1H); 4.15-3.8 (m, 2H); 3.13 (dd, 1H); 2.91 (dd, 1H).

Mpuknag 16

2,3-Ourigpo-N-[3-(1H-imiga3on-1-in)nponin]-1-
[[2"-(TpndTopMeTUN)[1,1'-andeHin]-4-in]cynbgoHin]-
(2S)-1H-iHoon-2-kap6okcamig

Buxin=36%; 6e36apsHe macno.

'H AMP (OMCO, 300 Mru) 8: 8.33 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 7.58 (s, 1H); 7.55-7.45 (m,
3H); 7.40 (d, 1H); 7.25 (t, 1H); 7.2-7.1 (m, 2H); 7.06
(t, 1H); 6.88 (s, 1H); 4.79 (dd, 1H); 3.97 (t, 2H); 3.2-
2.9 (m, 4H); 1.88 (quint, 2H).

Mpuknag 17

4-[[[[(2S)-2,3-Aurigpo-1-[[2'-(TpudTopmeTnn)[1,1'-
andeHin]-4-injcynbgoHin]-1H-iHaon-2-
inJkap6oHin]amiHo]MeTnn]6eH30MHOT KUCNOTH

304 minirpam (2,01 MMOIb) 4-
(amiHOMeTnN)6EeH30MHOI KNCNOTK 3MiWyoTh 3 25 M
aueToHiTpuny, 7,3 mn Boau i 4,8 mn TpueTunamiuy.
PeakuiiHa cymiw nposopa. MoTiMm gogatotb 624 mini-
rpam (1,34 MMorb) xnopaHrigpuay, oaepXaHoro 3ria-
Ho 3 [Npuknagom ogepxaHHsa VI, posynHeHoro B 4,8
MM AuxrnopMeTaHy. PeakuinHy cymilw nepemiwyoTb
npy KiMHaTHIN TemnepaTypi npotsarom 1 rogvHu, a
noTiM PO3YMHHUKMA BUMAPOBYIOTb MNPU  3HWXKEHOMY
TUCKy. OTiM 3anunLIKOBUA CUPWUA NPOAYKT PO3YUHS-
I0Tb B eTunaueTarti, i opraHiyHy ¢asy npomuBaloTb
Boot. NoTim gofaoTb TBapUHHE BYFiNAs, W opraHi-
YHy a3y inbTPyTb Ha Npobui cunikarento. MoTim
iNbTpaT KOHLEHTPYIOTb MPU  3HWKEHOMY TUCKY 3
OTPMMaHHSIM O4iKyBaHOro NpoaykTy y Burnsgi 6inoi
niHW (BUXif=66%).

"H AMP (OMCO, 250 Mru) 8: 8.85 (t, NH); 7.9-7.8
(m, 5H); 7.8-7.6 (m, 2H); 7.55-7.45 (m, 3H); 7.45-7.35
(m, 3H); 7.26 (t, 1H); 7.15 (d, 1H); 7.07 (t, 1H); 4.91
(dd, 1H); 4.40 (t, 2H); 3.2-2.9 (m, 2H).

HasepgeHi Hwx4e cnonyku opepxadi, cnigylum
MeToamui, aHanoridyHin MNpuknagy 17, nodmHatoumn 3
BiJOMMX aMiHiB:

Mpuknag 18 .

4-[2-[[[(2S)-2,3-Ourigpo-1-[[2 -
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynedoHinl-1H-
iHoon-2-inJkap6oHin]amiHo]eTokcn]6eH30MHOT KNCNoTH

Buxin=56%; 6ina nina.

T. nn.=yTBOptoe kek npu 94°C.

Mpuknag 19

5-[[[(2S)-2,3-Ourigpo-1-[[2'-(TpucpTopmeTnn)[1,1'-
andenin]-4-injcynegonin]-1H-iHgon-2-
inJkap6oHin]jamiHo]neHTaHoBa kKncnoTta

Buxin=23%; 6e36apsHe macno.

'H AMP (OMCO, 250 Mru) &: 12.1-11.9 (bs, CO-
OH); 8.18 (t, NH); 7.9-7.8 (m, 3H); 7.8-7.6 (m, 2H);
7.55-7.45 (m, 3H); 7.40 (d, 1H); 7.24 (t, 1H); 7.13 (d,
1H); 7.05 (t, 1H); 4.79 (dd, 1H); 3.25-2.85 (m, 4H);
2.22 (t, 2H); 1.6-1.3 (m, 4H).

Mpuknag 20

2,3-Ourigpo-N-[4,4,4-TpudbTopbyTnn]-1-[[2'-
(TpupTopmeTun)[1,1'-audpeninl-4-injcynbdoHin]-(2S)-
1H-ingon-2-kap6okcamipg,

Buxin=29%; 6e36apBHe macno.
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'H AMP (OMCO, 250 Mru) &: 8.34 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 7.55-7.45 (m, 3H); 7.40 (d,
1H); 7.24 (t, 1H); 7.14 (d, 1H); 7.04 (id, 1H); 4.78 (dd,
1H); 3.20 (q, 2H); 3.07 (dd, 1H); 2.94 (dd, 1H); 2.4-2.1
(m, 2H); 1.75-1.60 (m, 2H).

Mpuknag 21

4-[[[[(2S)-2,3-Aurigpo-1-[[2'-(TpudpTopmeTnn)[1,1'-
avndeHrin]-4-inljcynedoHin]-1H-ingon-2-
inJkap6oHin]amiHo]MeTun]6eH30M0oLTOBOI
MeTuMnoBun eqip

loTytoTb po3umH 500 minirpam (1,11 Mmonb) kuc-
NnoTn, ogepxaHoi 3rigHo 3 Npuknagom ogepxaHHa V,
B 6 Mn guxnopmeTaHy, a noTim gogatTb 235 minir-
pam (1,23 mmons) EDCI, 167 minirpam (1,23 mmonsb)
HOAT i 0,343 mn (2,46 mmonb) TpueTunaminy. lNicnsa
nepemillyBaHHs npotaroM 10 XBUNWH Npu KiIMHATHIN
Temnepatypi gogattb 265 wminirpam (1,23 mmonb)
meTunoBoro edipy 4-(amiHomeTun)oeH30nouToBOI
kncnotu. MoTiM peakuinHy cymiwl nepemiwyioTb npu
KiMHaTHI TemnepaTtypi npoTarom 2 roguH 30 XBUNWH.
MoTim cymiw o6pobnsAwTe foAaBaHHAM AMXIOpMe-
TaHy, 1 opraHiyHy gasy npoM1BaloTb BOAOK, a NOTIM
BMCYLUYIOTb Haf CynbaToM MarHito i KOHLEHTPYTb
npun 3HMKEHOMY TUCKy. [MOTiM ogepxaHuin cupuii Nnpo-
OYKT OouYMLLaTb XpomaTtorpadieo Ha cunikareni, Bu-
KOPUCTOBYIOUM  CyMill  AWXnopmeTaH/eTunaueraT
(98/2; 06/06) AK entoeHT, 3 OTPUMAHHSIM OYiKyBaHOro
npoaykty y Burnsgi ©6esbapBHoro Macna  (Bu-
xin=59%).

'H AMP (OMCO, 300 Mru) 8: 8.74 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 7.55-7.45 (m, 3H); 7.40 (d,
1H); 7.3-7.1 (m, 6H); 7.05 (t, 1H); 4.89 (dd, 1H); 4.31
(t, 2H); 3.64 (s CHy); 3.60 (s CH3); 3.15-2.9 (m, 2H).

Mpuknag 22

4-[[[[(2S)-2,3-Aurigpo-1-[[2'-(TpucpTopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-1H-iHgon-2-
inJkap6oHin]amiHo]meTun]6eH3onoLTOBa K1CnoTa

379 winirpam (0,622 mmonb) edipy, ogepxxaHoro
3rigHo 3 MNpuknagom 21, 3miwyoTb 3 5 mMn TeTparia-
pocbypaHy i 2 mn Boau i gogatoTb 60 minirpam (2,49
MMOIb) TiAPOKCMAY NITil0 NP KiMHATHIN TemnepaTypi
npy nepemiwysaHHi. Lilo peakuiiHy cymiw nepemi-
LWYTb MNpU KiIMHaTHIN TemnepaTtypi npotsarom 4 ro-
OWH, NoTiM nigkmensaTe Ao pH 3-4 po3ynHoM cong-
HOI KMCROTW, po30aBnsAlTL BOAOK, a MOTIM
ekcTparyloTe eTtunauetatom. OG'egHaHi  opraHiyHi
dasu BUCYLLYIOTb HaA CynbaToM MarHito i KOHLEH-
TPYIOTb NPY 3HWKEHOMY TUCKY 3 OTPUMAHHAM OMiKY-
BaHOro npoAykty y surnsagi 6esbapsHoro macna (Bu-
xin=93%).

'H AMP (OMCO, 250 Mru) 8: 8.72 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 7.55-7.45 (m, 3H); 7.40 (d,
1H); 7.3-7.1 (m, 6H); 7.05 (t, 1H); 4.89 (dd, 1H); 4.31
(t, 2H); 3.53 (s CHy); 3.15-2.9 (m,2H).

Mpuknag 23

2,3-Aurigpo-1-[[2'-(TpudTopmeTun)[1,1'-
andeHrin]-4-injcynedoHin]-N-[3,3,3-Tpud Topnponin]-
(2S)-1H-iHpon-2-kapbokcamig,

Cnigytoun meToauui, aHanoriyHin Mpuknagy 21,
noumHatoumn 3 3,3,3-TpucptoprnponaHamiHy, OYikyBaHy
crnonyky ogepxanu y Burnsgi 6esbapsHoro macna
(Bnxin=84%).

'H AMP (OMCO, 250 Mru) &: 8.42 (t, NH); 7.9-7.6
(m, 5H); 7.55-7.45 (m, 3H); 7.40 (d, 1H); 7.25 (t, 1H);
7.14 (d, 1H); 7.6 (t, 1H); 4.81 (dd, 1H); 3.5-3.25 (m,
2H); 3.15-2.85 (m, 2H); 2.55-2.3 (m, 2H).

KNCNoTun
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Mpuknag 24

4-[2-[[[(2S)-2,3-Aurigpo-1-[[2'-
(TpucpTopmeTun)[1,1'-audeninl-4-inJcynbdonin]-1H-
iHoon-2-inJkap6oHin]jamiHo]eTun]6eH30nMoLUTOBOT  KUC-
notu 1,1-aumeTuneTnnoBun egip

Cnigytoun meToauui, aHanoriynin Mpuknagy 21,
noynHawum 3  TpeT-OytmnoBoro  ecpipy  4-(2-
amiHoeTun) 6eH30M0ouTOBOI KACMOTH, OYiKyBaHy Cho-
nyky ogepxanu y Burnsai 6inoi ninm (suxig=60%).

'H AMP (OMCO, 250 Mru) 8: 8.22 (t, NH); 7.9-7.6
(m, 5H); 7.55-7.45 (m, 3H); 7.39 (d, 1H); 7.25 (t, 1H);
7.2-7.0 (m, 6H); 4.78.(dd, 1H); 3.49 (s, 2H); 3.4-3.2
(m, 2H); 3.05-2.8 (m, 2H); 2.71 (t, 2H); 1.39 (s, 9H).

Mpuknag 25

4-[2-[[[(2S)-2,3-Aurigpo-1-[[2'-
(TpucpTopmeTun)[1,1'-audpenin]-4-inJcynbdonin]-1H-
iHoon-2-inJkap6boHin]amiHo]leTun]6eH3onouToBa  KUC-
nota

[oTyloTb po3unH 541 wminirpam (0,813 mmonb)
eqipy, ogepxaHoro 3rigHo 3 Npuknagom 24, B 5 mn
anxnopmetaHy. [opatote 1,2 mn TpudTOpOLTOBOI
KMCNOTW MpW KiMHAaTHIN TemnepaTypi. Peakuiiny cy-
Mil NepemillyoTe NPoTAroM 4 roguvH nNpu KiMHaTHIN
Temneparypi, a NOTiM KOHLEHTPYIOTb MPU 3HUXKEHOMY
TUCKY | pO34nHATL B eTunauetaTi. OpraHiyHy dasy
npomuBatoTe 10% po3unHom kapboHaTy HaTpiio, a
noTim Bogot. BoaHi dasu ekctparytoTe Tpuyi Anxno-
pmetaHoM. OO6'egHaHi opraHivHi a3 BUCYLLYHOTb
Hag cynbdaToM MarHito 1 KOHLEHTPYIOTb MpU 3HMXe-
HOMY TUCKY 3 OTPUMaHHAM OYiKyBaHOro MpoaykTy Y
BurnsAai 6inoi TBepaoi pevoBuHN (BMXia=89%).

T. nn.=152°C.

Mpuknag 26

3-[2-[[[(2S)-2,3-Ourigpo-1-[[2'-
(TpudpTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
iHoon-2-inJkap6oHin]jamiHo]leTun]6eH30nouTOBOT  KUC-
notun 1,1-gaumetnneTunosun edip

Cnigytoun metoguui, igeHTuuHin lMpuknagy 21,
nounHawoum 3  TpeT-6ytmnosoro  edpipy  3-(2-
amMmiHoeTun) 6eH30M0LTOBOI KMCNOTH, OYiKyBaHy CMo-
NyKy ogepxanu y surnsgi 6inoi niHm (Buxin=80%).

'H AMP (OMCO, 300 Mru) &: 8.25 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 7.55-7.45 (m, 3H); 7.40 (d,
1H); 7.3-7.15 (m, 2H); 7.15-7 (m, 5H); 4.80 (dd, 1H);
3.51 (s, 2H); 3.45-3.20 (m, 2H); 2.98 (dd, 1H); 2.88
(dd, 1H); 2.72 (t, 2H); 1.39 (s, 9H).

Mpuknag 27

3-[2-[[[(2S)-2,3-Ourigpo-1-[[2'-
(TpubTopmeTnn)[1,1'-audpeninl-4-injcynbdoHin]-1H-
iHoon-2-inJkap6boHin]amiHo]leTun]6eH3onouToBa  KUC-
nora

Cnigytoun metogmui, igeHTuuHin Mpuknagy 25,
noynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
OOM 26, o4ikyBaHy crionyky ogepxanu y surnsgi 6inoi
TBEpAoi pevoBuHu (BMxig=95%).

T. nn.=78°C.

Mpuknag 28

6-[[[(2S)-2,3-Aurigpo-1-[[2'-(TpudpTopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-1H-ingon-2-
inJkap6oHin]amiHo]rekcaHOBOI  KUCFOTU  METUMOBUIA
edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
p>aHHS |, noYnHauM 3 KUCNoTW, ogepKaHoi 3rigHo 3
Mpuknagom ogepxaHHa V, i metunosoro edipy 6-
aMiHOrekcaHoBOI KUCMOTU, OYikyBaHy CMoOMyKy ogep-
Xanu y Burnsgi 6esbapsHoro macna (Buxig=83%).
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'H AMP (OMCO, 250 Mru) &: 8.15 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 755-7.45 (m, 3H); 7.40 (d,
1H); 7.24 (t, 1H); 7.14 (d, 1H); 7.05 (t, 1H); 4.79 (dd,
1H); 3.57 (s CHa3); 3.2-2.85 (m, 4H); 2.27 (t, 2H); 1.6-
1.35 (m, 4H); 1.35-1.15 (m, 2H).

Mpuknag 29

6-[[[(2S)-2,3-Ourigpo-1-[[2'-(TpucpTopmeTnn)[1,1'-
avndeHrin]-4-inljcynedoHin]-1H-iHgon-2-
inJkap6oHin]amiHo]rekcaHoBa kucnoTa

Cnigytoun metoawui, aHanorivyHii Mpuknagy 22,
noynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
OOM 28, odikyBaHy cnonyky ofepxanu y surnsigi 6es-
6apsHoro macna (Buxig=83%).

'H AMP (OMCO, 250 Mru) &: 8.15 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 7.55-7.45 (m, 3H); 7.40 (d,
1H); 7.24 (t, 1H); 7.14 (d, 1H); 7.05 (t, 1H); 4.79 (dd,
1H); 3.2-2.85 (m, 4H); 2.17 (t, 2H); 1.6-1.1 (m, 6H).

Mpuknag 30

2,3-Ovurigpo-N-[4-(aumeTnnamino)byTun]-1-[[2'-
(TpndpTopmeTun)[1,1'-gudpeninl-4-injcynbdoHin]-(2S)-
1H-iHaon-2-kapbokcamig

Cnigytoun metoauui, aHanoriyHin Mpuknagy 28,
noynHaoum 3 N,N-gumeTtnnbyTtaHgiamiHy, odikyBaHy
cnonyky ogepxanu y surnagi 6esbapsHoro macna
(Buxin=27%).

'H AMP (OMCO, 300 Mru) 8: 8.18 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 7.55-7.45 (m, 3H); 7.40 (d,
1H); 7.24 (t, 1H); 7.14 (d, 1H); 7.05 (t, 1H); 4.79 (dd,
1H); 3.2-2.85 (m, 4H); 2.16 (t, 2H); 2.08 (s, 6H); 1.5-
1.3 (m, 4H).

Mpuknag 31

4-[[[(2S)-2,3-Aurigpo-1-[[2'-(TpndTopmeTUn)[1,1'-
anderin]-4-inlJcynsdoHrin]-1H-ingon-2-
inJkapboHinjamiHO]6yTaHOBOI  KMCNOTU ~ METUIOBUN
eqip

Cnigytoun meToauui, aHanoriyhin Mpuknagy 28,
noyvHawun 3 MeTunosoro edipy 4-amiHOGyTaHOBOI
KACMOTW, O4iKyBaHy CMOMyKy ofepxanu y Burnsagi
6e36apsHoro macna (Buxin=33%).

'H AMP (OMCO, 300 Mru) 8: 8.26 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 7.55-7.45 (m, 3H); 7.40 (d,
1H); 7.24 (t, 1H); 7.14 (d, 1H); 7.05 (t, 1H); 4.77 (dd,
1H); 3.58 (s CHs3); 3.2-2.85 (m, 4H); 2.33 (t, 2H); 1.70
(quint, 2H).

Mpuknag 32

4-[[[(2S)-2,3-Aurigpo-1-[[2'-(TpudTopmeTUn)[1,1'-
andeHin]-4-injcynedoHin]-1H-iHgon-2-
in]kap6oHin]amiHo]6yTaHOBOT KUCIOTH

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noynHatoun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
Aom 31, ovikyBaHy cnonyky ogepxanu y surnsai 6es-
6apBsHoro macna (Buxig=57%).

'H AMP (OMCO, 250 Mru) 8: 8.24 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 7.55-7.45 (m, 3H); 7.40 (d,
1H); 7.24 (td, 1H); 7.14 (d, 1H); 7.04 (id, 1H); 4.78
(dd, 1H); 3.2-3 (m, 3H); 2.93 (dd, 1H); 2.23 (t, 2H);
1.67 (quint, 2H).

Mpuknag ogepxaHHs Vila

4-[2-[[[(2S)-2,3-Aurigpo-1-[(4-
noadeHin)cynsdoHin]-1H-ingon-2-
in]kap6oHin]amiHo]leTokcu]6eH30nouTOBOI
MeTUnoBun edip

Cnigytoun metoamui, aHanoriyHin Mpuknagy oae-
pXaHHs |, MoYMHa4YM 3 KNCNOTK, OOEPXKaHOI 3rigHO 3
Mpuknagom opepxaHHs 1V(a), i MeTunosoro edipy 4-
(2-amiHoeTOKCK) BEH30MOLTOBOI KUCMOTKU, OYiKyBaHy

KNCNoTun
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crnonyky opepxanu y Burnsai 6inoro macna (Bu-
xin=65%).

'H AMP (OMCO, 250 Mru) &: 8.38 (t, NH); 7.93
(dd, 2H); 7.54 (dd, 2H); 7.41 (d, 1H); 7.25-7.10 (m,
4H); 7.02 (td, 1H); 6.89 (dd, 2H); 4.82 (dd, 1H); 4.1-
3.9 (m, 2H); 3.60 (s, 5H); 3.6-3.3 (m, 2H); 3.13 (dd,
1H); 2.91 (dd, 1H).

Mpuknag ogepxanHs Vb

4-[2-[[[(2S)-2,3-Ourigpo-1-[(4-
noadeHin)cynbdoHin]-1H-ingon-2-
inJkap6oHin]amiHo]leTokcn]6eH3onouToBa KMcnoTa

Cnigytoun metoauui, aHanoriynin Mpuknagy 22,
nouynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
AoMm ofepxaHHs Vlla, odikyBaHy crnonyky ogepxanu y
BurmAai 6inoi niHm (Buxig=96%).

'H AMP (OMCO, 250 Mru) &: 12.2 (bs, COOH);
8.41 (t, NH); 7.93 (dd, 2H); 7.54 (dd, 2H); 7.41 (d,
1H); 7.25-7.10 (m, 4H); 7.02 (td, 1H); 6.88 (dd, 2H);
4.82 (dd, 1H); 4.1-3.9 (m, 2H); 3.48 (s, 2H); 3.6-3.2
(m, 2H); 3.13 (dd, 1H); 2.91 (dd, 1H).

Mpuknag 33

4-[2-[[[(2S)-2,3-Aurigpo-1-[[2'-
(TpucbTopmeTun)[1,1'-audpeninl-4-injcynbdoHin]-1H-
iHgon-2-inJkap6oHin]jamiHo]leTokcu]6eH3onouToBa
KucnoTa

Cnigytoun metogmui, aHanoriynin Mpuknagy 1,
NoYMHalun 3 KUCMOTU, ofepxaHol 3rigHo 3 [Npukna-
aom oAepXKaHHs Vb, i 2-
(TprdbTOpMETMI)DEHINOOPOHOBOT KMCNOTU, OYiKyBaHy
crnonyky ogepxanu y Burnagi 6exesoi niHn (Bu-
Xin=78%).

'H AMP (OMCO, 300 Mru) 8: 8.42 (t, NH); 7.9-7.8
(m, 3H); 7.8-7.6 (m, 2H); 7.55-7.45 (m, 3H); 7.39 (d,
1H); 7.24 (t, 1H); 7.2-7.1 (m, 3H); 7.05 (t, 1H); 6.87
(d, 2H); 4.88 (dd, 1H); 4.1-3.9 (m, 2H); 3.6-3.15 (m,
2H); 3.45 (s, 2H); 3.2-2.85 (m, 2H).

Mpuknag 34

4-[2-[[[(2S)-1-[[4'-Xnop-3'-(TpucbTOopMeTMN)[1,1'-
andeHin]-4-injcynedowin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]6eH3onouToBa KMUCHoTa

Cnigytoun metoawmui, aHanoriynin Mpuknagy 33,
novMHaKuu 3 4-xnop-3-
(TpndpTOpMETUIT)PEHINOOPOHOBOT KMCNOTU, OYiKyBaHy
Cronyky opgepXanu y Burnsai 6exeBoi niHM (BU-
xin=54%).

'H AMP (OMCO, 300 Mru) &: 8.43 (t, NH); 8.10
(d, 1H); 8.02 (dd, 1H); 8.00-7.8 (m, 5H); 7.48 (d, 1H);
7.24 (t, 1H); 7.2-7.1 (m, 3H); 7.03 (t, 1H); 6.89 (d,
2H); 4.89 (dd, 1H); 4.01 (t, 2H); 3.65-3.3 (m, 2H); 3.48
(s, 2H); 3.15 (dd, 1H); 2.93 (dd, 1H).

Mpuknag 35

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpucbTOop™MeTMN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
in]kap6oHin]amiHo]leTokcu]6eH3onouToBa KMcnoTa

Cnigytoun metoaumui, aHanoriyHin MNpuknagy 33,
noyMHawum 3 2-xnop-5-
(TprdbTOpMETMI)DEHINOOPOHOBOT KMCNOTU, OYiKyBaHy
crnonyky ogepxanu y Burnagi 6exesoi niHn (Bu-
xin=37%).

'H AMP (OMCO, 300 Mru) &: 8.43 (t, NH); 7.91
(d, 1H); 7.85-7.75 (m, 3H); 7.68 (d, 2H); 7.48 (d, 1H);
7.24 (t, 1H); 7.2-7.1 (m, 3H); 7.04 (t, 1H); 6.88 (d,
2H); 4.89 (dd, 1H); 4.01 (t, 2H); 3.65-3.3 (m, 2H); 3.48
(s, 2H); 3.16 (dd, 1H); 2.94 (dd, 1H).

Mpuknag 36
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4-[2-[[[(2S)-1-[[3'-Xnop-4'-(TpucpTopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]6eH3onouToBa KMCoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 33,
novvHalun 3 3-xrop-4-
(TPrdpTOpMETMI)DEHINOOPOHOBOI KMCNOTH, OYiKyBaHy
cronyky ogepxanu y Burnsgi 6exeoi niHM (BU-
xin=60%).

'H AMP (OMCO, 300 Mru) &: 8.42 (t, NH); 8.10
(d, 1H); 8.02 (dd,1H); 7.95 (d, 2H); 7.89 (d, 2H); 7.83
(d, 1H); 7.48 (d, 1H); 7.24 (t, 1H); 7.2-7.1 (m, 3H);
7.02 (t, 1H); 6.89 (d, 2H); 4.89 (dd, 1H); 4.01 (t, 2H);
3.65-3.3 (m, 2H); 3.48 (s, 2H); 3.15 (dd, 1H); 2.94
(dd, 1H).

Mpuknag 37

4-[2-[[[(2S)-2,3-Aurigpo-1-[[2'-
(TpndpTopmeToken)[1,1'-andeHin]-4-injcynbdoHinl-
1H-iHaon-2-inJkap6boHin]amiHoleTokcn]6eH3onouToBa
KucnoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 33,
noyvHatoun 3 2-(tpucptopmeTokecu) ceHinbopoHoBOi
KMCNOTW, OYiKyBaHy CMOMyKy oJepxanu Yy Burnagi
6exeBoi niHv (Buxin=74%).

'H AMP (OMCO, 300 Mru) &: 8.42 (t, NH); 7.86
(d, 2H); 7.65-7.45 (m, 7H); 7.24 (t, 1H); 7.2-7.1 (m,
3H); 7.03 (t, 1H); 6.88 (d, 2H); 4.89 (dd, 1H); 4.01 (t,
2H); 3.65-3.3 (m, 4H); 3.1-2.9 (m, 2H).

Mpuknag 38

4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpudbTopmeToken)[1,1'-audeHin]-4-injcynbdoHinl-
1H-ingon-2-inJkapboHin]amiHo]leTokcu]6eH3onouToBa
Kucnorta

Cnigytoun meToauui, aHanoriyhin Mpuknagy 33,
noynHawoum 3 3-(TpudpTopmeToKkcn)PeHinbopoHOBOT
KACMOTW, O4iKyBaHy CMOMyKy ofepxanu y Burnsagi
6exeBoi niHn (Bmxia=71%).

'H AMP (OMCO, 300 Mru) &: 12.2 (bs, COOH);
8.43 (t, NH); 7.90 (s, 4H), 7.76 (d, 1H); 7.70 (s, 1H);
7.63 (t, 1H); 7.48 (d, 1H); 7.44 (d, 1H); 7.24 (t, 1H);
7.2-7.1 (m, 3H); 7.02 (t, 1H); 6.89 (d, 2H); 4.89 (dd,
1H); 4.02 (t, 2H); 3.65-3.35 (m, 2H); 3.48 (s, 2H); 3.16
(dd, 1H); 2.93 (dd, 1H).

Mpuknag 39

4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-(meToken)[1,1'-
andeHin]-4-injcynedoHin]-1H-iHaon-2-
inJkap6oHin]amiHo]leTokcn]6eH3omnouToBa KMUcnoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 33,
noyvHatoun 3 3-(MeTokcu)dpeHinbopoHOBOI KUCNOTH,
O4iKyBaHy CMonyKky OfepXanu y BUrnagi KOpuyHeBoi
niHn (Buxig=69%).

'H AMP (OMCO, 300 Mru) &: 12.2 (bs, COOH);
8.42 (t, NH); 7.85 (s, 4H); 7.48 (d, 1H); 7.40 (t, 1H);
7.3-7.1 (m, 6H); 7.1-6.95 (m, 2H); 6.89 (d, 2H); 4.87
(dd, 1H); 4.02 (t, 2H); 3.81 (s OCHB3); 3.65-3.35 (m,
2H); 3.48 (s, 2H); 3.16 (dd, 1H); 2.92 (dd, 1H).

Mpuknag 40

4-[2-[[[(2S)-2,3-Aurigpo-1-[[2'-¢pTop[1,1'-
andeHin]-4-injcynbgoHin]-1H-iHaon-2-
in]kap6oHin]amiHo]leTokcu]6eH3onouToBa KMCnoTa

Cnigytoun metoauui, aHanoriynin Mpuknagy 33,
noynHaroun 3 2-pTopdeHinbopoHOBOI KUCMOTH, Oui-
KyBaHy CMOMyKy odepxanu y Burnagi 6inoi niHn (Bu-
xin=71%).

'H AMP (OMCO, 250 Mru) &: 12.2 (bs, COOH);
8.42 (t, NH); 7.90 (d, 2H); 7.72 (d, 2H); 7.60-7.45 (m,
3H); 7.40-7.10 (m, 6H); 7.02 (t, 1H); 6.89 (d, 2H); 4.89
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(dd, 1H); 4.01 (t, 2H); 3.65-3.35 (m, 2H); 3.48 (s, 2H);
3.17 (dd, 1H); 2.93 (dd, 1H).

Mpuknag 41

4-[2-[[[(2S)-2,3-Ourigpo-1-[[2'-meTnn[1,1'-
andeHin]-4-injcynsgonin]-1H-1Hgon-2-
in]kap6oHin]amiHo]leTokcu]6eH3onouToBa KMcnoTa

Cnigytoun meToauui, aHanoriyhin Mpuknagy 33,
NoYnHaKun 3 2-MeTUNgeHiNGopPoHOBOT KNCNOTH, Oui-
KyBaHy CMonyky ofepxanuv y Burnsagi 6inoi niHn (Bu-
Xin=78%).

'"H AMP (OMCO, 250 Mru) &: 8.40 (t, NH); 7.83
(d, 2H); 7.55-7.4 (m, 3H); 7.35-7.10 (m, 8H); 7.03 (id,
1H); 6.90 (dd, 2H); 4.88 (dd, 1H); 4.0 (t, 2H); 3.48 (s,
2H); 3.65-3.25 (m, 2H); 3.13 (dd, 1H); 2.93 (dd, 1H);
2.16 (s CHs).

Mpuknag 42

4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-(1-meTuneTun)[1,1'"-
andpeHin]-4-injcynedonin]-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcm]6eH3onouToBa KMUCoTa

Cnigytoun metoauui, aHanoriynin Mpuknagy 33,
noyvHatoun 3 3-(1-metunetvn) dpeHinbopoHoBOI KuC-
1noTK, OYiKyBaHy Cnomnyky ogepxanu y surnagi 6exe-
BOI NiHn (BUXia=79%).

'H AMP (OMCO, 250 Mru) &: 12.2 (bs, COOH);
8.40 (t, NH); 7.84 (s, 4H); 7.60-7.45 (m, 3H); 7.40 (t,
1H); 7.35-7.10 (m, 5H); 7.02 (t, 1H); 6.89 (d, 2H); 4.87
(dd, 1H); 4.01 (t, 2H); 3.65-3.35 (m, 2H); 3.48 (s, 2H);
3.14 (dd, 1H); 3.05-2.85 (m, 2H); 1.23 (d, 6H).

Mpuknag 43

4-[2-[[[(2S)-2,3-Aurigpo-1-[[2'-(meTokcK)[1,1'-
Anderin]-4-injcynedoHrin]-1H-ingon-2-
inJkapboHin]amiHo]leTokcu]6eH3onouToBa KMcnoTa

Cnigytoun meToauui, aHanoriynin Mpuknagy 33,
noynHaroum 3 2-(MeTokcu) eHinbopoHOBOI KUCNOTH,
O4ikyBaHy CMomnyky ogepxanu y Burnsagi 6inoi niHu
(Bxin=63%).

'"H AMP (OMCO, 250 Mru) &: 12.2 (bs, COOH);
8.41 (t, NH); 7.83 (d, 2H); 7.64 (d, 2H); 7.48 (d, 1H);
7.45-7.1 (m, 7H); 7.1-7.0 (m , 2H); 6.88 (d, 2H); 4.88
(dd, 1H); 4.01 (t, 2H); 3.75 (s OCHjs); 3.65-3.35 (m,
2H); 3.48 (s, 2H); 3.18 (dd, 1H); 2.93 (dd, 1H).

Mpuknag 44

4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-xnop[1,1'-
andeHin]-4-injcynedoHin]-1H-ingon-2-
inJkap6oHin]amiHo]leTokcn]6eH3onouToBa KMCoTa

Cnigytoun metogumui, aHanoriyHii MNpuknagy 33,
noynHaroum 3 3-xnopdeHinGopOHOBOT KACMOTH, OMiKy-
BaHy CMornyky ofepxanu y Burnszai 6exesoi niHu (Bu-
Xin=79%).

'H AMP (OMCO, 300 Mru) &: 8.42 (t, NH); 7.88
(s, 4H); 7.78 (dd, 1H); 7.75-7.65 (m, 1H); 7.55-7.45
(m, 3H); 7.24 (t, 1H); 7.2-7.1 (m, 3H); 7.02 (t, 1H);
6.88 (d, 2H); 4.88 (dd, 1H); 4.01 (t, 2H); 3.65-3.35 (m,
2H); 3.48 (s, 2H); 3.15 (dd, 1H); 2.93 (dd, 1H).

Mpuknag 45

4-[2-[[[(2S)-2,3-Avrigpo-1-[[4'-xnop[1,1'-
andeHin]-4-injcynegonin]-1H-iHaon-2-
inJkap6oHin]amiHo]leTokcn]6eH3onouToBa KMUCnoTa

Cnigytoun metoauui, aHanoriynin Mpuknagy 33,
noynHawum 3 4-xnopdeHinbopoHOBOI KMCMOTH, OYiKy-
BaHy CMonyKy ofepxanu y Burnsagi 6exeBoi niHn (Bu-
xin=74%).

'H AMP (OMCO, 250 Mru) &: 8.41 (t, NH); 7.86
(s, 4H); 7.74 (dd, 2H); 7.52 (dd, 2H); 7.48 (d, 1H); 7.3-
7.1 (m, 4H); 7.01 (t, 1H); 6.89 (dd, 2H); 4.88 (dd, 1H);

92013 30

4.01 (t, 2H); 3.65-3.35 (m, 2H); 3.48 (s, 2H); 3.15 (dd,
1H); 2.93 (dd, 1H).

Mpuknag 46

4-[2-[[[(2S)-2,3-Ourigpo-1-[[2'-xnop[1,1'-
andpenin]-4-injcynsgoHin]-1H-iHaon-2-
in]kap6oHin]amiHo]leTokcu]6eH3onouToBa KMcnoTa

Cnigytoun metoauui, aHanoriyhin Mpuknagy 33,
noyrHaum 3 2-x1opdeHINGOPOHOBOT KUCMOTH, OYiKy-
BaHy CMonyKy ofepXanu y Burnsai 6exesoi niHu (Bu-
Xin=75%).

'H AMP (OMCO, 300 Mru) &: 12.2 (bs, COOH);
8.43 (t, NH); 7.88 (d, 2H); 7.65-7.55 (m, 3H); 7.51-
7.49 (m, 4H); 7.25 (t, 1H); 7.2-7.1 (m, 3H); 7.03 (t,
1H); 6.89 (d, 2H); 4.89 (dd, 1H); 4.01 (t, 2H); 3.65-
3.25 (m, 2H); 3.48 (s, 2H); 3.15 (dd, 1H); 2.95 (dd,
1H).

Mpuknag 47

4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-Top[1,1'-
andeHin]-4-injcynedonin]-1H-iHgon-2-
in]kap6oHin]amiHo]leTokcn]6eH3onouToBa KMUCnoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 33,
noyvHaum 3 3-pTopdeHiINGopoOHOBOI KUCNOTKH, OYi-
KyBaHy CMonyky ogepxanu y Burnsagi 6exesBoi nNiHn
(Buxin=39%).

'H AMP (OMCO, 300 Mru) &: 12.2 (bs, COOH);
8.42 (t, NH); 7.88 (s, 4H); 7.65-7.45 (m, 4H); 7.31-
7.09 (m, 5H); 7.02 (t, 1H); 6.89 (d, 2H); 4.89 (dd, 1H);
4.01 (t, 2H); 3.65-3.25 (m, 2H); 3.48 (s, 2H); 3.15 (dd,
1H); 2.93 (dd, 1H).

Mpuknag 48

4-[2-[[[(2S)-2,3-Avrigpo-1-[[2'-
(TpnbTopmeTun)[1,1'-audenin]-4-injcynsdonin]-1H-
iHoon-2-inJkap6oHin]amiHo]leTokcm]6eH3onouToBa
KucnoTa

Cnigytoun metoawui, aHanoridHii Mpuknagy 33,
noyvHaroun 3 2-(TpudptopmeTnn) eHinbopoHoBOI
KACMNOTW, O4iKyBaHy CMOMyKy ojepxanu y Burnsgi
6exeBoi niHn (BMxia=78%).

'H AMP (OMCO, 300 Mru) 8: 8.42 (t, NH); 7.9-7.8
(m, 3H), 7.8-7.6 (m, 2H), 7.55-7.45 (m, 3H); 7.39 (d,
1H); 7.24 (t, 1H); 7.2-7.1 (m, 3H); 7.04 (td, 1H); 6.87
(dd, 2H); 4.88 (dd, 1H); 4.1-3.9 (m, 2H); 3.45 (s, 2H);
3.6-3.15 (m, 2H); 3.04 (dd, 1H); 2.95 (dd, 1H).

Mpuknag 49

4-[2-[[[(2S)-2,3-Avrigpo-1-[[3'-meTun[1,1'-
andeHin]-4-injcynedoHin]-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]6eH3onouToBa KMcnoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 33,
noynHaum 3 3-meTnndeHinbopoHOBOI KNCNOTK, OYi-
KyBaHy CMonyKy ofaepxanu y surnagi 6inoi niHm (su-
xin=85%).

'H AMP (OMCO, 300 Mru) &: 12.2 (bs, COOH);
8.41 (t, NH); 7.84 (d, 2H), 7.82 (d, 2H); 7.55-7.4 (m,
3H); 7.36 (t, 1H); 7.3-7.1 (m, 5H); 7.02 (td, 1H); 6.89
(dd, 2H); 4.88 (dd, 1H); 4.01 (t, 2H); 3.60 (s, 2H); 3.6-
3.4 (m, 2H); 3.13 (dd, 1H); 2.92 (dd, 1H); 2.36 (s
CHs).

Mpuknag ogepxanusa VIl

1-[[2'-(TpudpTopmeTnn)[1,1'-andeHrin]-4-
inJcynbgoHin]-(2S)-1H-iHaon-2-kapboHoBOi  KMCNOTH
TeTpabyTnnamoHiiHa cinb

2,4 1 (5,59 MMOnb) KMCNOTKU, OAEPXKaHOI 3rigHO 3
Mpuknagom ogepxaHHa V, amiwytoTb 3 48 mn Boan B
npoOipui Ans MikpoxBMNbLOBOI Neui i gogatoTb 1,802 r
(5,59Mmmonb) TeTpabyTunamoHito Gpomigy, 1,062 r
(5,59 mmonb) 2-(TpudpbTopmeTnn) beHInGopoHOoBOI
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kncnotn, 50 minirpam (0,224 Mmornb) aueTtaTy nana-
gito i 1,778 r (16,77mmonb) kapboHaTty HaTtpito. Lio
peakuiiHy cymill HarpiBatloTb NPOTAroM 5 XxBun npwu
150°C B MikpoxBUnbOBIN nevi. Micna oxonogxyBaHHS
B peakuiiiHy Ccymilw aopaloTb AMXMOpMeTaH, a MoTiM
BOAY, W opraHiyHy ¢pasy BigOKpemnioTb Bif BOAHOI
asu. lNoTim opraHiyHy dasy ABivi NPOMMBalOTb BO-
010, BUCYLLYIOTb Haf cynbdaToM MarHito  KOHLEHT-
pylOTb MPU 3HUXEHOMY TUCKY. Cupuii NpoayKT ouyu-
WalTb Kpuctanisauieto 3 Tonyony 3 OTPUMaHHAM
npoaykty y Burnsagi 6inoi TBeppoi peyoBuHU (BU-
xin=100%).

T. nn.=128°C.

Mpuknag 50

2,3-Avrigpo-N-[2-(4-nipugnnin)etun]-1-[[3'-
TpudptopmeTun)[1,1'-audeHinl-4-injcynbdoHin]-(2S)-
1H-iHaon-2-kapbokcamig

Cnigytoun metogumui, aHanoriyHin lNpuknagy 4,
noyvHawun 3 4-(2-amiHoeTun) nipuauHy, oYikyBaHy
crnonyky ogepxanu y surnsgi 6esbapsHoro macna
(Buxin=76%).

'H AMP (OMCO, 300 Mru) &: 8.41 (dd, 2H); 8.29
(t, NH); 8.05-8.0 (m, 2H); 7.95 (d, 2H); 7.86 (d, 2H);
7.83-7.68 (m, 2H); 7.50 (d, 1H); 7.26 (t, 1H); 7.19 (dd,
2H); 7.13 (d, 1H); 7.04 (td, 1H); 4.79 (dd, 1H); 3.40
(dd, 2H); 3.06 (dd, 1H); 2.9-2.7 (m, 3H).

Mpuknag 51

2,3-Ourigpo-N-[2-(3-nipugnnin)etun]-1-[[3'-
(TpudbTopmeTun)[1,1'-audpeninl-4-inJcynbdoHin]-(2S)-
1H-iHpon-2-kapbokcamia

Cnigytoun metoauui, aHanoriynin Mpuknagy 50,
noyvHawum 3 3-(2-amiHoeTun) nipuauHy, OYikyBaHy
CMONyKy opgepXxanu y BUMMAAi KOBTOI MiHM (BU-
xin=93%).

'H AMP (OMCO, 300 Mru) &: 8.5-8.4 (m, 2H): 8.3
(t, NH); 8.05-8.0 (m, 2H); 7.94 (d, 2H); 7.87 (d, 2H);
7.85-7.68 (m, 2H); 7.65-7.55 (m, 1H); 7.50 (d, 1H);
7.3-7.2 (m, 2H); 7.12 (d, 1H); 7.06 (t, 1H); 4.79 (dd,
1H); 3.5-3.3 (m, 2H); 3.2-3 (m, 1H); 2.9-2.7 (m, 3H).

Mpuknag 52

2,3-Aurigpo-N-[(4-nipugnnin)metun]-1-[[3'-
(TpucpTopmeTun)[1,1'-audpeninl-4-injcynbdoHin]-(2S)-
1H-iHgon-2-kapbokcamig

Cnigytoun metoauui, aHanorivnin Mpuknag 50,
noyvHawun 3 4-(amiHomMeTun) nipuauHy, OYikyBaHy
cnonyky ogepxanu y surnagi 6inoi ninn (Buxin=78%).

'"H AMP (OMCO, 250 Mru) 3: 8.9 (t, NH); 8.49
(dd, 2H); 8.05-8.0 (m, 2H); 7.95 (d, 2H); 7.91 (d, 2H);
7.85-7.68 (m, 2H); 7.53 (d, 1H); 7.28 (dd, 2H); 7.35-
7.20 (m, 1H); 7.15 (d, 1H); 7.05 (t, 1H); 4.92 (dd, 1H);
4.38 (d, 2H); 3.21 (dd, 1H); 2.99 (dd, 1H).

Mpuknag 53

2,3-Ourigpo-N-[(3-nipugnHin)metun]-1-[[3'-
(TpupTopmeTun)[1,1'-audpeninl-4-injcynbdoHin]-(2S)-
1H-iHaon-2-kap6okcamia

Cnigytoun metoauui, aHanoriynin Mpuknagy 50,
noyvHawun 3 3-(amiHomMeTun) nipuauHy, OYiKyBaHy
cnonyky ogepxanwu y surnsagi 6inoi niHv (suxin=74%).

'"H AMP (OMCO, 250 Mru) &: 8.86 (t, NH); 8.51
(d, 1H); 8.46 (dd, 1H); 8.05-8.0 (m, 2H); 7.94 (d, 2H);
7.90 (d, 2H); 7.85-7.65 (m, 3H); 7.52 (d, 1H); 7.36
(dd, 1H); 7.25 (t, 1H); 7.15 (d, 1H); 7.07 (td, 1H); 4.89
(dd, 1H); 4.38 (d, 2H); 3.19 (dd, 1H); 2.97 (dd, 1H).

Mpuknag 54

3-[2-[[[(2S)-2,3-Ourigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynedoHinl-1H-
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iHoon-2-inJkap6oHin]amiHO]eTOKCM]OEH30MHOI KMCNOTH
MeTunoBun eqip

Cnigytoun Metoauui, aHanorivHin MNpuknagy 4,
noynHarun 3 MEeTUNoBoro edipy 3-(2-
aMiHOETOKCM)OEH30MHOT KUCINOTKW, OYiKyBaHy CMOMyKy
ofepxanu y BUIMsAi poXeBoi TBEpPAOi peyoBuHU (BU-
xin=28%).

'H AMP (OMCO, 250 Mru) &: 8.43 (t, NH); 8.1-8.0
(m, 2H); 7.94 (d, 2H); 7.89 (d, 2H); 7.85-7.65 (m, 2H);
7.6-7.4 (m, 4H); 7.3-7.15 (m, 2H); 7.12 (d, 1H); 7.02
(td, 1H); 4.89 (dd, 1H); 4.10 (t, 2H); 3.85 (s, 3H); 3.7-
3.4 (m, 2H); 3.15 (dd, 1H); 2.93 (dd, 1H).

Mpuknag 55

3-[2-[[[(2S)-2,3-Ourigpo-1-[[3'-
(TpndpTopmeTun)[1,1'-gudenin]-4-injcynbdonin]-1H-
iHgon-2-inJkap6oHin]jamiHoleTokcn]6eH30MHOI KUCnoTH

Cnigytoun metoawui, aHanoriyHii Mpuknagy 22,
noynHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
OoM 54, odikyBaHy crnionyky oaepxanu y Burnsgi 6inoi
TBEpAoi pevoBuHY (BUXin=60%).

T. nn.=85-92°C.

Mpuknag opepxaHHs IX

2,3-Aurinpo-2-[[[2-[4-(2-meTokeK-2-
okcoeTun)deHoken]etunlamiHolkapboHin]-(2S)-1H-
iHoon-1-kapboHoBOT kMcnotn 1,1-oMMeTUNEeTUNoBUIA
edip

Cnigytoun Metoauui, aHanorivHin MNpuknagy oge-
pXaHHA |, noyuHaroum 3 MeTunosoro edipy 4-(2-
aMiHOETOKCM)OEH30MoLUTOBOI  KUCMNOTK,  O4iKyBaHy
cnonyky ogepxanwu y surnsagi 6inoi niHu (suxin=48%).

Mpuknag ogepxaHHs X

4-[2-[[[(2S)-2,3-Avrigpo-1H-iHoon-2-
in]kap6oHin]amiHo]leTokcu]6eH30nouTOBOI
MeTunoBumn eqip

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxaHHs |l, nounHatoum 3 edpipy, ogepaHoro 3rigHo 3
Mpuknagom opepxaHHs X, odvikyBaHy cnonyky oaep-
Xanu y Burnagi 6exesoi TBepAoi peyoBuHW (BU-
xin=89%).

'H AMP (OMCO, 250 Mru) &: 8.03 (t, NH); 7.16
(dd, 2H); 7.05-6.80 (m, 4H); 6.65-6.5 (m, 2H); 5.93 (d,
NH); 4.22 (ddd, 1H); 3.99 (t, 2H); 3.59 and 3.58 (2d,
5H); 3.55-3.4 (m, 2H);3.31 (dd, 1H); 2.90 (dd, 1H).

Mpuknag ogepxxaHHa Xl

4-[2-[[[(2S)-1-[[4-Bpom-3-
(TpudTopmMeTUn)deHin]cynbgoHinl-2,3-gurigpo-1H-
iHoon-2-in]kap6oHin]amiHo]eTokcn]6eH30nouToBOI
KUCNOTN MEeTUMoBMN edip

[oTytoTb po3umH 750 minirpam (2,12 mmonb) cno-
nyKn, ogepxaHoi 3rigHo 3 lMpuknagom ogepxaHHs X,
B 60 mn aueTtoHiTpuny i gogawTtb 512 mkn (4,65
mmonb) N-metunmopdoniHy i 0,486 mn (2,75 mMmonsb)
4-6pom-3-(TpucpTopmeTnn) 6eH3oncynbdOoHiIn-
xnopuay. PeakuinHy cymilw nepemilyoTb Npu KiMHa-
THiK TemnepaTypi npotsrom 4 roauH. lMoTiM cymiw
06pobnAlTL AoAaBaHHAM eTunaueTaTy, W OpraHivyHy
a3y npommBaoTb BOAOK, a MOTIM BUCYLLYIOTb Haj
cynbdaToM MarHito i KOHLEHTPYIOTb MPU 3HUXKEHOMY
TUCKy. lMOTiIM ofepaHui CUpU MPOAYKT OYULLaTb
xpomatorpadieto Ha cwunikareni, BMKOPUCTOBYHOUU
cymiw guxnopmeTad/etunauetat (99/1, notim 90/10;
06/06) siK enoeHT, 3 OTPMMaHHAM O4iKyBaHOro npo-
AyKTy y BUrnagi 6inoi ninv (Buxin=93%).

'H AMP (OMCO, 300 Mru) &: 8.46 (t, NH); 8.11
(d, 1H); 8.05-7.95 (m, 2H); 7.43 (d, 1H); 7.25 (td, 1H);
7.2-7.1 (m, 3H); 7.06 (td, 1H); 6.89 (dd, 2H); 4.93 (dd,

KNCnotu
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1H); 4.0 (t, 2H); 3.60 (s, 5H); 3.6-3.35 (m, 2H); 3.17
(dd, 1H); 2.92 (dd, 1H).

Mpuknag 56

4-[2-[[[(2S)-2,3-Ourigpo-1-[[2-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynedoHinl-1H-
iHoon-2-inJkap6oHin]amiHo]eTokcn]6eH30noLUTOBOI
KMCNOTN METUMOBUI eqdip

Cnigytoun metoamui, aHanorivHin MNpuknagy 2,
noYMHaloum 3i CNonyku, ogepaHoi 3rigHo 3 Npukna-
aom opepxanHsa Xl, i deHinGopoHOBOI KMCNOTK, OuYi-
KyBaHy Cronyky ogepxanu y BUrmsai Hanisnpo3oporo
Macna (Buxin=79%).

Mpuknag 57

4-[2-[[[(2S)-2,3-Ourigpo-1-[[2-
(TpucpTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
iHoon-2-inJkap6oHin]amiHo]leTokcn]6eH3onouToBa
KucnoTa

Cnigytoun metogmui, aHanoriyHin MNpuknagy 5,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 [Npukna-
AoM 56, odvikyBaHy cnonyky ogepxanu y Burnsgi 6inoi
niHn (Buxig=36%).

'"H AMP (OMCO, 250 Mru) &: 12.2 (bs, COOH);
8.48 (t, NH); 8.13 (dd, 1H); 8.08 (s, 1H); 7.62 (d, 1H);
7.55-7.4 (m, 4H); 7.48-7.1 (m, 6H); 7.06 (td, 1H), 6.89
(d, 2H); 4.97 (dd, 1H); 4.01 (t, 2H); 3.6-3.3 (m, 2H);
3.48 (s, 2H); 3.20 (dd, 1H); 2.95 (dd, 1H).

Mpuknag 58

3-[2-[[[(2S)-2,3-Ourigpo-1-[[3'-
(TpucpbTopmeTun)[1,1'-audpenin]-4-inJcynbdonin]-1H-
ingon-2-inJkap6oHin]jamiHo]eTokcn]6eH30nouTOBOI
KMCNOTN METUNOBUIN edip

Cnigytoun metogmui, aHanoriyHin MNpuknagy 4,
NnoYnHaKun 3 METWUIOBOro edipy 3-(2-
aMiHOETOKCM)OEH30mMoLUTOBOI  KUCINOTK,  O4iKyBaHy
crnonyky ogepxanu y Burnsgi 6esbapsHoro macna
(Buxin=33%).

'H AMP (OMCO, 300 Mru) &: 8.43 (t, NH); 8.08-8
(m, 2H); 7.94 (d, 2H), 7.89 (d, 2H); 7.85-7.65 (m, 2H);
7.49 (d, 1H); 7.3-7.2 (m, 2H); 7.13 (d, 1H); 7.02 (td,
1H); 6.9-6.8 (m, 3H); 4.90 (dd, 1H); 4.02 (t, 2H); 3.64
(s, 2H); 3.61 (s, 3H); 3.6-3.4 (m, 2H); 3.16 (dd, 1H);
2.94 (dd, 1H).

Mpuknag 59

3-[2-[[[(2S)-2,3-Ourigpo-1-[[3'-
(TpudpbTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
iHoon-2-inJkap6oHin]jamiHo]leTokcn]6eH3onouToBa
KucnoTa

Cnigytoun metogmui, aHanoriyHin MNpuknagy 5,
nouynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
Aom 58, odikyBaHy cnonyky ogepxanu y Burnsagi 6inoi
niHn (Buxin=85%).

'H AMP (OMCO, 250 Mru) &: 8.42 (t, NH); 8.08-8
(m, 2H); 7.94 (d, 2H), 7.89 (d, 2H); 7.85-7.65 (m, 2H);
7.49 (d, 1H); 7.3-7.2 (m, 2H); 7.13 (d, 1H); 7.02 (td,
1H); 6.9-6.8 (m, 3H); 4.90 (dd, 1H); 4.02 (t, 2H); 3.52
(s, 2H); 3.65-3.3 (m, 2H); 3.15 (dd, 1H); 2.94 (dd, 1H).

Mpuknag 60

2,3-Aurigpo-N-[(2-HiTpodeHin)meTun]-1-[[3'-
(TpucbTopmeTun)[1,1'-audpeHinl-4-injcynbdoHin]-(2S)-
1H-iHgon-2-kapbokcamig

Cnigytoun meToaumui, aHanoriyhin Mpuknagy 21,
noyvHatoun 3 2-(amiHoMeTwn) HiTpobeH3ony, ouiky-
BaHy CMONyKy ogepxanu y Burnsgi 6inoi niHu (Bu-
xin=71%).

'H AMP (OMCO, 250 Mru) 8: 8.89 (t, NH); 8.1-8.0
(m, 3H); 8.0-7.85 (m, 4H), 7.85-7.65 (m, 3H); 7.65-
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7.45 (m, 3H); 7.3-7.1 (m, 2H); 7.04 (dd, 1H); 4.97 (dd,
1H); 4.68 (dd, 1H); 4.60 (dd, 1H); 3.21 (dd, 1H); 2.98
(dd, 1H).

Mpuknag 61
N-[(2-AmiHodpeHin)meTnn]-2,3-aurigpo-1-[[3'-
(TpndpTopmeTun)[1,1'-gudpeninl-4-inJcynbdoHin]-(2S)-

1H-iHgon-2-kap6okcamig

683 minirpam (1,17 mMmonb) crnonyku, ogepXxaHoi
3rigHo 3 lNpuknagom 60, po3unHaTe B 10 Mn meTa-
Hony. [JopatoTb 68 Minirpam 10% nanagito Ha Byrinni.
PeakuiHy cymiw nepeMiwyoTb Npu KiMHaTHIN TeMm-
nepaTtypi B aTmocdepi BOOHIO MNpu aTMocdepHOMY
TUCKY npoTdarom 2 rog. MNoTim ii inbTpytoTh, | inbT-
paT KOHUEHTPYITb MpW 3HWKEHOMY Tucky. [loTim
OofEepXKaHWN CUMPUIA NPOAYKT O4YMLLAITb XpomaTorpa-
cieto Ha cunikareni, BUKOPUCTOBYHOYN CyMill AUXIIO-
pmeTaH/eTnnauetat (98/2; 06/06) Ak enweHT, 3
OTPMMaHHSAM O4iKyBaHOro NpoaykTy y Burnagi Ginoi
niHn (Buxig=80%).

'H AMP (OMCO, 300 Mru) 3: 8.64 (t, NH); 8.08-8
(m, 2H), 7.94 (d, 2H), 7.89 (d, 2H); 7.85-7.65 (m, 2H),
7.50 (d, 1H); 7.25 (t, 1H); 7.13 (d, 1H); 7.1-6.9 (m,
3H); 6.63 (dd, 1H); 6.51 (td, 1H); 5.03 (bs NH,); 4.91
(dd, 1H); 4.24 (dd, 1H); 4.14 (dd, 1H); 3.17 (dd, 1H);
2.96 (dd, 1H).

Mpuknag ogep>xkaHHa XlI

2-LliaHo6eH30n6yTaHOBOI  KMCNOTWM  METUITOBUNA
edip

loTytoTb po3unH 369 minirpam (3,02 mmonb) 9-
BBN (9-60pabiunkno[3.3.1]HoHaH) B 6 mn 6e3BogHo-
ro TF'® B atmocdepi aproHy. NoTiM 40 LbOro po3vnHy
popatoTb 0,32 mn (3,02 mmonb) meTunosoro edipy 3-
6yTteHoBoI kncnotu. Lo cymiw nepemiwyoTs npoTts-
rom 3 rog npu KiMHaTHIn Temnepatypi. [OTyl0Tb po3-
ynH 500 minirpam (2,75 MMonb) 2-6poMOeH30HITpUny
B 8 mn 6e3BogHoro TI® B Apyril KPYrNOAOHHIN konoi.
445 wminirpam (8,24 mMmonb) meTunaty HaTtpito, 68
minirpam (0,08 mmonb) PdCldppf i nonepeaHin pos-
YMH NOCMIAOBHO 0Aal0Tb OO0 LbOro po34vnHy Mo Kpa-
nnsax B atmocdepi aproHy. oTiM peakuinHy cymill
KAN'ATATb 3i 3BOPOTHUM XONMOAUMBHUKOM NMPOTArom 2
rof, a noTiM NepeMilyoTb NpW KiMHaTHIN Temnepa-
Typi npotarom 16 roA i, HapewwTi, 3i 3BOPOTHUM XOrO-
AnnbHUKoM npotarom 3 roA. [o peakuinHoi cymiLli
AojaloTb BoAdy M eTunaueTar i po3ainsoTb ABi dasu.
OpraHiyHy a3y npomuBaloTb BOOOK, BUCYLLYHOTb
Haa cynbdaToM MarHito, PinbTPyHOTb | KOHLEHTPYIOTb
npv 3HWKEHOMY TUCKY. [10TiM ofepxxaHui cnupui npo-
OYKT ouuLaloTb Xpomartorpaduieto Ha cunikareni, Bu-
KOPMCTOBYIOYM CYyMIiLL METUILMKIOrekcaH/eTunauerat
(90/10; 06/06) sk eNnOeHT, 3 OTPUMaHHSM OYiKyBaHOrO
npoaykty y Burnsgi 6esbapsHoro macna  (Bu-
xin=36%).

'"H AMP (OMCO, 300 Mru) &: 7.78 (dd, 1H); 7.62
(td, 1H); 7.47 (dd, 1H), 7.41 (td, 1H); 3.58 (s CHg3);
2.81 (t, 2H); 2.36 (t, 2H); 1.88 (quint, 2H).

Mpuknag ogepxanHs Xl

2-(AmiHOMeTVn)6eH30n0yTaHOBOI KMCNOTU METU-
nosun edip

loTyloTb po3unH 176 wminirpam (0,866 Mmonb)
eqipy, ogepxaHoro 3rigHo 3 [Npuknagom ogepXaHHsA
XIl, 8 15 mn metaHony i 0,1 mn 10 H. consHOI Kucno-
1. Jopatotb 20 minirpam 10% nanagito Ha Byrinni, n
CyMill MepeMilyloTb NPOTAroM 6 rod Mpu KiMHaTHIN
Temnepartypi npu atMocgepHoMy TUCKY BogHt. Mo-
TiM peakuifiHy cyMmill inbTpyrTb, | iNbTpaT KOHLe-
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HTPYIOTb MPU 3HWXKEHOMY TUCKY. MOTiM opepxaHuin
CUPUI NPOAYKT OYULLAI0TL XpoMaTtorpadicto Ha cuni-
Kareni, BUKOPUCTOBYOUN cyMiLL Anxnopme-
TaH/meTaHon (95/5; 06/06) Sk entoeHT, 3 OTPUMaHHSIM
o4ikyBaHOro nNpoAykTy y Burnsiai 6es6apesHoro macna
(Buxin=50%).

'H AMP (OMCO, 250 Mru) &: 7.5-7.35 (m, 1H);
7.35-7.1 (m, 3H); 3.97 (s, 2H); 3.60 (s CH3); 2.64 (t,
2H); 2.39 (t, 2H); 1.76 (quint, 2H).

Mpuknag 62

2-[[[[(2S)-2,3-Ourigpo-1-[[3'-(TpucpTopmeTnn)[1,1'-
andeHin]-4-injcynegoHin]-1H-iHgon-2-
inJkap6oHinjamiHo]meTnn]6eH3onbyTaHoBOI  KMCNOTU
MEeTUNoBUIN edip

Cnigytoun meToauui, aHanoriynin Mpuknagy 21,
nouynHaroum 3 ecpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom opepxanHs Xlll, ovikyBaHy cnonyky ogepxanu y
BurnsAai 6esbapsHoro macna (Buxig=48%).

'H AMP (OMCO, 500 Mru) &: 8.65 (t, NH); 8.08-8
(m, 2H); 7.93 (d, 2H), 7.91 (d, 2H); 7.77 (d, 1H); 7.73
(t, 1H); 7.51 (d, 1H); 7.3-7.1 (m, 6H); 7.05 (t, 1H);
4.93 (dd, 1H); 4.41 (dd, 1H); 4.33 (dd, 1H); 3.60 (s
CHs); 3.17 (dd, 1H); 2.97 (dd, 1H); 2.64 (t, 2H); 2.38
(t, 2H); 1.80 (quint, 2H).

Mpuknag 63

2-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpucpbTopmeTnn)[1,1'-
andpenin]-4-injcynedonin]-1H-iHaon-2-
in]kap6oHin]amiHo]meTnn]6eH3onbyTaHoBa k1cnoTa

Cnigytoun metogumui, aHanoriyHin MNpuknagy 5,
noyMHawym 3 MeTunoBoro edipy, oaepxaHoro 3rigHo
3 lMpuknagom 62, odikyBaHy CMONyKy oepxanu y
Burnsaai 6inoi TBepaoi pevoBuHN (BMXia=81%).

'H AMP (OMCO, 300 Mru) &: 12.1 (bs, COOH);
8.67 (t, NH); 8.08-8 (m, 2H); 7.94 (d, 2H), 7.90 (d,
2H); 7.85-7.65 (m, 2H); 7.50 (d, 1H); 7.3-7.1 (m, 6H);
7.03 (id, 1H); 4.92 (dd, 1H); 4.41 (dd, 1H); 4.32 (dd,
1H); 3.17 (dd, 1H); 2.96 (dd, 1H); 2.63 (t, 2H); 2.28 (t,
2H); 1.76 (quint, 2H).

Mpuknag 64

2,3-Aurigpo-N-[(2-rigpokcudpenin)meTtnn]-1-[[3'-
(TpucbTopmeTun)[1,1'-audpeHinl-4-injcynbdoHin]-(2S)-
1H-iHgon-2-kapbokcamia

[oTytoTb po3umH 100 minirpam (0,224 mmonb) Ku-
CNnoTu, oAepxaHoi 3rigHo 3 lMpuknagom opepkaHHS
IV, B 2 MmN guxnopmeTaHy, a noTiM godarTb 47 minir-
pam (0,246mmonb) EDCI i 33 minirpam (0,246 MMonb)
HOBT. Micna nepemiwyBaHHa npotarom 10 XBUAWH
npy KiMHaTHIN TemnepaTypi gogaloTb 28 wminirpam
(0,224 wmmonb) 2-(amiHomeTwn)dpeHony. lMoTim Lo
peakuiiHy CyMmill nepeMiyoTb Npu KiMHaTHIn Tem-
nepatypi npotsarom 1 roguHn 50 xBun. lMoTim ii 06po-
OnAlTe JOAABaHHAM OWXMOPMETaHy, W OpraHiyHy
a3y npomuBaloTb BOAOK, a MOTIM BUCYLLYIOTb Hapg,
cynbdaToM MarHito i KOHLEHTPYIOTb MPU 3HUXKEHOMY
TUCKY 3 OTPUMAHHSIM OMiKyBaHOrO MpoAyKTy Y BUrMsiAi
6inoi niHn (BMxig=99%).

'H AMP (OMCO, 300 Mru) &: 9.55 (s, OH); 8.54
(t, NH); 8.1-8 (m, 2H); 7.94 (d, 2H); 7.90 (d, 2H); 7.85-
7.65 (m, 2H); 7.51 (d, 1H); 7.25 (t, 1H); 7.2-7.00 (m,
4H); 6.81 (dd, 1H); 6.73 (td, 1H); 4.97 (dd, 1H); 4.33
(dd, 1H); 4.23 (dd, 1H); 3.15 (dd, 1H); 2.98 (dd, 1H).

Mpuknag 65

2,3-Ourigpo-N-[(2-uiaHodeHin)meTun]-1-[[3e-
(TpupTopmeTun)[1,1'-audpeninl-4-injcynbdoHin]-(2S)-
1H-ingon-2-kap6okcamipg,
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Cnigytoun meToauui, aHanoriyrin Mpuknagy 21,
noyvHatoum 3 2-(amiHoMeTwn) GeH30HITpUny, ouiky-
BaHy CromyKy odepxanu y BuUrnagi poxesoi TBepaol
peyoBuHU (BUXiA=23%).

T. nn.=70°C.

Mpuknag ogepxaHHs XIV

(3-LliaHogeHOKCM)OLTOBOI  KACINOTM  METWUIIOBUIA
edip

lotytotb po3umH 595 r (50 wmonb) 3-
rinpokcubeH3oHiTpuny B 60 Mn aueToHy i AofarTb
9,2 r (60 Mmonb) MeTunbpomaveTaTy, 6,9 r kapboHa-
Ty kanito i 0,15 r nognay HaTpito. Lito cymiw nepemi-
LWYOTb NpW TemnepaTypi nerMm po3ynHHUKa NpoTH-
rom 3 rofuH, a noTiM KOHLEHTPYKTb MPU 3HUKEHOMY
TUCKY. 3anuLIOK pO34MHAIOTbL Y BOAI W eKCTparytTb
etnnauetatoMm. OpraHiyHy a3y BUCYLIYIOTb Hapg,
cynbdaToM HaTpilo, a NOTIM KOHLUEHTPYIOTb MpU 3HU-
XXeHoMy Tucky. Cupuin nNpoaykT nepekpucTaniayoTb
crnoyvatky 3 isonponinosoro edipy, a notim 3 30 mn
cymiwi etaHon/soaa (1/1) 3 oTpumaHHAM 6 1 odikyBa-
Horo eqipy y Burnsai 6inmx kpuctanis (Buxin=62%).

T. nn.=66°C.

Mpuknag ogepxaHHs XV

3-(AmiHOMeTVN) PEHOKCIOLTOBOI KUCNOTU METU-
noBoro eqipy rigpoxnopug,

loTtytoTb po3umH 1,9 r (10 MMonb) METMNoBOro
edipy (3-uiaHodeHokcn) ouToBoi kucnotu B 60 mn
MeTaHony i 1 mn 10 H. consaHoi kncnotu. JogatoTts 0,2
r 10% nanagito Ha Byrinni, h Cymill nepemilyioTb npu
aTMOCEPHOMY TUCKY BOOHIO MpW KiMHATHIN Temne-
patypi npotdrom 2 rogvH. Katanisatop inbTpytoTh, i
iNbTPaT KOHLEHTPYIOTb NPU 3HWXKEHOMY TuUcky. Cu-
puin NPOAYKT po3uMHATL B 10 Mn meTaHony, i pos-
4YnH po3baensitoTb 50 Mn eTunosoro edipy. MpoaykT,
AKUA KpUCTanisyeTbca B pesynbTaTi Uboro, ginbtpy-
H0Tb | BUCYLLYIOTb NPU 3HWXKEHOMY TUCKY 3 OTpUMaH-
HSAM 2 1 odikyBaHoro edipy y Burnsai 6inux kpucranis
(Bnxin=86%).

T. nn.=118°C.

Mpuknag 66

[3-[[[[(2S)-2,3-Aurippo-1-[[3'-
(TpudpTopmeTun)[1,1'-audeninl-4-inJcynbgonin]-1H-
iHoon-2-in]Jkap6oHin]amiHo]meTun]deHokcu]ouToBOT
KMUCNOTW METUMNOoBKI eqdip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pXaHHs |, noYMHaum 3 KMCnoTW, oaepxaHoi B Mpuk-
naai otpumanHsa IV, i amiHy, ogepXaHoro 3rigHo 3
Mpuknagom opepxaHHa XV, odikyBaHWA NPOAYKT
ofepxyloTb Yy BUrnAgi 6inoi TBepaol peyoBuHM (Bu-
Xin=47%).

T. nn.=50°C.

Mpuknag 67

[4-[[[[(2S)-2,3-Aurippo-1-[[3'-
(TpudbTopmeTun)[1,1'-audenin]-4-injcynsdoHin]-1H-
iHoon-2-inJkap6oHin]amiHo]MeTun]deHoKcn]ouToBOI
KMCNoT! MeTUnoBsumn eqip

Cnigytoun metoauui, aHanorivHii Mpuknagy 66,
noynHarun 3 MEeTUNOBOro eqipy (4-
aMiHOMeTun)(PEeHOKCIOUTOBOI  KUCIOTW,  OYiKyBaHWUi
NpoayKT ofepxanu y Burnsai 6inoro nopoluky (Bu-
Xin=27%).

'H AMP (OMCO, 300 Mru) &: 8.70 (t, NH); 8.03
(m, 2H); 7.96-7.90 (m, 4H); 7.88-7.80 (m, 2H); 7.49
(d, 1H); 7.25-7.10 (m, 4H); 7.24 (t, 1H); 6.90 (d, 2H);
4.91 (dd, 1H); 4.77 (s, 2H); 4.27 (m, 2H); 3,69 (s. 3H);
3.3-3.1 (m, 1H); 3.00-2.93 (m, 1H).
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Mpuknag ogepkaHHa XVI

N-(4-LiaHodheHin)-B-anaHiH

Fotytotb po3uvH 3,54 r (30 wmmonb) 4-
amiHobeH3oHiTpuny B 10 Mn aueToHiTpuny W goaa-
t0Tb 2,16 r (30 MMoOnb) NpoNionakToHy Npu Temnepa-
Typi chnermy posumHHuka. Lo cymiw nepemiwyoTb
npu TemnepaTtypi onerMum po3vmHHMKa npotsarom 18
roavH, a NoTiM OXONOAXYITb. 3anuLWOK PO3YUHSAIOTb
y BOAI M eKcTparylTb eTunaueTatoM. YTBOpPeHWUW
6invn ocag iNbTPyOTL | NpoMMBalOTe 5 Mn eTuno-
BOro edipy, a noTiM BUCYLLYIOTb 3 OTPUMaHHAM 3,4
ouikyBaHoi kucnoTtu y Burnsagi 6inoi Teepaoi peyosu-
HY (BMXig=59%).

T. nn.=150°C.

Mpuknag ogepxanHs XVII

N-(4-LliaHodpeHin)-pB-ananiHy MeTunosoro edipy
rigpoxnopug

[oTytoTb po3umH 2 1 (10,5 Mmonb) kMcnoTu, oae-
pxxaHoi 3rigHo 3 Mpuknagom ogepxaHHa XVI, B 50 mn
MeTaHony i gogatTb 2,5 r (21 MMonb) TioHinxnopuay
npu 0°C. MNoTiM Lo cymill nepemillyBany NpoTarom 2
roavH npu TemnepaTtypi prnerMm po3yYnHHMKa, a NoTim
KOHLEHTPYIOTb NPU 3HWKEHOMY TUCKY. 3arnuLloK pos-
YMHAKOTL B TOMYOri i 3HOBY KOHLEHTPYIOTb MPU 3HU-
XKEHOMY TUCKY 3 OTpMMaHHAM 2,72 1 coni 6axaHoro
edipy y Burmagi 6inoi TBepgoi pedvoBuHU  (BU-
Xin=76%).

T.nn.=121°C.

Mpuknag ogepxxaHHa XVIII

N-[4-(AmiHOoMeTun)dpeHin]-B-anaHiHy MeTMNoBoro
edipy gurigpoxnopug

Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
pxaHHa XV, noynHarouu 3i CNonyku, ogepxkaHoi 3ria-
Ho 3 lMpuknagom ogepxaHHa XVII, odikyBaHuin npo-
OYKT opepxanu y Burnsgi 6inoi TBepaoi peyoBMHU
(Buxin=99%).

T. nn.=201°C.

Mpuknag 68

N-[4-[[[[(2S)-2,3-Aurinpo-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-in]-cynsdoHin]-1H-
iHoon-2-inJkap6oHin]jamiHolmeTun]deHin]-B-ananiHy
MEeTUIoBuN edip

Cnigytoun meToauui, aHanoriynin Mpuknagy 66,
noyMHarum 3i CNonyku, ogepxkaHoi 3rigHo 3 lMNpukna-
aom ofepxaHHa XVIII, odikyBaHWA NpoaykT ogepxa-
nv y Burnagi 6inoi TBepaoi pe4oBrHN (BMXia=57%).

T.nn.=61°C.

Mpuknag 69

N-[4-[[[[(2S)-2,3-Aurinpo-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynedoHinl-1H-
iHoon-2-in]kap6oHin]jamiHo]meTun]deHin]-B-anaHiu

Cnigytoun metogmui, aHanoriyHin MNpuknagy 5,
noyMHaKum 3i CNonyku, ogepxkaHoi 3rigHo 3 lMNpukna-
AOM 68, ouikyBaHWI MNpOOYKT odepxanu y BUrMsai
6inoi TBepaoi pevoBuHM (BUXig=62%).

T. nn.=82°C.

Mpuknag ogepxkaHHsa XIX

N-(3-LliaHodeHin)-B-anaHiH

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxaHHs XVI, nouynHaroum 3 3-amiHOGEH3OoHITpuny,
ouikyBaHU MpoAykT ofdepxanu y Burnsgi 6inysatoi
TBEpAOi pevoBuHY (BUXiA=14%).

T. nn.=119°C.

Mpuknag ogepkaHHA XX

N-(3-LliaHodeHin)-p-ananiHy mMeTunosoro edipy
rigpoxnopug
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Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
pxxaHHa XVII, noynHatoum 3i cnonyku, ogepXaHoi 3ri-
AHo 3 lMpuknagom opepxaHHa XIX, ovikyBaHMW npo-
OYKT opepxanu y Burnsagi  Ginyesatoi  TBepgoi
peyoBuHU (BUXiA=99%).

T. nn.=102°C.

Mpuknag opepxanHs XXI

N-[3-(AmiHomeTuUn)deHin]-f-anaHiHy MeTUNoBOro
edipy aurigpoxnopug,

Cnigytoun Metoauui, aHanorivHin MNpuknagy oge-
pxaHHa XV, nouynHatoun 3i cnonyku, opepxaHoil
srigHo 3 [puknagom ogepxaHHa XX, OuikyBaHWUi
NpoaykT OoTpuManu y BWUrMsSAi XXOBTOro macna (Bu-
xin=84%).

'H amp (OMCO, 300 Mru) &: 8.40 (wwmpokui s,
3H); 7.14 (t, 1 H); 6.77-6.67 (m, 3H); 3.89 (m, 2H);
3.64 (s, 3H); 3.39 (t, 2H); 2.71 (t, 2H).

Mpuknag 70

N-[3-[[[[(2S)-2,3-Aurippo-1-[[3'-
(TpudpTopmeTun)[1,1'-gudeninl-4-injcynbgonin]-1H-
iHgon-2-inJkap6oHin]amiHolmeTun]deHin]-B-anaHiHy
MeTunoBun edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy 66,
noynHaroun 3i Cnonyku, oaepxxaHoi 3rigHo 3 lMpukna-
AoM ogepxaHHsa XXI, odikyBaHW NpoOAyKT oTpumanu
y Burnagi 6inoi TBepaoi pevosnHmn (Bnxin=25%).

T. nn.=57°C.

Mpuknag 71

N-[3-[[[[(2S)-2,3-Aurippo-1-[[3'-
(TpudpTopmeTun)[1,1'-gudenin]-4-inJcynbdonin]-1H-
iHoon-2-in]kap6oHin]amiHo]meTun]deHin]-B-anaxiu

Cnigytoun metogumui, aHanoriyHin lMNpuknagy 5,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
aom 70, ovikyBaHWA NPOAYKT OTpUManu y BUrMsAi
6inoi TBepaoi pevoBuHM (BUXig=94%).

T. nn.=85°C.

Mpuknag ogepxaHHs XXII

N-(2-LliaHodeHin)-B-anaHiHy meTunosun edip

Cnigytoun metoauui, aHanoriyHin MNpuknagy oge-
pxaHHa  XVII, nounHaroum 3  N-(2-uiaHodeHin)-B-
anaHiHy, OdiKyBaHW MNPOAYKT ofepxanu y BUrnagi
xoBTOro macna (Bmxig=70%).

'H amP (AMCO, 250 Mru) &: 7.47-7.39 (m, 2H);
6.80 (d, 1H); 6.66 (t, 1H); 6.05 (t, 1H); 3.66 (s, 3H);
3.44 (q, 2H); 2.63 (t, 2H).

Mpuknag ogepxxaHHa XXIII

N-[2-(AmiHomMeTun) peHin]-B-anaHiHy mMeTunoso-
ro edipy rigpoxnopug

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxaHHa XV, nouynHarum 3i CNonyku, ogepkaHoi 3rig-
Ho 3 [Npuknagom ogepxaHHa XXII, odikyBaHWA npo-
OYKT oTpumanu y Burnagi 6nigo-xoBToi TBepaoi
peyvoBuHM (BMXig=44%).

'H AMP (OMCO, 250 Mru) &: 8.16 (LUMPOKMiA s,
3H); 7.23-7.17 (nn, 2H); 6.67 (d, 1H); 6.62 (m, 1H);
5.59 (wmpokun s, 1H); 3.90 (s, 2H); 3.62 (s, 3H); 3.31
(t, 2H); 2.67 (t, 2H).

Mpuknag 72

N-[2-[[[[(2S)-2,3-Aurippo-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-in]-cynbdonin]-1H-
ingon-2-inJkapboHin]amiHo]meTun]deHin]-p-ananiHy
MeTunoBun eqip

Cnigytoun meToaumui, aHanoriyhin Mpuknagy 66,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
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nom ogepxaHHsa XXIII, ovikyBaHWn NpOAYKT OTpuManu
y Burnagi 6inoi Teepaoi peyoBuHmn (Buxin=73%).

T. nn.=60°C.

Mpuknag 73

N-[2-[[[[(2S)-2,3-Aurippo-1-[[3'-
(TpupTopmeTnn)[1,1'-audpeHinl-4-in]-cynbdoHin]-1H-
iHgon-2-inJkap6oHin]jamiHolmeTun]deHin]-B-anaxiH

Cnigytoun metogmui, aHanoriyHin MNpuknagy 5,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lNpukna-
AOM 72, oYikyBaHUN NPOAYKT oAepxanwu y BuUrnsagi
6inoi TBepaoi pevoBuHY (BUXiA=79%).

T. nn.=94°C.

Mpuknag opepxaHHsa XXIV

3-(2-UianodeHoken)nponaHoBa Kucnota

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxaHHa XVI, nounHawoumn 3 2-rigpoKCMBEH30oHITpuny,
OYiKyBaHU NpPoAYKT OTpUManu y BUrMsAi KOPUYHEBOT
TBepaoi pevoBuHM (BUxin=90%).

'H ampP (AMCO, 300 Mru) 8: 12.42 (WnpoKni s,
1H); 7.73-7.66 (m, 2H); 7.29 (d, 1H); 7.10 (t, 1H); 4.36
(t, 2H); 2.77 (t, 2H).

Mpuknag ogepxxaHHa XXV

3-(2-UiaHodeHoKken)nponaHoBOi  KUCMOTU  MeTu-
noswun edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxaHHs XVII, nounHatoum 3i cnonyku, ogepxaHoi 3ri-
AHo 3 [puknagom ogepxaHHa XXIV, odikyBaHWI
NpoayKT ofepxanu y BWUIMsAgi XOBTOro macrna (Bu-
xin=50%).

'H amP (AMCO, 250 Mru) &: 7.73-7.63 (m, 2H);
7.29 (d, 1H); 7.10 (t, 1H); 4.36 (t, 2H); 3.64 (s, 3H);
2.86 (t, 2H).

Mpuknag opepxaHHs XXVI

3-[2-(AmiHOMe TV )hbeHOKCN]NPONaHoBOi KMCNOTU
MeTMnoBoro eqipy rigpoxnopua

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxxaHHa XV, nouynHarouu 3i Cnonyku, ogepXaHoi 3rig-
Ho 3 lMpuknagom ogepxaHHsa XXV, ouikyBaHUM Mpo-
OYKT oTpumanu y Burnagi  GinyeaToi TBepgoi
peyoBuHU (BUXiA=54%).

H ampP (OMCO, 300 Mru) &: 8.2 (wmpokun s,
3H); 7.41-7.34 (m, 2H); 7.3 (d, 1H); 7.02 (t, 1H); 4.26
(t, 2H); 3.91 (s, 2H); 3.65 (s, 3H); 2.88 (t, 2H).

Mpuknag 74

3-[2-[[[[(2S)-2,3-Aurippo-1-[[3'-
(TpudpTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
ingon-2-
inJkap6oHin]amiHo]MeTun]deHoKCU]NponaHoBOi  Kuc-
NOTN METUNOBUI edhip

Cnigytoun metoauui, aHanoriyHin Mpuknagy 66,
noyMHaKum 3i CNonyku, ogepxxaHoi 3rigHo 3 MNpukna-
AoM opepxaHHa XXVI, odikyBaHWI NPOAYKT OAepxa-
nv y Burnagi 6inoi TBepaoi pedoBuHn (BMXin=25%).

T. nn.=131°C.

Mpuknag 75

3-[2-[[[[(2S)-2,3-Burippo-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynedoHinl-1H-
ingon-2-
inJkap6oHinjamiHo]meTun]deHokcM]nponaHoBa  Kuc-
norta

[oTyoTb cymiw 22 minirpam (0,52 MMorb) rigpok-
cvpy niTito i 53 minirpam (1,57mmonb) 30% nepekucy
BogHO B 2 mn TI® (teTparigpodypaHy) i goaaoTb
po3unH 278 minirpam (0,43 MMonb) crnonyku, ogep-
xaHoi 3rigHo 3 lMpuknagom 74, B 2 mn TI®. Peakuin-
HY CyMill nepemiwyloTb Npy KiMHaTHIN TemnepaTypi
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npotarom 20 roguH, a NoTiM NigkMcnsTb po3baene-
HUM PO3YMHOM CONSHOI KUCMOTU i eKcTparytoTb 25 mrn
anxnopmetany. OpraHiyHy a3y npomuBaloTb BO-
0010, BUCYLLYIOTb Hag CynbdaToM HaTpilo i KOHLEHT-
pyloTb MpU 3HWXKEHOMY TuUcKy. OaepxaHu cupui
NPOAYKT OuYuLLaloTb Xpomartorpadieto Ha cunikareni,
BUKOPWCTOBYHOUM CyMilL anxnopmeTtaHn/metaHon (9/1;
06/00) sk entoeHT, 3 oTpumaHHaM 141 minirpam oui-
KyBaHOI KUCNOTW Yy BUrN&aAi 6inoro nopowky (Bu-
Xin=52%).

T. nn.=100°C.

Mpuknag ogepxaHHa XXVII

([[3-[[bic{(1.1-
AVMETUNETOK-
cu)kapboHinjamiHolmeTun]deHin]tiolouToBOI KMCNOTK
MeTunoBun eqip

44 winirpam (1,1 mmonb) 60% awcnepcii rigpuay
HaTpito B Macni cycneHaywTb y 8mn gumetundop-
mamigy (OM®) i popatote 238 minirpam (1,1 MMonb)
An-TpeT-byTunimiHogukapbokeunaty. PeakuiiHy cy-
Miw nepemiwytoTe npyu 60°C npotarom 30 xBun, a
MOTIM OXONOAXYHIOTb A0 KiMHATHOI Temnepatypw. [lo-
TiMm gogatoTb po3dmH 230 minirpam (1 MMonb) MeTu-
nosoro edipy [3-(xnopmeTun)deHinTiolouToBOI KMC-
notu B 3 mn AM®. PeakuiliHy cymil nepemiwyoTb
npu 50°C npotarom 90 xBur, a NOTIM OXONOOXKYHOTb 1
HanuBatoTb y 30 mn Bogu. OpepxaHy BoAaHy hasy
eKcTparyloTb eTunauetratom (aBivi), Ta o6'egHaHi
OpraHivHi asun BUCYLLYIOTb HaA CynbdaToM HaTpilo 1
KOHLEHTPYIOTb NPU 3HWKEHOMY TUCKY. Crpuin NpoaykT
ouMLalTL XpomaTorpadieto Ha cunikareni, BUKOPUC-
TOBYOUM cymiwl Tonyon/etunavetat (95/5; 06/06) sk
entoeHT, 3 oTpumanHam 300 wminirpam ouikyBaHoi
cnonyku y Burnsgi 6esd6apsHoro macna (Buxig=73%).

"H AMP (OMCO, 250 Mru) &: 7.34-7.25 (m, 1H);
7.18 (s, 1H); 7.07 (d, 1H); 4.64 (s, 2H); 3.86 (s, 2H);
3.61 (s, 3H); 1.39 (s, 18).

Mpuknag ogepxanHa XXVIII

[[3-(AmiHOmMeTUn)deHin]TioJouToBOI KMCNOTN Me-
TUNoBUN edip

[oTytoTb po3umH 290 minirpam (0,7 mmonk) cno-
nyku, ofgepxaHoi 3rigHo 3 [lMpuknagom opepKaHHA
XXVII, B 4 mn giokcaHy, Hacn4yeHoro xnopuaom Bof-
Hi0. PeakuinHy cymiw nepemiwyioTb NpoTArom 2 ro-
OVH NpU KIMHaTHIA TemnepaTypi, a NoTiM KOHLEHTpY-
I0Tb  NPUM  3HWXKEHOMY Tucky. Cupun  npoaykT
KpUCTani3yloTb LUMSXOM PO3TUPaHHA B E€TUNOBOMY
edipi 3 oTpumaHHam 150 minirpam odikyBaHoi cnony-
kv y Burnaai 6inoi TBepaoi pevoBuHn (BUXig=88%).

T.nn.=72°C.

Mpuknag 76

([3-[[[(2S)-2,3-Aurinpo-1-[[3"
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynedoHinl-1H-
iHoon-2-in]Jkap6oHin]jamiHo]meTun]deHin]tioJouToBOI
KMCNOTN METUMoBUN edip

Cnigytoun meToauui, aHanoriyHin Mpuknagy 66,
noyMHaruM 3i CMonyku, oaepXaHoi 3rigHo 3 MNpukna-
aom opepxaHHsa XXVIII, odikyBaHUA npoaykT oTpu-
Manu y Burnagi 6inoi TBepaoi  peyoBuMHM  (BU-
xin=63%).

T. nn.=51°C.

Mpuknag 77

[[3-[[[[(2S)-2,3-Aurinpo-1-[[3™-
(TpucbTopmeTun)[1,1'-audeninl-4-injcynsdonin]-1H-
iHoon-2-inJkap6oHin]amiHo]meTun]deHin]tioJoutoBa
Kucnota
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Cnigytoun meTtogmui, aHanoriyHin MNpuknagy 5,
noynHaroun 3i CNonyku, oaepxaHoi 3rigHo 3 lNpukna-
AOM 76, odikyBaHWA MNPOAYKT OTpUManu y BUrNAAi
6inoi TBepaoi peyoBuHM (BMXiA=98%).

T. nn.=75°C.

Mpuknag 78

4-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpudpTopmeTnn)[1,1'-
andpeHin]-4-injcynedonin]-1H-iHaon-2-
inJkap6boHin]amiHo]MeTun]6eH30MHOT  KUCIIOTU  MEeTU-
nosun ecip

Cnigytoun metoauui, aHanoriynin Mpuknagy 66,
noyvHawuy 3 rigpoxnopugy metunosoro edipy 4-
(amiHomeTunn) GEH30MHOI KMCNOTKU, OYiKyBaHUIM npo-
OYKT oTpumanu y Burnagi 6inoi TBepAaoi peyvyoBMHU
(Buxin=51%).

T.nn.=70°C.

Mpuknag 79

4-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpudTopmeTnn)[1,1'-
andpeHin]-4-injcynbgoHin]-1H-iHaon-2-
inJkap6oHinjamiHo]MeTnN]6eH30MHOT KNCNOTK

Cnigytoun metogumui, aHanoriyHin MNpuknagy 5,
NoYMHaKuM 3i CNONyKW, oAepXaHoi 3rigHo 3 lNpukna-
OOM 78, OuiKyBaHWI MNpOAYKT odepxanu y BuUrnsgi
6inoi TBepaoi pevoBuHM (BUxig=50%).

T. nn.=120°C.

Mpuknag 80

3-[[[[(2S)-2,3-Ouriapo-1-[[3'-(TpucpTopmMeTnn)[1,1'-
AndeHin]-4-injcynedoHrin]-1H-ingon-2-
inJkap6oHinjamiHo]MeTnN]6eH30MHOT  KMCNOTU MeTu-
noswui edip

Cnigytoun meToauui, aHanoriyhin Mpuknagy 66,
noynHaroun 3 rigpoxnopugy MeTtunosoro edipy 3-
(aMiHOMEeTUN)BEH30MHOT KUCNOTK, OYiKyBaHUA npo-
OYKT ofepxanu y Burnsgi 6inoi TBepaoi pevoBuHM
(Buxin=56%).

T. nn.=50°C.

'H AMP (OMCO, 300 Mru) &: 8.84 (t, NH); 8.03
(m, 2H); 7.96-7.75 (m, 8H); 7.56-7.48 (m, 3H); 7.25 (t,
1H); 7.14 (d, 1H); 7.05 (t, 1H); 4.921 (dd, 1H); 4.41
(m, 2H); 3.84 (s, 3H); 3.2-3.1 (m, 1H); 3.0-2.93 (m,
1H).

Mpwuknag 81

3-[[[[(2S)-2,3-Ourigpo-1-[[3'-(TpucpTopmMeTnn)[1,1'-
andeHin]-4-injcynegonin]-1H-iHaon-2-
inJkap6oHin]amiHo]MeTnn]6eH30MHOT KUCNOTH

Cnigytoun metogmui, aHanoriyHin MNpuknagy 5,
noyMHaKum 3i CNonyku, ogepxkaHoi 3rigHo 3 lMNpukna-
gom 80, ouyikyBaHWA NPOAYKT OTpUManu y BUMMsAi
6inoi TBepaoi pevoBuHM (BUXig=82%).

T. nn.=96°C.

Mpuknag ogepxkaHHa XXIX

2-(AMiHOMe TV )6eH30MHOI KMCNoTn 1,1-
AnmeTMneTunoBoro edipy rigpoxnopua

Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
pxaHHs XV, noyvHatoum 3 TpeT-6yTunosoro edipy 2-
LliaHOBEH30MHO| KNCMOTW, O4YiKyBaHUW NpoAyKT oaep-
Xanmu y Burnsaai 6inoi TBepaoi  pevoBuHM  (BU-
xin=87%).

T.nn.=177°C.

Mpuknag 82

2-[[[[(2S)-2,3-Avrigpo-1-[[3'-(TpucpTopmeTun)[1,1'-
andpeHin]-4-injcynegoHin]-1H-iHaon-2-
inJkap6oHinjamiHolmeTun]6eHsonHoi  kucrotm  1,1-
avmeTnneTnnosun edip

Cnigytoun meToauui, aHanoriyhin Mpuknagy 66,
NoYMHaKuM 3i CNONyKW, OAepXKaHoi 3rigHo 3 MNpukna-
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aom ogepxaHHa XXIX, odvikyBaHU NpOOyKT ofepxa-
nu y Burnsaai 6inoi TBepaoi pe4oBuHN (BMXin=69%).

T. nn.=68°C.

Mpuknag 83

2-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpucpTOopMeTUn)[1,1'-
avndeHrin]-4-inljcynedoHin]-1H-ingon-2-
inJkap6oHin]amiHo]MeTnn]6eH30MHOT KUCOTH

Cnigytoun metoawui, aHanoriyHii Mpuknagy 25,
noYMHaloum 3i CNonyku, ogepxaHoi 3rigHo 3 lNpukna-
aom 82, ouikyBaHMN NPOAYKT odepxanwu y BUrnsagi
6inoi TBepgoi pevoBuHM (BUXin=90%).

T. nn.=118°C.

Mpuknag 84

4-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpudpTopmeTnn)[1,1'-
avndeHrin]-4-inljcynedoHin]-1H-ingon-2-
inJkap6oHin]amiHo]MeTun]6eH30M0oLTOBOI
meTun edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy 66,
noynHaroun 3 rigpoxnopugy MeTunoBoro eqipy 4-
(amiHOMeTunn)6eH30M0LUTOBOI  KACMOTK, OYiKyBaHUMA
NpoayKT ogepxanu y Burnsaai 6inoi Tsepaoi peyoBrHN
(Bnxin=83%).

T. nn.=120°C.

Mpuknag 85

4-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpucpTopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-1H-iHaon-2-
inJkap6oHin]amiHo]meTun]6eH30noLTOBa K1CcnoTa

Cnigytoun metogumui, aHanoriyHin MNpuknagy 5,
noyMHarum i3 Cnonyku, ogepxkaHoi 3rigHo 3 lMNpukna-
AoM 84, ouikyBaHMI NpOAYKT odepxanu y BuUrnsgi
6inoi TBepaoi pevoBuHM (BUXig=56%).

T. nn.=90°C.

Mpuknag 85a

4-[[[[(2S)-2,3-Ourigpo-1-[[3'-(TpucTopmeTnn)[1,1'-
andeHin]-4-injcynbgoHin]-1H-iHaon-2-
in]kap6oHin]amiHo]MeTun]6eH30MoLTOBOI
KaninHa cinb

[oTytoTb po3ymH 250 minirpam (0,42 mmonb) Kuc-
noTu, ogepxkaHoi 3rigHo 3 lMpuknagom 85, B 1 mn
aueToHiTpuny i gogatotb 0,84 mn 0,5 H. BOOHOrO po3-
YMHy rigpokcuay kanito. Cymill nepemiyoTs NpoTs-
rom 1 rogvHu Mpu KiMHaTHIN Temnepatypi, a MoTiM
posbaensoTe 10 mMn 4mcToi BOoaM i niodinisyoTb 3
OTPUMaHHSIM OdiKyBaHOI coni y Burnsgi 6inoro nopo-
LLIKY.

T. nn.=150-160°C.

Mpuknag 856

4-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpudpTopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-1H-iHaon-2-
inJkap6oHin]amiHo]MeTun]6eH30M0LTOBOI
JieTaHonamiHHa cinb

Cnigytoun metoamui, aHanoriynin Mpuknagy 85a,
3 [ietaHonamMiHOM oOfepXanu OuiKyBaHy Cifnb y BU-
rnsai 6inoro NopoLuky.

T. nn.=55-60°C.

Mpuknag 858

4-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpucpTopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-1H-iHaon-2-
in]kap6oHin]jamiHo]MeTun]6eH30MoLTOBOI
XOniHOBa Cinb

Cnigytoun metoamui, aHanorivnin Mpuknaagy 85a,
3 PO3YMHOM rigpoKcuay XoniHy B MeTaHori oaepxanu
OuiKyBaHy Cinb y BUrnsigi 6inoro nopoLuky.

T. nn.=75-80°C.

Mpuknag 85r

KNCNoTun

KNCNoTun

KMCNnoTu

KMCnotu
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4-[[[[(2S)-2,3-Ourigpo-1-[[3'-(TpncdTopmeTnn)[1,1'-
andpeHin]-4-injcynedoHin]-1H-iHgon-2-
inJkap6oHin]amiHo]MeTun]6eH30M0oLTOBOI
TPUC cinb

Cnigytoun metoauui, aHanoriynin Mpuknaagy 85a,
3 2-amiHO-2-(rigpokcumeTun)-1,3-nponaHaionom oae-
p>Xanu odikyBaHy Cinb y BUrnsAi 6inoro nopoLuky.

T. nn.=66-70°C.

Mpuknag 86

3-[[[[(2S)-2,3-Ouriapo-1-[[3'-(TpucpTopmMeTnn)[1,1'-
andeHin]-4-injcynbgoHin]-1H-iHaon-2-
inJkap6oHinjamiHo]meTnn]6eH30nouUToBOI
MEeTUNoBuN edip

Cnigytoun meToauui, aHanoriyhin Mpuknagy 66,
noynHawuM 3 rigpoxnopugy MeTtunoBoro edipy 3-
(amiHOMeTMN)6EH30MOLTOBOI  KUCINOTK,  OMiKyBaHUW
NpoayKT oAepxanv y Burnsai 6inoi Tsepaoi pe4oBrHN
(Bxin=66%).

T. nn.=60°C.

Mpuknag 87

3-[[[[(2S)-2,3-Auriapo-1-[[3'-(TpucpbTopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-1H-ingon-2-
inJkap6boHin]amiHo]MeTnn]6eH30M0LUTOBOI KMCIOTH

Cnigytoun metoamui, aHanorivHin MNpuknagy 5,
noYMHaloum 3i CNonyku, ogepaHoi 3rigHo 3 Npukna-
aom 86, ouikyBaHWMN NPOAYKT oAepxanwu y BUrnsagi
6inoi TBepaoi pevoBuHY (BUXig=62%).

T. nn.=80°C.

Mpuknag ogepxaHHa XXX

4-(AMiHOMeTUN)6EeH30NMPONaHOBOI  KMCNOTU Me-
TMnosoro edipy rigpoxnopua

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxaHHs XV, nodmHaroum 3 meTtunosoro edipy (2E)-3-
(4-uiaHodeHin)-2-NponaHoBOi  KACMOTKU, O4iKyBaHWU
NpoayKT oAepxxanu y Burnsai 6inoi Tsepaoi peyoBrHN
(Buxin=72%).

T. nn.=215°C.

Mpuknag 88

4-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpudTopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-1H-ingon-2-
inJkap6oHin]amiHo]MeTun]6eH30MNPONaHOBOI KMCNOTH
MeTunoBun eqip

Cnigytoun metoauui, aHanoriyHin Mpuknagy 66,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lNpukna-
AOM ogepxaHHa XXX, ovikyBaHWI NPOAYKT odepxanu
y Burnagi 6inoi TBepaoi pevosunHmn (Bnxig=91%).

T. nn.=61°C.

Mpuknag 89

4-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpudTopmeTnn)[1,1'-
andeHin]-4-injcynegonin]-1H-iHaon-2-
inJkap6oHin]amiHo]meTun]6eH30MNponaHoBa K1cnoTa

Cnigytoun metogmui, aHanoriyHin MNpuknagy 5,
noyMHarum i3 Cnonyku, ogepxaHoi 3rigHo 3 lMNpukna-
AoM 88, ouikyBaHWMM MNpOAYKT odepxanu y BUrnsgi
6inoi TBepaoi pevoBuHM (BUXig=53%).

T. nn.=85°C.

Mpuknag 90

3-[[[[(2S)-2,3-Ourigpo-1-[[3'-(TpucpTopmMeTnn)[1,1'-
andeHin]-4-injcynegonin]-1H-iHaon-2-
in]kap6oHin]JamiHo]MeTnN]6eH30N1NPONaHOBOI KMCNOTU
eTnnosumn edip

Cnigytoun meToauui, aHanoriynin Mpuknagy 66,
noynHaKumM 3 rigpoxnopuay etunoBoro edipy 3-[3-
(amiHOMeTunn)6eH30N]NPONaHOBOI  KMCIOTK, O4iKyBa-
HWUIA NPOAYKT ofepxanu y Burnsai 6esbapsHoro mac-
na (Bmxig=51%).

KMCNnoTun

KNCNoTn

92013 44

'H AMP (OMCO, 250 Mru) &: 8.73 (t, NH); 8.02
(m, 2H); 7.93 (m, 4H); 7.77-7.72 (m, 2H); 7.50 (d,
1H); 7.25-7.03 (m, 7H); 4.91 (dd, 1H); 4.31 (d, 2H);
4.02 (g, 2H); 3.2-2.9 (m, 2H); 2.81 (t, 2H); 2.58 (t,
2H); 1.14 (t, 3H).

Mpuknag 91

3-[[[[(2S)-2,3-Avrigpo-1-[[3'-(TpudTopMmeTun)[1,1'-
avndeHrin]-4-inljcynedoHin]-1H-ingon-2-
inJkap6oHin]amiHo]MeTun]6eH30nNponaHoBa K1cnoTa

Cnigytoun metoamui, aHanorivHin MNpuknagy 5,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
aom 90, ouikyBaHWMN NPOAYKT oAepxanwu y Burnagi
6inoi TBepaoi pevoBuHY (BUXia=81%).

T. nn.=135°C.

Mpuknag ogepxaHHs XXX

2-(AmiHOMeTVn)6eH30MNPoNaHoBOi KNCNOTU eTu-
noBoro eqipy rigpoxnopug,

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxXaHHs XXX, novmHatoum 3 etunosoro edipy (2E)-3-
(2-uiaHodeHiIN)-2-NponeHoBOT  KMCMOTK, OMiKyBaHUN
NpoayKT ogepxanu y Burnsaai 6inoi Teepaoi pe4oBrHN
(Buxin=40%).

T. nn.=107-110°C.

Mpuknag 92

2-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpucbTopmMeTnn)[1,1'-
andeHin]-4-injcynedoHin]-1H-iHaon-2-
inJkap6oHin]amiHo]MeTun]6eH30MNPONaHOBOT KMCNOTH
eTnnoBumn eqip

Cnigytoun meToauui, aHanoriyHin Mpuknagy 66,
noyMHarum 3i Cnonyku, ogepxkaHoi 3rigHo 3 MNpukna-
AoM opepxaHHa XXXI, odikyBaHWI NPOAYKT oAepxa-
nn y Burnagai 6inoi TBepaoi pevoBuHn (BMxig=60%).

T. nn.=48°C.

Mpuknag 93

2-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpucbTOopMeTUN)[1,1'"-
andeHin]-4-injcynbgoHin]-1H-iHaon-2-
inJkap6oHin]amiHo]MeTun]6eH30nNponaHoBa K1cnota

Cnigytoun metoguui, aHanoriyHin MNpuknagy 5,
noyMHarum 3i Cnonyku, ogepxkaHoi 3rigHo 3 MNpukna-
AoM 92, oviKyBaHMIM NpOAYKT odepxanu y Burnsgi
6inoi TBepaoi pevoBuHM (BUXig=77%).

T. nn.=94°C.

Mpuknag ogepxkaHHa XXXII

4-[4-[[Bic[(1,1-

OUMETUNETOK-
cu)kapboHin]amiHolmeTun]deHin]éytaHoBOI  KMCNOTK
MeTUnoBun edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxxaHHa XXVII, nouuHaoum 3 metunosoro edipy 4-
(xnopmeTun)oeH30nbyTaHOBOI KMUCMOTW, OMiKyBaHUN
npoaykT opepxanu y Burnagi 6esbapesHoro Macna
(Bnxin=36%).

'"H AMP (OMCO, 250 Mru) &: 7.14 (s, 4H); 4.66
(s, 2H); 3.56 (s, 3H); 2.56 (t, 2H); 2.27 (t, 2H); 1.79 (q,
2H); 1.39 (s, 18H).

Mpuknag ogepxanHa XXXIII

4-(AmiHomeTnn)6eH30n6yTaHOBOI KNCNOTU MeTU-
nosoro edipy rigpoxnopug,

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxaHHa XXVIII, nounHaroun 3i cnonyku, ogepxaHoil
srigHo 3 [Npuknagom opepxaHHsa XXXII, ouikyBaHwui
NpoayKT odepxxanu y Burnsai 6inoi Teepaoi pe4oBrHN
(Bnxin=80%).

T. nn.=205°C.

Mpuknag 94



45
4-[[[[(2S)-2,3-Ourigpo-1-[[3'-(TpncdTopmeTnn)[1,1'-
andpeHin]-4-injcynedoHin]-1H-iHgon-2-
inJkap6oHin]amiHo]meTnn]6eH30nN6yTaHOBOI  KMCNOTU
MeTunosumn edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy 66,
noyMHaruM 3i CMonyku, ogepxaHoi 3rigHo 3 [MNpukna-
aom ogepxaHHsa XXXIII, ovikyBaHW NpOAyKT ogep-
Xanum y Burnsagi 6inoi TBepgoi  pevyoBuHWM  (BU-
xXin=71%).

T. nn.=55°C.

Mpuknag 95

4-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpudTopmeTnn)[1,1'-
AndeHin]-4-injcynedoHrin]-1H-ingon-2-
inJkap6oHin]amiHo]meTnn]6eH3onbyTaHoBa k1cnoTa

Cnigytoun metogmui, aHanoriyHin MNpuknagy 5,
noYMHaloum 3i CNonyku, ogepaHoi 3rigHo 3 Npukna-
aom 94, odikyBaHUN NPOAYKT oAepxanwu y BUrnagi
6inoi TBepaoi pevoBuHM (BUXig=91%).

T. nn.=75°C.

Mpuknag ogepxaHHsa XXXIV

3-(AmiHoMeTVn)6eH30n0yTaHOBOI KMCNOTU METU-
NoBOro eqipy rigpoxnopug,

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxaHHa XV, noynHaoum 3 MeTurnosoro edpipy 3-
LiaHO6eH3016yTaHOBOI KACMOTH, OYiKyBaHWUI MPOAYKT
onepxanu y Burnsaai 6inoi TBepaoi peyoBuHM (BU-
xin=84%).

T. nn.=90°C.

Mpuknag 96

3-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpucbTopmeTnn)[1,1'-
andeHin]-4-in]jcynedoHin]-1H-ingon-2-
in]kap6oHin]amiHo]meTnn]6eH30nN6yTaHOBOI  KMCNOTU
MeTHNoBuIn eqip

Cnigytoun metoauui, aHanoriyHin Mpuknagy 66,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
aom ogepxaHHa XXXIV, odikyBaHWA NpoaykT ofep-
Xanu y surnaai 6esbapsHoro macna (Buxig=81%).

'H ampP (AMCO, 300 Mru) 8: 8.72 (t, NH); 8.02
(m, 2H); 7.93 (m, 4H); 7.78-7.72 (m, 2H); 7.50 (d,
1H); 7.25-7.03 (m, 7H); 4.91 (dd, 1H); 4.31 (d, 2H);
3.57 (s, 3H); 3.2-3.1 (m, 1H); 3.0-2.94 (m, 1H); 2.55
(t, 2H); 2.32 (t, 2H); 1.80 (m, 2H).

Mpuknag 97

3-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpucpTopmeTun)[1,1'-
andeHin]-4-injcynegonin]-1H-iHaon-2-
inJkap6oHin]jamiHo]meTnn]6eH3onbyTaHoBa k1cnota

Cnigytoun metogmui, aHanoriyHin MNpuknagy 5,
noyMHaruM 3i CMonyku, ogepxaHoi 3rigHo 3 MNpukna-
AoM 96, oviKyBaHWIM MNpOAYKT odepxanu y BUrnsgi
6inoi TBepaoi pevoBuHM (BUXig=92%).

T. nn.=76°C.

Mpuknag ogepxaHHA XXXV

(2S)-2,3-Aurigpo-1-[[3'-(TpudpTopmeTnn)[1,1'-
AndeHin]-4-injcynbdoHin]-1H-ingon-2-kap6oHoBoi
KMCNoTn xnopug

Cnigytoun metoauui, aHanoriyHin MNpuknagy oae-
p>xaHHsa VI, noumHatoumn 3 KMCNoTu, ogepXaHoi 3rigHo
3 [lpuknagom opepxaHHs IV, odvikyBaHUW NpoayKT
onepxanu y Burmnsaai 6esbapsHoro Mmacna (Bu-
xin=98%).

Mpuknag ogepxaHHa XXXVI

4-[2-

[[(PeHinmeTOK-
cn)kapOboHin]amiHoleTokcn]6eH30MoLTOBOT
1,1-anmeTuneTnnosun egip

KNCnotun
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Po3unH 3 r (9,1
[[(dbeHinmeTOK-
cu)kapOoHinjamiHo]eTokcM]6eH30M0LTOBOI KMCIOTU B
60 mn xnopodopmy oxonoaxytoTs go -30°C i gopa-
toTb 1,18 1 (10,9Mmonb) eTunxnopdopmiaty i 1,52 mn
(10,9 mmonb) TpuetunamiHy. Lito cymiw nepemiwyotb
npotsarom 1 rognHm npm -30°C, a noTim gogatotb 1,63
r (22 mmons) TpeTt-6ytaHony i 1,52 mn (10,9 mmonb)
TpreTunaminy. Lifo cymiwl nepemilyoTbe npotarom 16
roavH npu KiMHaTHIN TemnepaTypi, a NOTIM KOHLEHT-
pylOTb NPU 3HWKEHOMY TUCKY. 3anuwiok micns suna-
poByBaHHA po3uvmHaloTe B 100mMn etunauetaty, n
ofepxaHy opraHiyHy asy npoMuBalTb BOAOH, a
MOTIM BUCYLUYIOTb Haf, CynbdaToM MarHito i KOHLEHT-
pylOTb MpU 3HWKEHOMY TUCKY. Cupui NpoaykT ouYn-
LWwaTb XpomaTtorpadieto Ha cunikareni, BUKOPUCTO-
BYIOUM CyMill AMxnopmeTaH/meTunumknorekcaH (1/1;
06/00) sik entoeHT, 3 oTpumaHHaM 930 Mminirpam oui-
KyBaHoi cnonyku (Buxig=26%).

'"H AMP (OMCO, 300 Mru) &: 7.46 (t, 1H); 7.38-
7.28 (m, 5H); 7.13 (d, 2H); 6.86 (d, 2H); 5.03 (s, 2H);
3.96 (t, 2H); 3.45 (s, 2H); 3.36 (g, 2H); 1.38 (s, 9H).

Mpuknag opepxaHHsa XXXVII

4-[2-(AmiHo)eTokcm]6eHsonouToBoi kncnotn 1,1-
AVMeTUNeTNnoBmn edip

91 minirpam 10% nanagito Ha Byrinni goaawTe 00
posumHy 910 minirpam (2,36MMonb) cnonyku, ogep-
XaHoi 3rigHo 3 lNpuknagom ogepxaHHa XXXVI, B 15
M TT® i 1 mn Boawm, i L0 CyMmill nepemilyoTs npu
aTMOCEPHOMY TUCKY BOOHIO MpW KiMHATHIN Temne-
patypi npotarom 1 roguHu. MNoTim KaTanizatop ginb-
TPYHOTb, i DINbTPAT KOHUEHTPYHOTb MPU 3HWKEHOMY
TUCKY 3 OTpUMaHHaM 575 Minirpam o4ikyBaHOro npo-
AyKTYy y BUrnagi 6esbapsHoro macna (Buxia=97%).

'H AMP (OMCO, 300 Mru) &: 7.15 (d, 2H); 6.93
(d, 2H); 3.91 (t, 2H); 6.89 (d, 2H); 2.85 (t, 2H); 3.45 (s,
2H); 1.38 (s, 9H); (NH2 npoToHn HeBnanmi).

Mpuknag 98

4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-audeninl-4-injcynsdoHin]-1H-
ingon-2-inJkapboHin]amiHo]eTokcu]6eH30nouToBOI
kucnotv 1,1-gumeTnneTunosuii edip

[oTytoTb po3umH 1,11 (2,35 Mmmonb) xnopaHrigpu-
Ay, opepxaHoro 3rigHo 3 [lpuknagom opepaHHs
XXXV, B 15 Mn guxnopmMeTaHy i gogatoTe 575 minir-
pam (4,72MMornb) aMiHy, oaepxaHoro 3rigHo 3 [puk-
nagom ogepxaHHa XXXVII, i 0,658 mn TpueTunaminy.
PeakuiiHy cymiw nepemiwyoTe NpoTarom 3 rOAuH
npu KiMHaTHIN TemnepaTypi, a NOTiM KOHLEHTPYIOTb
Mpn 3HMKEHOMY TUCKY. 3anuLUIOK NiCns BUNapoByBaH-
HA ouMLLalTb XpomaTorpacdpieto Ha cunikareni, BUKO-
pucToBylouM cymiw Tonyon/etunauetat (9/1; 06/00)
AIK MEHT, 3 OTPUMaHHAM 1,2 T OYiKyBaHOT CNOMyKU y
Burnsai 6exeBoi aMopdHOI TBEPAOI PevoBUHU (BU-
Xin=77%).

'"H AMP (OMCO, 250 Mru) &: 8.42 (t, 1H); 8.02
(m, 2H); 7.95-7.72 (m, 6H); 7.48 (d, 1H); 7.16-7.11
(m, 5H); 7.03 (t, 1H); 6.89 (d,2H); 4.89 (dd, 1H); 4.01
(t, 2H); 3.57-3.42 (m, 4H); 3.20-2.89 (m, 2H); 1.38 (s,
9H).

Mpuknag 99

4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpudpbTopmeTun)[1,1'-audenin]-4-injcynbdonin]-1H-
iHoon-2-inJkap6oHin]jamiHoleTokcu]6eH3onouToBa
KucnoTa

MMOIb) 4-[2-
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Cnigytoun meToaumui, aHanoriyhin Mpuknagy 25,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 [Npukna-
aom 98, ouikyBaHUN NPOAYKT oAepxanu y BUrNAgi
6inoi TBepAoi peyoBuHM (BMXiA=97%).

T.nn.=112-113°C.

Mpuknag 100

4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpudpTopmeTun)[1,1'-audpeninl-4-inJcynbgonin]-1H-
iHoon-2-inJkap6oHin]amiHo]eTokcn]6eH30MHOT KMCNOTH

[oTytoTb po3unH 233 minirpam (1,288 mmonb) 4-
(2-amiHoeTokcK) 6eH301HOIT kucnoTu B 3,73 Mn Boau i
2,13 mn TpueTtunaminy. MNotim gogaoTs 12,8 mn aue-
TOHITPUNY MpWU KIMHATHIN TemnepaTypi, a NoTiM pos-
ynH 300 wminirpam (0,644 mMmonb) xnopadrigpuay,
opepxaHoro 3rigHo 3 MNpuknagom opepxaHHa XXXV,
B 2,13 mn auxnopmeTaHy. PeakuiiHy cymiw nepemi-
LWYTb NPOTAroM 3 roAuH Npu KiMHaTHIN TemnepaTy-
pi, @ MNOTIM KOHLEHTPYIOTb MPU 3HWKEHOMY TUCKY.
3anuwok nicns BUNApOBYBaHHSA PO3YMHAIOTbL B OUX-
nopmertaHi i npomnealoTb 3% PO3YMHOM OLTOBOI KUC-
notu. OpraHiyHy dasy KOHLEHTPYITb MPU 3HKEHO-
My TUCKY, N OOEpXaHWM CUMPWUA MPOAYKT OYMLLAIThb
xpomaTorpagpieto 3 obepHeHow a3oo Ha RP18-
npuLLiensieHoMy cunikareni, BUKOPUCTOBYHOYM CyMiLl
aueToHiTpun/sona (55/45; 06/06) Ak entoeHT, 3 oTpu-
MaHHaAM 350 MminirpaMm o4ikyBaHOro NPoOAyKTy Yy BK-
rnsaai 6inoi TBepaoi pevoBuHN (BMXig=89%).

T. nn.=95-100°C.

Mpuknag 101

4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpucpTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
iHoon-2-inJkap6oHin]amiHo]eTun]6eH30MoLTOBOT  KUC-
notun 1,1-aumetTnneTunosun edip

[oTyloTb posumH 177 wminirpam (0,75 mmonb)
TpeT-6yTnnoBoro egipy 4-(2-
amiHoeTun)6eH3010LTOBOI KMCNOTK B 3 M AMXMOp-
meTaHy. NoTim pgopatots 385 Mminirpam (eksiBaneHT 1
MMOIb) MOPOMiHY Ha CniBnoniMepHOMy HOCii CTu-
pon/ameiHinGeH3on npu KiMHaTHIN Temnepartypi, a
notiMm po3umH 350 minirpam (0,75 MMonb) xnopaHria-
puay, ogoepxaHoro 3rigHo 3 lNMpuknagom ofepkaHHs
XXXV, B 2,13 mMn auxnopmetaHy. PeakuiiiHy cymiw
nepeMilyoTb NpoTaroMm 3 roguH nNpu KiMHaTHIN Tem-
nepatypi, a noTiM INbTPYIOTb i KOHLUEHTPYOTb Npu
3HMXEHOMY TUCKy. OpepxaHui cMpyi NpoayKT O4u-
LwaTb xpomartorpadieto Ha cunikareni, BUKOPUCTO-
ByloUM cymiw Tonyon/etunauetart (8/2; 06/06) sk
entoeHT, 3 oTpumaHHam 430 minirpam o4ikyBaHoOro
npoaykTy y Burnagi macna (Buxin=95%).

'H AMP (OMCO, 300 Mru) &: 8.23 (t, 1H); 8.02-
7.72 (m, 8H); 7.49 (d, 1H); 7.25 (t, 1H); 7.13-7.11 (m,
5H); 7.03 (t, 1H); 4.80 (dd, 1H); 3.50 (s, 2H); 3.38-
3.29 (m, 2H); 3.07 (dd, 1H); 2.84 (dd, 1H); 2.72 (t,
2H); 1.39 (s, 9H).

Mpuknag 102

4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpudpTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
iHoon-2-inJkap6boHin]amiHo]leTun]6eH3onouToBa  KUC-
nota

Cnigytoun metoaumui, aHanoriyHin Mpuknagy 25,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
aom 101, ovikyBaHMIM NPOAYKT oAepxanu y Burnsagi
6inoi TBepaoi pevoBuHM (BUXig=69%).

T. nn.=110°C.

Mpuknag 103
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3-[2-[[[(2S)-2,3-Ourigpo-1-[[3'-
(TpudpbTopmeTun)[1,1'-gudeninl-4-injcynbdonin]-1H-
iHoon-2-in]kap6oHin]amiHo]eTun]6eH30MoUTOBOI  KUC-
notu 1,1-aumeTUneTnNoOBU edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy 98,
noynHawum 3  TpeT-OytMnoBoro  ecbipy  3-(2-
amiHoeTun)6eH300LTOBOI KUCNOTK, OYiKyBaHWUI Npo-
OYKT ofiepxanu y Burnsai 6inoi nactu (Buxin=95%).

'H AMP (OMCO, 300 Mru) &: 8.26 (t, 1H); 8.03-
7.72 (m, 8H); 7.49 (d, 1H); 7.25-7.03 (m, 7H); 4.81
(dd, 1H); 3.51 (s, 2H); 3.36-3.30 (m, 2H); 3.21 (dd,
1H); 2.90 (dd, 1H); 2.73 (t,2H); 1.38 (s,9H).

Mpuknag 104

3-[2-[[[(2S)-2,3-Ourigpo-1-[[3'-
(TpndpTopmeTun)[1,1'-gudenin]-4-injcynbdonin]-1H-
iHoon-2-inJkap6oHin]amiHo]leTun]6eH3onouToBa  KUC-
nota

Cnigytoun metoawui, aHanoriyHii Mpuknagy 25,
NoYMHalouK i3 CNOnyKkn, ogepaHoi 3rigHo 3 lNpukna-
aom 103, ouvikyBaHMIM NPOAYKT oAepxanu y BuUrnsagi
6inoi TBepaoi pevoBuHY (BUXin=84%).

T. nn.=90°C.

Mpuknag 105

(2S)-2,3-Aurigpo-N-[2-(4-nipuamnHinokcn)eTnn]-1-
[[3'-(TpndTopmeTun)[1,1'-andeHin]-4-in]cynbdoHin]-
1H-iHaon-2-kapbokcamig

Cnigytoun metoawui, aHanorivyHii Mpuknagy 98,
noyvHaroun 3 2-(4-nipuauvHINokcun) etaHamiHy, odiky-
BaHWI NPOAYKT ofepxanu y Burnsadi 6inoi nactu (Bu-
xin=37%).

'"H AMP (OMCO, 300 Mru) &: 8.45 (t, 1H); 8.39-
8.36 (m, 2H); 8.03-7.72 (m, 8H); 7.48 (d, 1H); 7.27 (t,
1H); 7.13 (d, 1H); 7.03 (d, 1H); 6.98-6.95 (m, 2H);
4.87 (dd, 1H); 4.13 (t, 2H); 3.61-3.44 (m, 2H); 3.15
(dd, 1H); 2.93 (dd, 1H).

Mpuknag 106

(2S)-2,3-Auriapo-N-[2-(3-nipuanHinokcun))etun]-1-
[[3'-(TpudpTOopMeTUn)[1,1'-andeHin]-4-injcynecoHin]-
1H-iHaon-2-kap6okcamig

Cnigytoun metoauui, aHanoriyHin Mpuknagy 98,
noyvHawum 3 2-(3-nipuanHINoOKcKn) etaHamiHy, Odiky-
BaHWA NpOAYKT ofepXanu y Burnagi 6inoi nim (Bu-
xin=63%).

'H AMP (OMCO, 300 Mru) &: 8.48 (t, 1H); 8.30
(dd, 1H); 8.17 (m, 1H); 8.03-7.65 (m, 8H); 7.50-7.02
(m, 6H); 4.89 (dd, 1H); 4.12 (t, 2H); 3.58-3.50 (m,
2H); 3.15 (dd, 1H); 2.93 (dd, 1H).

Mpuknag 107

v-[[[(2S)-2,3-Ourigpo-1-[[3'-(TpudTopmeTun)[1,1'-
andeHin]-4-injcynbgoHin]-1H-iHaon-2-
in]kap6oHin]amiHo]-(yP)-6eH3onneHTaHoBa KucnoTa

Cnigytoun metoamui, aHanoriynin Mpuknaagy 100,
noyvHatoun 3 (YR)-amiHOGEH30NMNEHTAHOBOI KUCMNOTH,
O4iKyBaHUW NpOAYKT odepxanu y surnagi 6inoi teep-
Aoi peyoBuHu (BMxia=50%).

T. nn.=82-84°C.

Mpuknag 108

a-[[[[(2S)-2,3-Avrigpo-1-[[3'-
(TpudpTopmeTun)[1,1'-audeninl-4-inJcynbgonin]-1H-
iHoon-2-inJkap6oHin]amiHo]meTnn]6eH3onnponaHoBa
KucnoTa

Cnigytoun metoamui, aHanoriynin Mpuknaagy 100,
noyvHawun 3 a-(amiHomeTtun) 6GeH3onnponaHoBoi
KMCMNOTW, OYiKyBaHWA MPOAYKT odepXanu y BWUrMsAAi
6inoi TBepaoi pevoBuHM (BUXig=48%).

T. nn.=85-90°C.
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Mpuknag 109

7-[[[(2S)-2,3-Ourigpo-1-[[3'-(TpucpTopmeTnn)[1,1'-
andpeHin]-4-injcynedoHin]-1H-iHgon-2-
inJkap6oHin]amiHo]renTaHoBa KMcrnoTa

Cnigytoun metoauui, aHanoriynin Mpuknaagy 100,
NOYMHaKYM 3 7-aMiHOTENTAHOBOI KMCIOTK, OYiKyBa-
HWIA NPOAYKT ofdepxanu y Burngaai 6inoi TBeppoi pe-
YOBUWHM (BMXiA=14%).

T. nn.=65-70°C.

Mpuknag 110

9-[[[(2S)-2,3-Ourigpo-1-[[3'-(TpucpTopmeTnn)[1,1'-
Anderin]-4-injcynedoHrin]-1H-ingon-2-
in]kap6oHinjamiHO]JHOHaHOBOI KMCNOTH

Cnigytoun metoamui, aHanoriynin Mpuknaagy 100,
noyrHaym 3 9-aMiHOHOHaHOBOI KMCIOTU, OYiKyBaHWN
NpoayKT ogepxxanu y Burnsaai 6inoi Tsepaoi peyoBmHu
(Bnxin=23%).

T. nn.=60°C.

Mpuknag 111

B-[[l[(2S)-2,3-Ourigpo-1-[[3'-(TpudTopmeTUn)[1,1'-
andpeHin]-4-injcynbgoHin]-1H-iHgon-2-
inJkap6oHin]jamiHo]meTnn]6eH3onnponaHoBa K1cnoTa

[oTytoTb cymiw 38,5 minirpam (0,215 mmons) B-
(amiHomeTunn) GeH3onnponaHoBOi KMCroTh, 2 mn TIP,
23 wminirpam (0,217 mmonb) kapbonaty Hatpito i 0,7
minirpam  (0,02Mmonb)  4OAEUMNTPUMETUIIAMOHID
6pomigy. Lito cymiw nepemiwytoTe npoTarom 5 xsun
npu KiMHaTHiW Temnepatypi i gogatote 100 minirpam
(0,215 mMmonb) xnopaHrigpvay, o4epXaHoro 3rigHo 3
Mpuknagom opepxaHHa XXXV. PeakuinHy cymiw
nepemMilLyoTb NpyU KiMHaTHIN TeMnepaTypi NpoTArom 2
rogvH, MoTiM Mpu TemnepaTtypi nermm po3yYnMHHMUKA
npotarom 16 roguH, a NOTIM OXONMOMKYHTb i (hinbT-
pytoTb. 3anuLLKOBY TBEPAY PEYOBUHY MpPOMMBalOThL 5
mn TP, i o6'egHaHi inbTpaTM KOHLEHTPYIOTL Mpu
3HMKEHOMY TUCKY. CMpUIA NPOAYKT OYMLLATh XpoMa-
Torpachieto 3 obepHeHow pa3zoto Ha RP18-
npuvLLieneHomy cunikareni, BUKOPUCTOBYHOYM CyMiLl
BoAa/aueToHiTpun (45/55; 06/06) sk entoeHT, 3 oTpu-
MaHHAM 26 MinirpaM O4iKyBaHOI CMOMyKW y BUINSAAi
6inoi TBeppoi pevoBuHM (BUxin=20%).

T. nn.=90°C.

Mpuknag 112

B-[[[(2S)-2,3-Ourigpo-1-[[3'-(TpudTOopMETMN)[1,1'-
andeHin]-4-injcynegonin]-1H-iHaon-2-
in]kap6oHin]amiHo]-(BS)-6eH30n6yTaHoBOI
1,1-anmeTuneTunosun ecip

Cnigytoun meToauui, aHanoriynin Mpuknagy 98,
noyvHatoun 3 TpeT-6ytunosoro  edipy  (BS)-B-
amMiHO6eH30n6yTaHOBOI KUCMNOTU, OYiKyBaHWUIA NPOaYKT
ogoepxanu y Burngaai 6inoi TBepaoi peyoBuHM (Bu-
Xin=67%).

T. nn.=50°C.

Mpuknag 113

B-[[[(2S)-2,3-Ourigpo-1-[[3'-(TpudTOpMETMN)[1,1'-
andeHin]-4-injcynegonin]-1H-iHaon-2-
inJkap6oHin]amiHo]-(BS)-6eH30n6yTaHoBa k1cnota

Cnigytoun metoauui, aHanoriyHin Mpuknagy 25,
noyMHaKuM 3i CNonykn, ogepxkaHoi 3rigHo 3 MNpukna-
AoM 112, odikyBaHUI MpOAYKT odepxanu y BUrNsAi
6inoi TBepaoi pevoBuHM (BUXig=98%).

T. nn.=78-82°C.

Mpuknag ogepxkaHHa XXXVIII

5-(4-LliaHobeHOKCH)NEHTAHOBOI  KUCTNIOTU  METU-
nosun edip

KNCNoTun
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[oTyoTb po3umnH 408,6 minirpam (3,43 mmonb) 4-
rinpokcubeHsoHiTpuny B 15 Mn aueToHiTpuny n go-
patotb 1,12 1 (3,43 Mmmonb) kapboHaTy uesito, a NoTiM
803 wminirpam (4,12 mmonb) meTtunosoro edipy 5-
OpOMMEeHTaHOBOI kMcnoTu. PeakuiHy cymiw nepemi-
WylOTb NpoTAroM 16 rogvH npw KiMHaTHIn Temnepa-
Typi, @ NOTIM KOHLUEHTPYITb NPU 3HWKEHOMY TUCKY.
3anuwok nicrns BMNapoBYBaHHS PO3YMHAIOTb B €TU-
nauertarTi, 1 ogepxaHy opraHiyHy dasy npomunBaloTb
BOAOI0, @ NOTIM BUCYLLYIOTb i KOHUEHTPYTb. Cupuii
NPOAYKT ouuLlalTb Xpomartorpadpieto Ha cunikareni,
BMKOPUCTOBYOUN cymiLu anxnopme-
TaH/MeTunuuknorekcaH (6/4; o6/06) sk enteHT, 3
OTPVMMaHHSAM OYiKyBaHOrO NPOAYKTY Yy BUrMAAi NacTo-
nopibHoi TBepaoi pevoBuHmn (BUXia=71%).

'H AMP (OMCO, 250 Mru) &: 7.78-7.72 (m, 2H);
7.12-7.06 (m, 2H); 4.06 (t, 2H); 3.58 (s, 3H); 2.38 (t,
2H); 1.78-1.63 (m, 4H).

Mpuknag ogepxkaHHa XXXIX

5-[4-(AMiHOMEeTWN)dhEeHOKCU]NEHTAHOBOT  KUCMOTU
mMeTunosun edip (rigpoxnopwva)

Cnigytoun metoauui, aHanoriyHin Mpuknagy oae-
pxaHHsa XV (3a HasiBHOCTI COMSHOI KMCNOTU), NOYU-
Haw4uM 3i crnonyku, ogepxaHoi 3rigHo 3 [Mpuknagom
opepxaHHa XXXVIII, odikyBaHui NpogyKT opepxanu
y Burnagi 6inoi TBepgoi pevoBuHu (Buxin=83%).

T. nn.=198-200°C.

Mpuknag 114

5-[4-[[[[(2S)-2,3-Aurinpo-1-[[3'-
(TpubTopmeTun)[1,1'-audenin]-4-injcynsdonin]-1H-
iHoon-2-
in]JkapGoHin]amiHo]MeTnN]EeHOKCM]NEHTaHOBOI  KMC-
noTn MeTunoBun edip

Cnigytoun metoauui, aHanoridHii Mpuknagy 98,
noYnHaoun i3 cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
aom ogepxaHHa XXXIX, odikyBaHWA MpoaykT ofaep-
Xanu y Burnsgi 6inoi TBepgoi  pevoBuHU  (BU-
xin=98%).

T. nn.=50°C.

Mpuknag 115

5-[4-[[[[(2S)-2,3-Awurinpo-1-[[3*-
(TpudpTopmeTun)[1,1'-audeninl-4-inJcynbgonin]-1H-
ingon-2-
in]kap6oHin]amiHo]meTun]deHokculneHTaHoBa KUCHo-
Ta

Cnigytoun metogumui, aHanoriyHin MNpuknagy 5,
noyMHarum 3i Cnonyku, ogepxaHoi 3rigHo 3 MNpukna-
aoMm 114, ovikyBaHy KMCMOTY OfepXanu y Burnsgi
6inoi TBepaoi pevoBuHM (BUXig=98%).

T.nn.=70°C.

Mpuknag ogepxxaHHa XL

4-(3-LliaHodheHokcn)6yTaHOBOT KACMOTU METUIIO-
BUI edpip

Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
pKaHHs XXXVII, noYrHaum 3 3-
rigpokcubeHsoHiTpuny w  metunosoro  edipy  4-
6pomObyTaHOBOI KMCNOTK, OYiKyBaHWI edip oaepxanu
y BUrNagi opaHxesoi pianHn (Bnxin=98%).

'H AMP (OMCO, 250 Mru) &: 7.49 (t, 1H); 7.40-
7.37 (m, 2H); 7.29-7.22 (m, 1H); 4.05 (t, 2H); 3.60 (s,
3H); 2.51-2.45 (m, 2H); 2.05-1.93 (m, 2H).

Mpuknag opgepxaHHs XLI

4-[3-(AmiHOMeTuN)dhpeHoKcn]OyTaHOBOI  KUCNOTK
mMeTunosun edip (rigpoxnopwva)

Cnigytoun metoguui, aHanoriyHin Mpuknagy oge-
pxaHHa XXXIX, nounHaroum 3i CMonyku, OAepKaHoi
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3rigHo 3 MNMpuknagom ogepxaHHsa XL, odikyBaHu edip
onepxanu y Burngagi 6inoi TBepaoi peyoBuHM (BU-
xin=87%).

T. nn.=104°C.

Mpuknag 116

4-[3-[[[[(2S)-2,3-Aurinpo-1-[[3'-
(TpucpTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
iHoon-2-inJkap6oHin]jamiHolmeTun]deHokcn]6yTaHoBOI
KMUCROTU METUNOBUI eqoip

Cnigytoun metoauui, aHanoriynin MNpuknagy 98,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 [Npukna-
AoM ogepxaHHsa XLI, ovikyBaHWI NpoayKT odepxxanuv
y Burnagi 6inoi Tsepaoi pevosunHn (BUxig=96%).

T. nn.=50°C.

Mpuknag 117

4-[3-[[[[(2S)-2,3-Aurigpo-1-[[3-
(TpudpTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
iHoon-2-inJkap6oHin]jamiHolmeTun]deHokcn]6yTaHoBOT
Kncnotu

Cnigytoun metogmui, aHanoriyHin MNpuknagy 5,
noyMHaruM 3i CNonyku, ogepxaHoi 3rigHo 3 MNpukna-
aoMm 116, ovikyBaHy KMCNOTy ofepXanu y Burnsgi
6inoi TBepaoi pevoBuHM (BUXig=97%).

T.nn.=70°C.

Mpuknag ogepxxaHHa XLII

2-(2-AmiHoeTokcu)6eH30noUTOBOI  kucnotn  1-
MeTuneTunoBun edip (rigpoxnopua)

[oTyloTb po3unH 865 minirpam (4,45 mmonb) i30-
nponinosoro eqipy 2-rigpokcubeH30nouToBOI KNUCNo-
™M B 5 mn auetoHiTpuny i gopawte 1,45 r (4,45
MMOrnb) KapboHaTty uesito. Lilo cymiw nepemiwyoTb
npotarom 10 xBWUN Npu KiMHaTHIN TemnepaTtypi, a no-
Tim pgopate 500 wMminirpam (2,23 MMonb) TpeT-
oytTun(2-6pomeTtun)kapbamaty. PeakuinHy  cymil
nepeMilyloTb Npu KiMHaTHI TemnepaTtypi NpoTarom
16 roouH, a noTiM KOHUEHTPYIOTb MPU 3HUXKEHOMY
TncKy. MNoTiM 3anuLIoK nicns BMNapoByBaHHS 06po6-
naTb 4,7 Mn TpUPTOPOLTOBOI KMCAOTU NPOTAroM 2
roouH npu KiMHaTHIA Temnepatypi, a notim po3bas-
NATb BOAOK N eTunaueTtatoM. Cymiw HenTpanisy-
I0Tb PO3YMHOM TFiOPOKCUMAY HaTpilo M eKkcTparyloTb
eTnnauetatoMm. OfepxaHy opraHiyHy asy BUCYLLY-
I0Tb Hag cynbdaToM MarHito M 4YacTKOBO KOHLIEHTPY-
I0Tb MPU 3HWKEHOMY TUCKY. CUPUIn NPOAYKT IKCYIOTb
Ha cwnikareni, npuwenneHomy cynbgoHom (Varian
Megabond SCX), i BMBInNbHATL PO34YMHOM amiaky B
meTaHoni. OJikyBaHWUI NPOAYKT OAEPXKYIOTb Yy BUMMSAAI
OCHOBM LUSSIXOM KOHLIEHTpaLii entornoBaHoi pianHuy, a
NOTIM BUCOSIOIOTb PO3YNHOM XITOPUAY BOAHKO B €Tu-
nosomy edipi 3 OTPUMaHHSAM OYiKyBaHOI corni y BU-
rnsagi >koBToro Mmacna (Buxig=61%).

'"H AMP (OMCO, 300 Mru) &: 8.21 (s, 3H); 7.28-
7.17 (m, 2H); 7.00-6.91 (m, 2H); 4.90 (hep, 1H); 4.17
(t, 2H); 3.60 (s, 2H); 3.15 (hex, 2H); 1.18 (d, 6H).

Mpuknag 118

2-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpudpTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
iHoon-2-inJkap6oHin]amiHo]eTokcn]6eH30n0LUTOBOI
KMCROTK 1-MeTUneTmnoBun eqip

Cnigytoun metoaumui, aHanoriyHin MNpuknagy 98,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
aom ogepxaHHa XLII, odikyBaHU NpOAYKT ogepxanu
y Burnagi 6inoi TBepaoi pevosunHmn (Buxig=92%).

'H AMP (OMCO, 250 Mru) &: 8.32 (t, 1H); 8.02-
7.72 (m, 8H); 7.51 (d, 1H); 7.25-6.89 (m, 7H); 4.93-
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4.83 (m, 2H); 4.01 (t, 2H); 3.57-3.39 (m, 4H); 3.20-
2.92 (m, 2H); 1.16 (d, 6H).

Mpuknag 119

2-[2-[[[(2S)-2,3-Ourigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynedoHinl-1H-
iHoon-2-inJkap6boHin]amiHo]eTokcn]6eH3onouToBa
KkucnoTa

Cnigytoun metoamui, aHanorivHin MNpuknagy 5,
NoYMHalouM i3 CNonyku, ogepxaHoi 3rigHo 3 lNpukna-
aom 118, ouvikyBaHUIM NPOAYKT oAepxxanu y BUrNsAgi
6inoi TBepaoi pevoBuHY (BUXiA=52%).

T. nn.=131-134°C.

Mpuknag 120

N-[[4-[(OimeTnnamiHo)kapboHin]deHinlmeTun]-
2,3-purigpo-1-[[3'-(TpudTopmeTun)[1,1'-andeHin]-4-
in]cynbdoHin]-(2S)-1H-ingon-2-kapbokcamig

Cnigytoun metoawui, aHanorivyHii Mpuknagy 98,
noymHaum 3 4-(amiHomeTnn)-N,N-
anmeTnnbeHsonkapbokcamigy, OuYikyBaHWA NpPOAYKT
ogepxanun y Burngaai 6inoi TBepaoi peyoBuHM (BU-
Xin=54%).

T. nn.=70°C.

Mpuknag ogepxanHs XL

4-(3-bpomMdeHokcK)OyTaHOBOI
anmeTtuneTunosun edip

1,3 r 4-(3-6pomdpeHokcn)byTaHoBOi KucroTu, 8
M pigKoro i306yTeHy M 2 kpanenb Cip4aHoi KUCnoTu
noMilwalTb Yy peakTop, CTiMKMA OO0 TUcKy. Peaktop
3aKpMBaloTb | NepPeMilLyroTb Npu KiIMHaTHIN Temnepa-
Typi npotarom 16 roguH. 3anuwiKoBuUi TUCK obepex-
HO BUWMYCKalTb i NMPOAYKT PO3YMHAIOTL B eTunaueTari
i po3unHi BikapboHaty HaTtpito. OpraHiyHy dasy npo-
MUBaIOTb BOAOHO, a MOTIM BUCYLUYIOTb | KOHLEHTPYIOTb
Nnpu 3HWKEHOMY TWUCKY 3 OTPUMAHHSAM OYiKyBaHOro
edbipy y Burnsai 6esbapsHoi pianHu (Buxin=94%).

'"H AMP (OMCO, 250 Mru) 8: 7.26-7.21 (m, 1H);
7.13-7.09 (m, 2H); 6.96-6.92 (m, 1H); 3.98 (t, 2H);
2.34 (t, 2H); 1.95-1.86 (m, 2H); 1.41 (s, 9H).

Mpuknag ogepxaHHa XLIV

4-[3-[(E)-2-(1,3-Ourigpo-1,3-aiokco-2H-i3oingon-
2-in)eTeHin]geHokcn]0yTaHoBOI KUCAOTU 1,1-
anmeTtuneTmnosun edip

Cymiw 342 wminirpam (1,98 w™monb) N-(2-
eTeHin)pTanimigy, 620 minirpam (1.98mmonb) edipy,
ogepxaHoro 3rigHo 3 lMpuknagom ogepxanHs XLIII,
13,3 minirpam (0,06 mmonb) auetaty nanagiio, 450
MK (2,5 mmonb) giisonponineTnnaminy i 53 mkn (0,22
MMOIb) TPU-TpeT-6yTundocdiHy y 8 mn aueToHiTpu-
Ny roTyloTb i HarpiBaloTb B MIKPOXBWIBOBIN neYi Npo-
Tarom 20 xBun npu 150°C. lMicns BigroHkn po3vnMHHK-
Ka cupui NPOAYKT ouMaTb XpomaTorpadieo Ha
cunikareni, BMKOPUCTOBYIOUM cymiL Tony-
on/etunaueTtart (95/5; 06/06) sik eneHT, 3 OTpUMaH-
HAM 568 minirpam ovikyBaHOI CMOMYKWU Y BUIMsA4i XKOB-
TOi TBepAoi pevoBuHu (Buxin=70%).

'H AMP (OMCO, 300 Mru) &: 7.96-7.87 (m, 4H);
7.47-7.06 (m, 5H); 6.85-6.82 (m, 1H); 4.02 (t, 2H);
2.38 (t, 2H); 1.98-1.92 (m, 2H); 1.42 (s, 9H).

Mpuknag oaepxaHHsa XLV

4-[3-[2-(1,3-Aurigpo-1,3-aiokco-2H-i3oiHaon-2-
in)eTun]deHokcn]dyTaHoBOT KWUCAOTH 1,1-
anmeTtuneTunosun edip

[oTytoTb po3ymH 565 Mminirpam (1,38 mmonb) cno-
nyku, ogepxaHoi 3rigHo 3 [lMpuknagom opep)KaHHs
XLIV, B 8 Mn TT'® i 2 mn eTaHony i gogatote 209 mini-
rpam 10% nanagito Ha Byrinni. Lo cymiw rigporeHi-

KMUCNOTU 1,1-
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3ytoTb npu 3500 hPa npu kiMHaTHin TemnepaTypi, a
noTiM INbTPYOTb | KOHUEHTPYIOTb NPU 3HWXKEHOMY
TUCKY 3 OTpPUMaHHAM 536 Mminirpam odikyBaHOI crnony-
Kn y Burnsgi OGexeBoi TBepaooi pevoBUHU  (BU-
Xin=94%).

'"H AMP (OMCO, 300 Mry) &: 7.87-7.80 (m, 4H);
7.17-7.11 (m, 1H); 6.74-6.71 (m, 3H); 3.92-3.76 (m,
4H); 2.88 (t, 2H); 2.30 (t, 2H); 1.91-1.82 (m, 2H); 1.39
(s, 9H).

Mpuknag ogepkaHHa XLVI

4-[3-[2-(AmiHO)eTun]deHoKkcn]6yTaHOBOT KUCINOTU
1,1-anmeTuneTunosun egip

[oTytoTb po3ymH 250 minirpam (0,63 mmonb) cno-
nyku, ogepxaHoi 3rigHo 3 [Mpuknagom opep)KaHHs
XLV, B 2,5 mn eTaHony i gogatotsb 230 minirpam (0,46
MMoOnb) rigpaty rigpasvHy. Lo cymiw HarpiBaioTb
npotarom 30 xBun npu TemnepaTypi rerMm po3vmH-
HUKa, a MoTiM INLTPYITL | KOHUEHTPYIOTL Nif TUC-
koM. Cupuii NpoayKT ouMwaoTb Xxpomartorpacdieto Ha
cunikareni, BWMKOPUCTOBYIOYM  CyMmilWl  AuXropMe-
TaH/meTaHon (95/5; 06/06), wo mictutb 1% amiaky, sk
€rioeHT, 3 OTPUMaHHaM 244 wminirpaMm odYikyBaHOI
crnonykun y Burnsai macna (Bmxin=67%).

'H AMP (OMCO, 300 Mru) &: 7.20-7.13 (m, 1H);
6.76-6.70 (m, 3H); 3.94 (t, 2H); 2.74 (m, 2H); 2.58 (t,
2H); 2.35 (t, 2H); 1.96-1.88 (m, 2H); 1.39 (s, 9H).

Mpuknag 121

4-[3-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpucpbTopmeTun)[1,1'-audpenin]-4-inJcynbdonin]-1H-
iHoon-2-injkap6oHin]jamiHoleTun]deHokcn]6yTaHoBOT
kucnotu 1,1-aumeTuneTnnosun edip

Cnigytoun metoauui, aHanoriynin Mpuknagy 98,
noyMHaruM 3i CMonyku, ogepXaHoi 3rigHo 3 MNpukna-
aom ofepxaHHa XLVI, odvikyBaHWA NpoaykT ogepxa-
nn y Bumsagi 6exeBoi TBepaoi peyoBuMHU  (BU-
xin=88%).

'"H AMP (OMCO, 300 Mru) &: 8.26 (t, 1H); 8.03-
7.72 (m, 8H); 7.49 (d, 1H); 7.30-7.00 (m, 4H); 6.78-
6.73 (m, 3H); 4.81 (dd, 1H); 3.94 (t, 2H); 3.42-3.30
(m, 2H); 3.06 (dd, 1H); 2.85 (dd, 1H); 2.71 (t, 2H);
2.35 (t, 2H); 1.93-1.88 (m, 2H); 1.37 (s, 9H).

Mpuknag 122

4-[3-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpudpTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
iHoon-2-injkap6oHin]jamiHoleTun]deHokcn]6yTaHoBOI
Kncnotu

Cnigytoun metoauui, aHanoriyHin Mpuknagy 25,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lNpukna-
AoM 121, odikyBaHUI MpOAYyKT odepxanu y BUrNSagi
6inoi TBepaoi pevoBuHM (BUXig=89%).

T. nn.=70°C.

Cnigytoun meToauui, anHanoriynin lMpuknagam
otpumanHa  XLII-XLVI,  noumHatoum 3 3-(3-
©6pomMdEeHOKCH)NPONaHOBOI KACMOTW, HABEAEHI HIDKYe
CMonyKkun ofepanu B NocniaoBHOCTI:

Mpuknag ogepxaHHa XLVII

3-(3-bpomdeHokeu)nponaHosoi  kucriotm  1,1-
anmMeTnneTnnosun edip

BesbapsHa pignHa (BMxin=98%).

'"H AMP (OMCO, 300 Mru) &: 7.24 (t, 1H); 7.14-
7.11 (m, 2H); 6.96-6.92 (m, 1H); 4.17 (t, 2H); 2.65 (t,
2H); 1.40 (s, 9H).

Mpuknag ogepxxaHHa XLVIII

3-[3-[(E)-2-(1,3-Aurigpo-1,3-giokco-2H-izoiHgon-
2-in)eTeHin]deHokcn]nponaHoBoi Kncnotum 1,1-
anmeTuneTunosun edip
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XKosTa TBepaa peyoBuHa (Buxin=21%).

'H AMP (OMCO, 300 Mru) &: 7.96-7.87 (m, 4H);
7.47-7.07 (m, 5H); 6.86-6.81 (m, 1H); 4.21 (t, 2H);
2.67 (t, 2H); 1.42 (s, 9H).

Mpuknag ogepxaHHs 1L
3-[3-[2-(1,3-Aurigpo-1,3-aiokco-2H-izoingon-2-
in)eTnn]deHokcm]nponaHoBoi KMCnoTun 1,1-

AVMeTUNeTNnoBmn edip

BesbapsHe macno (Buxig=98%).

'H AMP (OMCO, 250 Mru) &: 7.84-7.81 (m, 4H);
7.15 (t, 1H); 6.76-6.71 (m, 3H); 4.07 (t, 2H); 3.81 (t,
2H); 2.89 (t, 2H); 2.61 (t, 2H); 1.39 (s, 9H).

Mpuknag ogepxxaHHs L

3-[3-[2-(AmiHO)eTuN]deHOKCM]NPONaHoOBOI K1CMo-
™ 1,1-aumeTuneTnnosun edip

BesbapsHe macno (Buxig=91%).

'H AMP (OMCO, 300 Mru) &: 7.20-7.14 (m, 1H);
6.78-6.71 (m, 3H); 4.13 (t, 2H); 2.74 (m, 2H); 2.66-
2.56 (m, 4H); 1.39 (s, 9H).

Mpuknag 123

3-[3-[2-[[[(2S)-2,3-Ourigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-audenin]-4-inJcynbdonin]-1H-
iHoon-2-in]kap6oHin]amiHo]eTun]dpeHokcn]nponaHoBoT
Knucnotun 1,1-gumeTuneTmunosun eqip

Cnigytoun metoauui, aHanoriyHin Mpuknagy 98,
noYMHaruM 3i Cnonyku, ogepxkaHoi 3rigHo 3 lMNpukna-
OOM ofiepXaHHs L, odikyBaHWA NPOAYKT OTpUManu y
BurnsAai 6exxeBoi TBepAoi peyoBuHM (BUxia=81%).

'H AMP (OMCO, 300 Mru) &: 8.23 (t, 1H); 8.02-
7.72 (m, 8H); 7.48 (d, 1H); 7.30-7.11 (m, 3H); 7.02 (t,
1H); 6.77-6.74 (m, 3H); 4.80 (dd, 1H); 4.13 (t, 2H);
3.39-3.31 (m, 2H); 3.08 (dd, 1H); 2.85 (dd, 1H); 2.73-
2.62 (m, 4H); 1.39 (s, 9H).

Mpuknag 124

3-[3-[2-[[[(2S)-2,3-Auriapo-1-[[3'-
(TpndpTopmeTun)[1,1'-gudenin]-4-injcynbdonin]-1H-
iHoon-2-in]kap6oHin]amiHo]eTun]gpeHokcn]nponaHoBsa
KkucnoTa

Cnigytoun metoauui, aHanoridHii Mpuknagy 25,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
aom 123, ouvikyBaHUM NPOAYKT oAepxxanu y BUrnsgi
6inoi TBepaoi pevoBuHM (BUXia=45%).

T. nn.=78°C.

Mpuknag opepxaHHs LI

4-[4-[2-(AmiHO)eTun]eHoKcn]oyTaHOBOIT KUCIOTH
mMeTunosun edip (rigpoxnopwva)

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxaHHs XV, nounHatoum 3 meTunosoro edipy 4-[4-
(uiaHomeTun)dpeHokcn]byTaHOBOI  KMCMNOTKU, O4ikyBa-
HWIA NPOAYKT oTpumanu y Burnagi 6inoi TBepaoi pe-
YOBUHMU (BUXig=68%).

T. nn.=168-172°C.

Mpuknag 125

4-[4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpudpTopmeTun)[1,1'-audeninl-4-inJcynbgonin]-1H-
iHoon-2-inJkap6oHin]jamiHoleTun]deHokcn]6yTaHoBOI
KMCNOTW METUMNOBUI eqdip

Cnigytoun metoauui, aHanoriyHin Mpuknagy 98,
noyMHarum 3i Cnonyku, ogepxkaHoi 3rigHo 3 MNpukna-
AOM ofepxaHHA LI, odikyBaHuI NpoaykT oTpumanu y
BurnsAai 6inoi TBepaoi pevoBuHN (BMXia=98%).

'H AMP (OMCO, 250 Mru) &: 8.18 (t, 1H); 8.03-
7.72 (m, 8H); 7.49 (d, 1H); 7.26 (t, 1H); 7.13-7.01 (m,
4H); 6.80 (d, 2H); 4.80 (dd, 1H); 3.94 (t, 2H); 3.60 (s,
3H); 3.40-3.30 (m, 2H); 3.04 (dd, 1H); 2.85 (dd, 1H);
2.66 (t, 2H); 2.46 (t, 2H); 2.00-1.89 (m, 2H).
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Mpuknag 126

4-[4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpucpbTopmeTun)[1,1'-audpeninl-4-inJcynbgonin]-1H-
iHoon-2-injkap6oHin]jamiHoleTun]deHokcn]6yTaHOBOT
KMcnoTu

Cnigytoun metogmui, aHanoriyHin MNpuknagy 5,
noyMHaruM 3i CMonyku, ogepxaHoi 3rigHo 3 MNpukna-
aom 125, odikyBaHW MpoOyKT OoTpUManu y BUrNagi
6inoi TBepaoi pevoBuHM (BUXig=75%).

T. nn.=70°C.

Mpuknag ogepxxaHHsa LIl

3-[4-[2-(AmiHO)eTun]deHokcM]nponaHoBa  K1Co-
Ta (rigpoxnopua)

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pXaHHs XV, noYMHawyn 3 3-[4-
(uiaHomeTun)deHOKCU]NPONaHOBOI KUCMNOTKU, O4iKyBa-
HWIA MPOAYKT oTpumanu y Burnagi 6inoi TBepaoi pe-
YOBUWHM (BMXiA=23%).

T. nn.=216°C.

Mpuknag 127

3-[4-[2-[[[(2S)-2,3-Ourigpo-1-[[3'-
(TpupTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
iHgon-2-inJkap6oHin]jamiHoleTun]deHokcu]nponaHoBa
KucnoTa

[oTytoTb po3umH 115 minirpam (0,47 mmonb) cno-
NnyKW, ogepxaHoi 3rigHo 3 MNMpuknagom ogepxaHHs LI,
B 1,3 Mn BoAW i gogatoTb 777 MK TpueTunaminy i 4,7
MI aueToHiTpuny. HapewrTi, gogatote po3dunH 240,9
minirpam (0,51 mmone) xnopaHrigpuay, OTpMMaHoro
3rigHo 3 lMpuknagom ogepxaHHss XXXV, B 2 mn aue-
TOHITPMIY MpU KiMHAaTHIA TemnepaTypi npyu nepemi-
WwyBaHHi. PeakuinHy cymiw nepemiwyoTb NpoTAromM
30 xBuUI, a NOTIM KOHLEHTPYIOTb NPU 3HWKEHOMY TUC-
Ky. 3anuwok nicns BUMApOBYBaHHS PO3YMHSATL Y
3nerka nigkvicnsiodin Boai n etunauetati. OpraHiyHy
dasy BiLOKPEMMIOTb, NPOMMBAOTbL BOAOKD, @ MOTIM
BUCYLUYKOTb | KOHLEHTPYIOTb NPU 3HWKEHOMY TUCKY.
Cvipuii MpoayKT ouuLLaloTb XpoMmaTorpadieto Ha cuni-
Kareni, BUKOPUCTOBYO4M cymiL aunxnopme-
TaH/eTnnauetat (95/5; 06/06), wo mMictntb 1% ouTo-
BOI KUCIMOTU SIK €NOEHT 3 odepXXaHHsaM 144 minirpam
o4ikyBaHoi cronyku y Burnsaai 6inoi teepgoi peyvosu-
HY (BUXia=48%).

T. nn.=70°C.

Mpuknag opepxaHHs LIl

5-[3-(AmiHOMeTM)(hEeHOKCU]NEHTAHOBOI KMCMNOTK
mMeTunoBun edip (rigpoxnopwva)

Cnigytoun metoauui, aHanoriyHin Mpuknagy oae-
pxaHHs XV, nouynHatoum 3 meturnosoro edipy 5-(3-
LliaHOEHOKCM)NEHTAHOBOT KUCINOTK, OYiKyBaHUIM Npo-
OYKT oTpumanu y Burnsigi 6inoi TBepgoi peyvyoBuHM
(Buxin=94%).

T. nn.=94-98°C.

Mpuknag 128

5-[3-[[[[(2S)-2,3-Aurippo-1-[[3'-
(TpudpTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
ingon-2-
inJkap6oHin]amiHo]MeTun]deHOKCU]NEHTAHOBOI  KMC-
NOTN METUNOBUI edhip

Cnigytoun metoauui, aHanoriyHin Mpuknagy 98,
noyMHaKum 3i Cnonyku, ogepxaHoi 3rigHo 3 MNpukna-
Aom ogepxaHHs LI, odikyBaHU npoayKkT oTpumanu y
BurnsAai 6inoi TBepaoi pevoBuHN (BMXia=98%).

'H AMP (OMCO, 250 Mru) &: 8.74 (t, 1H); 8.03-
7.72 (m, 8H); 7.51 (d, 1H); 7.24-7.03 (m, 4H); 6.86-
6.80 (m, 3H); 4.92 (dd, 1H); 4.32 (d, 2H); 3.90 (t, 2H);
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3.56 (s, 3H); 3.18 (dd, 1H); 2.97 (dd, 1H); 2.36 (t, 2H);
1.73-1.63 (m, 4H).

Mpuknag 129

5-[3-[[[[(2S)-2,3-Aurinpo-1-[[3*-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynedoHinl-1H-
iHoon-2-
in]Jkap6oHin]amiHo]meTnn]deHoKCM]NeHTaHoBa K1cmno-
Ta

Cnigytoun Metoamui, aHanorivHiin MNpuknagy 5,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
aom 128, odikyBaHWi MpoayKT OTpUManu y BUrNSagi
6inoi TBepaoi pevoBuHY (BUXiA=75%).

T. nn.=70°C.

Mpuknag ogepxaHHs LIV

4-[4-(AmiHOMeTuN)dpeHOoKCn]OyTaHOBOI  KUCNOTK
mMeTunosun edip (rigpoxnopwva)

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxaHHa XV, nodnHairoum 3 meTunosoro edipy 4-(4-
LiaHOEeHOKCM)OYTaHOBOT KUCMOTK, OYiKyBaHMI Npo-
AYKT oTpumanu y Burnsgi 6inoi TBepaoi peyvoBuHU
(Buxin=63%).

T. nn.=218°C.

Mpuknag 130

4-[4-[[[[(2S)-2,3-Aurippo-1-[[3'-
(TpudpTopmeTun)[1,1'-gudeninl-4-inJcynbgonin]-1H-
iHgon-2-inJkap6oHin]amiHo]meTun]deHokcn]6yTaHoBOT
KMCROTW METUOBMI eqip

Cnigytoun metoamui, aHanoriynin Mpuknagy 127,
noyMHarum 3i Cnonyku, ogepxkaHoi 3rigHo 3 MNpukna-
AOM ofepxaHHsa LIV, odikyBaHui npogykT oTpumanu
y Burnagi 6inoi TBepgoi pevoBuHu (Buxin=98%).

T. nn.=50°C.

Mpuknag 131

4-[4-[[[[(2S)-2,3-Aurinpo-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynedoHinl-1H-
iHoon-2-inJkap6oHin]jamiHo]meTun]deHokcn]6yTaHoBOT
KMCNoTn

Cnigytoun metoguui, aHanoriyHin MNpuknagy 5,
NOYMHaKuM 3i CNONyKW, OAEepXKaHoi 3rigHo 3 lMpukna-
aom 130, ovikyBaHWI NpoOAyKT OTpPUManu y BUrnagi
6inoi TBepaoi pevoBuHY (BUXin=84%).

T. nn.=78-80°C.

Mpuknag ogepxxaHHsa LV

3-[3-(AmiHOMeTun)peHoKcH]nponaHoBa KucrnoTa

(rinpoxnopug)
Cnigytoun metoauui, aHanoriyHin Mpuknagy oae-
pXXaHHs XV, noyMHanym 3 3-(3-

LiiaHOEHOKCM)NPONaHOBOi  KACMOTW,  OMiKyBaHWUW
NpoayKT oTpumanu y Burnagi 6inoi TBepaoi pe4oBmHN
(Buxin=73%).

T.nn.=134-138°C.

Mpuknag 132

3-[3-[[[[(2S)-2,3-Awuriapo-1-[[3*-
(TpudbTopmeTun)[1,1'-audenin]-4-injcynsdoHin]-1H-
iHgon-2-
inJkap6oHin]amiHo]meTnn]deHokcM]NponaHoBa  KuC-
nota

Cnigytoun meToamui, aHanoriyHin Mpuknagy 127,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
OoM ofepxaHHA LV, ovikyBaHMI NpoayKT oTpumanu y
BurnsAai 6inoi TBepaoi pevoBuHN (BMXia=98%).

T. nn.=70°C.

Mpuknag ogepxxaHHa LVI

3-[4-(AmiHOMeTuI)beHoKeM]NponaHoBa  KucroTa
(rinpoxnopug)
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Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
PXKaHHSA XV, Mo4YmMHao4n 3 3-(4-
LliaHOhEHOKCM)NPONaHOBOi  KACMOTW,  OMiKyBaHUW
NpoayKT oTpumanu y Burnagi 6inoi TBepaoi pe4oBrHM
(Buxin=78%).

T. nn.=163-165°C.

Mpuknag 133

3-[4-[[[[(2S)-2,3-Awurinpo-1-[[3*-
(TpudpTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
ingon-2-
inJkap6oHin]amiHo]meTun]deHokculnponaHoBa  Kuc-
nora

Cnigytoun metoamui, aHanoriynin Mpuknaagy 127,
noyMHaruM 3i CMonyku, ogepxaHoi 3rigHo 3 [MNpukna-
OOM ofepxaHHsa LVI, odikyBaHWi npodykT oTpumanu
y Burnagi 6inoi Teepaoi peyoBuHmn (BUxin=76%).

T.nn.=72°C.

Mpuknag 134

4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpucbTopmeTun)[1,1'-audpeninl-4-injcynbdoHin]-1H-
iHgon-2-injJkap6oHin]jamiHoleTnn]6eH30MHOT KNUCNOoTH

Cnigytoun metoaumui, aHanorivnin Mpuknagy 127,
noyvHawun 3 4-(2-amiHoeTnn) ©GeH30MHOI KUCNoTH,
O4iKyBaHU NpoayKT odepxanu y Burnsgi 6inoi teep-
[oi peyoBuHU (BMXin=89%).

T. nn.=106°C.

Mpuknag ogepxxaHnua LVII

3-(4-UiaHoeHoken)-2,2-aumeTunnponaHoBoi
KMCNOTN MEeTUMOBUI edip

[oTytoTe cymiw 2,65 r (10,1 mmonb) TpudeHin-
docciHy n 20 mn Tonyony 1 gogarTb 2 mn (10,2
mmone) DIAD (giisonponinasogukapbokcunarty) go-
paotb npy 0°C. OpepxaHuidi po3dvH AodalTb A0
po3umHy 1 r (8,4 Mmonb) 4-rinpoKCUBEH30HITpUNY i
1,30Mn (10,2mMmo0nb) MeTun-2,2-aumMeTun-3-
rigpokcunponaHoaty B 10 mn tonyony npu 0°C. lNo-
TiM peakuinHy cymiw nepemiwytotb npy 30 xBun npu
80°C, a noTiM KOHLEHTPYIOTb MPU 3HUKEHOMY TUCKY.
Cvipuii MpoayKT oumnLLaloTb XpoMmaTorpadieto Ha curi-
Kareni, BUKOPUCTOBYIOYM TOMYyOrn SK €r0eHT, 3 oaep-
XKaHHAM OuiKyBaHOI cronyku y Burnagi 6es6apBHoro
macna (Buxig=89%).

'"H AMP (OMCO, 250 Mru) &: 7.75 (d, 2H); 7.10
(d, 2H); 4.08 (s, 2H); 3.61 (s, 3H); 1.24 (s, 6H).

Mpuknag ogepxaHus LVIII

3-[4-(AmiHOMeTun)beHoken]-2,2-
AVMETUNNPONaHoBOI KUCMOTN MeTunosui edip (ria-
poxnopwuza)

Cnigytoun metoauui, aHanoriyHin MNpuknagy oae-
pxxaHHa XV, nouynHarouu 3i Cnonyku, ogepxaHoi 3rig-
Ho 3 [Mpuknagom ogepxaHHsa LVII, odvikyBaHui npo-
OYKT oTpuManu y Burnsigi 6inoi TBepgoi peyvyoBuHM
(Buxin=96%).

T. nn.=140-145°C.

Mpuknag 135

3-[4-[[[[(2S)-2,3-Aurigpo-1-[[2*-
(TpudpTopmeTnn)[1,1'-audpeninl-4-inJcynbdonin]-1H-
iHgon-2-inJkap6oHin]amiHolmeTun]deHokcu]-2,2-
OUMETMANPONAHOBOI KNCAOTU MeTUNOBUA edip

Cnigytoun metoaumui, aHanorivyHin Mpuknagy 21,
noynHaroun 3 amiHy, ogepxaHoro 3rigHo 3 [lpukna-
aom ogepxaHHa LVIII, odikyBaHW npogykT oTpumManu
y Burnagi 6inoi TBepaoi pevosuHmn (Buxig=75%).

T. nn.=68-75°C.

Mpuknag 136
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3-[4-[[[[(2S)-2,3-Awurinpo-1-[[2*-
(TpudpbTopmeTun)[1,1'-gudenin]-4-injcynbdonin]-1H-
iHoon-2-inJkap6oHin]jamiHo]meTun]deHokeu]-2,2-
AVMeTUnnponaHoBa K1ucrnoTta

Cnigytoun metogumui, aHanoriyHin MNpuknagy 5,
noyunHaroun 3 edipy, ogepxaHoro 3rigHo 3 [pukna-
aomM 135, odikyBaHUW MpoOAyKT odepxanu y BUrMsAi
6inoi TBepaoi pevoBuHY (BUXiA=74%).

T. nn.=98-105°C.

Mpwuknag 137

3-[4-[[[[(2S)-2,3-Aurinpo-1-[[3'-
(TpncbTopmeTun)[1,1'-audenin]-4-injcynbdoHin]-1H-
ingon-2-inJkapboHin]jamiHo]meTun]deHokcu]-2,2-
AVMETUANPONaHOBO| KNCNOTN MeTUnoBui edip

Cnigytoun metogmui, aHanoriyHin MNpuknagy 4,
NoYnHaKyn 3 aMmiHy, OTpuMaHoro 3rigHo 3 Npuknagom
opepxaHHa LVIIl, odikyBaHM NpoaykT oaepxanu y
Burnsai 6esbapsHoro macna (Buxin=51%).

'"H AMP (OMCO, 300 Mru) &: 8.66 (t, 1H); 8.03-
7.70 (m, 8H); 7.50 (d, 1H); 7.24-7.12 (m, 4H); 7.03 (t,
1H); 6.86 (d, 2H); 4.88 (dd, 1H); 4.33-4.20 (m, 2H);
3.95 (s, 2H); 3.60 (s, 3H); 3.16 (dd, 1H); 2.94 (dd,
1H); 1.23 (s, 6H).

Mpuknag 138

3-[4-[[[[(2S)-2,3-Aurippo-1-[[3-
(TpudpTopmeTun)[1,1'-gudeninl-4-inJcynbdonin]-1H-
iHoon-2-in]kap6oHin]amiHo]meTun]deHokeu]-2,2-
AVMeTUnnponaHoBa K1croTta

Cnigytoun metogumui, aHanoriyHin MNpuknagy 5,
noyunHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
AomM 137, odikyBaHUI NpOAYKT ogepxanu y BUrNsgi
6inoi TBepaoi pevoBuHM (BUXig=88%).

T. nn.=95-105°C.

Mpuknag 139

2,3-Ourinpo-N-[[2-(MeTunamiHo)deHinlmeTun]-1-
[[3'-(TpndpTOopMeTUn)[1,1'-andeHin]-4-injcynescoHin]-
(2S)-1H-iHpon-2-kapbokcamig,

0,028 mn (0,19 mmonb) Tpuetunaminy i 0,018 mn
(0,19 mmonb) meTuncynedaTty A40AaTb A0 PO3YUHY
100 minirpam (0,18 Mmorb) cnonyku, ogepXaHoi 3rig-
Ho 3 lMpwuknagom 61, y 3 mn etunoBoro edipy. Lo
CyMill KUM'ATATb 3i 3BOPOTHUM XOIOAWMBHUKOM MpOo-
TArom 8 rogvH, a MoTiM KOHLEHTPYHTb NPU 3HMKEHO-
My TUCKy. Cupuin NpoayKT ounLaloTb XpomaTorpadi-
€0 3 obepHeHow aso Ha RP18-npuwenneHomy
cunikareni,  BUKOPUCTOBYHOYM  CyMill  aLETOHIT-
pun/sona (6/4; 06/06) sik entoeHT, 3 OTPUMaHHAM Oui-
KyBaHOro npoaykTy y Burnsai 6inoro nopowky (Bu-
xin=62%).

T.nn.=86°C.

Mpwuknag 140

2,3-Aurigpo-N-[[2-(ammeTunamiHo)dpeHinmeTnn]-
1-[[3'-(TpncbTopmeTun)[1,1'-andeHin]-4-
in]cynbdoHin]-(2S)-1H-iHgon-2-kapbokcamig

[oTytoTb posymH 100 minirpam (0,18 mmonb) cno-
nykn, opepxaHoi 3rigHo 3 lNpuknagom 61, y 2 mn
aueToHiTpuny n gopatote 0,07 mn (0,9 mmonb) 36%
BOZIHOTO PO34MHY cbopmansaerigy npu KiMHaTHIn Te-
Mnepartypi. PeakuinHy cymiw nepeMiyoTb NpoTarom
15 xBvN npu KiMHaTHIN Temnepatypi, a NoTiM goaa-
oTb 23 minirpama (0,36mmonb) uiaHoboprigpuay Ha-
Tpito. Cymill 3HOBY nepemillyoTe npotarom 15 xeun,
pogaotb 0,05 Mn OLTOBOI KMCNOTW, 1 NEpEMiLLyBaH-
HS MPOAOBXYKTb MPOTArOM 2 roAvH Mpwu KiMHaTHIN
Temnepatypi. MoTiM PO3YMHHUK BigraHATb NpU 3HU-
XKEHOMY TWCKY, | 3anuvLLIOK PO34YMHSIOTE B AUXIIOpMeE-
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TaHi. OpraHiyHy hady NnpoMMBalOTb HOPMarbHUM po-
34MHOM rigpoKkcuay HaTpito, a MoTiM BOOO, BUCYLLY-
I0Tb Hag CcynbdaToM MarHito i KOHUEHTPYITb npu
3HMKEHOMY TUCKY. CMpUIA NPOAYKT OYMLLaTh XpoMa-
Torpadieto Ha cwunikareni, BUMKOPWUCTOBYHOYM CyMilll
Tonyon/izonponaHon (95/5; 06/06) sk enweHT, 3
OTPMMaHHSAM O4iKyBaHOro NpoaykTy y Burnagi 6inoi
niHn (Buxig=95%).

T. nn.=66°C.

Mpuknag 141

3-[4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpucbTopmeTun)[1,1'-audpeninl-4-injcynbdoHin]-1H-
ingon-2-injkap6oHin]jamiHoletTun]deHin)nponaHosoi
kucnotv 1,1-gumeTuneTunosui edip

Cnigytoun metogmui, aHanoriyHin MNpuknagy 4,
noyvHawoum 3 TpeT-OytunoBoro  edipy  4-(2-
amiHoeTuN)6eH30MMPONaHoBOi  KUCINOTKU, OYiKyBaHWUN
NPOAYKT ofepXanu y Burnagi amopdgHoi TBepaoi pe-
YOBUWHM (BMXiA=89%).

'"H AMP (OMCO, 250 Mru) &: 8.21 (t, 1H); 8.03-
7.72 (m, 8H); 7.49 (d, 1H); 7.30-7.03 (m, 7H); 4.81
(dd, 1H); 3.39-3.31 (m, 2H); 3.21 (dd, 1H); 2.88-2.66
(m, 5H); 2.50 (t, 2H); 1.35 (s, 9H).

Mpuknag 142

3-[4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpudpTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
iHoon-2-inJkap6oHin]amiHo]leTun]deHin]nponaHosa
KucnoTa

Cnigytoun metoauui, aHanoriynin Mpuknagy 25,
nouynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 141, ovikyBaHWN NPOAYKT OTpPUManu y BUrnagi
6exeBoi TBepAoi peyoBnHU (BNXia=94%).

T. nn.=86°C.

Mpuknag ogepkaHHa LIX

4-[(2-AmiHoeTun)Tio]-3-XNOpOEH30MoLTOBOT  KUC-
notu metunosun edip (TpudTopaverar)

[oTyloTb po3umH 957 minirpam (2,76 MMonb) me-
TWUMOBOro edipy 3-xnop-4-[[2-[[(1,1-
ONMETUNETOK-
cn)kapboHin]amiHoleTnn]Tio]6eH30M0LTOBOI  KUCOTH
B 7 Mn TpMdTOPOLTOBOI KMCNOTU. PeakuinHy cymill
nepeMiwyoTbe NpotaroM 16 rogvH Npu KiMHaTHIN Te-
MnepaTtypi, a NoTiM KOHLUEHTPYIOTb MPU 3HUKEHOMY
TUCKY 3 OAepXKaHHAM O4iKyBaHOI CMOMyku Yy BUrNSAAi
6exeBoro macna (Buxin=98%).

H amP (OMCO, 250 Mru) &: 7.91 (wmpokui s,
3H); 7.44 (dd, 1H); 7.41 (s, 1H); 7.28 (dd, 1H); 3.71
(s, 2H); 3.62 (s, 3H); 3.22 (t, 2H); 3.04 (m, 2H).

Mpuknag 143

3-Xnop-4-[[2-[[[(2S)-2,3-purigpo-1-[[2'-
(TpudpTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
iHoon-2-inJkap6oHin]amiHo]eTun]tio]6eH3onouToBOI
KMUCROTU METUNOoBUI eqip

Cnigytoun metoauui, aHanoriyHin Mpuknagy 21,
NoYnHaKuM 3 aMiHy, oTpumMaHoro 3rigHo 3 Npuknagom
opepxaHHa LIX, odikyBaHuW npoaykT ogepxanu y
Burnsai macna (Buxin=88%).

'"H AMP (OMCO, 250 Mru) &: 8.51 (t, 1H); 7.83-
7.60 (m, 5H); 7.51-7.04 (m, 10H); 4.82 (dd, 1H); 3.68
(s, 2H); 3.61 (s, 3H); 3.41-2.99 (m, 6H).

Mpuknag 144

3-Xnop-4-[[2-[[[(2S)-2,3-aurigpo-1-[[2'-
(TpudpTopmeTun)[1,1'-audpeninl-4-inJcynbgonin]-1H-
iHgon-2-inJkap6oHin]jamiHoleTun]tio]6eH3onouToBa
KucnoTa
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Cnigytoun metogmui, aHanoriyHin MNpuknagy 5,
noynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
Aom 143, odikyBaHUM NPOAYKT oAepxanu y BUrnsAgi
6inoi TBepAoi peyoBuHM (BMXiA=66%).

T. nn.=86°C.

Mpuknag 145

3-Xnop-4-[[2-[[[(2S)-2,3-gurigpo-1-[[3'-
(TpudpTopmeTun)[1,1'-gudenin]-4-inJcynbgonin]-1H-
iHoon-2-inJkap6oHin]amiHo]eTun]tio]6eH3onouToBol
KMCNOTW METUOBMI eqip

Cnigytoun metogumui, aHanoriyHin MNpuknagy 4,
noYMHayy 3 amiHy, oTpMMaHoro 3rigHo 3 Mpuknagom
ogepxaHHsa LIX, odvikyBaHuWA npogykT ogepxanu y
BurmsAai macna (Buxig=88%).

'H AMP (OMCO, 300 Mru): & = 8.51 (t, 1H); 8.03-
7.72 (m, 8H); 7.53-7.47 (m, 2H); 7.39 (d, 1H); 7.25-
7.03 (m, 3H); 6.90 (td, 1H); 4.83 (dd, 1H); 3.66 (s,
2H); 3.61 (s, 3H); 3.42-2.95 (m, 6H).

Mpuknag 146

3-Xnop-4-[[2-[[[(2S)-2,3-aurigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-audenin]-4-inJcynbdonin]-1H-
ingon-2-inJkapboHinjamiHo]leTun]rtio]6eH3onouTosa
Kucnorta

Cnigytoun metogmui, aHanoriyHin MNpuknagy 5,
noyunHaroum 3 edipy, ogepxxaHoro 3rigHo 3 [Npukna-
aom 145, ovikyBaHUM NPOAYKT oAepxanu y BUrnsagi
6inoi TBepaoi pevoBuHM (BUXig=83%).

T. nn.=70°C.

Mpuknag ogepxaHHsa LX
2-(2-AmiHoeToKCcK)6EeH30MHOT
MeTUNeTUnoBMN eqip (rigpoxnopua)

Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
pxaHHs XLII, noymHatoum 3 isonponinosoro edipy 2-
rinpoKCUBEH30MHOI  KMCMOTKU, O4iKyBaHUA  MPOAYKT
oTpumanu y BUrNA4i aMOpgHOI TBEPAOi PeyOBUHU
(Buxin=37%).

H ampP (OMCO, 300 Mru) &: 8.20 (wmpokun s,
3H); 7.67 (dd, 1H); 7.55 (td, 1H); 7.20 (dd, 1H); 7.07
(td, 1H); 5.11 (hep, 1H); 4.27 (t, 2H); 3.19 (t, 2H); 1.30
(d, 6H).

Mpuknag 147

2-[2-[[[(2S)-23-AOurigpo-1-[[3'-
(TpndpTopmeTun)[1,1'-gudenin]-4-injcynbdonin]-1H-
iHoon-2-in]kap6oHin]amiHo]eTOKCM]OeH30MHOT KMCNOTH
1-meTuneTunosun egip

Cnigytoun metogumui, aHanoriyHin MNpuknagy 4,
noynHaroun 3i Cnonyku, oaepxxaHoi 3rigHo 3 lMpukna-
AOM ofepxaHHs LX, odikyBaHui NpoaykT oTpumanu y
BurnsAai 6inoi TBepaoi pevoBuHN (BMXia=73%).

'"H AMP (OMCO, 250 Mru) &: 8.31 (t, 1H); 8.03-
7.78 (m, 8H); 7.60 (dd, 1H); 7.52-7.46 (m, 2H); 7.13
(t, 1H); 7.12-6.99 (m, 4H); 5.11 (hep, 1H); 4.86 (dd,
1H); 4.09 (t, 2H); 3.53 (m, 2H); 3.20-2.92 (m, 2H);
1.29 (d, 6H).

Mpuknag 148

2-[2-[[[(2S)-2,3-Ourigpo-1-[[3'-
(TpndbTopmeTun)[1,1'-audeninl-4-injcynsdonin]-1H-
ingon-2-inJkap6oHin]jamiHoleTokcn]6eH301MHOI KUCnoTH

Cnigytoun metoguui, aHanoriynin MNpuknagy 5,
NOYMHAKuM 3i CNONyKW, OAepXKaHoi 3rigHo 3 Mpukna-
aom 147, ovikyBaHWIA MPOOYKT OTpMManu y BUrNSgi
6inoi TBepgoi pevoBuHM (BUxig=11%).

T.nn.=70°C.

Mpuknag 149

KMCnoTun 1-
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N-[[4-[(QimeTnnamiHo)kap6oHin]deHin]meTnn]-
2,3-purigpo-1-[[2'-(TpudpTopmeTun)[1,1'-andeHin]-4-
in]JcynbdoHin]-(2S)-1H-iHoon-2-kapbokcamig

Cnigytoun metoauui, aHanoriyHin Mpuknagy 21,
noynHarun 3 4-(amiHomeTun)-N,N-
anvetnnbeH3onkapbokcamigy, OuiKyBaHUA NPOAYKT
ogepxanu y Burngaai 6inoi TBepaoi peyoBuHM (BU-
xin=80%).

T. nn.=105-106°C.

Mpuknag 150

N-[[4-[(QimeTunamiHo)meTun]deHin]meTtnn]-2,3-
avrigpo-1-[[2'-(TpudTopmeTun)[1,1'-andenin]-4-
inJcynboHin]-(2S)-1H-ingon-2-kapbokcamig,

Cnigytoun metoauui, aHanoriynin Mpuknagy 21,
MoYMHa4n 3 M, IY-anmeTnn-1,4-
OeH3onaumeTaHamiHy, OYiKyBaHWIA MPOAYKT odepxa-
nv y Burnsaai 6inoi TBepaoi pedoBuHu (BMxin=32%).

T. nn.=53°C.

Mpuknag 151

N-[[4-[(QimeTunamiHo)meTun]deHin]meTtnn]-2,3-
avrigpo-1-[[3'-(TpudTopmetun)[1,1'-andenin]-4-
in]cynbgoHin]-(2S)-1H-ingon-2-kapbokcamig

Cnigytoun metogmui, aHanoriyHin MNpuknagy 4,
MoYMHa4m 3 N,N-anmeTtunn-1,4-
OeH3ongumeTaHamiHy, OYiKyBaHWI MPOAYKT ofdepxa-
nu y Burnsai 6inoi Teepaoi pevdoBuHK (BMXia=25%).

T. nn.=70°C.

Mpuknag ogepxaHHs LXI

4-(2-AMiHOETOKCM)-3-X1OpOEeH30oLTOBOI  KUCIO-
T MeTunosun ecdip (TpudTopauertar)

Cnigytoun metoauui, aHanoriyHin MNpuknagy oae-
pxaHHa XLII, noynHatoum 3 meTtunosoro edipy 3-
XNOp-4-TifpoKCMBEH30MOLTOBOI KUCINOTKU, OYiKyBaHWM
NPOAYKT OTpUManu y BUrnagi amopdHoi TBepaoi pe-
YoBWHU (BUXiA=88%).

H amP (OMCO, 300 Mru) &: 7.99 (wwnpokun s,
3H); 7.37 (d, 1H); 7.23-7.13 (m, 2H); 4.23 (t, 2H); 3.66
(s, 2H); 3.61 (s, 3H); 3.25 (m, 2H).

Mpuknag 152

3-Xnop-4-[2-[[[(2S)-2,3-gurigpo-1-[[3'-
(TpudpTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
iHoon-2-inJkap6oHin]amiHo]eTokcn]6eH30noUTOBOT
KMUCROTU METUNOBUI eqip

Cnigytoun metogumui, aHanoriyHin MNpuknagy 4,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
AOM ofepxaHHsa LXI, odikyBaHuiA npoaykT oTpumanu
y BUrMsAai cnabokpuctanivyHoi TBepAoi pevoBuHN (BK-
xin=49%).

'"H AMP (OMCO, 250 Mru) &: 8.36 (t, 1H); 8.03-
7.72 (m, 8H); 7.49 (d, 1H); 7.34 (s, 1H); 7.15-7.02 (m,
5H); 4.89 (dd, 1H); 4.12 (m, 2H); 3.63-3.44 (m, 7H);
3.20-2.92 (m, 2H).

Mpuknag 153

3-Xnop-4-[2-[[[(2S)-2,3-aurigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynedoHinl-1H-
iHgon-2-inJkap6oHin]jamiHoleTokcm]6eH3onouToBa
Kucnorta

Cnigytoun metogmui, aHanoriynin Mpuknagy 5,
noyMHaruM 3i CMonyku, ogepXaHoi 3rigHo 3 [MNpukna-
AoMm 152, odikyBaHUM NPOAYKT oAdepxanu y Burnagi
6inoi TBepaoi pevoBuHM (BUXin=80%).

T. nn.=96°C.

Mpuknag 154

2,3-Aurigpo-N-[2-(2-nipuanHinokcn)etun]-1-[[3'-
(TpnpTopmeTun)[1,1'-audpeHinl-4-injcynbdoHin]-(2S)-
1H-iHgon-2-kapbokcamig
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Cnigytoun metogmui, aHanoriyHin MNpuknagy 4,
noyvHaroum 3 2-(2-aMiHOETOKCK) MipUANHY Tigpoxro-
puay, ovikyBaHWIA MPOAYKT ogepxanu y Burnsagi 6inoi
niHn (Buxin=84%).

T. nn.=85°C.

Mpuknag 155

2,3-Awurigpo-N-[(3-HiTpodeHin)meTun]-1-[[3'-
(TpudpTopmeTun)[1,1'-gudeninl-4-inJcynbdoHin]-(2S)-
1H-iHaon-2-kapbokcamig

Cnigytoun metogumui, aHanoriyHin lMNpuknagy 4,
noyvHawun 3 3-HiTpoGEeH30MN-MeTaHaMiHy FigpoxIo-
puay, ovikyBaHWI NPOAYKT ofepxanu y Burnagi 6inoi
niHn (Buxig=97%).

'"H AMP (OMCO, 250 Mru) &: 8.97 (t, 1H); 8.17-
7.72 (m, 11H); 7.64 (t, 1H); 7.53 (d, 1H); 7.26 (t, 1H);
7.14 (d, 1H); 7.04 (td, 1H); 4.91 (dd, 1H); 4.48 (d, 2H);
3.20 (dd, 1H); 2.96 (dd, 1H).

Mpuknag 156
N-[(3-AmiHodeHin)meTnn]-2,3-gurigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-audeninl-4-inJcynbdoHin]-(2S)-

1H-iHaon-2-kapbokcamig

Cnigytoun metoauui, aHanoriyHin Mpuknagy 61,
noYMHarum 3i Cnonyku, ogepxkaHoi 3rigHo 3 MNpukna-
AomM 155, ovikyBaHuIn NpoayKkT OTpUManu y BUrnagi
6inoi niHn (B1xing=96%).

T.nn.=82°C.

Mpuknag 157

2,3-Ourinpo-N-[(4-HiTpodeHin)meTun]-1-[[3'-
(TpudbTopmeTun)[1,1'-audeninl-4-inJcynbdoHin]-(2S)-
1H-iHpon-2-kap6okcamig

Cnigytoun metoguui, aHanoriyHin MNpuknagy 4,
noYnHaun 3 4-HiTpobeH3oNMeTaHamiHy rigpoxmnopu-
Ay, OYiKyBaHW MPOAYKT odepxanu y Burnagi 6inoi
niHn (Buxig=79%).

'H AMP (OMCO, 250 Mru) &: 8.96 (t, 1H); 8.19
(dd, 2H); 8.02-7.70 (m, 8H); 7.57-7.51 (m, 3H); 7.26-
7.14 (m, 2H); 7.04 (td, 1H); 4.91 (dd, 1H); 4.55-4.40
(m, 2H); 3.21 (dd, 1H); 2.99 (dd, 1H).

Mpuknag 158
N-[(4-AmiHodbeHin)meTnn]-2,3-gurigpo-1-[[3'-
(TpnbTopmeTun)[1,1'-audpeninl-4-injcynbdoHin]-(2S)-

1H-iHgon-2-kapbokcamig

Cnigytoun meToauui, aHanoriyhin Mpuknagy 61,
noynHaroun 3i CNonyku, oaepxaHoi 3rigHo 3 lMpukna-
aom 157, odikyBaHUIM NPOAYKT oAepxanu y BUrnsAgi
6inoi niHm (BMxig=98%).

T. nn.=84°C.

Mpuknag opepxanHs LXII

2,3-Avrigpo-1-[(4'-cbTop[1,1'-andeHin]-4-
in)cynbdoHin]-(2S)-1H-iHgon-2-kapOoHOBOI  KUCIOTH
MeTunosun edip

loTytoTb cymiw 0,545 r (2,55 mmonb) rigpoxno-
puay metunosoro edipy 2,3-gurigpo-(2S)-1H-ingon-
2-kapboHoBoi kucnoth i 10 MmN aueToHiTpuny i goga-
totb 0,9 r (3,32 mmonb) 4'-dpTop[1,1'-andeHin]-4-
cynbdoHinxnopugy i 0,62 mn N-metunmopdoniy.
PeakuiiHy cymiw nepemiwytoTb npoTtarom 16 roguH
npy KiMHaTHIA TemnepaTtypi, a NoTiM KOHLEHTPYIOTb
Npun 3HWKEHOMY TUCKY. 3anuLok po3unHany B 100 mn
eTunaueTtaTy i npomusatoTb Tpudi B 75 mn Bogu. Op-
raHiyHy dasy BUCYLLYIOTb Haf CynbdaTtoM MarHito, a
NoTiM KOHLEHTPYIOTb NPU 3HWKEHOMY TUcKy. Cupui
NpoAYKT ouuLLaloTb Xpomartorpadieto Ha cunikareni,
BUKOPWUCTOBYIOUM CyMmill Tonyon/eTunauetaT (98/2;
06/06) sk entoeHT, 3 ogepxaHHaM 0,83 r ouikyBaHOi
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crnonykn y Burnagi 6inoi TBepaooi peyoBUHU (BU-
Xin=79%).

'H AMP (OMCO, 300 Mru) &: 7.93-7.74 (m, 6H);
7.42 (d, 1H); 7.34-7.14 (m, 4H); 7.01 (t, 1H); 5.10 (dd,
1H); 3.73 (s, 3H); 3.38 (dd, 1H); 3.09 (dd, 1H).

Mpuknag opepxanns LXII

2,3-Aurigpo-1-[(4'-cdTop[1,1'-andenin]-4-
in)cynbdoHin]-(2S)-1H-iHgon-2-kapboHoBa kncnota

Cnigytoun metoamui, aHanorivHin MNpuknagy 5,
noYMHaloum 3i CNonyku, ogepaHoi 3rigHo 3 Npukna-
aom ogepxaHHs LXII, ovikyBaHWA NpoaykT oTpumanu
y Burnagi 6inoi tsepaoi pevosuHmn (Buxin=98%).

T. nn.=145-150°C.

Mpuknag 159

2,3-Ourigpo-N-(cdeHin  meTtun)-1-[(4'-¢pTop[1,1'-
andeHin]-4-in)cynbgoHin]-(2S)-1H-iHgon-2-
kapbokcamig

Po3unH 50 wminirpam (0,126 Mmonb) KucnoTw,
ogepaHoi 3rigHo 3 MNpuknagom ogepxanHs LXII, B 3
MI guxnopmeTtaHy, 3miwyoTb 3 140 minirpam DCC-
LienneHoi cMomnu (akTMBOBaHOI nepes MPOMUBKOK
amxnopmeTtaHoMm) i gopatTts 5 wminirpam (0,036
mmone) HOAT i 18 minirpam (0,17 mmonb) 6eHauna-
MiHy. PeakuiliHy CyMmill nepemillyioTb Npyu KiMHaTHIN
Temneparypi npotsarom 16 roguH. JogaoTe npubnus-
Ho 50 minirpam cmonu IR 120, i cymiw 3HoBY nepemi-
WyoTb NpoTaroM 3 roguH. oTim cMonu BiadinbTpo-
BYIOTb, i (PiNbTpaT KOHUEHTPYIOTb MpU 3HWXKEHOMY
TUCKY 3 OfepXXaHHAM O4iKyBaHOI CMOMyKW Yy BUrNAAi
6inoi TBepaoi pevoBuHY (BUXiA=85%).

T. nn.=65°C.

Mpuknag 160

N-[2-(4-XnopdeHin)etnn]-2,3-auvrigpo-1-[(4'-
dTop[1,1'-andeHin]-4-in)cynbdoHin]-(2S)-1H-ingon-
2-kapbokcamig

Cnigytoun metoamui, aHanoriynin Mpuknagy 159,
nouynHaroun 3 2-(4-xnopdeHin) etaHamiHy, OuikyBa-
HWA NPOAYKT oAdepxanu y Burnsai 6inoi Teepaoi pe-
YoBUHM (BNXiA=91%).

T. nn.=126°C.

Mpuknag 161

4-[2-[[[(2S)-1-[(4'-PTOP[1,1'-ANdEHIN]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcn]6eH30MHOT KUCHOTU MEeTK-
noswun ecip

Cnigytoun metoamui, aHanorivnin Mpuknaagy 159,
noyvHawum 3 mMeTunoBsoro edipy 4-(2-amiHoeTokcn)
©EH30MHOT KNCMOTH, OYiKyBaHMI NPOOYKT OAepxanu y
BurnsAai 6inoi TBepaoi pevoBuHN (BMXia=94%).

T.nn.=70-72°C.

Mpuknag 162

4-[2-[[[(2S)-1-[(4'-PTOP[1,1'-ANdDEHIN]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHaon-2-
in]kap6oHin]amiHo]eTokcK]6eH30MHOT KUCIOoTK

Cnigytoun metogmui, aHanoriyHin MNpuknagy 5,
nouynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
AoMm 161, odikyBaHUI MpOAYKT odepxanu y BUrNsSAi
6inoi TBepaoi pevoBuHM (BUXig=94%).

T.nn.=108°C.

Mpuknag 162a

4-[2-[[[(2S)-1-[(4'-PTOP[1,1'-ANdDEHIN]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHaon-2-
inJkap6oHin]amiHo]leTokcn]6eH30MHOI KMCNOTU HaTpie-
Ba Cinb
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Cinb opepxanu wnaxom niodinisauii po3yunHy,
OlEPXKAHOrO LUMNSXOM 3MilllyBaHHS KMCIOTU 3 EKBIiMO-
NSAPHOIO KiNbKICTIO rigpoKcMay HaTpito y BOAI.

T. nn.=214-224°C.

Mpuknag 163

2,3-Awurigpo-N-(2-okco-2-deHinetnn)-1-[(4'-
dTop[1,1'-andeHin]-4-in])cynedoHin]-(2S)-1H-iHgon-
2-kapbokcamig

Cnigytoun meToamui, aHanoriyHin Mpuknagy 159,
noynHaKun 3 2-okco-2-peHinetaHamiHy, ouikyBaHW
NPOAYKT odepxanu y BUIMsAi XOBTOI TBEPAOI peyo-
BUHW (BUXiA=51%).

T. nn.=80-82°C.

Mpuknag 164

2,3-Ourigpo-N-(2,2-gudpeHinetun)-1-[(4'-
dTop[1,1'-andeHin]-4-in)cynbdoHin]-(2S)-1H-iHgon-
2-kapbokcamig

Cnigytoun metoamui, aHanoriynin Mpuknagy 159,
noynHaroun 3 2,2-audeHinetaHamiHy, O9ikyBaHUN
NpoayKT ogepxanu y Burnsagi 6inoi Tsepaoi pe4oBmHN
(Bnxin=86%).

T. nn.=80-82°C.

Mpuknag 165

1-[(4'-PTOP[1,1'-ANdeHIn]-4-in)cynbdoHin]-2,3-
avrigpo-N-[(1S,2R)-2-deHinumknonponin]-(2S)-1H-
iHoon-2-kapbokcamig

Cnigytoun metoamui, aHanoriynin Mpuknagy 159,
noynHaroum 3 (1S,2R)-2-dpbeninuuknonponinaminy,
OYiKyBaHUW NpPOJYKT ofepxanu y BUrMaAi KOBTOI
TBEpAOi pevyoBuHY (BUXia=75%).

T. nn.=80°C.

Mpuknag 166

4-[2-[[[(2S)-1-[(4'-PTOP[1,1'-ANdEHIN]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHaon-2-
in]kap6oHin]amiHo]leTokcn]6eH3onouToBa KMCnoTa

[oTytoTb po3unH 100 minirpam (0,252 MMonb) Ku-
cnoTtu, ogepxaHoi 3rigHo 3 lMpuknagom ogepkaHHA
LXI, y 2 mn guxnopmeTany i gogatotb 40,5 mkn Tio-
Hinxnopuay n 77 mkn TpuetunamiHy npu 0°C. Lo
cyMmill nepemiwytoTb npotarom 15 xsun npm 0°C, a
NOTIM KOHLEHTPYIOTb NPU 3HWKEHOMY TUCKY. IMoTiM o
ofepXaHoro B pesynbTaTi XnopaHrigpugy noaawTb
cycneHsito 54 minirpam 4-(2-amiHoeTokcn) 6eH3onou-
TOBOI KUCMOTU B 2 M AMXMOpPMETaHy i 77 MKn Tpue-
TMnamiHy. PeakuiiHy cymill nepemilyoTb Npu KimHa-
THIN TemnepaTtypi npoTarom 3 TroauH, a noTiM
posbaensTe 10 Mn guxnopMmeTaHy W NpOMUBaKOTb
Bogot. OpraHiyHy ¢hasy BUCYLIYIOTE Haf CyrbdaTtom
MarHilo i KOHLEHTPYIOTb MpW 3HWKEHOMY TUCKy. Cu-
puin NPOOYKT OYULLADTb XpoMaTorpadieto Ha cunika-
reni, BUKOPUCTOBYHOUM CyMilll AUXMOPMeTaH/MeTaHon
(95/5; 06/06) sk entoeHT, 3 oaepXaHHsaM 29 minirpam
O4iKyBaHOI CMOMyKu y BUIMsAAi XXOBTOI TBEPAOI peyo-
BUHM (BUXig=20%).

T. nn.=81°C.

Mpuvknag 167

B-[[[(2S)-1-[(4'-PTOP[1,1'-ONdEHIN]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]-(BS)-6eH3onbyTaHoBOT
1,1-gumeTuneTunoBun egip

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxaHHs |, nodymHatoun 3 TpeT-6yTrnoBsoro edipy (BS)-
B-amiHOGeH30nN6yTaHOBOI KMCMOTKU, O4iKyBaHUA Npo-
OYKT odepxanu y Burnagi 6exxesoi TBepaoi pevoBuHU
(Buxin=62%).

T. nn.=67-73°C.

KNcnotu
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Mpuknag 168

B-[[[(2S)-1-[(4'-PTOP[1,1'-ONdEHIN]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]-(BS)-6eH3on0yTaHoBa kucnoTta

Cnigytoun metogumui, aHanoriyHin MNpuknagy 25,
nouynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
AoM 167, odikyBaHUIW NpoOAyKT odepxanu y BUrNsAi
6inoi TBepaoi pevoBuHY (BUXia=44%).

T. nn.=87-90°C.

Mpuknag 169

4-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpudTopmeTnn)[1,1'-
andpeHin]-4-injcynedonin]-1H-iHgon-2-
inJkap6oHin]amiHo]MeTun]6eH30MoLTOBOI
HaTpieBa Cinb

[oTytoTb po3dmH 540 minirpam (0,91 mmonb) Kuc-
notu, ogepxaHoi 3rigHo 3 MNpuknagom 85,y 5 mn TP
i gopatote 0,905 mn 1 H. po3uMHY rigpokcuay HaTpito
npn 0°C. PeakuiiHy cyMmiw nepemillyloTb NpOTArom
1,5 roguH npu 0°C, a noTiM KOHUEHTPYIOTb NPU 3HU-
KEHOMY TUCKYy [0 3anuukoBoro o6'emy npubnusHo
1,5 Mn. 3anuwok po3unHSATbL Yy BOAi Npu KiMHATHINA
Temnepartypi, U Uel po34MH QiNbTpyOTb, a NOTIM
niodinisyloTb 3 OTPUMAHHAM OYiKyBaHOI coni y Bu-
rnsai 6inoro NOpoLUKy.

T. nn.=138-140°C.

Mpuknag ogepxaHHs LXIV

4-MeTokcu-2,3-aurigpo-1H-iHgon-2-kapboHoBoi
KUCROT MeTuUnoBumn eqoip

119 wminirpam (4,90 MMOrnb) MarHieBOi CTPYXKM
pofalTb 0o posdmHy 500 minirpam (2,44 mmonb) 4-
MeTokcu-1H-ingon-2-kapboHoBoi kucnotn B 10 mn
meTaHony. Lo cymiw nepemiwyoTs npoTtarom 3 ro-
AviH B 6aHi npu 10°C, a noTim npoTArom 1 rognHu npu
KiMHaTHin Temnepatypi. JogaTe 20 MN CONSHOI Ku-
cnotu npu 0°C, i cymil nepemillyoTe NPOTAromM of-
Hiel rognHu. lMoTim gopatoTe 3 H. pO34MH amiaky Ao
pH 10, i cymiw ekcTparytoTb Tpuyi 50 mn eTunaueta-
Ty. OpraHiyHi ¢asn BUCYLLYIOTb Haa CynbdaTtomM mar-
Hilo, PINbTPYIOTb | KOHUEHTPYIOTb MpU 3HWKEHOMY
TUCKy. 3anuoKk nicrns BMNApOBYBAHHSA OYMLLAIOTH
XpomaTtorpadieto Ha KOMOHLi cunikarento, BUKOpUC-
TOBYHOUM CyMill auxnopmeTtaH/etunauetat (98/5,
notim 95/5; 06/00) sk entoeHT, 3 OTPUMAHHAM OMiKY-
BaHOro NpoAyKTy y BUMMSAAI KOPUYHEBOro macna npwu
Buxopni 64%.

'"H AMP (OMCO, 250 Mru) &: 6.91 (t, 1H); 6.24-
6.20 (m, 2H); 5.97 (d, 1H); 4.41-4.34 (m; 1H); 3.71 (s,
3H); 3.65 (s, 3H); 3.17 (dd, 1H); 2.97 (dd, 1H).

Mpuknag ogepxaHHa LXV

1-[(4-Moadenin)cynbdoHin]-4-meTokemn-2,3-
aurigpo-1H-ingon-2-kapboHOBOi KACNOTM METUIOBUI
eqgip

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxxaHHA X|, noynHaun 3 edipy, OTpMMaHoro 3rigHo 3
Mpuknagom ofepKaHHSA LXIV, i 4-
noabeHsoncynb@OoHINXnopuay, OdikyBaHy Crnonyky
ogepxanu y Burnaai 6inoi TBepAoi peyoBMHU MNpu
Buxopni 87%.

'H AMP (OMCO, 300 Mru) &: 7.95 (d, 2H); 7.59
(d, 2H); 7.20 (t, 1H); 6.97 (d, 1H); 6.68 (d, 1H); 5.07
(dd, 1H); 3.73 (s, 3H); 3.71 (s, 3H); 3.24 (dd, 1H);
2.93 (dd, 1H).

Mpuknag ogepkaHHa LXVI

4-MeToken-2,3-aurigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynedoHinl-1H-
iHOoN-2-kapboHOBOT KUCNOTW METUINOBUIA edhip

KNCNnoTn
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Cnigytoun metogumui, aHanoriyHin MNpuknagy 2,
noynHaroun 3 edipy, oTpumaHoro 3rigHo 3 [lpukna-
Aom odepxaHHs LXV, odikyBaHy Cnonyky ogepxanu y
Burnagi 6inoro nopoLwuky npu Buxogi 73%.

'H AMP (OMCO, 300 Mry) 8: 8.04-8.02 (m, 2H);
7.95 (s; 4H); 7.81-7.69 (m, 2H); 7.21 (t, 1H); 7.05 (d,
1H); 6.68 (d, 1H); 5.13 (dd, 1H); 3.74 (s, 3H); 3.72 (s,
3H); 3.24 (dd, 1H); 2.95 (dd, 1H).

Mpuknag ogepxxaHHa LXVII

4-MeTokcu-2,3-gurigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-audenin]-4-inJcynbdonin]-1H-
iHgon-2-kapboHoBa KucroTa

Cnigytoun metoguui, aHanoriyHin MNpuknagy 5,
noyvHarum 3 edipy, otpumaHoro 3rigHo 3 [Npukna-
Aom ogepxanHsa LXVI, ogepxanu odikyBaHy KMCNOTY
y Burnagi 6inoro nopotuky npu Buxogi 97%.

'H AMP (OMCO, 300 Mru) &: 13.27 (LUMPOKUi s,
1H); 8.04-8.02 (m, 2H); 7.94 (s, 4H); 7.81-7.69 (m,
2H); 7.21 (t, 1H); 7.04 (d, 1H); 6.67 (d, 1H); 4.98 (dd,
1H); 3.72 (s, 3H); 3.24 (dd,1H); 2.89 (dd,1H).

Mpwuknag 170

4-[[[[2,3-Ovrigpo-4-meToKCK-1-[[3'-
(TpubTopmeTun)[1,1'-audenin]-4-injcynsdonin]-1H-
ingon-2-inJkap6oHinjamiHo]meTnn]6eH30nouToBOI
KMCNOTN METWUMOBUI eqdip

Cnigytoun meToauui, aHanoriyhin Mpuknagy 21,
NoYMHaKYM 3 KUCNOTWU, OTPUMaHOI 3rigHo 3 [Npukna-
aom ogepxaHHsa LXVII, ovikyBaHy crnonyky ogepxanu
y Burnsgi 6inoro nopotuky npu Buxogi 95%.

T. nn.=80°C.

Mpuknag 171

4-[[[[2,3-Avrigpo-4-meToken-1-[[3'-
(TpndpTopmeTun)[1,1'-gudenin]-4-injcynbdonin]-1H-
iHoon-2-inJkap6boHin]amiHo]meTun]6eH3onouTOoBa  KK-
cnota

Cnigytoun metoamui, aHanorivHiin MNpuknagy 5,
noynHatoun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 170, odikyBaHy KWUCNOTy ogepXanu y BUrNsagi
6inoro nopoLwuky npu BuxoAi 97%.

T. nn.=100°C.

Mpuknag ogepxaHHs LXVIII

2-dTop-4-[2-

[[(deHinMeTOKCH)KapBOHin]amiHo]e TOKCM]GEH30MHOT
KMUCROTU METUNOBUIN eqip

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxaHHss XXXVIII, nounHatoum 3 GeHsunosoro edipy
(2-6pomeTun) kapbamiHOBOI KMCMOTW i METWUIOBOrO
edipy 2-pTop-4-rigpoKCnBeH30MHOI KNCMOTK, OYiKy-
BaHy CMOMyKy odepxanu y BUrnsagi macna npu Buxogi
42%.

'"H AMP (OMCO, 300 Mru) &: 7.82 (t, NH); 7.40-
7.20 (m, 6H); 6.95-6.80 (m, 2H); 5.01 (s, 2H); 4.08 (t,
2H); 3.79 (s, 3H); 3.38 (t, 2H).

Mpuknag ogepxaHHa LXIX

2-dT10p-4-(2-aMiHOETOKCU )BEH30NHOT
MeTUNoBoro eqipy rigpoxnopug

[oTytoTe posumH 1,93 r (5,55 mmonb) cnomnykw,
opepxaHoi 3rigHo 3 Mpuknagom ogepxaHHa LXVIII, B
10 mn meTaHony i gogatoTs 10 MN HacuU4eHoro pos-
YMHY XnopuAay BOAHK B MeTaHoni, a notim 0,2 r 10%
nanagito Ha Byrinni. Lo cymiw nepemiwyoTb npu
aTMOCEepPHOMY TUCKY BOOHIO MpK KiMHATHIN Temne-
patypi npotarom 14 roguH, a noTiM iNbTPYyTb i
KOHLEHTPYIOTb NPU 3HWKEHOMY TUCKY 3 OAepXKaHHSM
1,38 r ouikyBaHOI cnonyku y Burnagi 6inoi TBepaoi
peyoBuHU (BUXia=99%).

KMCNoTun
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T. nn.=231-234°C.

Mpuknag ogepkaHHa LXX

3,5-AnmeTtun-4-[2-
[[(cbeHinmeTOKCH)KapbOoHin]amiHo]leToKcKn]6eH30MHOT
KMCNOTU MeTUoBuin edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxxaHHa LXVII, nounHatoum 3 metunosoro edipy 3,5-
AVMeTUN-4-rigpoKCMOEH30MHOT  KMCMOTW,  O4iKyBaHy
cronyKky ogepxanv y Burnsgi macna npu suxogi 49%.

'H amP (AMCO, 300 Mru) &: 7.70-7.60 (m, 2H);
7.57 (t, NH); 7.45-7.20 (m, 5H); 5.05 (s, 2H); 3.90-
3.70 (m, 5H); 3.50-3.30 (m, 2H); 2.24 (s, 6H).

Mpuknag ogepxaHHs LXXI

3,5-AnmeTtun-4-(2-amiHoetokcn) HeH30MHOI Knc-
NOTHM METUNOBOTO edipy rigpoxnopug,

[oTytoTb posumH 0,802 r (2,24 mMOnb) CNOMyKW,
ogepxaHoi 3rigHo 3 lNMpuknagom opepxaHHa LXX, y
14 mn meTaHony 1N gogdatTb 2,7 M HOPMarbHOI CO-
nsHoi knenotu, a notim 0,1 1 10% nanagito Ha Byrinni.
Lito cymiw nepemiwytoTb nNpu aTMocgepHOMY TUCKY
BOAHIO MpW KiMHaTHIn Temnepatypi npotarom 17 ro-
OVH, @ NoTiM INbTPYIOTb | KOHUEHTPYOTL NpU 3HW-
XKEHOMY TUCKY. 3anuwiKkoBy TBEpOY PEYOBUHY pPO3TU-
palTb B eTurnoBoMy edipi 3 ogepxaHHam 0,516 r
O4ikyBaHoOI crnonyku y Burnagi 6inoi teepgoi pevosu-
HU (BMXxin=88%).

'H auwp (OMCO, 300 Mru) &: 8.29 (wwnpokui s,
3H); 7.67 (s, 2H); 3.99 (t, 2H); 3.81 (s, 3H); 3.23 (t,
2H); 2.30 (s, 6H).

Mpuknag ogepxaHHsa LXXII

3-Xnop-4-[2-
[[(dbeninmeTOKCH)KapboHin]amiHoleToKcn]6eH30MHOT
KMCNOTU MEeTUNoBumn edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oae-
pxaHHa LXVIII, noynHatoum 3 metunosoro edipy 3-
XNOp-4-TifpOKCMOEH30MHOT KUCIOTK, O4iKyBaHy Crno-
nyky ofepxanu y Burnagi 6inoi TBepaoi pevyoBuHM
npu Buxogi 68%.

T. nn.=81°C.

Mpuknag opepxanHs LXXII

3-Xnop-4-(2-amiHoeTOKCH)6EH30MHOI
MeTMnoBoro eqipy rigpoxnopua

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxaHHa LXXI, nouymHatoun 3i cnonyku, opepxaHol
srigHo 3 [puknagom opgepxaHHa LXXI, odikyBaHy
crnonyky ogepxanu y Burnsgi 6inoi teepaoi pe4oBuHM
npu Buxogi 99%.

'H amP (OMCO, 300 Mru) &: 8.26 (Wwunpokun s
NH,); 8.00-7.90 (m, 2H); 7.33 (d, 1H); 4.39 (t, 2H);
3.84 (s, 3H); 3.40-3.20 (m, 2H).

Mpuknag oaepxaHHsa LXXIV

3-dTop-4-[2-
[[(cbeHinmeTOKCH)KapboHin]amiHo]leToKcn]6eH30MHOT
KMUCROTU METUNOoBUIN eqip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxaHHa LXVIII, nouynHatoum 3 metunosoro edipy 3-
PTOP-4-TiAPOKCMOEH3OMHOT KNCMOTK, OYiKyBaHy CMo-
nyky ogepxanu y Burnsagi 6inoi TBepaoi pevyoBuHU
npu Buxogi 80%.

'H ampP (CDCl3, 300 Mru) &: 7.85-7.70 (m, 2H);
7.40-7.30 (m, 5H); 6.95 (t, 1H); 5.29 (t, 1H); 5.12 (s,
2H); 4.16 (t, 2H); 3.89 (s, 3H); 3.66 (q, 2H).

Mpuknag ogepxkaHHa LXXV

3-dT0Op-4-(2-aMiHOETOKCK )6EH30MHOT
MeTunoBoro eqipy rigpoxnopug

KNCNotun
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Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
pxaHHa LXIX, noumHatoun 3i cnonyku, opepxaHoi
3rigHo 3 [Mpuknagom ogepxaHHsa LXXIV, odikyBaHy
cnonyky ogepxanu y Burnsgi 6inoi 1sepaoi pe4oBuHM
npu Buxogdi 98%.

T. nn.=240-247°C.

Mpuknag ogepxaHHa LXXVI

a-MeTtun-4-[2-

[[(dbeHinmeTOK-
cu)kapboHinjamiHoleTokcm]6eH30noLTOBOI
MeTunoBun edip

Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
pxaHHa LXVIII, noynHatoun 3 meTunosoro eqipy o-
MeTuUN-4-rigpoKCBEH30MOLUTOBOI KUCIOTH, OYiKyBaHy
crnonyky ogepxanwu y Burnagi macna npuv suxogi 53%.

'H AMP (OMCO, 300 Mru) & 7.5 (t, NH); 7.40-
7.05 (m, 7H); 6.87 (d, 2H); 5.03 (s, 2H); 3.96 (t, 2H);
3.72 (q, 1H); 3.56 (s, 3H); 3.40-3.30 (m, 2H); 1.34 (d,
3H).

Mpuknag ogepxkaHHa LXXVII

4-(2-AMiHOETOKCK)-0.-MeTUNHEH30NOLTOBOI  KNC-
noTu MeTunosoro edipy rigpoxnopug

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxaHHa LXXI, nouymHatoun 3i cnonyku, ogepxaHoi
3rigHo 3 [Mpuknagom ogepxaHHsa LXXVI, odikyBaHy
CronyKky oaepxanu y surnsagi 6exesoi TBepAoi peyo-
BUHUW Npu BUxoAi 76%.

'H AMP (OMCO, 300 Mru) &: 8.19 (lmMpokuit s
NH3); 7.21 (d, 2H); 6.95 (d, 2H); 4.16 (t, 2H); 3.75 (q,
1H); 3.57 (s, 3H); 3.25-3.10 (m, 2H); 1.35 (d, 3H).

Mpuknag ogepxanHsa LXXVIII

3-MeTokcu-4-[2-

[[(dbeHinmeTOK-
cu)kapboHin]amiHoleTokcn]6eH30n0LTOBOI
MeTunosumn edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oae-
pxaHHs LXVIIl, noynHaoum 3 metunosoro edipy 4-
rifpoKCu-3-MeTOKCMOEH300LTOBOI KACIOTKU, O4iKyBa-
HY CMONyKy OAepXanu y BUrnagi XXOBTOro macrna npu
Buxoni 51%.

'H AMP (CDCls, 300 Mru) &: 7.50-7.30 (m, 5H);
6.95-6.65 (m, 3H); 5.11 (s, 2H); 4.20-4.0 (m, 2H);
3.84 (s, 3H); 3.69 (s, 3H); 3.65-3.50 (m, 4H).

Mpuknag ogepxkaHHa LXXIX

4-(2-AMIHOETOKCM)-3-METOKCOEH30MOLUTOBOI  KU-
cnoTtn meTnnosun edip (rigpoxnopua)

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxaHHs LXXI, nounHawoum 3i cnonyku, ogepxaHoi
3rigHo 3 MNpuknagom opepxaHHa LXXVIII, odikyBaHy
Cronyky ofepxanu y Burnsagi 6inysaToi TBepgoi pe-
YOBUHW Mpu BMxoai 86%.

T. nn.=77-80°C.

Mpuknag ogepxaHHsa LXXX

2,6-OndTop-4-[2-
[[(dbeHinmeTOKCH)KapboHin]amiHoleToKcn]6eH30MHOT
KMCNoTU MeTUnoBsumn eqip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxaHHa LXVIII, nounHatoum 3 metunosoro edipy 2,6-
ANdTOP-4-TiAPOKCMOEH30MHOT  KACMOTK,  OMiKyBaHy
cnonyky ogepxanu y Burnsgi 6inoi 1sepaoi pe4oBuHM
npu Buxogdi 75%.

T. nn.=95-97°C.

Mpuknag ogepxaHHa LXXXI

2,6-AndTop-4-(2-amMiHOETOKCM)OEH30MHOIT  KUCIO-
TN MeTUNoBoro edipy rigpoxnopug,

KNCNoTn
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Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
pxaHHa LXIX, noumHatoun 3i cnonyku, opepxaHoi
3rigHo 3 [Mpuknagom ogepxaHHsa LXXX, odikyBaHy
cnonyky ogepxanu y surnsgi 6inoi Teepaoi pe4oBuHn
npu Buxogdi 70%.

T. nn.=185°C.

Mpuknag opepxanHsa LXXXII

4-[2-[[(PeHinmeTOKCH)KapboHin]amiHo]leTokeu]-3-
(TprdpTOPMETMIT)OEH3ONHOT KUCITOTU METUIOBUI eddip

Cnigytoun metoamui, aHanoriyHin MNpuknagy oge-
pxaHHa LXVIII, nodynHatoum 3 metunosoro edipy 4-
rigpokeun-3-(TpucptopMeTnn)6eH30MHOI  KUCNOTK, OMi-
KyBaHy cnonyky ogepxanu y Burnsagi 6esbapsHoi
nactonogioHoi TBepaoi pe4oBuHu npu Buxogi 51%.

'H AMP (OMCO, 300 Mry) &: 8.25-8.05 (m, 2H);
7.50-7.25 (m, 6H); 5.01 (s, 2H); 4.25 (t, 2H); 3.86 (s,
3H); 3.43 (t, 2H).

Mpuknag ogepxaHHa LXXXIII

4-(2-AmiHOETOKCM)-3- (TP TOPMETII)OEH30NHOT
KMCNoTn MeTunosoro edipy rigpoxnopug,

Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
pxaHHa LXIX, nouvHatwoum 3i Cnonyku, ogepxaHoi
srigHo 3 lMpuknagom opepxaHHs LXXXI, odikyBaHy
Cronyky ogepxanu y Burnsagi 6inoi Tsepaoi peyoBuHM
npu Buxogi 99%.

T. nn.=220-222°C.

Mpuknag ogepxkaHHa LXXXIV

4-[2-[[(PeHinmeTOKCH)KapboHin]amiHo]leTokeu]-2-
(TprdpbTOPMETMI)OEHIONHOT KUCIOTU METUIOBUIA edhip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oae-
pxaHHs LXVIIl, noymHaioum 3 metunosoro edipy 4-
rigpokcu-2-(tpucptopmeTnn) 6EH30MHOI KUCNOTK, OYi-
KyBaHy CMonyKy ogepxanu y surnagi 6es3bapsHoro
Macna npv Buxogi 64%.

'H AMP (CDCls-> 300 Mru) &: 8.95-8.85 (m, 1H);
7.54 (t, NH); 7.45-7.25 (m, 7H); 5.03 (s, 2H); 4.16 (t,
2H); 3.83 (s, 3H); 3.42 (t, 2H).

Mpuknag ogepkaHHA LXXXV

4-(2-AmiHoeTOKCM)-2-(TPNdTOPMETI )OEH30NHOT
KMCNOTW MEeTUNoBoro edipy rigpoxnopug,

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxaHHa LXIX, nouymHaroum 3i cnonyku, oAepkaHoi
3rigHo 3 lMpuknagom oaepxaHHs LXXXIV, odikyBaHy
crnonyky ogepxanu y Burnsgi 6inoi Teepaoi pe4oBuHm
npu Buxogi 93%.

T.nn.=172-175°C.

Mpuknag ogepxkaHHA LXXXVI

3-Metun-4-[2-
[[(dbeHninmeTOKCH)KapbOoHin]amiHoleToKcn]6eH30MHOT
KMCNOTU MEeTUNoBumn edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oae-
pxaHHa LXVIII, noynHatoum 3 metunosoro edipy 3-
MeTuUI-4-rigpoKCBEH30MHOT KUCMOTH, OYiKyBaHy cCro-
NyKy ofep)xanu y BUrnsi >xoBTOro Macna npu Buxogi
79%.

'"H AMP (OMCO, 300 Mry) &: 7.85-7.70 (m, 2H);
7.50 (t, NH); 7.40-7.35 (m, 5H); 7.03 (d, 1H); 5.04 (s,
2H); 4.07 (t, 2H); 3.80 (s, 3H); 3.50-3.40 (m, 2H); 2.17
(s, 3H).

Mpuknag ogepxaHHa LXXXVII

4-(2-AMiHOETOKCH)-3-MeTUNOEH30NHOT
MeTunoBoro eqipy rigpoxnopug

Cnigytoun Metoauui, aHanorivHin MNpuknagy oge-
pxaHHa LXIX, noumHatoum 3i cnonyku, opepxaHoi
3rigHo 3 lMpuknagom ogepxaHHs LXXXVI, odikyBaHy
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CMONyKy ofepXanu y BUrnsai poxxeBoi TBepaoi peyvo-
BUHM nNpu Buxogi 60%.
T. nn.=200-201°C.
Mpuknag ogepxaHHsa LXXXVIII
3-[(4-UiaHodeHin)TiolnponaHoBoOi  KMCNOTU  eTu-

noswui edip
1 r (3,46 wmmomnb) etunosoro edipy 3-[(4-
6pomdenin)TiolnponaHoBoi  kucriotm i 0,62r (7

MMoOnb) LiaHigy migi amiwytots 3 10 mn OM® B peak-
Topi. PeakuiiHy cymilw nepemilytoTb npyu obepexHo-
My HarpiBaHHi 3i 3BOPOTHUM XONOAUIIBHUKOM MpPOTS-
rom 7 rofuvH, a noTiM OXOMNOAXYTb, HanNnBatTb B 50
MIT BOOW N eKkcTparyloTb etunaudetatoM. OpraHivyHy
dasy BigOKPEMMIOTbL, NMPOMMBAOTbL BOAOK, a MOTIM
BMCYLUYIOTb Had CynbdaTtoM MarHito N KOHLUEHTPYIOTb
npu 3HWKeHoMy Tucky. OgepXXaHuil cupuid MPOAYyKT
oyuwaloTb XpomaTorpacdieto Ha cunikaresi, BUKOpUC-
TOBYHOUM cymiwl Tonyon/etunavetart (98/2; 06/06) sk
€nI0EHT, 3 OTPUMAHHSIM O4iKyBaHOro MpoAyKTYy npu
Buxopai 98%.

'"H AMP (CDCls, 300 Mry) &: 7.55 (d, 2H); 7.32
(d, 2H); 4.16 (q, 2H); 3.25 (t, 2H); 2.68 (t, 2H); 1.26 (t,
3H).

Mpuknag ogepxaHHa LXXXIX

3-[[4-(AmiHOmMeTW)deHiN]TiojnponaHoBOi  K1CMo-
TV eTnnoBumn eqip

0,83 r (3,5 mmonb) cnonyku, ofaepaHoi 3rigHo 3
Mpuknagom ogepxaHHsa LXXXVIIl, 15 mn eTtaHony, 8
MP eTaHony, HacudeHoro amiakom, 0,4 r Hikento Pe-
Helo BHOCHATb Y peakTop. Lito cymil nepemiluytoTb npu
aTMocepHOMY TUCKY BOLHIO NPOTArom 2 rog npu
KiIMHaTHI TemnepaTypi, a NoTiM INbTPYIOTb | KOHLe-
HTPYIOTb MPU 3HWKEHOMY TUCKY. 3anuvLUoK nicns Bu-
NnapoBYyBaHHA PO3YMHSAOTbL B €TUNOBOMY edipi 1 ekc-
TparylTb HOPMarbHUM PO34YMHOM COMSHOI KUCMOTW.
OpepxaHy kucny BoaHy a3y npomuBarTb 20mMn
eTunoBoro edipy, a noTiMm A0BOAATb OO OCHOBHOMO
pH oogaBaHHSAM KOHLEHTPOBAHOro po3uyuHy bikapbo-
HaTy HaTpilo N ekcTparyTb eTunauetatom. OpraHiy-
Hy bady NpoMMBalOTb BOAO, BUCYLLYIOTb Hag Cylb-
daToM MarHito N KOHLEHTPYITb MpU  3HUXKEHOMY
TUCKY 3 oTpumaHHaM 360 Mminirpam o4ikyBaHOro npo-
AYKTY y BUrnagi 6exesoro macna (Buxig=42%).

'"H AMP (OMCO, 300 Mru) &: 7.30 (m, 4H); 4.05
(g, 2H); 3.69 (s, 2H); 3.12 (t, 2H); 2.57 (t, 2H); 1.17 (4,
3H).

Mpuknag ogepxaHHa XC

3-[[2-(FapokcmmeTun)deHin]TiojnponaHoBOi  KuC-
notu etunosun edip

Fotytotb po3uvH 3 r (21,4 wmmonb) 2-
(rippokcumeTun) TiodeHony B 30 mMn abConOTHOrO
eTaHony v gopatoTb nopuismu 1,46 r (21,4 mmonb)
eTunaty HaTpito. Llo cymiw nepemiwyoTe NpoTArom
10 xBMN nNpw KiMHaTHIN TemnepaTypi, a NoTiM goaa-
T 2,74 mn (21,4 mmonb) etunoBsoro edipy 3-
6pomnponaHoBoi kncnotu. Lo cymiw nepemiwyoTb
npotarom 30 XxBuUN Npu KiMHATHIA TemnepaTtypi, a no-
TiM KOHUEHTPYIOTb MPU 3HWKEHOMY TUCKY. 3arnuLLoK
nicng BUNapoBYBaHHSA PO34MHATE B 25 Mn 2 H. co-
NSIHOI KUCINOTK 1 eKkcTparyoTb eTunauetatom. Opra-
HiYHY ha3y npomMuBaloTb BOAOH, BUCYLUYIOTb Haj
CcynbdaToM MarHito N KOHUEHTPYIOTb NPU 3HUXKEHOMY
THcky. OgepxaHun cupuii NpoayKT OYMLLATL XpOoMa-
Torpadielo Ha cwnikareni, BUMKOPWCTOBYKYM CyMilll
umuknorekcaH/etunauetat (80/20; 06/06) Ak entoeHT, 3
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OTPVMMAaHHSAM O4iKyBaHOro MpOAYKTY y BUIMMSAAI XOBTO-
ro macna npu suxogi 68%.

'H AMP (CDCls, 300 Mru) &: 7.50-7.40 (m, 2H);
7.40-7.20 (m, 2H); 4.77 (s, 2H); 4.11 (q, 2H); 3.16 (1,
2H); 2.60 (t, 2H); 1.24 (t, 3H).

Mpuknag opepxaHHa XClI

3-[[2-(XnopmeTun)deHin]TiolnponaHoBOi KMCNOTU
eTnnosumn edip

loTtytoTb po3unH 0,480 r (2 MMoOnb) Cnomykw,
opepxaHoi 3rigHo 3 MNpuknagom ogepxxaHHs XC, B 10
mn OXM i noctynoso gogatotb 0,174 mn (2,4 mmonb)
TioHinxnopuagy npu 0°C. Lo cymiw nepemiwyoTb
npotsarom 30 xBun npu Ui TemnepaTypi, a NOTiM Ha-
NMBaloTb Y Hacu4eHun po3ynH BikapboHaTty HaTpito 1
ekctparytoTe 50 mn OXM. OpraHiyHy a3y npomuBa-
I0Tb BOAOK, BUCYLUYIOTb Hag Cynbdhatom MarHito i
KOHLEHTPYIOTb NPU 3HWXKEHOMY TUCKY 3 OTPMMAaHHSAM
O4iKyBaHOro NpoAyKTy Yy BUIMsAAi XKOBTOro mMacrna npu
Buxoni 98%.

'H AMP (CDCls, 300 Mru) &: 7.50-7.40 (m, 2H);
7.40-7.20 (m, 2H); 4.80 (s, 2H); 4.14 (q, 2H); 3.20 (t,
2H); 2.62 (t, 2H); 1.26 (t, 3H).

Mpuknag opepxanHs XClI

3-[[2-(AsungomeTun)deHin]TiolnponaHoBoi Kucro-
TV eTMNoBun edip

[oTytoTb po3umH 0,260 r (1 MMomnb) cnonykw,
opepxaHoi 3rigHo 3 lMpuknagom opepxarHa XCl, B 1
MIT aueToHy i gopatTb 68 minirpam (1,05 mMmonb)
asugy HaTpito B 0,5mMn Bogu. Lito cymiw nepemiwyoTtb
npotaromMm 1 rogvHW NpwW KiMHaATHIA TemnepaTypi, a
noTim ekcTparyioTb etunauetatoM. OpraHiyHy dasy
NpoOMUBaOTL BOAHUM PO3YMHOM XFMOPUAY HAaTpito,
BUCYLLYIOTb HaA CyrnbdaToM MarHito 1 KOHLEHTPYIOTb
npy 3HWKEHOMY TWUCKY 3 OTPMMAaHHSAM O4iKyBaHOro
npoaykTy y Burnsgi 6e3bapsHoro macna npv Buxogi
90%.

'H AMP (CDCls, 300 Mru) &: 7.46 (dd, 1H); 7.40-
7.20 (m, 3H); 4.54 (s, 2H); 4.14 (q, 2H); 3.18 (t, 2H);
2.62 (t, 2H); 1.26 (t, 3H).

Mpuknag ogepxxaHHa XClII

3-[[2-(AmiHOMeTMn)beHiN]TiojnponaHoOBOi  K1CMo-
TV eTMNnoBun edip

Po3uuH 0,1 r (0,38 mMmonb) crnonyku, ogepxaHoi
3rigHo 3 lMpuknagom ogepxaHHa XCll, B 2 mn TIo
roTyloTb B peakTopi, NPUCTOCOBaHOMY AN FApOreHi-
3auii nig TMckom, i gogatoTb 1 MN MeTaHony, Hacu4ve-
HOro xnopugom BogHio, i 10 minirpam 10% nanagito
Ha Byrinni. Liio cymiw nepemiwyoTb npotdrom 48
roavH nNpu KiMHaTHIi TemnepaTypi Npu TUCKY BOAHIO
5000 hPa, a noTim pinbTpyloTb i KOHUEHTPYIOTb NpK
3HMXEHOMY TUCKY 3 OTPMMaHHSAM O4iKyBaHOro npoay-
KTy y Burnagi 6esbapsHoro macna npu Buxogi 98%,
sIke BUKOPWCTOBYIOTb Y HAacTymnHUX ctagisx 6e3 noga-
NbLUOTO OYMLLIEHHS.

Mpuknag ogepxaHHa XCIV

3-[(2-UiaHodeHin)amiHolnponaHoBoi
MEeTUoBunN eqdip

[otytoTb posumH 0,66 r (3,47 mmonb) 3-[(2-
LiaHodeHin)amiHolnponaHoBoi kucnotu B 10 mn me-
TaHony i gogatoTb 0,3 mMn TioHinxnopuay. Lo cymiw
nepeMilyoTb NpoTarom 48 roguH npu cnabkomy Ku-
NiHHI MeTaHony 3i 3BOPOTHUM XOFIOAUNBHUKOM, a no-
TiM KOHLIEHTPYHOTb MPU 3HWKEHOMY TUCKY. 3anuLiKoBy
TBEPAY PEYOBUHY PO3YUHAIOTL B eTunaueTari, i oge-
p>xaHy opraHidyHy ¢pasy npomumBaoTb Bogot 4o pH 7,
a noTiM BUCYLLYIOTb HaA CynbdaTom MarHito 1 KoHue-
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HTPYHOTb MPU 3HWKEHOMY TUCKY 3 OTPMMaHHSAM O4iKy-
BaHOro NpoAykTy y BurMsaai 6exeBoro macna npwu
Buxoni 90%.

'H AMP (OMCO, 300 Mry) &: 7.50-7.35 (m, 2H);
6.80 (d, 1H); 6.66 (t, 1H); 6.07 (t, NH); 3.61 (s, 3H);
3.50-3.35 (m, 2H); 2.63 (t, 2H).

Mpuknag ogepxaHHa XCV

3-[[2-(AmiHOMeTM)deHin]amiHo]NponaHoBOI KuC-
NOTN METUNOBUI edip

PosuuH 0,64 r (3,13 MMonb) cnomnyku, ogepXaHoi
3rigHo 3 [Npuknagom ogepxanHsa XCIV, y 10 mn me-
TaHoMy roTyloTb B peakTopi, MpUCTOCOBaHOMY Ansi
rigporeHisauii nig Tuckom, i gogaTb 0,26 MmN KoHUe-
HTpPOBaHOI consHOI kucnoTu i 128 minirpam 10% na-
nagito Ha Byrinni. Lifo cymill nepemilytoTb NpoTaroM
18 roguH Npwn KiMHaTHIA TemnepaTtypi Npu TUCKY BOA-
Hio 10000 hPa, a noTim iNbTPYIOTL | KOHLUEHTPYIOTb
npu 3HWKEHOMY TUCKY. CUPUIA NPOAYKT PO3YMHAIOTE B
eTnnaueTaTi W eKcTparyloTe HOpMarbHOK COMSHOK
kucnoTot. Kucny BogHy a3y npoMuBaloTb eTunawe-
TaTOM, a NOTiM JOBOASITE 4O OCHOBHOro pH po34ynMHOM
GikapboHaTy HaTpilo M ekcTparylTb eTunaueTaToMm.
OpraHivyHy a3y npoMuBaloTb BOAO, a NOTIM BUCY-
WYIOTb i KOHUEHTPYIOTb MPU 3HWXEHOMY TWUCKY 3
OTPVMMaHHSAM O4iKyBaHOro NPOAYKTY Y BUrMA4i CBITNO-
KOpu4yHeBoro macna npu suxogi 55%.

'H AMP (CDCls, 300 Mru) &: 7.18 (td, 1H); 7.03
(d, 1H); 6.75-6.60 (m, 2H); 3.87 (s, 2H); 3.70 (s, 3H);
3.49 (t, 2H); 2.68 (t, 2H).

Mpuknag ogepxaHHs XCVI

[2-(5-MeTun-2-HiTpodeHokem)eTunlkapbamiHoBoi
kucnotu 1,1-aumeTuneTnnosun edip

lFoTytoTe posunH 1 r (6,53 mmonb) 5-meTun-2-
HiTpocbeHony B 40 mn Tr® i gopatote 1,61 r (10
MMOJb) TpeT-6yTnMnoBoro edipy 2-
rigpokcieTunkapbamiHoBoi kucrotm i 2,62 r (10
MMoOnb) TpudpeHingocgiHy. Lo cymiw nepemiwyoTs
npotarom 10 xBuN Npu KiMHaTHIA TemnepaTtypi, a no-
Tim gopatotb 1,98 r (9,8 mmonb) DIAD npu 0°C. Pea-
KUiHY CyMill nepeMmiwyoTb NpoTaroM 4 roauH npwu
KiIMHaTHI TemnepaTtypi, a MOTiM KOHLEHTPYITb Mpwu
3HMKeHoMy Tucky. OgepxkaHe KOBTe Macno ouua-
I0Tb XpomaTorpadieto Ha cusnikaresni, BUKOPUCTOBYHO-
yn cymiw Tonyon/etunauetat (98/2; 06/06) sk ento-
€HT, 3 OTPMMaHHSAM O4iKyBaHOro NPOAYKTY Yy BUrMsAAi
XKOBTOI TBepAoi pevoBuHM npu Buxodi 91%.

T. nn.=68°C.

Mpuknag ogepxanHs XCVII

2-(5-MeTnn-2-HiTpodheHoKen)eTaHamiHy  rigpox-
nopua

Cnigytoun metoauui, aHanoriyHin MNpuknagy oge-
pxxaHHa XXVIII, nounHaroun 3i cnonyku, ogepxaHol
srigHo 3 [Mpuknagom opepxaHHa XCVI, oudikyBaHy
crnonyky otpumanu y Burnsiai 6exesoi TBepaoi peyo-
BUHW Npu Buxogi 93%.

T. nn.=184°C.

Mpuknag opepxanHs XCVIII

[2-(5-PTOP-2-HiTPOEHOKCH)eTuN]kapbamiHOBOI
kucnotu 1,1-gumeTnneTunosuii edip

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxaHHst XCVI, nounHatoum 3 5-dpTop-2-HiTpodeHony,
o4ikyBaHy CMosyky ogepxanu y BUrnsii ToHkoi Ginoi
TBEPAOi pevoBuHY Npu BrUxoai 96%.

'H AMP (OMCO, 250 Mru) &: 7.99 (dd, 1H); 7.33
(dd, 1H); 6.95 (ddd, 1H); 4.18 (t, 2H); 3.40-3.20 (m,
2H); 1.37 (s, 9H).
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Mpuknag ogepxanHs I1C

2-(5-®TOp-2-HiTPOhEHOKCM)eTaHaMIHY  TiApOXIo-
pua

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxxaHHa XXVIII, nounHaroumn 3i cnonyku, opepxaHoil
srigHo 3 lMpwuknagom ogepxaHHa XCVIII, odikyBaHy
Cronyky ogepxanu y Burnsagi 6inoi 1sepgoi peyoBuHn
npv Buxogi 84%.

'H AMP (OMCO, 250 Mru) &: 8.40-8.10 (LUMpOKWit
s NHs); 8.05 (dd, 1H); 7.42 (dd, 1H); 7.03 (ddd, 1H);
4.42 (t, 2H); 3.30-3.10 (m, 2H).

Mpuknag opepxaHHs C

3-[[3-(FapokcmmeTnn)deHin]TiojnponaHoBOi  KMC-
notu etunosum edip

Fotytotb posunH 1,27 r (9,07 mmonb) 3-
MepkanTobeH3onetaHony B 20 Mn eTaHony B aTMOC-
depi aproHy 1 gogatoTe po3unH 0,93 r (13,7 Mmorb)
eTunaTty Hatpito B 6 mn eTtaHony. Lo cymiw nepemi-
YT NPOTAroM 5 XBUN MpU KIMHaTHIN Temneparypi,
a notiMm gopatoTb po3ynH 1,81 r (10 MMonb) eTunoBso-
ro egipy 3-6pomnponaHoBoi KACNOTK B 6 MN eTaHo-
ny. Lo cymiw nepemiwyioTb NPOTAromM 72 roguH npu
Temnepatypi dnerMm po3yMHHWKA, a MOTIM OXOno-
OXYIOTb, HanuBaloTb Yy BOOY W eKCTparyloTb Tpudi
etnnosuM edpipom. OG'egHaHi opraHiyHi dasu npo-
MUBaIOTb BOAOH, a MOTIM BUCYLUYIOTb Hag cynbda-
TOM MarHito M KOHLEHTPYITb MPU 3HUKEHOMY TUCKY.
OpepxaHe opaHXeBe Macfo 04YuvLLialTb XpomaTor-
pacbieto Ha cunikareni, BUKOPUCTOBYKOUM CYMiLll
OXM/meTtunuuknorekcaH (98/2; 06/06) sk entoeHT, 3
OTPUMAaHHAM OYiKyBaHOrO NPOAYKTY Y BUrMSAi XXOBTO-
ro macna npu suxogi 65%.

'H AMP (OMCO, 300 Mru) &: 7.35-7.10 (m, 4H);
5.21 (t, OH); 4.47 (d, 2H); 4.06 (q, 2H); 3.15 (t, 2H);
2.60 (t, 2H), 1.17 (t, 3H).

Mpuknag otpumanHs Cl

3-[[3-(XnopmeTun)deHin]TiolnponaHoBoi KMCNOTK
eTnnoBumn eqip

[oTyoTb po3unH 1,3 1 (5,4 mmonb) edipy, opep-
xaHoro 3rigHo 3 lNMpuknagom ogepxaHHsa C, B 15 mn
OXM i pogatotb 0,9 mn TioHinxnopuay npu 0°C. Lo
CyMiLl NepemiwytoTb NPOTArOM 3 rOAMH NPU KIMHATHIN
Temneparypi, a NoTiM KOHLEHTPYHOTb NMPU 3HMKEHOMY
TUCKY. 3anuLIKOBUA NPOAYKT PO3YMHSIOTL Y TONyori i
3HOBY KOHLEHTPYIOTb MpW 3HMXKEHoMYy Tucky. Opep-
)KaHe XOBTE Macro o4YuLiarTb XxpoMaTorpadieto Ha
cunikareni,  BUKOPUCTOBYKOUM  CyMmill  eTunaue-
Tat/MmeTunuumknorekcaH (1/9; 06/06) Ak enweHT, 3
OTPUMAaHHSAM OYiKyBaHOrO NMPOAYKTY Y BUMMSIAi XXOBTO-
ro macna npu suxogi 93%.

'H AMP (OMCO, 300 Mry) &: 7.50-7.20 (m, 4H);
4.74 (., 2H); 4.06 (q, 2H); 3.18 (t, 2H); 2.62 (t, 2H),
1.17 (t, 3H).

Mpuknag ogepxaHhs ClI

3-[[3-[[Bic[(1,1-

OVMETUNETOK-
cu)kapboHin]amiHo]meTun]deHin]tiolnponaHosoi  kunc-
notu etunoswuin edip

Cnigytoun metoauui, aHanoriyHin MNpuknagy oae-
pxaHHa XXVII, nouvHatoum 3i Cnonyku, ofaepkaHoi
3rigHo 3 Mpuknagom opepxaHHsa Cl, odikyBaHy cno-
NyKy ogepxanu y BUrnagi Hanisnpo3oporo macna npu
Buxopni 68%.

'H AMP (OMCO, 250 Mry) &: 7.40-7.00 (m, 4H);
4.66 (s, 2H); 4.05 (q, 2H); 3.14 (t, 2H); 2.59 (t, 2H),
1.38 (s, 18H); 1.17 (t, 3H).
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Mpuvknag ogepxanHs ClII

3-[[3-(AmiHomMeTH)deHin]TiolnponaHoBoi  K1cno-
TV eTUNOoBOro eqipy rigpoxnopug

Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
pxaHHa XXVIII, nounHaroumn 3i cnonyku, ogepxaHoi
3rigHo 3 Mpuknagom ogepxaHHa Cll, odikyBaHy cno-
nyKy ogepxanu y Burnsai 6e3dapeHoro macna npu
Buxoni 22%.

'H AMP (OMCO, 300 Mru) &: 7.40-7.10 (m, 4H);
4.05 (q, 2H); 3.68 (s, 2H); 3.15 (t, 2H); 2.60 (i, 2H),
1.88 (wwupokmnn s NHy); 1.17 (t, 3H).

Mpuknag ogepxaHHs CIV

2,3-Aurigpo-1-[[4'-dTop-2'-meTnn[1,1'-andeHin]-
4-in]cynbdoHrin]-(2S)-1H-iHaon-2-kapboHoBa kucnota

Cnigytoun metoguui, aHanoriyHin Mpuknagy oge-
pPXXaHHA v, noYMHarum 3 4-hTop-2-
MeTUNdEHINGOPOHOBOI KNCMOTK, OYiKyBaHy Cromnyky
ofepXanu y BUMMAAI XKOBTOI TBEpAOI PeYOBUHU MNpuU
Buxoni 95%.

T. nn.=62-67°C.

Mpuknag ogepxaHHs CV

2,3-Auripgpo-1-[[2',4'-andpTop[1,1'-AndeHin]-4-
inJcynbdoHin]-(2S)-1H-ingon-2-kapboHoBa kucnoTa

Cnigytoun metoguui, aHanoriyHin Mpuknagy oge-
pPXXaHHA Vv, MOYMHa4N 3 2,4-
AndTOpheHiNGOPOHOBOI KMCINOTKU, OYiKyBaHy CMOMyKy
ofepXanu y BUMMAAI XKOBTOI TBEpAOI PEeYOBUHU MNpuU
Buxoni 74%.

T. nn.=88-92°C.

Mpuknag ogepxanHa CVI

2,3-Aurigpo-1-[[3'-meTun[1,1'-andeHin]-4-
in]cynbdoHin]-(2S)-1H-ingon-2-kapboHoBa k1cnoTa

Cnigytoun metoauui, aHanoriyHin MNpuknagy oge-
pxaHHa |V, nounHatoum 3 3-meTundeHin6opoHoBOT
KACMOTW, O4iKyBaHy CMOMyKy ofepxanu y Burnsagi
6inoi TBepaoi pevoBuHM nNpu BUxoai 98%.

T.nn.=123-128°C.

Mpuknag ogepxanHa CVII

2,3-Avrippo-1-[[2'-xnop-4'-¢pTop[1,1'-andeHin]-4-
in]cynboHin]-(2S)-1H-ingon-2-kapboHoBa k1cnoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
PXKaHHSA v, noYmHarum 3 2-xnop-4-
dTOPheHINGOPOHOBOI KMCINOTKU, OYiKyBaHy CMOMyKy
ogoepxanu y Burnsagi crnabokpuctaniyHoi TBepaoi
peyoBuHU Npu Buxodi 97%.

'"H AMP (OMCO, 300 Mru) &: 8.15 (d, 2H); 7.90-
7.50 (m, 6H); 7.50-7.30 (m, 2H); 7.21 (t, 1H); 5.20
(dd, 1H); 3.58 (dd, 1H); 3.27 (dd, 1H).

Mpuknag ogepxanHs CVIII

2,3-Aurigpo-1-[[3'-xnop[1,1'-audeHin]-4-
in]cynbdoHin]-(2S)-1H-ingon-2-kapboHoBa k1cnoTa

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxaHHs 1V, nouynHatoum 3 3-xnopdeHinéopoHoBOT
KACMNOTW, O4ikyBaHy CMOMyKy ojepxanu y Burnsgi
6nigo-xoBTOi TBEpPAOi peyoBUHN Npu Buxodi 73%.

T. nn.=78°C.

Mpuknag opepxanHs CIX

2,3-Aurigpo-1-[[3'-etnn[1,1'-andeHin]-4-
in]cynbdoHin]-(2S)-1H-ingon-2-kapboHoBa k1cnoTa

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxaHHs 1V, nounHaoum 3 3-eTundeHindopoHoBol
KACMOTW, O4ikyBaHy CMOMyKy ojepxanu y Burnsgi
6inoi TBepaoi peyoBuHM Npu BUXxoAi 78%.

T. nn.=70-72°C.

Mpuknag opepxaHHs CX
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4-[2-[[[(2S)-2,3-Ourigpo-1-[[4-(4,4,5,5-
TeTpameTun-1,3,2-giokcaboponan-2-
in)dpenin]cynedoHin]-1H-iHgon-2-
in]kap6oHin]jamiHo]eTokcu]6eH30nouTOBOI
MeTunosumn edip

792 wminirpam (8,08 mmonb) auetaty kanito, 66
minirpam (0,081 mmonb) PdCl.dppf, 753 wminirpam
(2,96 wmmomb)  Gic(niHakonaTto) gubopy  (abo
4,4,4'4'5,55 5 -oktameTnn-2,2'-gn-1,3,2-
JiokcaboponaHy) i 18 mn 3asganerigb gerasoBaHoOro
OMCO BHOCATb y kpyrnogoHHy konby. Motim gopa-
toTb 1,67 r (2,70 MMoOnb) MoaoBaHOI CNOMyKKW, oaep-
xaHoi 3rigHo 3 Mpuknagom oaepxanHsa Vlla, npu kim-
HaTHIN TemnepaTypi npy nepemiwysaHHi. MMoTim Lo
peakuiiHy cymiw nepemiwytoTtb npu 80°C npoTsarom 3
roavH, a NoTiM OXONOMXYTb i po36aBnsTb TONyo-
nom. OpraHiyHy a3y NpoMMBalTb BOAOH, BUCYLLY-
I0Tb Had CynbdaTtoOM MarHito i KOHUEHTPYITb Mnpu
3HWXEHOMY TUCKY 3 OTPMMaHHSAM O4iKyBaHOro npoay-
KTY Y BUMNSAAI CBITNO-KOPUYHEBOro Macna npu BUXOAI
98%.

'H AMP (OMCO, 300 Mru) &: 8.37 (t, NH); 7.78
(s, 4H); 7.45 (d, 1H); 7.30-6.80 (m, 7H); 4.83 (dd, 1H);
4.00 (t, 2H); 3.60 (s, 3H); 3.60-3.35 (m, 2H); 3.07 (dd,
1H); 2.89 (dd, 1H); 2.30 (s, 2H); 1.28 (s, 12H).

Mpuknag ogepxaHHs CXI

2,3-Aurigpo-1-[(4'-dTop-2'-meTokeun[1,1'-
andeHin]-4-in)cynbdoHin]-(2S)-1H-iHgon-2-
kapboHoBa kucnorta

Cnigytoun metoauui, aHanoriyHin Mpuknagy oae-
pXXaHHA v, novvHaKun 3 4-pTOp-2-
METOKCUGEHINOOPOHOBOI KMCIOTU, O4iKyBaHy CMosy-
Ky odepxanu y Burnsagi 6exeBoi TBepaoi pevoBUHU
npu Buxogdi 97%.

T. nn.=93-100°C.

Mpuknag ogepxaHHa CXII

2,3-Aurigpo-1-[[2'-xnop-5'-(TpudptopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-(2S)-1H-iHaon-2-
kapboHoBa kucnorta

Cnigytoun metoauui, aHanoriyHin Mpuknagy oae-
pXXaHHs v, noyrHarum 3 2-xnop-5-
(TpndbTOpMETUI)PEHINOOPOHOBOT KMCNOTU, OYiKyBaHy
cronyKy ofepxanu y Burnsgi 6exeBoi TBepaoi peyo-
BWHW Npn Buxodi 93%.

T.nn.=79-83°C.

Mpuknag 172

4-[[[[(2S)-1-[(4'-DTOPp[1,1'-AMdeEHIN]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]MeTnn]6eH30MHOT  KUCNOTU  MeTu-
noswun ecip

loTytoTb po3umH 150 minirpam (0,38 Mmonb) Kuc-
noTn, ogepxaHoi 3rigHo 3 [NpuknagoMm opepaHHsA
LXIll, 8 5 mn OXM i gopatote 160 minirpam (0,84
mmonb) EDCI, 114 wminirpam (0,84 mmonb) HOAT,
3,32 mn (2,26 Mmonb) TpueTunaminy i, HapewTi, 76
minirpam (0,38 wmmonb) meTunosoro edipy 4-
(amiHomeTun) GeHsowHOI kncnotu (y BuUrNsgi noro
rigpoxnopuay). MoTiM U0 peakuinHy cymiw nepemi-
LWyTb NpU KiMHaTHIN Temnepatypi npotsarom 20 ro-
OvH, a notim posbasnstoTb 10 mn OXM. OpraHiyny
hasy npoMuBalTb HOPMAarNbHUM PO34YMHOM COMSIHON
KACMNOTU, a noTiM po3ynHoM GikapOoHaTy HaTpito,
BMCYLUYIOTb Had CynbdatoM MarHito N1 KOHLEHTPYIOTb
npu 3HWKeHoMy Tucky. OgepxkaHuin cupui NPOAYyKT
oyuLalTb XpomaTorpadieto Ha cunikareni, BUKOpUC-
TOBYIOUM CyMmilWw Tonyon/eTunaueTtat/ouToBa KucnoTa

KNCNoTn
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(8/2/0,1; 06/06/06) sk €nOeHT, 3 OTPUMAHHAM OYiKY-
BaHOro MpoaykTy y Burnsigi 6exxeBoro NopoLuky npwu
Buxoni 57%.

T. nn.=66-73°C. MNMpuknag 173

B-[[[(2S)-1-[(4'-PTOP[1,1'-ANeEHInN]-4-
in)cynedoHin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]-(BS)-6eH30n6yTaHOBOI|
1,1-gumeTuneTunoBui edip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 172,
noynHawoum 3 TpeT-Oytmnosoro ediipy (BS)-B-
amiHo6eH30n6yTaHOBOI KMCMOTH, OYiKyBaHUI NPOaYKT
ogepxann y Burnsgi 6exeBoro nopowky  (Bu-
Xin=62%).

T. nn.=67-73°C.

Mpuknag 174

N-[(2-XnopdeHin)metun]-2,3-gurigpo-1-[[3'-
(TpndpTopmeTun)[1,1'-gudpeninl-4-inJcynbdoHin]-(2S)-
1H-iHgon-2-kapbokcamig

a) 2,3-Ourigpo-1-[[3'-(TpucpTopmeTnn)[1,1'-
andeHin]-4-inlcynedoHin]-(2S)-1H-iHaon-2-
KapOOHOBMI XropaHrigpua

Ller xnopaHrigpug ogepxytoTb 3 BiANOBIAHOI Ku-
CNnoTu, Crigytoun MeToauui, aHanoriyHin Npuknagy
opepxaHHs VI.

6) N-[(2-XnopdeHin)meTtnn]-2,3-aurigpo-1-[[3'-
(TpndpTopmeTun)[1,1'-gudpeninl-4-inJcynbdoHin]-(2S)-
1H-iHaon-2-kapbokcamig

Cnigytoun metoawui, aHanoriyHiin Mpuknagy 17,
NoYnHauM 3 HaBeOeHoro BuLle xnopaHrigpuay i 2-
xnop6eH3unamiHy, odikyBaHy Cromnyky ogepxanu vy
BUrNsiAi ToHkoro 6inoro nopotuky (Buxig=70%).

T. nn.=142-144°C.

HasegeHi Hwx4e cnonyku ofepxanu, cnigylum
MeToauui, aHanoriyHin MNpuknagy 174:

Mpuknag 175

N-[(2-®TOpdheHin)meTnn]-2,3-gurigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynbdoHin]-(2S)-
1H-iHaon-2-kap6okcamig

bina TBepaa pevosuHa (Buxin=83%).

T. nn.=68-74°C.

Mpuknag 176

N-[[2-(TpucdTOopMeTMN)deHIn]meTnn]-2,3-
avrigpo-1-[[3'-(tpudTopmeTun)[1,1'-gndeHin]-4-
in]cynbdonin]-(2S)-1H-ingon-2-kapbokcamig

bina TBepaa pevoBuHa (Buxin=70%).

T.nn.=127-129°C.

Mpwuknag 177
N-[(2-MeTtundeHin)meTun]-2,3-gurigpo-1-[[3'-
(TpnbTopmeTun)[1,1'-audpeninl-4-injcynbdoHin]-(2S)-

1H-iHgon-2-kapbokcamig

bina TBepaa pevoBuHa (Buxin=85%).

T. nn.=146-148°C.

Mpuknag 178

N-[(2-MeTokcudeHin)metun]-2,3-gurigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynbdoHin]-(2S)-
1H-iHgon-2-kapbokcamig

bina TBepaa pevosuHa (BUxig=76%).

T. nn.=153-155°C.

Mpuvknag 179

N-[(2-MipuguHin)meTnn]-2,3-gurigpo-1-[[3'-
(TpubTopmeTun)[1,1'-audeninl-4-inJcynbdoHin]-(2S)-
1H-ingon-2-kap6okcamip,

bina TBepaa pevosuHa (BUxif=65%).

T. nn.=77-79°C.

Mpuknag 180

KNCNnoTu
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N-[(1-PeHinumknonponin)meTnn]-2,3-gurigpo-1-
[[3"-(TpndTopMmeTUn)[1,1'-andeHin]-4-in]cynbgoHin]-
(2S)-1H-iHoon-2-kapbokcamig

Cnigytoun metoauui, aHanoriyHin MNpuknagy oge-
p>aHHS |, noYnHauM 3 KUCNoTW, ogepKaHoi 3rigHo 3
Mpuknagom ogepXaHHs \YA i 1-
deHinuuknonponaHMeTaHaMiHy, OuYikyBaHy CrosyKy
onepxanu y Burnagi 6exesoro macna (Buxin=56%).

'H AMP (OMCO, 250 Mru) &: 8.08 (t, NH); 8.05-
7.95 (m, 2H); 7.94 (d, 2H); 7.88 (d, 2H); 7.85-7.65 (m,
2H); 7.45 (d, 1H); 7.30-7.05 (m, 7H); 7.02 (td, 1H);
4.87 (dd, 1H); 3.53 (dd, 1H); 3.27 (dd, 1H); 3.08 (dd,
1H); 2.75 (dd, 1H); 1.00-0.60 (m, 4H).

Mpuknag 181

N-[(2-rigpokcundeHin)meTun]-2,3-gurigpo-1-[[3'-
(TpnpTopmeTun)[1,1'-audpeninl-4-injcynbdoHin]-(2S)-
1H-iHaon-2-kapbokcamig

Cnigytoun metoauui, aHanoriyHii MNpuknagy 64,
NoYMHalun 3 KMCAOTU, ofepxaHol 3rigHo 3 [Npukna-
aom ogepxanHs 1V, i 2-rigpokcnbeHannaminy, odiky-
BaHy Cronyky ofepxanu y BuUrnsgi TOHKoi 6inoi Tee-
paoi pevoBuHMn (BUXin=99%).

'H AMP (OMCO, 300 Mru) &: 9.55 (s, OH); 8.54
(t, NH); 8.10-7.60 (m, 8H); 7.51 (d, 1H); 7.25 (t, 1H);
7.20-7.00 (m, 4H); 6.85-6.70 (m, 2H); 4.96 (dd, 1H);
4.40-4.15 (m, 2H); 3.15 (dd, 1H); 2.98 (dd, 1H).

Mpuknag 182

4-[2-[[[[(2S)-2,3-Aurinpo-1-[[3'-
(TpucpbTopmeTun)[1,1'-audpenin]-4-inJcynbdonin]-1H-
iHoon-2-inJkap6oHin]amiHolmeTun]deHokcm]6yTaHoBOI
KMCNOTN METUNOBUIN edip

302 wminirpam (0,55 mmonb) crnonyku, ogepxxaHoi
3rigHo 3 lMpuknagom 181, i 5 Mn aueToHiITpUNy 3mi-
WyTb Y peakuinHin npobipui ANnS MiKpOXBUINBbOBOI
nevi n popatoTe 105 minirpam (0,55 mmonk) kapboHa-
Ty uesito i 198 minirpam (1,1 MMonb) MeTWUIOBOro
edipy 4-6pombyTaHoBOi kncnotu. Lito peakuiliHy cy-
MiWw HarpiBatoTb npotarom 1 roguHu npu 110°C B
MiKpPOXBWIbOBIM Neuvi, a NoTiM aueToHITPUN BigroHATb
BUMAPOBYBAHHAM MpPU 3HWKEHOMY TUCKY. 3anuilok
pPO34MHAOTL Yy BOAi W eTunauetari. OpraHiyny casy
BiJOKPEMIIOIOTL, BUCYLLUYIOTb Haf Cynb@daTtomM MarHito
N KOHLEHTPYIOTb NpW 3HWXKeHOMY Tucky. Cupuii npo-
AYKT ouuLanTb XpomaTtorpadieto Ha cunikareni, Bu-
kopuctoBytoun cymiw OXM/etunauetat (99/1; 06/00)
SIK erOEHT, 3 OTPUMaHHAM NPOAYKTY y BUrnsai 6inoi
niHn (Buxin=49%).

'"H AMP (OMCO, 300 Mru) &: 8.50 (t, NH); 8.10-
7.60 (m, 8H); 7.51 (d, 1H); 7.30-7.10 (m, 4H); 7.10-
6.85 (m, 3H); 4.95 (dd, 1H); 4.40-4.15 (m, 2H); 4.2 (t,
2H); 3.60 (s, 3H); 3.18 (dd, 1H); 2.98 (dd, 1H); 2.52 (t,
2H); 2.10-1.90 (m, 2H).

Mpuknag 183

4-[2-[[[[(2S)-2,3-Burinpo-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynedoHinl-1H-
iHoon-2-inJkap6oHin]jamiHo]meTun]deHokcn]6yTaHoBOT
KMCNoTu

Cnigytoun meToauui, aHanoriynin Mpuknagy 22,
nouynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 182, ouikyBaHy Cnonyky opepxanu y BUrnsgi
Hanisnpo3oporo macna (Bnxig=93%).

'H ampP (AMCO, 300 Mru) 8: 12.12 (WnpoKkni s,
COOH); 8.51 (t, NH); 8.10-7.60 (m, 8H); 7.52 (d, 1H);
7.30-7.10 (m, 4H); 7.10-6.85 (m, 3H); 4.95 (dd, 1H);
4.40-4.15 (m, 2H); 4.02 (t, 2H); 3.17 (dd, 1H); 2.99
(dd, 1H); 2.43 (t, 2H); 2.10-1.90 (m, 2H).

92013 78

Mpuknag 184

4-[2-[[[(2S)-1-[(4'-PTOpP-2'-MeTUN[1,1'-AndeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]jamiHo]leTokcu]6eH30nouTOBOI
MeTunosumn edip

a) 2,3-Avrigpo-1-[(4'-cpTop-2'-meTnn([1,1'-
anderin]-4-in)cynbdoHin]-(2S)-1H-iHgon-2-
KapOOHOBMI XIopaHrigpua

Llen xnopaHrigpug, ogepxanu 3 BignoBigHOI Kuc-
notu (Mpuknag otpumanHs CIV), cnigytoun meTtoaumuj,
aHanorivHin Mpuknagy ogepxaHHa VI.

0) 4-[2-[[[(2S)-1-[(4'-PTOP-2'-MeTUN[1,1"-
Anderin]-4-in)cynbdoHin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcn]6eH30nouUTOBOI KMCIOTN
MeTUoBun edip

Cnigytoun metoawui, aHanoriyHiin Mpuknagy 98,
noyvHalyyM 3 HaBeOEHOro BMLLE XropaHrigpuay W
rigpoxnopugy mMetunosoro edipy 4-(2-amiHoeTokcn)
©€eH30M0LTOBOI KMCINOTU, OYikyBaHy CMOMNyKy odepxa-
nv y BUrNAAi XOBTOI TBepAoi pevoBuHu (Buxin=25%).

T. nn.=58-62°C.

Mpuknag 185

4-[2-[[[(2S)-1-[(4'-PTOp-2'-MmeTUN[1,1"-ancbeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]6eH3onouTOBa KMUCoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noynHaroun 3 edipy, oTpumaHoro 3rigHo 3 [lpukna-
AomMm 184, ouikyBaHy CMOnNyky ogepxanu y BUrnsgi
6exeBoi TBepaoi peyoBuHU (BUXia=89%).

T. nn.=99-105°C.

Mpuknag 186

4-[[[[(2S)-1-[(4'-PTOp-2'-MeTnn[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]jamiHo]mMeTun]6eH30noLTOBOI
MeTunoBun edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 184,
NnoYnHaKuM 3 OAHOMO eKBiBareHTa rigpoxnopuay me-
TMnoBoro egipy 4-(amiHomeTnn) 6€H30MOLTOBOI KMC-
10T, OYiKyBaHy CMoOmyKy ogepanu y BUrNsi XXOBTOI
TBEpAoi pevoBuHY (BUxin=35%).

T. nn.=71-75°C.

Mpuknag 187

4-[[[[(2S)-1-[(4'-DTOp-2'-MeTnN[1,1'-ancpeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHaon-2-
inJkap6oHinjamiHo]meTnn]6eH3onowuToBa KMCnoTa

Cnigytoun meToauui, aHanoriynin Mpuknagy 22,
noymMHatoumn 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aomMm 186, ouikyBaHy CMoOnyKky ogepxanu y BuUrnsgi
6exeBoi TBepAoi peyoBuHU (BUXia=86%).

T. nn.=95-100°C.

Mpuknag 188

N-[2-[[[[(2S)-1-[(4'-PTOpP-2'-MeTuN[1,1'-aAndeHin]-
4-in)cynboHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHolmeTun]deHin]-B-ananiHy  mMeTuno-
BMIN eqip

Cnigytoun metoamui, aHanoriynin Mpuknaagy 186,
NOYMHaKuM 3i CNONyKW, OAepXKaHoi 3rigHo 3 lMpukna-
Aom opepxaHHa XCV, ouvikyBaHy Crnomnyky ogepxanu
y Burnsgi 6inoi teepaoi peyosuHmn (Buxin=30%).

T. nn.=78-80°C.

Mpuknag 189

N-[2-[[[[(2S)-1-[(4'-PTOpP-2'-MeTuN[1,1'-AndeHIN]-
4-in)cynboHin]-2,3-gurigpo-1H-iHgon-2-
in]Jkap6oHin]amiHo]meTun]deHin]-B-anaHiH

Cnigytoun meToauui, aHanoriyHin Mpuknagy 22,
noymMHaroumn 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-

KMCNoTun

KNCNnoTtu
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aom 188, ouikyBaHy Cnonyky opepxanu y Burnsgi
6inoi TBepaoi pevoBuHM (BUXig=94%).

T.nn.=118-126°C.

Mpuknag 190

N-[2-[[[[(2S)-1-[(4"-PTOp-2'-xn0p[1,1"-audpeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]jamiHo]meTun]deHin]-B-ananiHy  meTuno-
BMI edip

Cnigytoun metoaumui, aHanoriyHii MNpuknagy 21,
noYMHaloum 3i CNonyku, ogepaHoi 3rigHo 3 Npukna-
nom ogepxaHHa XCV, i kucnotn, ogepxaHoi 3rigHo 3
Mpuknagom ogepxaHHs CVII, odikyBaHy cronyky
ogepxanun y Burngaai 6inoi TBepaoi peyoBuHM (BU-
Xin=46%).

T. nn.=70-73°C.

Mpuknag 191

N-[2-[[[[(2S)-1-[(4"-PTOp-2'-xn0p[1,1'-audeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHoon-2-
in]kap6oHin]amiHo]meTnn]deHin]-B-anaHiH

Cnigytoun metoauui, aHanoriyHii MNpuknagy 22,
noynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 190, ouikyBaHy cCnonyky ogepxanu y BUrnsAgi
6inoi TBepaoi pevoBuHY (BUXiA=87%).

T. nn.=105-111°C.

Mpuknag 192

N-[2-[[[[(2S)-1-[(4'-PTOpP-2'-MeTOKCH[1,1'-
AndeHin]-4-in)cynbdoninl-2,3-gurigpo-1H-iHaon-2-
inJkap6oHin]amiHolmeTun]deHin]-B-ananiHy  meTuno-
BUIN edpip

Cnigytoun meToamui, aHanoriyHii Mpuknagy 184,
NoYMHaKuN 3 KMCAOTK, ofepxaHoi 3rigHo 3 [Npukna-
Oom opepxaHHa CXI, i cnonykun, ogepxaHoi 3rigHo 3
Mpuknagom opepxaHHs XCV, odikyBaHy Crnonyky
ogepxanun y Burngaai 6inoi TBepaoi peyoBuHM (BU-
xin=28%).

T. nn.=78-80°C.

Mpuknag 193

N-[2-[[[[(2S)-1-[(4'-®TOp-2'-MeTOKCH[1,1"-
andeHin]-4-in)cynbgoHin]-2,3-gurigpo-1H-iHaon-2-
inJkap6oHin]amiHo]meTun]deHin]-B-anaHiH

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
nouynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 192, ouikyBaHy CMONyKy ogepxanu y BUrMsai
6inoi TBepaoi pevoBuHM (BUXig=49%).

T. nn.=121-125°C.

Mpuknag 194

N-[2-[[[[(2S)-1-[(2',4'-OndTop[1,1"-aundpeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHolmeTun]deHin]-B-ananiHy  meTuno-
BUN edpip

Cnigytoun metoamui, aHanoriynin Mpuknagy 192,
noyMHaKum 3 KMCNOTW, oaepxaHoi 3rigHo 3 lMNpukna-
Aom ogepxaHHa CV, ovikyBaHy CMONyKy ogepxanu y
BurnsAai 6inoi TBepaoi pevoBuHN (BMXia=51%).

T. nn.=63-66°C.

Mpuknag 195

N-[2-[[[[(2S)-1-[(2',4'-OndTop[1,1"-aundpeHin]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHaon-2-
inJkap6oHin]amiHo]meTun]deHin]-B-anaHiH

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 194, ouikyBaHy CMOnNyKky ogepxanu y BUrMsgi
6inoi TBepaoi pevoBuHM (BUXia=87%).

T.nn.=106-110°C.

Mpuknag 196
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3-[[4-[[[[(2S)-2,3-Awrinpo-1-[[3-
(TpudpbTopmeTun)[1,1'-gudeninl-4-injcynbgonin]-1H-
ingon-2-
inJkap6oHin]amiHo]meTun]deHin]TiolnponaHoBoi  KucC-
noTu eTnnosun edip

Cnigytoun meToauui, aHanoriyhin Mpuknagy 98,
noyMHaKym 3 amiHy, OTpMMaHoro 3rigHo 3 Mpuknagom
opepxaHHa LXXXIX, ovikyBaHy crnonyky ogepxanu y
BurnsAai macna (Buxig=30%).

'"H AMP (OMCO, 300 Mru) 8: 8.78 (t, NH); 8.10-
8,00 (m, 2H); 8.00-7.85 (m, 4H); 7.85-7.65 (m, 2H);
7.51 (d, 1H); 7.35-7.20 (m, 5H); 7.15 (d, 1H); 7.04 (t,
1H); 4.90 (dd, 1H); 4.32 (t, 2H); 4.05 (g, 2H); 3.30-
3.05 (m, 3H); 2.95 (dd, 1H); 2.58 (t, 2H); 1.17 (t, 3H).

Mpuknag 197

3-[[4-[[[[(2S)-2,3-Awrinpo-1-[[3-
(TpudpTopmeTun)[1,1'-gudeninl-4-inJcynbgonin]-1H-
ingon-2-
inJkap6oHin]jamiHo]meTun]deHin]tiolnponaHoBa  Kuc-
nota

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noyunHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
aoMm 196, ouikyBaHy CMONyKy ogepxanu y BUrnsgi
6inoi TBepaoi pevoBuHM (BUXig=53%).

T. nn.=77-81°C.

Mpuknag 198

3-[[2-[[[[(2S)-2,3-Aurinpo-1-[[3-
(TpudbTopmeTun)[1,1'-gudenin]-4-inJcynbdonin]-1H-
ingon-2-
inJkap6oHin]jamiHo]meTun]deHin]TiolnponaHoBoi  KMC-
notu etunoswun edip

Cnigytoun meToauui, aHanoriyhin Mpuknagy 21,
NMOYMHAKYM 3 KUCNOTU, ofepXaHoi 3rigHo 3 lMpukna-
AoM ogepxaHHsa 1V, i cnonyku, ofepxaHoi 3rigHo 3
Mpuknagom opepxaHHa XCIII, ovikyBaHy cnonyky
opepxanu y surnagi macna (Buxin=53%).

'"H AMP (CDCls, 300 Mru) &: 7.80-7.05 (m, 16H);
4.73 (dd, 1H); 4.75-4.50 (m, 2H); 4.14 (q, 2H); 3.32
(dd, 1H); 3.14 (t, 2H); 2.84 (dd, 1H); 2.60 (t, 2H); 1.25
(t, 3H).

Mpuknag 199

3-[[2-[[[[(2S)-2,3-Awrinpo-1-[[3-
(TpndpTopmeTun)[1,1'-gudenin]-4-injcynbdonin]-1H-
ingon-2-
inJkap6oHin]amiHo]meTun]deHin]tiolnponaHoBa  Kuc-
nota

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noyunHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 198, ouikyBaHy CrMonyky ogepxanu y BUrnsgi
6inoi TBepaoi pevoBuHM (BUXig=51%).

T. nn.=85-89°C.

Mpwuknag 200

3,5-OumeTtunn-4-[2-[[[(2S)-1-[[3"-
(TpudbTopmeTnn)[1,1'-andeHin]-4-injcynbgoHinil-2,3-
aurigpo-1H-iHaon-2-
inJkap6oHin]amiHo]eTokcn]6eH30MHOI  KMCNOTU MeTu-
noswun edip

Cnigytoun metoamui, aHanoriynin Mpuknaagy 198,
NOYMHaKuM 3i CNONyKW, OAepXKaHoi 3rigHo 3 lMpukna-
aom ogepxaHHsa LXXI, odvikyBaHWA NpoaykT ogepxa-
nn y Burnsaai 6inoi TBepaoi pedoBuHN (BUMXia=51%).

T. nn.=81-83°C.

Mpuknag 201

3,5-OnmeTtnn-4-[2-[[[(2S)-1-[[3"-
(TpndbTopmeTun)[1,1'-gudenin]-4-injcynsdoHin]-2,3-
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aurigpo-1H-ingon-2-
inJkap6oHin]amiHo]eTokcK]6eH30MHOT KUCIOTK

Cnigytoun metogumui, aHanoriyHin MNpuknagy 22,
noynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 200, ouikyBaHy Cnonyky ogepxanu y BuUrnsgi
6inoi TBepaoi pevoBuHM (BUXig=59%).

T. nn.=120-126°C.

Mpwuknag 202

3,5-AnmeTtun-4-[2-[[[(2S)-1-[[4'-dTOP[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcn]6eH30MHOT KUCHOTU MEeTK-
noewun edip

Cnigytoun metoamui, aHanoriynin Mpuknaay 200,
noyMHaKuM 3 KMCNOTW, ofepXaHoi 3rigHo 3 [MNpukna-
aom ogepxarHa LXIII, ovikyBaHWiA npogyKT ogepxxanu
y Burnagi 6inoi Teepaoi peyoBuHmn (BUxin=68%).

T.nn.=91°C.

Mpuknag 203

3,5-AnmeTtun-4-[2-[[[(2S)-1-[[4'-dTOP[1,1'-
andeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6oHin]jamiHo]leTokcn]6eH30MHOT KUCHOoTH

Cnigytoun meToauui, aHanoriyhin Mpuknagy 22,
noynHaroum 3 edpipy, ogepxxaHoro 3rigHo 3 [lpukna-
aom 202, odikyBaHy Cnonyky ogepxanu y BuUrnsagi
6inoi TBepaoi pevoBuHM (BUXig=59%).

T. nn.=124-128°C.

Mpuknag 204

3-Xnop-4-[2-[[[(2S)-1-[[3"-(TpucbTOpMETUN)[1,1'-
AndeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6oHin]amiHo]leTokcn]6eH30MHOI  KMCNOTK MeTu-
noswi edip

Cnigytoun meToaumui, aHanoriyHin Mpuknagy 172,
NoYMHauN 3 KMCAOTK, ofepxaHol 3rigHo 3 [Npukna-
Aom ogepxaHHsa 1V, i cnonyku, ogepxaHoi 3rigHO 3
Mpuknagom opepxaHHa LXXI, oudikyBaHy cronyky
ogepxanu y surnagi 6inoro nopoluky (Buxin=42%).

T. nn.=84-88°C.

Mpuknag 205

3-Xnop-4-[2-[[[(2S)-1-[[3"-(TpucpTopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6oHin]amiHo]eToKCc]OeH30MHOT KUCIOTK

Cnigytoun metoauui, aHanoriyHiin MNpuknagy 22,
nouynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 204, odikyBaHy CRonyky opepxanw y Burnsagi
6inoi TBepaoi pevoBuHM (BUXia=46%).

T. nn.=135-140°C.

Mpuknag 206

3-Xnop-4-[2-[[[(2S)-1-[(4'-dTOp[1,1'-ANdeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6boHin]amiHo]eToKC1]OEeH30MHOT KUCHOTU MEeTK-
noswun ecip

Cnigytoun metoauui, aHanoriynin Mpuknagy 204,
noyMHaKum 3 KMCNOTW, oAepxaHoi 3rigHo 3 [Npukna-
aom opepxanHsa LXII, ovikyBaHy cnonyky ogepxanu
y Burnagi 6inoi TBepaoi peyosuHmn (BUxig=55%).

T. nn.=84-90°C.

Mpwuknag 207

3-Xnop-4-[2-[[[(2S)-1-[[3"-(TpucdTOpMETMN)[1,1'-
andeHin]-4-injcynegoHin]-2,3-aurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]eTokcn]6eH30MHOT KUCNOTH

Cnigytoun meToauui, aHanoriynin Mpuknagy 22,
nouynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [pukna-
aoom 206, oudikyBaHy CMOMyKy ogepxanu y Burnsgi
XKOBTOI TBEpAoi peyoBuHU (BUxin=56%).

T.nn.=175-182°C.

Mpuknag 208
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3-OT1op-4-[2-[[[(2S)-1-[[3'-(TpudTOpMeTUN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]eToKCc1]O6EeH30MHOT KUCHOTU MEeTK-
nosun edip

Cnigytoun metoamui, aHanoriynin Mpuknaagy 204,
noyMHarum 3i Cnonyku, ogepkaHoi 3rigHo 3 MNpukna-
AoM opepxaHHa LXXV, ouikyBaHy cnomnyky ogepxanu
y Burnagi 6inoi TBepgoi pevoBuHu (Buxin=50%).

T. nn.=65-70°C.

Mpwuknag 209

3-dTop-4-[2-[[[(2S)-1-[[3"-(TpndTOpMeETUN)[1,1'-
Anderin]-4-injcynsdoHin]-2,3-gurigpo-1H-ingon-2-
in]Jkap6oHin]jamiHo]eTokcn]6eH30MHOT KUCHOoTH

Cnigytoun metoauui, aHanorivHin MNpuknagy 22
noyunHaroum 3 edipy, ogepxaHoro 3rigHo 3 [pukna-
aom 208, odikyBaHy cnonyky ogepxanu y BuUrnsagi
6inoi TBepaoi pevoBuHY (BUXig=64%).

T. nn.=96-104°C.

Mpuknag 210

3-dTop-4-[2-[[[(2S)-1-[(4'-pTOP[1,1'-ANdeHin]-4-
in)cynedoHin]-2,3-aurigpo-1H-iHgon-2-
inJkapGoHin]amiHo]leTokcu]6eH30MHOI  KMCNOTU MeTu-
noswui edip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 206,
noYMHaloum 3i CNonyku, ogepxaHoi 3rigHo 3 Npukna-
AoM ofepxaHHa LXXV, ovikyBaHy cnonyky ogepxanu
y Burnsgi 6inoi TBepaoi pevoBuHmn (BUxin=56%).

T. nn.=82-87°C.

Mpuknag 211

3-O1op-4-[2-[[[(2S)-1-[(4'-dTOp[1,1'-OndeHIN]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]eTOKCM]OEeH30MHOT KUCIOTH

Cnigytoun metoauui, aHanorivyHii Mpuknagy 22,
noyunHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 210, odikyBaHy CROnNyky ogepxanu y BuUrnsAgi
6inoi TBepaoi pevoBuHY (BUXiA=56%).

T.nn.=118°C.

Mpuknag 212

4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpndpTopmeTun)[1,1'-audenin]-4-injcynbdonin]-1H-
iHoon-2-in]kap6oHin]amiHo]eTokcu]-6-
MeTUNGEeH300LTOBOI KUCOTM MeTUNoBUIN edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 204,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
Aom ogepxxaHHa LXXVII, odikyBaHy cnonyky oaepxa-
nv y Burnsaai 6inoi Teepaoi pedoBuHn (BMxia=49%).

T. nn.=71-74°C.

Mpuknag 213

4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpudpTopmeTun)[1,1'-audeninl-4-inJcynbgonin]-1H-
iHoon-2-in]kap6oHin]amiHo]eTokcu]-6-
MeTMNGEeH30MoLTOBa KMUCoTa

Cnigytoun meToauui, aHanoriyHin Mpuknagy 22,
noyunHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [pukna-
AOM 212, ouiKyBaHy CMONyKy ogepxanu y BUrnsgi
6inoi TBepaoi pevoBuHM (BUXig=93%).

T. nn.=92-96°C.

Mpuknag 214

4-[2-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynedoHinl-1H-
iHgon-2-inJkap6oHin]jamiHoleTokcm]-3-
METOKCMOEH30MOLUTOBOI KNCIOTW METUIOBUIA edip

Cnigytoun meToauui, aHanoriyhin Mpuknagy 98,
noyvHaKyM 3 OHOrO eKBiBareHTa CronyKu, oaepxa-
Hoi 3rigHo 3 MNMpuknagom opepxaHHa LXXIX, odikysa-
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Hy CMonyKy ogepxanu y Burnsagi 6inoro nopoLuky (Bu-
xin=40%).

T. nn.=52-60°C.

Mpuknag 215

4-[2-[[[(2S)-2,3-Ourigpo-1-[[3'-
(TpupTopmeTnn)[1,1'-audpeninl-4-injcynbdoHin]-1H-
iHgon-2-injJkap6oHin]jamiHoleTokcm]-3-
MEeTOKCMOEH30moLTOBa KMCMoTa

Cnigytoun metoauui, aHanoriyHii MNpuknagy 22,
nouynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 214, odikyBaHy CROnNyky ogepxanu y BUrNsAgi
6inoi TBepaoi pevoBuHY (BUXiA=86%).

T. nn.=89-98°C.

Mpuknag 216

N-[4-[[[[(2S)-2,3-Aurippo-1-[[3'-
(TpupTopmeTun)[1,1'-audpeHinl-4-in]-cynedoHin]-1H-
iHoon-2-inJkap6oHin]jamiHolmeTun]deHin]rmiunHy  me-
Tnnosun ecip

Cnigytoun metoamui, aHanoriynin Mpuknagy 198,
noyvHaroum 3 rigpoxnopugy metunosoro edipy N-[4-
(amiHomeTuN)DeHIN]riuuHy, OdvikyBaHy Cronyky oge-
pxanu y Burnsaai 6inoro nopoluky (Buxin=32%).

T. nn.=85°C.

Mpuknag 217

N-[4-[[[[(2S)-2,3-Aurippo-1-[[3'-
(TpudbTopmeTun)[1,1'-audpeHin]-4-in]-cynedoHin]-1H-
iHoon-2-inJkap6oHin]amiHo]meTun]deHin]rniunH

Cnigytoun metoauui, aHanoriynin Mpuknagy 22,
noynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
AoM 216, ouikyBaHy CMONyKy ofepxanu y BUrmsgi
XXOBTOI TBepAoi pevoBuHn (Buxig=40%).

T. nn.=139°C.

Mpuknag 218

2,6-AndbTop-4-[2-[[[(2S)-1-[[3"
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynedgoHinl-2,3-
aurigpo-1H-iHaon-2-
inJkap6oHinjamiHoleTokcn]6eH30MHOI  KMCNOTU MeTu-
noswn edip

Cnigytoun metoaumui, aHanoriynin Mpuknaagy 198,
noyMHaruM 3i CMonyku, ogepxaHoi 3rigHo 3 MNpukna-
Aom ogepxaHHa LXXXI, odikyBaHy cnonyky ogepxa-
nu y Burnsaai 6inoi TBepaoi peyoBuHu (BUXin=65%).

T. nn.=68-71°C.

Mpuknag 219

2,6-AndpTop-4-[2-[[[(2S)-1-[(4'-dTOP[1,1'-
andeHin]-4-in)cynbdoHinl-2,3-gurigpo-1H-iHgon-2-
inJkapboHin]amiHO]eTOKCN]OEH30MHOT KUCIOTU MEeTK-
nosun edip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 218,
NoYMHaun 3 KMCAOTU, ofepxaHol 3rigHo 3 [Npukna-
aom ogepxaHHsa LXIII, ovikyBaHy cnonyky ogepxanu
y Burnsgi 6inoi Tsepaoi pevoBuHmn (BUxin=55%).

T. nn.=83°C.

Mpuknag 220

4-[2-[[[(2S)-1-[[3'-(TpucpTopmeTnn)[1,1'-aucbeHin]-
4-in]cynbgoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6oHin]amiHo]leTokcu]-3-
(TprdbTOPMETUIT)OEH3ONHOT KUCIOTU METUIOBUI edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 198,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
aom ogepxaHHsa LXXXIII, ouikyBaHy cnonyky ogep-
Xanu y Burnsaai 6inoi TBepaoi  pevyoBuHWM  (BU-
xXin=74%).

T. nn.=92-98°C.

Mpuknag 221

92013 84

4-[2-[[[(2S)-1-[[3'-(TpudTopmeTUn)[1,1'-andeHin]-
4-in]cynbdoHin]-2,3-aurigpo-1H-ingon-2-
in]kap6oHin]amiHo]eTokcu]-3-
(TpucbTOpMETUN)OEH30MHA KMCMOTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noyunHaroun 3 edipy, ogepxaHoro 3rigHo 3 [Npukna-
aomMm 220, ouikyBaHy CMONyKy ofepxanu y Burnsgi
6inoi TBepaoi pevoBuHM (BUXig=51%).

T.nn.=111-116°C.

Mpuknag 222

4-[2-[[[(2S)-1-[(4'-PTOP[1,1'-ANdEHIN]-4-
in)cynedoHin]-2,3-aurigpo-1H-iHgon-2-
in]Jkap6oHin]jamiHo]leTokcu]-3-
(TPrdpTOPMETMIT)OEH3O0MHOT KNCIOTU METUIOBUI edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 220,
NoYMHaun 3 KMCAOTK, ofepxaHol 3rigHo 3 [Npukna-
aom ogepxaHHa LXIII, ovikyBaHy crnonyky ogepxanu
y Burnsgi 6inoi Tsepaoi pevoBuHmM (BUxin=69%).

T. nn.=90-95°C.

Mpuknag 223

4-[2-[[[(2S)-1-[(4'-PTOP[1,1'-ANdDEHIN]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6boHin]amiHo]eTokcu]-3-
(TpndbTOpMETUIT)OEH3O0MHA KMCMOTa

Cnigytoun metoawui, aHanoriyHii Mpuknagy 22,
noynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
AOM 222, odikyBaHy CMONyKy ogepxanu y BuUrnsagi
6inoi TBepaoi pevoBuHY (BUXiA=85%).

T. nn.=139-142°C.

Mpuknag 224

4-[2-[[[(2S)-1-[[3'-(TpucbTopmeTnn)[1,1'-aucpeHin]-
4-in]cynbgoHin]-2,3-gurigpo-1H-iHaon-2-
in]kap6oHin]amiHo]eTokcu]-2-
(TprdbTOPMETMI)OEHIONHOT KUCIOTU METUIOBUI edhip

Cnigytoun metoamui, aHanoriynin Mpuknagy 198,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
AoM ofepxaHHs LXXXV, ovikyBaHy cnonyky oaepxa-
nv y Burnsaai 6inoi Teepaoi ped4oBuHn (BMxia=48%).

T. nn.=75-79°C.

Mpuknag 225

4-[2-[[[(2S)-1-[(4'-PTOP[1,1'-ANdEHIN]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]eTokcu]-2-
(TprdbTOPMETMI)OEHIONHOT KUCIOTU METUIOBUI edhip

Cnigytoun metoamui, aHanoriynin Mpuknaagy 224,
noyMHaKum 3 KMCNOTW, ofepxaHoi 3rigHo 3 [Npukna-
aom ogepxaHHa LXIII, ovikyBaHy crnonyky ofepxanu
y Burnagi 6inoi TBepgoi pevoBuHu (Buxin=83%).

T. nn.=62-70°C.

Mpuknag 226

3-MeTtun-4-[2-[[[(2S)-1-[[3'-(TpudTOpMeTUN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-iHoon-2-
inJkap6oHin]amiHo]eTokcn]6eH30MHOI  KMCNOTU MeTu-
noswun edip

Cnigytoun metoamui, aHanoriynin Mpuknaagy 198,
noyrHaruM 3i Cnomyku, oTpMMaHoi 3rigHo 3 MNpukna-
aom opgepxaHHsa LXXXVII, ovikyBaHy crnonyky ofgep-
Xanu y Burnsgi 6inoi  TBepgoi  pevyoBuHWM  (BU-
Xin=21%).

T. nn.=68-74°C.

Mpuknag 227

3-Metun-4-[2-[[[(2S)-1-[[3'-(TpucpTopmeTnn)[1,1'-
andenin]-4-inJcynedoHin]-2,3-gurigpo-1H-iHgoon-2-
inJkap6oHin]amiHO]eTOKCM]OEH30MHOT KUCMOTH

Cnigytoun metoauui, aHanorivHii Mpuknagy 22,
noynHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
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OOM 226, oudikyBaHy CMOMyKy ogep)anu y Burnsgi
6inoi TBepaoi pevoBuHM (BUXig=83%).

T. nn.=102-108°C.

Mpuknag 228

4-[2-[[[(2S)-1-[(4'-PTOP[1,1'-ANdDEHIN]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcu]-3-MeTUNBEH30MHOT  K1cno-
™M MmeTunosun ecdip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 226,
NoYMHAaKYN 3 KMCAOTK, ogepxaHoi 3rigHo 3 [Npukna-
aom ogepxaHHsa LXIII, ovikyBaHy cnonyky ogepxanu
y BUrMAAi poxxeBoi TBepaoi pevoBuHu (Buxig=61%).

T. nn.=81-85°C.

Mpuknag 229

4-[2-[[[(2S)-1-[(4'-PTOP[1,1'-ONdDEHIN]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6boHin]amiHo]leTokcn]-3-MeTUNGEH30MHA  KUCIO-
Ta

Cnigytoun metoauui, aHanoriynin Mpuknagy 22,
nouynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
AOM 226, ouikyBaHy CMONyKy ojepxanu y BUrnsgi
6inoi TBepaoi pevoBuHM (BUXig=48%).

T. nn.=112-118°C.

Mpwuknag 230

2-O1op-4-[2-[[[(2S)-1-[(4'-dTOp[1,1'-AMdeHIN]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHoon-2-
inJkap6oHin]amiHo]eTokcn]6eH30MHOT KUCNOTU METK-
noewun edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 228,
noyMHaruM 3i CMonyku, ogepxaHoi 3rigHo 3 [MNpukna-
aom ogepxaHHsa LXIX, odikyBaHy cnonyky ogepxanuv
y Burnagi 6inoi Teepaoi peyoBuHmn (BUxin=58%).

T.nn.=77-81°C.

Mpuknag 231

2-®1op-4-[2-[[[(2S)-1-[(4'-dTOPp[1,1'-ANdeHIN]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHaon-2-
inJkap6oHin]amiHo]leTokcn]6eH30MHOT KUCnoTH

Cnigytoun meToauui, aHanoriynin Mpuknagy 22,
noymHatoumn 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
pom 230, ouikyBaHy CMOnNyKy ofepxanu y BUrnsagi
6exeBoi TBepAoi pevoBuHU (BUXia=52%).

T.nn.=109-113°C.

Mpuknag 232

2-o1op-4-[2-[[[(2S)-1-[[3'-(TpudTOpMETUN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6oHin]jamiHo]eTokcn]6eH30MHOI  KMCNOTU MeTu-
nosun edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 198,
noYnHaKun 3i CNonyku, oaepxaHoi 3rigHo 3 lNpukna-
aom ogepxaHHs LXIX, odvikyBaHy cnonyky ogepxanu
y Burnsgi 6inoi Tsepaoi pevoBuHmn (BUxin=22%).

T. nn.=63-70°C.

Mpuknag 233

2-dTop-1-[2-[[[(2S)-1-[[3'-(TpHdTOPMeETUN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6boHin]amiHO]eTOKCM]OEH30MHOT KUCOTU

Cnigytoun metoauui, aHanoriyHin MNpuknagy 22,
noynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
Aom 232, odikyBaHy CMONyKy ogepxanu y BuUrnsgi
6inoi TBepaoi peyoBuHM (BMXia=90%).

T. nn.=97-105°C.

Mpuknag 234

2,3-Aurigpo-N-[2-(5-meTun-2-
HiTpodbeHoken)eTun]-1-[[3'-(TpudTopmeTun)[1,1'-
andeHin]-4-injcynegoHin]-(2S)-1H-iHaon-2-
kapbokcamig
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[oTytoTb po3unH 480 minirpam (1,07 mmMonb) Kuc-
noTn, ogepxaHoi 3rigHo 3 MNpuknagom ogepxaHHa 1V,
y 10 mn guMxnopmMmeTaHy, a noTiM AogatoTb 226 Minir-
pam (1,18uvmons) EDCI i 30 minirpam (0,22 mMmonb)
HOAT. Micna nepemiwysaHHA npotaroM 10 XBWAWH
npu KiMHaTHI TemnepaTtypi gopatTb 250 minirpam
(1,07 mmonb) crnonyku, oTpMmaHoi 3rigHo 3 lNpukna-
Aom ofepxanHa XCVII, i 0,315 mn (2,25 mmonb) Tpu-
eTunaminy. MNoTiM Lo peakuinHy cymill nepemillyoTb
npu KimHaTHI Temnepatypi npotarom 20 roguH. [o-
TiM L0 cymill oOpobnsalTb AoaaBaHHAM AuXIopMe-
TaHy, 1 opraHiyHy a3y npomuBaloTb BOAOH, MOTIM
BMCYLLYIOTb Haj CynbaToM MarHito, a NoTiM KOHLEH-
TPYIOTb MpU 3HWXKEHOMY Tucky. [loTim oaepxaHui
CMpWUIA NPOJYKT OYULLA0TL Xpomartorpadieto Ha cuni-
Kareni, BMKOPUCTOBYOUN CcyMiLL anxnopme-
TaH/eTunauetat (99/1; 06/06) sk entoeHT, 3 OTpUMaH-
HSIM OYiKyBaHOro MpoAyKTy y BUrNsaai 6exeBoi NiHW
(Bnxin=42%).

'"H AMP (OMCO, 250 Mry) &: 8.37 (t, NH); 8.10-
7.60 (m, 9H); 7.49 (d, 1H); 7.30-6.85 (m, 5H); 4.86
(dd, 1H); 4.30-4.10 (m, 2H); 3.70-3.40 (m, 2H); 3.12
(dd, 1H); 2.94 (dd, 1H); 2.37 (s, 3H).

Mpuknag 235

2,3-Owurigpo-N-[2-(2-amiHo-5-
meTundeHoken)etunn]-1-[[3'-(tpudpTopmeTnn)[1,1'-
andeHin]-4-inlcynedoHin]-(2S)-1H-inaon-2-
kapbokcamig

Cnigytoun metoauui, aHanoriyHin Mpuknagy 61,
noYnHaKuM 3 HITPONOXigHOI, odepxaHoi 3rigHo 3
Mpuknagom 234, ouikyBaHy CMNOMyKy ofepxanu y
BurnsAai 6inoi TBepaoi pevoBuHN (BMXia=86%).

'H AMP (OMCO, 250 Mru) &: 8.46 (t, NH); 8.10-
7.60 (m, 8H); 7.49 (d, 1H); 7.24 (td, 1H); 7.13 (d, 1H);
7.02 (td, 1H); 6.70-6.40 (m, 3H); 4.86 (dd, 1H); 4.57
(broad s NHy); 3.95 (t, 2H); 3.70-3.40 (m, 2H); 3.18
(dd, 1H); 2.96 (dd, 1H); 2.14 (s, 3H).

Mpuknag 236

2,3-Aurigpo-N-[2-(5-¢pTOp-2-
HiTpodeHokeun)eTun]-1-[[3'-(TpudptopmeTnn)[1,1'-
Anderin]-4-inljcynsdoHin]-(2S)-1H-iHaon-2-
kapbokcamig

Cnigytoun metoamui, aHanoriynin Mpuknaagy 234,
noynHaroun 3i CNonyku, oaepxaHoi 3rigHo 3 lMpukna-
AoM ogepxaHHsa 1C, odikyBaHy Cnonyky ogepxanu y
BUrMsiAi AICKPaBO-XOBTOI NiHK (BUXiA=54%).

'"H AMP (OMCO, 250 Mru) &: 8.37 (t, NH); 8.10-
7.60 (m, 9H); 7.49 (d, 1H); 7.37 (dd, 1H); 7.24 (td,
1H); 7.20-6.90 (m, 3H); 4.85 (dd, 1H); 4.30-4.10 (m,
2H); 3.70-3.40 (m, 2H); 3.15 (dd, 1H); 2.94 (dd, 1H).

Mpuvknapg 237

2,3-Owurigpo-N-[2-(2-amiHo-5-
dTopdeHoken)eTun]-1-[[3'-(TpudTopmeTmn)[1,1'-
andeHin]-4-inlcynbdoHin]-(2S)-1H-inaon-2-
kapbokcamig

Cnigytoun metoamui, aHanoriynin Mpuknagy 235,
NoYMHaKuM 3 HITPOMNOXigHOI, OoAepXaHoi 3rigHo 3
Mpuknagom 236, o4ikyBaHy CMOMyKy ofepxanu y
BurnAai 6nigo-poxesoi niHn (BMxig=90%).

'"H AMP (OMCO, 250 Mru) &: 8.49 (t, NH); 8.10-
7.65 (m, 8H); 7.49 (d, 1H); 7.24 (td, 1H); 7.12 (d, 1H);
7.02 (td, 1H); 6.73 (dd, 1H); 6.65-6.40 (m, 2H); 4.85
(dd, 1H); 4.72 (wwpokui s NHy); 3.98 (t, 2H); 3.70-
3.40 (m, 2H); 3.18 (dd, 1H); 2.96 (dd, 1H).

Mpuknag 238
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2,3-Aurigpo-N-[2-(2-HiTpodeHoken ))eTun]-1-[[3'-
(TpudpTopmeTun)[1,1'-audpeninl-4-inJcynbdoHin]-(2S)-
1H-iHaon-2-kap6okcamig

Cnigytoun metoauui, aHanoriynin Mpuknaagy 234,
noynHaroun 3 2-(2-HiTpodheHOKCK) eTaHaMmiHy, OuiKy-
BaHy CMONyKy OfepXanu y BUIMsagi KOBTOI NiHK (BU-
xin=51%).

'H AMP (OMCO, 300 Mry) &: 8.39 (t, NH); 8.10-
7.65 (m, 9H); 7.63 (td, 1H); 7.49 (d, 1H); 7.39 (d, 1H);
7.25 (td, 1H); 7.20-7.10 (m, 2H); 7.02 (id, 1H); 4.86
(dd, 1H); 4.30-4.15 (m, 2H); 3.65-3.40 (m, 2H); 3.15
(dd, 1H); 2.94 (dd, 1H).

Mpuknag 239

2,3-Aurigpo-N-[2-(2-amiHodeHoken)eTun]-1-[[3'-
(TpudpTopmeTun)[1,1'-audpeHinl-4-inJcynbdoHin]-(2S)-
1H-iHgon-2-kapbokcamig

Cnigytoun meToamui, aHanoriyHin Mpuknagy 235,
noYMHaKun 3 HITPOMOXigHOI, ofdepXaHoi 3rigHo 3
Mpuknagom 238, odikyBaHy CMOMyKy ojepXanu y
BurnsAai 6inoi niHm (Buxin=59%).

'"H AMP (OMCO, 250 Mru) 8: 8.48 (t, NH); 8.10-
7.65 (m, 8H); 7.49 (d, 1H); 7.23 (td, 1H); 7.12 (d, 1H);
7.02 (td, 1H); 6.78 (dd, 1H); 6.75-6.60 (m, 2H); 6.55-
6.40 (m, 1H); 4.86 (dd, 1H); 4.76 (wupokmn s NHy);
3.96 (t, 2H); 3.65-3.40 (m, 2H); 3.18 (dd, 1H); 2.96
(dd, 1H).

Mpuknag 240

3-[[3-[[[[(2S)-2,3-Aurinpo-1-[[3"-
(TpucpbTopmeTun)[1,1'-audpenin]-4-inJcynbdonin]-1H-
ingon-2-
inJkap6oHin]jamiHo]meTun]deHin]TiolnponaHoBoi  KuC-
notu etunosum edip

[oTytoTb po3umH 129 minirpam (0,29 mmonk) Kuc-
NOTW, OAEepXaHoi 3rigHo 3 MNpuknagom ogepxanHs 1V,
y 3 Mn guxnopmMeTaHy, a noTiM godarTb 61 Minirpam
(0,32mmonb) EDCI i 44 minirpam (0,32 mmonb) HOAT.
Micna nepemiwyBaHHs npotarom 10 XBUNWH NpU KiM-
HaTHIW TemnepaTypi gopawTb 69 wminirpam (0,29
MMOnb) rigpoxnopuay etunosoro ecdpipy  3-[[3-
(amiHomeTun)peHin]tiolnponaHosoi  kucnotn (Mpuk-
nap opepxanHs ClIl). MoTim w0 peakuiiHy CymiLl
nepemMillyloTb NPy KiMHaTHI TeMmnepaTypi NpoTarom 6
roguH. MoTiM U cymiw o6pobnsaTb AoAaBaHHSAM
ANXnopmeTaHy, W opraHiyHy ¢asy npoMuBaloTb BO-
A0k, a NoTiM BUCYLLYIOTb HaA cynbdatoM MmarHito 1
KOHLEHTPYIOTb MpU 3HWXEHOMY Tucky. oTim ogep-
XaHUN CUpUA NPOAYKT OuvMLaloTb XpomaTtorpadieto
Ha cwunikarerni, BUKOPUCTOBYIOYM CyMill AMXIOpMe-
TaH/eTnnauetat (98/2; 06/06) sk entoeHT, 3 OTpUMaH-
HAM OYiKyBaHOro NpoaykTy y BUrMsAi HaMiBNnpo3oporo
Macna (Buxin=49%).

'H AMP (OMCO, 300 Mrw) &: 8.79 (t, NH); 8.10-
7.65 (m, 8H); 7.51 (d, 1H); 7.35-7.00 (m, 7H); 4.91
(dd, 1H); 4.34 (d, 2H); 4.05 (g, 2H); 3.30-3.10 (m,
3H); 2.97 (dd, 1H); 2.60 (t,2H); 1.16 (t, 3H).

Mpuknag 241

3-[[3-[[[[(2S)-2,3-Auriapo-1-[[3'-
(TpubTopmeTun)[1,1'-audpeninl-4-injcynbdoHin]-1H-
iHoon-2-
inJkap6oHin]amiHo]meTun]deHin]tiolnponaHoBa  Kuc-
nota

Cnigytoun metoaumui, aHanoriyHin Mpuknagy 22,
noynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 240, ouikyBaHy CRonyky ogepxanw y Burnsagi
Hanisnpo3soporo macna (Buxin=22%).
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'H AMP (OMCO, 250 Mru) &: 12.30 (LUMPOKUii s,
COOH); 8.79 (t, NH); 8.10-7.65 (m, 8H); 7.51 (d, 1H);
7.35-7.00 (m, 7H); 4.90 (dd, 1H); 4.34 (dd, 2H); 3.30-
3.05 (m, 3H); 2.97 (dd, 1H); 2.60-2.40 (m, 2H).

Mpuknapg 242

3-[[[(2S)-1-[(2'-Xnop-4'-dpTOp[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]-4,4,4-TpudTopOyTaHOBOI KNCMNOTH
eTnnoBumn eqip

Cnigytoun metoawui, aHanorivyHii Mpuknagy 21,
NoYMHaKuN 3 KMCAOTK, ogepxaHoi 3rigHo 3 [Npukna-
aom ogepxaHHsa CVII, i etunosoro edipy 3-amiHo-
4,4,4-TpupTOpOYTAHOBOT KMUCMOTH, OYiKyBaHy CMOMNyKy
ogepxanu y surnagi 6inoro nopotuky (Buxin=55%).

T. nn.=57-60°C.

Mpuknag 243

N-[(3-AmiHO-4-nipuaunHin)meTnn]-2,3-gurigpo-1-
[[3"-(TpndTopmeTun)[1,1'-andeHin]-4-in]cynbdoHin]-
(2S)-1H-iHoon-2-kap6okcamig

Cnigytoun metoauui, aHanoridHin Mpuknagy 234
(3 3 ekBiBaneHTamu TpueTMnamiHy), novmHawuM 3
avrigpoxnopugy 3-amiHo-4-nipuanHMeTaHamiHy, Oui-
KyBaHy Cnonyky ogepxanu y Burnsagi 6inoro nopoLuky
(Bnxin=85%).

T. nn.=105-108°C.

Mpuknag 244

4-[3-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-gudenin]-4-inJcynbdonin]-1H-
iHoon-2-inJkap6oHin]amiHo]nponin]6eH3onouToBOi
KUCNOTN METUMoBUIN edip

Cnigytoun metoamui, aHanoriynin Mpuknaagy 234,
noYnHaKuM 3 rigpoxnopuay MeTunoBsoro edipy 4-(3-
amiHonponin)beH30MouTOBOI  KMCMOTKN,  O4iKyBaHy
crnonyky opepxanu y Burnsai 6inoro macna (Bu-
xin=98%).

'"H AMP (OMCO, 300 Mru) &: 8.25 (t, NH); 8.10-
7.65 (m, 8H); 7.49 (d, 1H); 7.24 (t, 1H); 7.20-7.10 (m,
5H); 7.02 (td, 1H); 4.81 (dd, 1H); 3.62 (s, 2H); 3.60 (s,
3H); 3.25-3.05 (m, 3H); 2.94 (dd, 1H); 2.57 (t, 2H);
1.80-1.60 (m, 2H).

Mpuknag 245

4-[3-[[[(2S)-2,3-Aurigpo-1-[[3'-
(TpndpTopmeTun)[1,1'-gudenin]-4-injcynbdonin]-1H-
iHoon-2-inJkap6oHin]amiHo]nponin]6eH3onouToBa
KucnoTa

Cnigytoun metogumui, aHanoriyHin MNpuknagy 5,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
AOM 244, ouikyBaHy CMONyKy ofepxanu y Burnsgi
6inoi niHn (Bnxig=99%).

'H AMP (OMCO, 300 Mru) &: 8.25 (t, NH); 8.10-
7.65 (m, 8H); 7.49 (d, 1H); 7.24 (t, 1H); 7.20-7.10 (m,
5H); 7.02 (id, 1H); 4.81 (dd, 1H); 3.50 (s, 2H); 3.25-
3.05 (m, 3H); 2.94 (dd, 1H); 2.57 (t, 2H); 1.80-1.60
(m, 2H).

Mpuknag 246

1-[[2',4'-OndbTop[1,1'-andeHin]-4-inJcynbgoHin]-
2,3-purigpo-N-[(2-HiTpodbeHin)metun]-(2S)-1H-iHaon-
2-kapbokcamig,

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
paHHa XXXV, MOuYMHauM 3 KUCIOTK, OAepKaHOl
3rigHo 3 MNpuknagom ogepxaHHs CV, ogepxanu xno-
paHrigpya, SkuiA  niggaloTb  B3aemodii 3 (2-
HITpOheHin)MeTaHamiHOM 3rigHO 3 METOAMKOM, Onu-
caHoto ans MNpuknagy 98, 3 oTpUMaHHSM OYiKyBaHOMoO
npoaykty y Burnsgi 6inoi TBepaoi peyoBuMHU (BU-
Xin=64%).



89

T. nn.=99-102°C.

Mpuknag 247

N-[(2-AmiHodeHin)meTun]-1-[[2',4'-andTop[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-(2S)-1H-
iHoon-2-kap6okcamipg,

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxxaHHa XClIl (ane 6e3 goaaBaHHst Xropuay BOAHHKO),
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lNpukna-
AoM 246, odikyBaHy CRonyky ogepxanu y BuUrnsagi
6inoi TBepaoi pevoBuHY (BUXig=49%).

T. nn.=93-96°C.

Mpuknag 248

2,3-Aurigpo-1-[[4'-dbTop-2'-meTun[1,1'-andeHin]-
4-in]cynbdoHin]-N-[(2-HiTpodeHin)metun]-(2S)-1H-
iHoon-2-kapbokcamig

Cnigytoun meToamui, aHanoriyHii Mpuknagy 246,
NoYMHalun 3 KMCAOTK, ofepxaHol 3rigHo 3 [Npukna-
aom ogepxaHHs ClIV, odikyBaHUI NpoayKkT ogepxanu
y BUrMsAAi opaHxeBol TBepAoi pevoBuHY (Buxin=87%).

T. nn.=64-66°C.

Mpuknag 249

N-[(2-AmiHodeHin)meTun]-2,3-gurigpo-1-[[4'-
dpTop-2'-meTnn[1,1'-andeHin]-4-in]JcynbdoHin]-(2S)-
1H-iHaon-2-kapbokcamig

Cnigytoun meToamui, aHanoriyHin Mpuknagy 247,
noynHaroun 3i Cnonyku, ogepxaHoi 3rigHo 3 lNpukna-
AoMm 248, ovikyBaHMM NPOAYKT oAdepxanu y Burnagi
6inoi TBepaoi pevoBuHM (BUXiA=58%).

T. nn.=92-96°C.

Mpuknag 250

4-[2-[[[(2S)-1-[(4'-PTOp-2'-MeTOKCM[1,1'-AndeHiIn]-
4-in)cynbdoHin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcn]6eH30nouTOBOT
MeTunoBun eqdip

Cnigytoun metoamui, aHanoriynin Mpuknagy 192,
noyunHaroun 3 rigpoxnopuay metunosoro egipy 4-(2-
aMiHOETOKCW)BEH30MOLTOBOI  KUCMOTKU,  OYiKyBaHWUW
NpoAayKT oaepxanuv y Burnsaai 6inoi Tsepaoi pe4oBrHN
(Buxin=64%).

T. nn.=70-75°C.

Mpuknag 251

4-[2-[[[(2S)-1-[(4'-PTOp-2'-MeTOKCM[1,1"-AndeHIn]-
4-in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcn]6eH3onouToBa KMCnoTa

Cnigytoun meToauui, aHanoriynin Mpuknagy 22,
noyMHarum 3i CNonyku, ogepxkaHoi 3rigHo 3 lMNpukna-
aom 250, odikyBaHUI MpOAyKT ogepxanu y BUrNsSai
6inoi TBepaoi pevoBuHM (BUXig=82%).

T. nn.=102-110°C.

Mpuknag 252

4-[[[[(2S)-1-[(4'-PTOp-2'-MeTOKCU[1,1'-ANdeHIN]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHaon-2-
inJkap6oHinjamiHo]meTnn]6eH30nouToBOI
MEeTUoBunN edip

Cnigytoun metoaumui, aHanoriynin Mpuknaagy 192,
noymMHaroumn 3 rigpoxnopugy metunosoro edipy 4-
(amiHOMEeTMN)BEH30MOLTOBOI  KUCINOTK,  OYiKyBaHWN
NpoayKT oAepxanu y Burnsaai 6inoi Tsepaoi pe4oBrHN
(Buxin=62%).

T. nn.=77-79°C.

Mpuknag 253

4-[[[[(2S)-1-[(4'-PTOp-2'-MmeTOKCU[1,1'-ANdeHIN]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHaon-2-
inJkap6oHin]amiHo]meTun]6eH3onoLTOBa KNCNoTa

Cnigytoun metoaumui, aHanoriyHin MNpuknagy 22,
noYnHaoun 3i CNonyku, oaepxaHoi 3rigHo 3 lMNpukna-

KMCnoTu

KNCNnoTun
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OoM 252, odikyBaHUW MPOAYKT oAepxanu y Burnsagi
6inoi TBepaoi pevoBuHM (BUXin=95%).

T. nn.=106-111°C.

Mpuknag 254

N-[(2-AmiHodpeHin)meTunn]-1-[[4'-cpTOp-2'-
meTtoken[1,1'-gndeHin]-4-injcynsdonin]-2,3-gurigpo-
(2S)-1H-iHpon-2-kapbokcamig

Cnigytoun metoamui, aHanoriyHin Mpuknagy 240,
NoYMHauM 3 KMCAOTK, ofepxaHol 3rigHo 3 [Npukna-
aomMm opepxaHHa CXI, i (2-amiHodeHin)meTaHamiHy,
O4ikyBaHUI NpOJYKT ofepxanu y Burnagi 6inoi niHm
(Buxin=64%).

T. nn.=92-97°C.

Mpuknag 255

4-[[[[(2S)-1-[(2',4'-OndTOP[1,1'-ANdeHIn]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]MeTun]6eH30M0oLTOBOI
MeTunoBun edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 186,
noyMHaKun 3 KUCNOTW, ofepxaHoi 3rigHo 3 [Npukna-
AoM ofgepxaHHA CV, ovikyBaHy CMONyKy ogepxanu y
BurnsAai 6inoi TBepaoi pevoBuHN (BMXia=59%).

T. nn.=68-72°C.

Mpuknag 256

4-[[[[(2S)-1-[(2',4'-OndTOp[1,1'-ANdeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHoon-2-
inJkap6oHin]amiHo]meTun]6eH30noLTOBa K1CcnoTa

Cnigytoun metoauui, aHanoriynin Mpuknagy 22,
noyMHarum 3i Cnonyku, ogepxkaHoi 3rigHo 3 MNpukna-
AoM 255, odikyBaHUW MpOAyKT odepxanu y BUrmsgi
6inoi TBepaoi pevoBuHM (BUXig=81%).

T. nn.=117-121°C.

Mpwuknag 257

4-[2-[[[(2S)-1-[(2',4'-OndpTop[1,1'-andpeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHaon-2-
in]kap6oHin]amiHo]eTokcn]6eH3onouToBoI
MeTUnoBun edip

Cnigytoun metoamui, aHanoriynin Mpuknaagy 250,
NMOYMHAKYM 3 XJIOpaHriapuay, OOepXXaHoro 3rigHo 3
Mpuknagom opepxaHHs CV, odvikyBaHWM NpPOAYKT
onepxanu y Burnsaai 6inoi TBepaoi peyoBuHM (BU-
xin=49%).

T. nn.=60-64°C.

Mpuknag 258

4-[2-[[[(2S)-1-[(2',4'-OundpTop[1,1'-andeHin]-4-
in)cynedoHin]-2,3-aurigpo-1H-iHgon-2-
in]Jkap6oHin]amiHo]leTokcu]6eH3onouToBa KMCnoTa

Cnigytoun meToauui, aHanoriyhin Mpuknagy 22,
noynHaroun 3i CNonyku, oaepxaHoi 3rigHo 3 lMpukna-
AoM 257, ouvikyBaHUM NPOAYKT oAdepxanu y Burnagi
6inoi TBepaoi pevoBuHY (BUXin=82%).

T. nn.=92-99°C.

Mpuknag 259

4-[[1[(2S)-1-[(3'-MeTtun[1,1'-gndpeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6boHin]amiHo]MeTun]6eH30MoLTOBOI
MeTunoBumn eqip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 186,
noyMHaluy 3 XnopaHrigpuay, OA4ep)KaHoro 3rigHo 3
Mpuknagom opgepxaHHa CVI, oudikyBaHy cnonyky
ogepxanun y Burngaai 6inoi TBepaoi peyoBuHM (BU-
Xin=62%).

T. nn.=66-68°C.

Mpuknag 260

KNCnoTtun

KMCNnoTtu

KNcnotu
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4-[[[[(2S)-1-[(3'-MeTun[1,1'-gudpeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]meTun]6eH30noLTOBa K1CNoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
AoM 259, odikyBaHUWM MpOAYyKT ogepxanu y BUrnsgi
6inoi TBepaoi pevoBuHM (BUXig=98%).

T. nn.=118-120°C.

Mpuknag 261

4-[2-[[[(2S)-1-[(2'-Xnop-4'-cpTOp[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]JamiHo]eTokcn]6eH30nouTOBOI
MEeTUNoBuN edip

Cnigytoun metoaumui, aHanorivnin Mpuknagy 184,
noyMHaKuM 3 KMCNOTW, ofepXaHoi 3rigHo 3 [Npukna-
aom opepxaHHst CVII, odikyBaHy cnonyky ogepxanu
y BUrMsAAi poxeBoi TBepAoi pevyoBuHu (BUxin=57%).

T. nn.=68°C.

Mpuknag 262

4-[2-[[[(2S)-1-[(2'-Xnop-4'-cpTOp[1,1'-andeHin]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]leTokcu]6eH3onouToBa KMCnoTa

Cnigytoun metoauui, aHanoriynin Mpuknagy 22,
noYMHaloum 3i CNonyku, ogepaHoi 3rigHo 3 Npukna-
AoM 261, ovikyBaHMW NPOAYKT oAdepxanu y BuUrnagi
6inoi TBepaoi pevoBuHY (BUXig=92%).

T. nn.=90°C.

Mpuknag 263

4-[[[[(2S)-1-[(2'-Xnop-4'-dpTOp[1,1'-AndeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]MeTnn]6eH30MoLTOBOI
MeTHnoBun eqip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 186,
NoYMHaKuN 3 KMCMOTK, ogepxaHoi 3rigHo 3 [Npukna-
aom opepxaHHa CVII, odikyBaHy crnonyky ogepxanu
y Burnagi 6exesoi TBepaoi pevoBuHY (BUXig=62%).

T. nn.=70°C.

Mpuknag 264

4-[[[[(2S)-1-[(2'-Xnop-4'-cpTop[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]meTun]6eH3onoLTOBa K1CnoTa

Cnigytoun metoauui, aHanoriyHiin MNpuknagy 22,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
A0M 263, ouvikyBaHMM NPOAYKT oAepxanu y Burnsagi
6inoi TBepaoi pevoBuHM (BUXig=85%).

T. nn.=119°C.

Mpuknapg 265

N-[(2-AmiHodbeHin)meTun]-1-[[2'-xnop-4'-
dTop[1,1'-AndeHin]-4-in]jcynbdoHin]-2,3-gurigpo-
(2S)-1H-iHoon-2-kap6okcamig

Cnigytoun metoauui, aHanoriynin Mpuknagy 254,
NoYMHaKuN 3 KMCMOTK, ogepxaHoi 3rigHo 3 [Npukna-
Aom opepxaHHa CVII, ovikyBaHuI NpoayKT ogepxanuv
y Burnagi 6inoi TBepaoi pevosunHmn (Bnxig=53%).

T. nn.=85-90°C.

Mpuknapg 266

4-[[[[(2S)-1-[(3'-Xnop[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]meTun]6eH30MoLTOBOI
MeTunosumn edip

Cnigytoun metoauui, aHanoriynin Mpuknaagy 186,
noyMHaKum 3 KMCNOTW, oAepxaHoi 3rigHo 3 [MNpukna-
aom ogepxaHHst CVIII, odikyBaHy cnonyky ogepxanu
y Burnagi 6inyearoi TBepaoi pevoBuHmn (BUxig=64%).

T. nn.=70°C.

Mpuknag 267

KNCNoTn

KNCNoTun

KNCNnoTun
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4-[[[[(2S)-1-[(3'-Xnop[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]meTun]6eH3onoLTOBa KM1cnoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
AOM 266, odikyBaHUWM MpOAYyKT ogepxanu y BUrNSgi
6inoi TBepaoi pevoBuHM (BUXig=85%).

T. nn.=120°C.

Mpuknag 268

4-[[[[(2S)-1-[(3'-ETnn[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHinjamiHo]meTnn]6eH30noLUTOBOI
MeTUNoBun edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 186,
noyMHaKuM 3 KMCNoTW, ofepXaHoi 3rigHo 3 [Npukna-
aom opepxaHHsa CIX, odikyBaHy crnonyky ogepxanu y
Burnagi 6exxesoro nopoLuky (Bnxia=60%).

T.nn.=70-75°C.

Mpuknag 269

4-[[[[(2S)-1-[(3"-ETnn[1,1"-andeHin]-4-
in)cynedoHin]-2,3-aurigpo-1H-iHgon-2-
in]Jkap6oHinjamiHo]meTnn]6eH3onouToBa KMCnoTa

Cnigytoun meToauui, aHanoriyhin Mpuknagy 22,
noYMHaloum 3i CNonyku, ogepxaHoi 3rigHo 3 Npukna-
AOM 268, ouvikyBaHUW NPOAYKT oAepxanu y BuUrnsagi
6inoi TBepaoi pevoBuHY (BUXIiA=74%).

T. nn.=98°C.

Mpuknag 270

4-[2-[[[(2S)-1-[[4'-PTOpP-2'-(TPUDTOPMETUN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6oHin]amiHo]eTokcn]6eH30nouUTOBOI KMCIOTN
MeTunoBun eqip

Cnigytoun metoamui, aHanorivHin MNpuknagy 1,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
aom oAepXKaHHs CX, i 1-6pom-4-cbTop-2-
(TpudbTOpMETMI)OEH30MY, OYiKyBaHWUIA NPOOYKT odep-
Xanu y surnagi 6esbapsHoro macna (Buxin=44%).

'"H AMP (OMCO, 300 Mru) &: 8.41 (t, NH); 7.90-
7.70 (m, 3H); 7.60 (td, 1H); 7.55-7.40 (m, 4H); 7.30-
7.10 (m, 4H); 7.03 (t, 1H); 6.88 (d, 2H); 4.88 (dd, 1H);
4.10-3.95 (m, 2H); 3.60 (s, 2H); 3.59 (s, 3H); 3.60-
3.30 (m, 2H); 3.03 (dd, 1H); 2.93 (dd, 1H).

Mpuknag 271

4-[2-[[[(2S)-1-[[4'-DTOP-2'-(TPUpTOPMETUN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-iHoon-2-
inJkap6oHin]amiHo]eTokcu]6eH3onouToBa KMCnoTa

Cnigytoun metogumui, aHanoriyHin MNpuknagy 5,
NOYMHaKuM 3i CNONyKW, OAepXKaHoi 3rigHo 3 lMpukna-
aom 270, odikyBaHUWA MpOAYKT odepxanu y BUrMsgi
6inoi niHn (BMxig=99%).

'H AMP (OMCO, 300 Mru) &: 8.41 (t, NH); 7.90-
7.70 (m, 3H); 7.60 (td, 1H); 7.55-7.40 (m, 4H); 7.23
(td, 1H); 7.20-7.10 (m, 3H); 7.03 (td, 1H); 6.86 (dd,
2H); 4.88 (dd, 1H); 4.10-3.95 (m, 2H); 3.45 (s, 2H);
3.60-3.30 (m, 2H); 3.03 (dd, 1H); 2.93 (dd, 1H).

Mpuknag 272

4-[2-[[[(2S)-1-[(2'-LliaHo-4'-dTOPp[1,1'-ANdeHin]-4-
in)cynbdoHinl-2)3-gurigpo-1H-ingon-2-
in]kap6oHin]amiHo]leTokcn]6eH30nouTOBOI
MeTunoBun eqip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 270,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
aoM ogepxaHHs CX, i 2-6pom-5-pTopbeH3oHiTpuny,
O4iKyBaHUW NPOAYKT odepxanu y surnagi 6esbapsHo-
ro macna (Bmxig=73%).

KNCNoTun

KNCNoTu
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'H AMP (OMCO, 300 Mru) &: 8.44 (t, NH); 8.10-
7.85 (m, 3H); 7.80-7.65 (m, 4H); 7.48 (d, 1H); 7.24 (t,
1H); 7.20-7.10 (m, 3H); 7.03 (t, 1H); 6.89 (d, 2H); 4.90
(dd, 1H); 4.02 (t, 2H); 3.60 (s, 2H); 3.59 (s, 3H); 3.60-
3.30 (m, 2H); 3.14 (dd, 1H); 2.94 (dd, 1H).

Mpuknag 273

4-[2-[[[(2S)-1-[(2'-UiaHo-4'-dTOp[1,1'-AndeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6boHin]amiHo]leTokcm]6eH3onouToBa KMUCoTa

Cnigytoun metoamui, aHanorivHin MNpuknagy 5,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 [Npukna-
OOM 272, ovikyBaHMN NPOAYKT oAdepxanu y Burnsagi
6inoi niHn (Bnxig=99%).

H ampP (AMCO, 300 Mru) &: 12.24 (wmpokuii s,
COOQOH); 8.44 (t, NH); 8.05-7.9 (m, 3H); 7.80-7.65 (m,
4H); 7.48 (d, 1H); 7.24 (td, 1H); 7.20-7.10 (m, 3H);
7.02 (t, 1H); 6.89 (d, 2H); 4.91 (dd, 1H); 4.10-3.90 (m,
2H); 3.48 (s, 2H); 3.60-3.30 (m, 2H); 3.14 (dd, 1H);
2.94 (dd, 1H).

Mpuknag 274

4-[2-[[[(2S)-1-[(4'-Xnop[1,1'-andpeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]jamiHoleTokcn]6eH30nouTOBOI
MEeTUNoBUN edip

Cnigytoun metogmui, aHanoriynin MNpuknagy 1,
noyMHaruM 3i CMonyku, ogepxaHoi 3rigHo 3 [MNpukna-
aom ogepxaHHs Vlla, i 4-xnopdeHinbopoHoBOI Knc-
NOTW, OYiKyBaHWI NPOAYKT OAepXKanu y BUrnagi kopu-
YyHeBoro macna (Bnxig=96%).

'"H AMP (OMCO, 300 Mru) &: 8.41 (t, NH); 7.87
(d, 2H); 7.85 (d, 2H); 7.74 (dd, 2H); 7.60-7.40 (m,
3H); 7.30-7.10 (m, 4H); 7.02 (td, 1H); 6.89 (d, 2H);
4.87 (dd, 1H); 4.10-3.95 (m, 2H); 3.60 (s, 2H); 3.59 (s,
3H); 3.60-3.40 (m, 2H); 3.15 (dd, 1H); 2.94 (dd, 1H).

Mpuknapg 275

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpucbTOopMeTMN)[1,1'-
andenin]-4-injcynedowin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcn]6eH30nouUTOBOT KNCRoTKn
MeTunoBun eqdip

Cnigytoun metoauui, aHanoriynin Mpuknagy 274,
noYMHaKum 3 2-xnop-5-
(TprdbTOpMETMN)DEHINOOPOHOBOI KUCMOTW, OYiKyBa-
HWUIA NPOAYKT ofepxanu y Burnsaai 6exesoi niHn (Bu-
xin=51%).

'H AMP (OMCO, 300 Mru) &: 8.44 (t, NH); 7.90
(d, 2H); 7.90-7.80 (m, 3H); 7.67 (d, 2H); 7.47 (d, 1H);
7.23 (td, 1H); 7.20-7.10 (m, 3H); 7.03 (id, 1H); 6.89
(dd, 2H); 4.89 (dd, 1H); 4.02 (t, 2H); 3.60 (s, 2H); 3.59
(s, 3H); 3.60-3.40 (m, 2H); 3.16 (dd, 1H); 2.94 (dd,
1H).

KNCNoTn

Mpuknag 276

4-[2-[[[(2S)-1-[[2'-PTOP-5'"- (TP TOPMETUN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6oHin]amiHo]eTokcn]6eH30M10LUTOBOT KMCnoTun
MeTunoBun eqip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 274,
noYMHaKun 3 2-pTOp-5-
(TprdbTOpMETMI)DEHINOOPOHOBOT KUCMOTK, O4ikyBa-
HWUIA NPOAYKT OAEepXanu y BUrMsAAi pOXXeBoro NOpPOLLKY
(Buxin=89%).

T. nn.=52-55°C.

Mpwuknag 277

4-[2-[[[(2S)-1-[[2'-DTOp-5"-(TPNdTOPMETUN)[1,1'-
andpeHin]-4-injcynedoHin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcu]b6eH3onouToBa KucnoTa
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Cnigytoun metogmui, aHanoriyHin MNpuknagy 5,
noynHaoun i3 cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
AoM 276, ouvikyBaHUM NPOAYKT oAdepxanu y BUrnsagi
6inoro nopotuky (Buxin=94%).

T. nn.=81-84°C.

Mpuknag 278

4-[2-[[[(2S)-1-[(2'-PTOpP-5'-MmeTuN[1,1'-aucbeHin]-4-
inJcynbgonin]-2,3-gurigpo-1H-iHaon-3-
inJkap6oHin]amiHo]eTokcn]6eH30nouUTOBOT
MeTunoBumn edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 274,
noyvHawum 3 2-ptop-5-MeTundeHinbopoHoBOI Kuc-
NOTK, OYiKYBaHWI MPOAYKT oAepXanu y BUrnsaai po-
»eBoro nopoLwky (Buxia=90%).

T. nn.=55-58°C.

Mpuknag 279

4-[2-[[[(2S)-1-[(2'-PTOP-5'-MmeTun[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]6eH3onouToBa KMcnoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noyMHarum 3i Cnonyku, ogepxxaHoi 3rigHo 3 MNpukna-
AOM 278, odikyBaHWW MpOAYKT odepxanu y BUrmsgi
6exeBoro nopowky (Buxig=95%).

T. nn.=82-85°C.

Mpuknag 280

4-[2-[[[(2S)-1-[(2'-MeToKCKH-5'-MmeTnn[1,1'-
AndeHin]-4-in)cynbdonin]-2,3-aurigpo-1H-iHoon-2-
in]Jkap6oHin]JamiHo]leTokcn]6eH30nouTOBOI Kucnotu
MeTUNoBun edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 274,
noyYnHawum 3 2-MeToKCU-5-MeTundeHindopoHoBol
KMCNOTK, OYiKyBaHWA NPOAYKT OAepXanwu y BUrmagi
poXxxeBoro nopoLuky (Buxig=91%).

T. nn.=57-60°C.

Mpuknag 281

4-[2-[[[(2S)-1-[(2'-MeToKCK-5"-MmeTnn[1,1'-
Anderin]-4-in)cynbdoHin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcu]6eH3onouToBa KMCnoTa

Cnigytoun meToauui, aHanoriyhin Mpuknagy 22,
NOYMHaKuM 3i CNONyKW, OAepXKaHoi 3rigHo 3 lMpukna-
aom 280, ouvikyBaHUIM NPOAYKT oAepxanu y BUrnsAgi
XKOBTOro NopoLuky (Buxig=96%).

T. nn.=85-88°C.

Mpwuknag 282

4-[2-[[[(2S)-1-[(2',5"-OAnmeTnn[1,1"-andeHin]-4-
in)cynedoHin]-2,3-aurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]leTokcu]6eH30nouTOBOI
MeTunosun edip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 274,
noyunHaroun 3 2,5-gumeTnndeHin-60poHOBOI KUCNOTH,
O4ikyBaHU NPOAYKT OAepXanu y BUIMsSAi poXeBoro
nopotuky (Buxin=91%).

T. nn.=56-59°C.

Mpuknag 283

4-[2-[[[(2S)-1-[(2',5"-OnmeTnn[1,1"-ondeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]6eH3omnouToBa K1cnoTa

Cnigytoun metoaumui, aHanoriyHin MNpuknagy 22,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
aom 282, ouvikyBaHUIM NPOAYKT oAepxanu y BUrnsgi
6exeBoro nopoLuky (Buxin=96%).

T. nn.=81-84°C.

Mpuknag 284

4-[2-[[[(2S)-1-[[2'-MeTOKCK-5'-
(TpudpTopmeTun)[1,1'-gudeHin]-4-injcynbdonin]-2,3-
aurigpo-1H-iHgon-2-

KNCNoTun

KNCnotu
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inJkap6oHin]amiHo]eTokcn]6eH30nouUTOBOT
MeTHoBuIn eqip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 274,
noYvMHalun 3 2-MeToKCK-5-
(TpudbTOpMETMI)DEHINOOPOHOBOT KUCMOTK, O4ikyBa-
HWUIA NPOAYKT OAEepXKanu y BUrMsAAi pOXXeBOro NOPOLLKY
(Buxin=85%).

T. nn.=61-64°C.

Mpuknag 285

4-[2-[[[(2S)-1-[[2'-MeTOKCHK-5'-
(TpudpbTopmeTun)[1,1'-gudeninl-4-inJcynbdonin]-2,3-
aurigpo-1H-ingon-2-
inJkapboHin]amiHo]leTokcu]6eH3onouToBa KMcnoTa

Cnigytoun meToauui, aHanoriynin Mpuknagy 22,
noyMHaruM 3i CMonyku, ogepaHoi 3rigHo 3 MNpukna-
Aom 284, ovikyBaHUW NPOAYKT oAepxanu y BuUrnagi
6inoro nopotuky (Buxig=99%).

T. nn.=85-88°C.

Mpuknag 286

4-[2-[[[(2S)-1-[[2'-MeTnn-5'-(TpudTopmeTun)[1,1'-
AndeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6boHin]amiHo]eTokcn]6eH30MoUTOBOT KMCNoTun
MEeTUIoBuN edip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 274,
noymHawym 3 2-meTtun-5-
(TprdbTOpMETUI)DEHINOOPOHOBOT KUCMOTK, OYikyBa-
HWUIA NPOAYKT OAEepXXanu y BUrMsAi pOXXEBOro NOPOLLKY
(Buxin=80%).

T. nn.=46-49°C.

Mpuknapg 287

4-[2-[[[(2S)-1-[[2'-MeTnn-5'"-(TpudTopmeTunn)[1,1'-
andpeHin]-4-injcynedowinl-2,3-avrigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]6eH3onouToBa KMUCoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
aom 286, ovikyBaHMIM NPOAYKT oAaepxxanu y Burnsagi
6inoro nopouky (BMxin=95%).

T. nn.=80-84°C.

Mpuknag 288

4-[2-[[[(2S)-1-[(2'-Xnop-5'-meTun[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcn]6eH30nouTOBOT
MeTunoBun eqdip

Cnigytoun metoauui, aHanoriynin Mpuknagy 274,
noyvHawum 3 2-xnop-5-meTnndeHinbopoHoBOI Kuc-
NOTW, OYiKYBaHWI MPOAYKT OAepXanu y BUrnsaai po-
XKEBOro nopoLuky (Bnxin=69%).

T. nn.=50-53°C.

Mpuknag 289

4-[2-[[[(2S)-1-[(2'-Xnop-5'-meTun[1,1'-andeHin]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHaon-2-
inJkap6oHin]amiHo]leTokcn]6eH3onouToBa KMCnoTa

Cnigytoun meToauui, aHanoriynin Mpuknagy 22,
noyMHarum 3i CNonyku, ogepxkaHoi 3rigHo 3 lMNpukna-
AoM 288, odikyBaHUI MpOAYKT odepxanu y BUrMsai
6inoro nopoLwky (BMxia=96%).

T.nn.=77-81°C.

Mpwuknag 290

4-[2-[[[(2S)-1-[(2',5'-Ouxnop[1,1'-audpeHin]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHaon-2-
in]kap6oHin]jamiHo]eTokcn]6eH30nouTOBOI
MeTUoBun edip

Cnigytoun metoaumui, aHanoriynin Mpuknagy 274,
noynHaroum 3 2,5-auxnopdeHindopoHOBOI KMCNOTH,
OuiKyBaHU NPOAYKT oAepXanu Yy BWUMMsAi >XOBTOro
nopoLuky (Bnxia=82%).

KMCNnoTu

KMCnoTu

KNCNoTn
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T. nn.=61-65°C.

Mpuknag 291

4-[2-[[[(2S)-1-[(2',6'-Ouxnop[1,1'-oudpeHrin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHaon-2-
in]kap6oHin]amiHo]leTokcu]6eH30moLToBa KMCnoTa

Cnigytoun meToauui, aHanoriyhin Mpuknagy 22,
NOYMHaKuM 3i CNONyKW, OAepXKaHoi 3rigHo 3 lMpukna-
aom 290, ovikyBaHMW NPOAYKT oAepxanu y Burnagi
XKOBTOro NopoLuky (Buxig=82%).

T. nn.=80-86°C.

Mpuknag 292

4-[2-[[[(2S)-1-[(2'-Xnop-5'-cpTOp[1,1'-aNdeHin]-4-
in)cynedoHin]-2,3-aurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]leTokcn]6eH30mouTOBOI
MeTUoBun edip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 272,
noyvHaroum 3 1-6pom-2-xnop-5-pTopbeHsony, ouiky-
BaHWI NpOJYKT odepXanu y Burnsadi 6inoro nopoLuky
(Bnxin=60%).

T. nn.=52-56°C.

Mpuknag 293

4-[2-[[[(2S)-1-[(2'-Xnop-5'-cTOp[1,1'-ONdeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcm]6eH3onouToBa KMUCoTa

Cnigytoun metoawui, aHanoriyHii Mpuknagy 22,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
AoM 292, odvikyBaHUIM NPOAYKT oAdepxxanu y BUrnsagi
6inoro nopoLuky (Buxia=97%).

T. nn.=78-84°C.

Mpuknag 294

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpucbTOopMETMN)[1,1'-
andeHin]-4-injcynedonin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]6eH3omHoT  kucnotn  1,1-
AnMeTuneTmnoBun edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy 21,
noynHatoun 3 1-[[2'-xnop-5'-(TpudpTopmeTtun)[1,1'-
AndeHrin]-4-inJcynedoHin]-2,3-gurigpo-1H-(2S)-
ingon-2-kapboHosoi kucnotu (Mpuknag opepxaHHNA
CXll) i Tpet-6ytmnosoro  edipy 4-(2-amiHo-
€TOKCW)OEH30MHOT  KMCMOTW, OYiKyBaHWA  MNPOAYKT
ofepxanu y surnagi 6inoro nopoLuky (Buxig=87%).

T. nn.=75-80°C.

Mpuknag 295

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpudpTopmeTnn)[1,1'-
Anderin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6oHin]jamiHo]leTokcn]6eH30MHOT KUCHOoTH

Cnigytoun metoauui, aHanoriyhin Mpuknagy 25,
NOYMHaKuM 3i CNONyKW, OAepXKaHoi 3rigHo 3 lMpukna-
AoM 294, odvikyBaHUIM NPOAYKT oAepxanu y BUrnsagi
6inoro nopoLuky (Buxig=87%).

T.nn.=117-121°C.

Mpuknag 296

4-[[2-[[[(2S)-1-[[2'-Xnop-5'-(TpnddTOpMeTMn)[1,1'-
Anderin]-4-injcynsdoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6oHin]amiHo]leTun]amiHo]6eH30MHOI KUCMAOTU
1,1-gumeTuneTunosun egip

Cnigytoun metoauui, aHanorivnin MNpuknagy 21
(3amintoroum HOAT Ha HOBT), nounHaroum 3 kucnotu,
ogepxaHoi 3rigHo 3 lNpuknagom ogepxaHHa CXII, i
TpeT-6yTMnoBoro edipy 4-[(2-
aMiHOeTUN)aMiHO]GEeH30MHOT  KUCNOTK,  OYiKyBaHWUW
NpoayKT ofepxanu y BWUIrmsAdi XOBTOro macna (Bu-
xin=59%).

'H AMP (OMCO, 300 Mru) &: 8.40 (t, NH); 7.90
(d, 2H); 7.85-7.75 (m, 2H); 7.75-7.60 (m, 4H); 7.51 (d,
1H); 7.25 (t, 1H); 7.15-7.05 (m, 2H); 7.02 (t, 1H); 6.60

KNCnotu
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(d, 2H); 4.93 (dd, 1H); 3.50-3.00 (m, 5H); 2.96 (dd,
1H); 1.49 (s, 9H).

Mpuknag 297

4-[[2-[[[(2S)-1-[[2'-Xnop-5'-(TpudpTOopMeTUN)[1,1'-
andeHin]-4-injcynegowin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTnn]amiHo]6eH30MHOT KMcnotun
MEeTUIoBuN edip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 296,
NoYMHalun 3 KMCAOTK, ofepxaHol 3rigHo 3 [Npukna-

oom opepxanHa CXII, i metunosoro edipy 4-[(2-
aMiHOeTUN)amiHO]6EeH30MHOT  KMCNOoTK  (oaepKaHoi
wnaxom  B3aemopii  metunosoro  edipy  4-

amMiHo6eH30MHOI kMcnoTu 3 2-6pomeTmnamiHoM npu
120°C), odikyBaHW/ NPOAYKT OAepXanu y BUrNSAi
6inoi TBepaoi pevoBuHM (BUXig=53%).

T. nn.=96-98°C.

Mpuknag 298

4-[[2-[[[(2S)-1-[[2'-Xnop-5"-(TpudTOopMeETMN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]jamiHoleTnn]amiHo]6eH30MHOT KNCROoTH

[oTytoTb po3ymH 220 minirpam (0,31 mmonb) edi-
py, ogepxaHoro 3rigHo 3 [Mpuknagom 296, B 5 mn
etunauetaty. JogatoTb 1,5 mn 4 M posunHy xnopugy
BOAHK B giokcaHi npu 0°C. PeakuiviHy cymiw nepe-
MilYIOTb NpoTSAroMm 16 rognH npu KiMHaTHIn Temnepa-
Typi. [OTiM L0 CyMill KOHUEHTPYIOTb NPU 3HKEHOMY
TUCKY, 1 OepXaHUA CUPUIA NPOOYKT OUYULLAKTb XPO-
mMaTorpadieto Ha curikareni, BUKOPUCTOBYIOYN CyMiLL
anxnopmetaH/metaHon (98/2; 06/06) sk entoeHT, 3
OTPMMaHHSAM O4iKyBaHOro NpoaykTy y Burnagi 6inoi
niHn (Buxig=23%).

T. nn.=130°C.

Mpuknag 299

4-[[2-[[[(2S)-1-[[2'-Xnop-5'-(TpudpTOopmMeTUn)[1,1'-
andeHin]-4-injcynedonin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]jamiHo]leTun]amiHo]6eH30M0UTOBOI  KUCHO-
TV eTMNnoBun edip

Cnigytoun metoamui, aHanorivnin Mpuknaagy 296,
noYmMHaKuu 3 €TUoBOoro edipy 4-[(2-
aMiHOeTUN)aMiHO]6EeH30MOLTOBOI  KMCMOTK, OuiKyBa-
HWUIA NPOAYKT ofepxanu y Burnsai 6inoi TBeppoi pe-
YOBUWHM (BMXiA=72%).

T. nn.=55-63°C.

Mpwuknag 300

4-[[2-[[[(2S)-1-[[2'-Xnop-5'-(TpnddTOpMeTMN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-ingon-2-
inJkap6oHin]amiHo]leTnn]amiHo]6eH3onouToBa  KUCMo-
Ta

Cnigytoun metoauui, aHanoriyHin MNpuknagy 22,
noynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 299, ouvikyBaHMM NPOAYKT ofdepxanu y Burnagi
6inoi TBepaoi pevoBuHY (BUXig=41%).

T. nn.=110-118°C.

Mpuknag 301

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpucbTOopMeTMN)[1,1'-
andpeHin]-4-injcynedowin]-2,3-avrigpo-1H-inaon-2-
inJkap6oHin]amiHo]leTokcn]-3-MeTOKCMOEH30NMOLTOBOT
KMUCROTU METUNOoBUIN eqip

Cnigytoun metoauui, aHanoriynin Mpuknagy 296,
noynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
Aom ogepxaHHsa LXXIX, ovikyBaHWn NpOAyKT oaep-
Xanu y Burnsgi ToHkoi 6inoi TBepaoi pevoBuHu (Bu-
xin=62%).

T. nn.=51-58°C.

Mpuknag 302
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4-[2-[[[(2S)-1-[[2'-Xnop-5'"-(TpucpTopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcu]-3-MmeToKkcnbeH30MoLTOBA
KucnoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noyunHaroun 3 edipy, ogepxaHoro 3rigHo 3 [pukna-
aom 301, odikyBaHUW MPOAYKT odepxanu y BUrMsai
6inoi TBepaoi pevoBuHM (BUXig=96%).

T. nn.=74-76°C.

Mpuknag ogepxaHHs CXIII

1-[4-[2-

[[(PeHinmeTOK-
cu)kapboHinjamiHoleTokcu]derin]umknonponaH-
KapbOHOBO| KMCNOTN MeTunoBui edip

Cnigytoun metoguui, aHanoriyHin Mpuknagy oge-
pxaHHs LXVIII, noynHatoum 3 metunosoro edipy 1-(4-
rigpokcudeHin)uuknonponaHkapboHOBOI KMCROTH,
O4iKyBaHU NPOAYKT oAepXxanu Yy BUMMsAi >KOBTOro
macna (Buxig=58%).

'H AMP (CDCls, 300 Mru) &: 7.40-7.30 (m, 7H);
6.82 (d, 2H); 5.22 (wmpokuir s, 1H); 5.22 (s, 2H); 4.03
(t, 2H); 3.65-3.55 (m, 5H); 1.65-1.55 (m, 2H); 1.20-
1.10 (m, 2H).

Mpuknag ogepxaHHa CXIV

1-[4-(2-
AmiHoeTokcn)eHin]umknonponaHkapboHOBOI  KMcHo-
TV MeTunosui edip (rigpoxnopua)

Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
pxaHHa LXXI, nouymHatoun 3i cnonyku, ogepxaHoi
srigHo 3 [Mpuknagom opepxaHHsa CXIII, ovikyBaHun
NpoayKT ogepxanu y Burnsagi 6inoi Tsepaoi pe4oBmHN
(Buxin=96%).

T. nn.=119-122°C.

Mpwuknag 303

1-[4-[2-[[[(2S)-1-[[2'-Xnop-5'-
(TpudbTopmeTnn)[1,1'-andeHin]-4-injcynbgoHinil-2,3-
aurigpo-1H-iHaon-2-
in]kap6oHin]amiHo]eTokcu]deHin]umknonponaHkap6boH
OBOI KNCIOTW METUINOBUIA edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 296,
NOYMHaKuM 3i CNONyKW, OAepXKaHoi 3rigHo 3 lMpukna-
aom ogepxaHHsa CXIV, odvikyBaHUI NpoayKT ofepxa-
nu y Burnsai ToHkoi Ginoi TBepaoi peyvyoBuHW (BU-
Xin=78%).

T. nn.=64-72°C.

Mpuknag 304

1-[4-[2-[[[(2S)-1-[[2'-Xnop-5'-
(TpndpTopmeTnn)[1,1'-gudenin]-4-injcynsdoHin]-2,3-
aurigpo-1H-iHaon-2-
inJkap6oHin]amiHo]leTokcn]deHin]unknonponaHkapboH
OBOI KUCIOTH

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noynHatoun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 303, ouvikyBaHMI NPOAYKT oAdepxanu y Burnsagi
6inoi TBepaoi pevoBuHM (BUXiA=22%).

T. nn.=111°C.

Mpuknag 305

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpucbTOopMeTMN)[1,1'-
andenin]-4-injcynedonin]-2,3-aurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]leTokcn]-2-pTOpOEH30MHOT KMCNOTH
MeTunosumn edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 296,
noyMHarum 3i Cnonyku, ogepxkaHoi 3rigHo 3 MNpukna-
AOM ofepxaHHa LXIX, odikyBaHMI NpodyKT ogepxa-
My BUMMSAI TOHKOI 6inoi TBepAoi pevoBUHM (BU-
xin=38%).
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T. nn.=84-85°C.

Mpuknag 306

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpucbTOopMeTMN)[1,1'-
andpeHin]-4-injcynegoHin]-2,3-aurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]leTokcu]-2-MeToKCMOEH30MHa  KnC-
norta

Cnigytoun meToauui, aHanoriyhin Mpuknagy 22,
noynHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 305, ovikyBaHMW NPOAYKT oAepxanu y BuUrnagi
6inoi TBepaoi pevoBuHM (BUXiA=72%).

T. nn.=98-104°C.

Mpuknag 307

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpucbTOopMeTUN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
in]kap6oHin]amiHoleTokcu]-2-
(TprdpTOPMETMIT)OEH3ONHOT KUCITOTU METUIOBUI edip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 296,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lNpukna-
Aom ogepxaHHsa LXXXV, odikyBaHWA NpoAayKT ofaep-
Xanu y Burnsgi ToHkoi 6inoi TBepaoi pevoBuHU (Bu-
xin=71%).

T. nn.=79°C.

Mpuknag 308

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpucbTOopMeTMN)[1,1'-
andeHin]-4-injcynedoHinl-2,3-avrigpo-1H-ingon-2-
inJkap6oHin]amiHo]eTokcu]-2-
(TpndbTOpMETUI)OEH30MHA KMCMOTa

Cnigytoun metoauui, aHanoriynin Mpuknagy 22,
noynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 307, odikyBaHUI MpOAYKT odepxanu y BUrNsAi
6inoi TBepaoi pevoBuHM (BUxig=20%).

T. nn.=102-109°C.

Mpwuknag 309

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpudpTopmeTnn)[1,1'-
andeHin]-4-injcynedonin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcu]-2,6-andpTopOGeH30MHOT
KMCNOTN METUMNOBUI edip

Cnigytoun metoamui, aHanorivnin Mpuknaagy 296,
NOYMHaKuM 3i CMONYKW, OAEepXKaHoi 3rigHo 3 [Npukna-
aom opepxaHHa LXXXI, odvikyBaHUW npoAaykT ofep-
Xanu y Burnsigi ToHkoi 6inoi TBepaoi pevoBuHU (BU-
xin=61%).

T. nn.=78°C.

Mpwuknag 310

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpucbTOopMeTMN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-ingon-2-
inJkap6oHin]amiHo]leTokcun]-2,6-aupTopbeH30MHa Kuc-
norta

Cnigytoun metoauui, aHanoriyHin MNpuknagy 22,
noynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 309, ouvikyBaHMIM NPOAYKT oAaepxanu y Burnsagi
6inoi TBepaoi pevoBuHY (BUXig=56%).

T. nn.=103-114°C.

Mpuknag 311

4-[[[[1-[(2",4'-OndpTop[1,1'-AndeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]MeTnn]6eH30MHOT KUCOTH

XnopaHrigpva, ogepxaHuni 3srigHo 3 [Npuknagom
opepxaHHs CV, obpobnsitoTb cnocobom, onucaHnm
ansa MNMpuknaagy ogepxaHua VI, i niggatoTe B3aemogii 3
4-(amiHOMeTW)6EH30MHOKD KMCMOTO 3riAHO 3 METO-
aukoro, onucaHow B [Npuknagi 17, 3 OTpUMaHHAM
O4iKyBaHOro nNpoaykTy y Burnagi 6inoi Teepaoi peyvo-
BUHM (BUXig=69%).

T. nn.=115°C.

Mpuknag 312
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4-[[[[1-[(2'-Xnop-4'-pTOp[1,1'-OndeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHoon-2-
inJkap6oHin]amiHo]MeTnn]6eH30HOT KUCNOTH

Cnigytoun metoamui, aHanoriynin Mpuknagy 311,
NoYMHaKuM 3 KUCNOTKU, odepxaHoi 3rigHo 3 [Npukna-
aom ogepxaHHa CVII, odikyBaHui nNpoaykT oTpuma-
HWUIA y BUrNSaA4i 6inoi TBepaoi pevoBuHn (BUXig=61%).

T.nn.=111-124°C.

Mpuknag 313

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpucbTOopMETUN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]eTokcu]-a-MeTUNGEeH301oLTOBOT
KUCNOTN MEeTUMoBUIN edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 296,
noynHaroun 3 edipy, ogepxxaHoro 3rigHo 3 [Npukna-
aom ogepxaHHa LXXVII, ovikyBaHWIn npodyKT ogep-
Xanu y Burnsgi ToHkoi 6inoi TBepaoi peyoBuHM (Bu-
xin=30%).

T. nn.=55-63°C.

Mpuknag 314

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpucbTOopMETMN)[1,1'-
Anderin]-4-injcynsdoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6oHin]amiHo]leTokcu]-a-MeTUNGeH3onouToBa
Kucnorta

Cnigytoun metoauui, aHanoriyhin Mpuknagy 22,
noynHaroun 3 edipy, ogepxaHoro 3rigHo 3 [pukna-
aom 313, ouvikyBaHUW NPOAYKT oAepxanu y BUrnsagi
6inoi TBepaoi pevoBuHM (BUXig=98%).

T. nn.=91-100°C.

Mpuknag ogepxaHHs CXV

3-dTop-4-[2-

[[(dbeninmeTOK-
cn)kapboHin]amiHoleTokcn]6eH30MoLTOBOT
MeTunosun edip

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxaHHa LXVIII, nodynHatoum 3 metunosoro edipy 3-
PTOP-4-TiAPOKCMOEH30MNOLTOBOI  KUCNOTK, O4iKyBaHy
cnonyky ogepxanu y Burnsgi 6inoi teepaoi pe4oBuHm
npu Buxogi 69%.

T. nn.=44-45°C.

Mpuknag opepxaHHs CXVI

4-(2-AmiHoeTokcK)-A3-hTOpOEH30M0LTOBOI  KNC-
notu metunosun ecip (rigpoxnopva)

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxaHHa LXXI, nouymHatoun 3i cnonyku, opepxaHoi
srigHo 3 [lpuknagom opepxaHHs CXV, oudikyBaHy
cnonyky ogepxanu y Burnsgi 6inoi teepaoi pe4oBuHM
npu Buxogdi 94%.

T. nn.=143-144°C.

Mpuknag 315

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpucbTOopMeTMN)[1,1'-
andenin]-4-injcynedoHin]-2,3-aurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]leTokcu]-3-pTopOEeH3010LTOBOI
KMCNOTW METUMNOBUI eqdip

Cnigytoun metoamui, aHanoriynin Mpuknagy 296,
noyunHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
Aom ogepxaHHa CXVI, ovikyBaHU NpOAYKT oaepxa-
nv y BuUrNsai TOHKoOi Ginoi TBepaoi peyvyoBuHW (BU-
xin=86%).

T. nn.=56-62°C.

Mpuknag 316

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpudpTopMmeTnn)[1,1'-
andeHin]-4-injcynecoHin]-2,3-aurigpo-1H-iHoon-2-
inJkap6oHin]amiHo]eTokcu]-3-pTopbeH3onouToBa
Kucnorta

KNCNotun
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Cnigytoun meToaumui, aHanoriyhin Mpuknagy 22,
nouynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 315, ouvikyBaHMIM NPOAYKT oAdepxanu y Burnagi
6inoi TBepaoi peyoBuHM (BMXiA=86%).

T. nn.=100°C.

Mpuknag ogepxxaHHa CXVII

2-MeTtun-4-[2-

[[(dbeHinmeTOK-
cu)kapboHinjamiHoleTokcn]6eH30noLTOBOI
MeTHNoBuIn eqdip

Cnigytoun metoamui, aHanoriyHin MNpuknagy oge-
pxaHHs LXVIIl, noymHaoum 3 meTunoBoro eqipy 2-
MeTUM-4-rigpoKCNBEeH30NOoLUTOBOI KUCMOTH, OYiKyBaHy
crnonyky ogepxanu y Burnsgi 6esbapsHoro macna
npu Buxogi 22%.

'H AMP (OMCO, 300 Mru) &: 7.47 (t, 1H); 7.45-
7.25 (m, 5H); 7.07 (d, 1H); 6.80-6.60 (m, 2H); 5.03 (s,
2H); 3.95 (t, 2H); 3.70-3.50 (m, 5H); 3.45-3.25 (m,
2H); 2.18 (s, 3H).

Mpuknag ogepxaHHs CXVIII

4-(2-AMIHOETOKCM)-2-MeTUNOEH30MOLTOBOI  KUC-
notn metunosui edip (rigpoxnopug)

Cnigytoun metoauui, aHanoriyHin Mpuknagy oae-
pxaHHsa LXXI, nounHawoum 3i cnonyku, ogepxaHoi
srigHo 3 lMpuknagom opepxaHHs CXVII, odikyBaHy
cronyKky ofepxanu y surmnsgi 6exeBoi TBepaoi peyo-
BUHMW Npu BUxogi 75%.

T.nn.=168-171°C.

Mpuknag 317

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpucbTOopMeTMR)[1,1'-
andeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
inJkapGoHin]amiHo]leTokcu]-2-MeTUNBEeH30NoUTOBOI
KMCNOTU MEeTUNoBuin edip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 296,
noynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom ogepxaHHa CXVIII, oyikyBaHun npoaykT ofgep-
xanwu y surnagi 6esbapeHoro macna (Buxin=53%).

'H AMP (OMCO, 300 Mry) &: 7.80-7.20 (m, 9H);
7.15-7.05 (m, 3H); 6.75-6.65 (m, 2H); 4.68 (dd, 1H);
4.10-3.95 (m, 2H); 3.80-3.50 (m, 5H); 3.57 (s, 2H);
3.28 (dd, 1H); 2.82 (dd, 1H); 2.27 (s, 3H).

Mpuknag 318

4-[2-[[[(2S)-1-[[2'-Xnop-5'-TpudTOopmeTUn)[1,1'-
andeHin]-4-injcynedoHin]-2,3-avrigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcn]-2-MeTuUNGeH3onoLTOoBa
KucnoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
nouynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 317, odikyBaHUI MPOAYKT odepxanu y BUrNsai
6inoi TBepaoi pevoBuHM (BUXig=46%).

T. nn.=110-115°C.

Mpuknag 319

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpucbTOopMeTMN)[1,1'-
andeHin]-4-injcynedonin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcu]-3-xnop6eH3010LUTOBOI
KMCNOTN METUNOBUIN edip

Cnigytoun metoauui, aHanoriynin Mpuknaagy 296,
noymMHaroumn 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
Aom ofepxaHHsa LXI, odikyBaHWA NpoayKT ofdepxanu
y Burnagi 6inoro nopoLuky (Buxig=63%).

T. nn.=68-76°C.

Mpuknag 320

4-[2-[[[(2S)-1-[[2'-Xnop-5'-(TpudpTopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
in]kap6oHin]amiHo]leTokcu]-3-xnopbeH3onouToBa Kuc-
nota

KMCnotun
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Cnigytoun meToaumui, aHanoriyhin Mpuknagy 22,
noynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 319, odikyBaHUIM NPOAYKT oAepxxanu y BUrNsAgi
6inoi TBepaoi peyoBuHM (BMXiA=89%).

T.nn.=108-112°C.

Mpuknag 321

3-Xnop-4-[2-[[[(2S)-1-[(4'-dTOp[1,1'-AndeHIn]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcn]6eH30nouUTOBOT
MeTunoBumn edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 319,
noyMHaKun 3 KUCNOTW, ofepxaHoi 3rigHo 3 [Npukna-
aom ogepxarHsa LXIII, ovikyBaHW NpogykT ogepxxanu
y Burnagi 6inoro nopouuky (Buxig=63%).

T. nn.=68-76°C.

Mpuknag 322

3-Xnop-4-[2-[[[(2S)-1-[(4'-dTop[1,1'-AndeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]6eH3onouToBa KMcnoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noyunHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
AoM 321, odikyBaHUW MPOAYKT odepxanu y BUrmsgi
6inoi TBepaoi pevoBuHM (BUXig=85%).

T.nn.=102-110°C.

Mpuknag ogepxaHHs CXIX

o,o-QumeTtun-4-[2-

[[(dbeHinmeTOK-
cu)kapboHinjamiHoleTokcn]6eH30n0LTOBOI
MeTunoBun edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oae-
pxxaHHa LXVIII, nouynHaroumn 3 MeTunoBoro eqipy o,o-
anmeTun-4-rinpokcnbeH3onouToBOI  KUCMOTH, OuiKy-
BaHy CMOJyKy ogepXanu y BUrMsAi >XOBTOro macna
npv Buxogi 62%.

'H AMP (OMCO, 300 Mru) &: 7.48 (t, 1H); 7.40-
7.25 (m, 5H); 7.20 (d, 2H); 6.87 (d, 2H); 5.02 (s, 2H);
3.97 (t, 2H); 3.56 (s, 3H); 3.35 (q, 2H); 1.47 (s, 6H).

Mpuknag ogepxaHHs CXX

o,a-OdnmeTnn-4-(2-aMiHOETOKCM )0EeH30MoLTOBOI
KMCNoTu MeTunosumn edip (rigpoxnopua)

Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
pxaHHsa LXXI, nouvnHatoum 3i cnonyku, ogepxaHoi
srigHo 3 [Mpuknagom opepxaHHa CXIX, odikyBaHy
Cronyky ogepxanu y BUrMagi XOBTOI TBEpPAOi peyo-
BUHM nNpu Buxogai 88%.

T. nn.=108-112°C.

Mpuknag 323

o,a-OnmeTtnn-4-[2-[[[(2S)-1-[[2'-xnop-5'-
(TpndpTopmeTun)[1,1'-gudenin]-4-injcynsdonin]-2,3-
aurigpo-1H-iHaon-2-
in]kap6oHin]amiHo]eTokcn]6eH3onouToBOI
MeTUnoBun edip

Cnigytoun metoamui, aHanorivnin Mpuknaagy 296,
noymMHatoumn 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
AoM ogepxxaHHa CXX, ovikyBaHWUIA NpOJYKT odepxanuv
y Burnagi 6inoro nopoLuky (Buxia=61%).

T. nn.=66-72°C.

Mpuknag 324

o,a-OnmeTtnn-4-[2-[[[(2S)-1-[[2"-xnop-5'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynbgoHinil-2,3-
aurigpo-1H-ingon-2-
in]Jkap6oHin]amiHo]leTokcu]6eH3onouToBa KMCnoTa

Cnigytoun meToauui, aHanoriyHin Mpuknagy 22,
noymMHatoumn 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 323, odikyBaHUM MPOAYKT oAepxanu y Burnagi
6inoi TBepaoi pevoBuHY (BUXig=23%).

KNCNoTun

KMCNoTn

KMCNoTn
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T. nn.=92-100°C.

Mpuknag ogepxaHHs CXXI

2-Xnop-4-[2-
[[(cbeHinmeTOKCH)KapbOoHin]amiHo]leToKcKn]6eH30MHOT
KMCNOTU MeTUoBuin edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxaHHs LXVIIl, noyvHaioum 3 meTtunoBoro edipy 2-
XNnop-4-rigpoKcnBeH30MHOT KUCMOTH, OYiKyBaHy Cro-
nyky opgepxanu y Burnagi 6inoi TBepaoi pevyoBuHM
npu Buxogai 84%.

T. nn.=88-90°C.

Mpuknag opepxanHs CXXII

4-(2-AMiHOETOKCM)-2-X1OpOEH30NHOT
mMeTunosun edip (rigpobpomia)

[oTytoTb po3unH 500 minirpam (1,37 mMorb) cno-
nyku, ogepxaHoi 3rigHo 3 [Mpuknagom opepKaHHA
CXXl, B 5 mn guxnopmetaHy i gogatTs 3,7 mn (20
MMonb) 45% po3vnHy 6Gpomiay BOAHIO B OLTOBIN KMC-
NoTi Npu KiMHaTHIN TemnepaTypi. PeakuiiHy cymil
nepemillytloTb NPOTAromMm 1 roAvHU Npu KiMHAaTHIN Te-
Mnepartypi, a NoTiM po36aBnsalTb €TUNOBUM edipom.
OpepxaHun ocap BiAdINbTPOBYOTb, 0BMONICKYOTb
Ha ¢inbTpi eTunosum edipom, a MOTIM BUCYLLYIOTb
npu 40°C y BakyyMi 3 OTPMMaHHSIM OYiKyBaHOro npo-
AYKTYy y BUrnagi 6inoro nopoLuky npu suxodi 91%.

T.nn.=195-197°C.

Mpuknag 325

2-Xnop-4-[2-[[[(2S)-1-[[2'-xnop-5'-
(TpubTopmeTun)[1,1'-audpeninl-4-injcynsdonini-2,3-
avrigpo-1H-ingon-2-
inJkap6oHin]amiHo]leTokcn]6eH30MHOI  KMCNOTU MeTu-
nosun ecip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 296,
nouynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom ogepxaHHa CXXII, ovikyBaHWUA NpoayKT ogepxa-
nn 'y Burnsai 6inoro nopowky (BMxia=73%).

T. nn.=70-76°C.

Mpuknag 326

2-Xnop-4-[2-[[[(2S)-1-[[2'-xnop-5'-
(TpupTopmeTun)[1,1'-audeninl-4-inJcynsdonin]-2,3-
aurigpo-1H-ingon-2-inJkap6oHin]amiHo]-
€TOKCW]BEH30MHOT KNCNOTH

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
nouynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
Aom 325, odikyBaHUI MpOAYKT odepxanu y BUrNsai
6inoi TBepaoi pevoBuHM (BUXia=46%).

T. nn.=106-112°C.

Mpuknag 327

2-Xnop-4-[2-[[[(2S)-1-[(4'-dTOPp[1,1'-AndeHIn]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcn]6eH30MHOT KUCHOTU MEeTK-
noswun ecip

Cnigytoun metoamui, aHanoriynin Mpuknagy 325,
noyMHaKum 3 KMCNOTW, oAepxaHoi 3rigHo 3 [Npukna-
aom ofgepxaHHs LXIII, ovikyBaHUn NpoaykT ogepxanu
y BUrMsAAi poxxeBoro nopowky (Buxig=70%).

T.nn.=70-79°C.

Mpuknag 328

2-Xnop-4-[2-[[[(2S)-1-[[3"-(TpucpTopmeTnn)[1,1'-
andeHin]-4-injcynegonin]-2,3-aurigpo-1H-iHgon-2-
inJkapGoHin]amiHoleTokcn]6eH30MHOI  KMCNOTU MeTu-
noswui edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 325,
noyrHaKruM 3 KMCNoTW, ofepXaHoi 3rigHo 3 [MNpukna-
Aom ofepxaHHa |V, odikyBaHMI NpoAyKT ogepXanu y
Burnagi 6inoro nopoLwuky (Buxia=83%).

KNCNoTn
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T. nn.=63-67°C.

Mpuknag 329

2-Xnop-4-[2-[[[(2S)-1-[[3"-(TpucdTOpMETMN)[1,1'-
andeHin]-4-injcynecoHin]-2,3-aurigpo-1H-iHoon-2-
in]Jkap6oHin]amiHo]leTokcn]6eH30MHOT KUCHOTH

Cnigytoun meToauui, aHanoriyhin Mpuknagy 22,
noyunHaroun 3 edipy, ogepxxaHoro 3rigHo 3 [pukna-
Aom 328, odvikyBaHUW NPOAYKT oAepxanu y BUrnsagi
6inoi TBepaoi pevoBuHM (BUXig=39%).

T.nn.=104-108°C.

Mpuknag ogepxaHHs CXXIII

o-(1-MeTtnneTtnn)-4-[2-
[[(dbeninmeTOK-
cn)kapboHin]amiHoleTokcn]6eH30MoLTOBOT
MeTUoBun edip

Cnigytoun metoguui, aHanoriyHin Mpuknagy oge-
pxaHHa LXVIII, nounHaroum 3 metunosoro edipy o-(1-
MeTuneTwn)-4-rigpokcubeH3onouTOBOI  KUCNOTHU, OYi-
KyBaHy CMonyKy ogepxanu y Burnsgi 6esbapsHoro
Macna npu suxogi 79%.

'"H AMP (OMCO, 300 Mru) &: 7.48 (t, 1H); 7.45-
7.00 (m, 7H); 6.88 (d, 2H); 5.03 (s, 2H); 3.97 (t, 2H);
3.57 (s, 3H); 3.45-3.25 (m, 2H); 3.18 (d, 1H); 2.30-
2.10 (m, 1H); 0.95 (d, 3H); 0.64 (d, 3H).

Mpuknag opepxaHHsa CXXIV

o-(1-MeTtuneTtun)-4-(2-
aMiHOETOKCM)BEH30MoUTOBOI  KACMAOTM  METUINOoBUN
edip (rigpobpomia)

Cnigytoun metoguui, aHanoriyHin Mpuknagy oge-
pxaHHa CXXII, nounHatoum 3i Cnonyku, oaepkaHoi
srigHo 3 lMpuknagom ogepxaHHa CXXIII, odikyBaHy
Cronyky ogepxxanv y Burnsgi macna npuv suxogi 37%.

'H AMP (OMCO, 300 Mru) 8: 7.94 (umpokuit s
NHy); 7.25 (d, 2H); 6.94 (d, 2H); 4.14 (t, 2H); 3.56 (s,
3H); 3.20 (g, 2H); 2.30-2.10 (m, 1H); 0.94 (d, 3H);
0.63 (d, 3H).

Mpuknag 330

a-(1-MeTtunetun)-4-[2-[[[(2S)-1-[[2'-xnop-5'-
(TpndpTopmeTnn)-[1,1'-AndeHin]-4-inJcynbdoHin]-2,3-
avrigpo-1H-ingon-2-
inJkap6oHin]amiHo]eTokcn]6eH30nouUTOBOT
MeTunoBun eqip

Cnigytoun metoamui, aHanoriynin Mpuknagy 296,
noynHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
Aom opepxaHHa CXXIV, odikyBaHui NpoaykT ogep-
Xanu y Burnagi 6inoro nopouuky (Buxin=56%).

T. nn.=68-75°C.

Mpuknag 331

a-(1-MeTtunetun)-4-[2-[[[(2S)-1-[[2'-xnop-5'-
(TpndpTopmeTnn)[1,1'-gudenin]-4-injcynsdoHin]-2,3-
aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]6eH3onouToBa K1UcnoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noynHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 330, odikyBaHU MPOAYKT odepxanu y BUrMsAi
XOBTOI TBepAoi pevoBmHn (BUXia=18%).

T. nn.=134-143°C.

Mpuknag 332

a-(1-MeTtnnetnn)-4-[2-[[[(2S)-1-[[3-
(TpudbTopmeTun)[1,1'-andenin]-4-injcynbgoHin]-2,3-
aurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]eTokcn]6eH3onouToBOT
MeTunosumn edip

Cnigytoun metoamui, aHanoriynin Mpuknaagy 330,
noyMHaKuM 3 KMCNOTW, ofepXkaHoi 3rigHo 3 [Npukna-

KMCNoTn

KNCNoTun

KNCNoTun
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OOM ofepxaHHs IV, odikyBaHMI NpoAyKT oTpumanu y
Burnagi 6inoro nopoLuky (Buxia=63%).

T. nn.=68-76°C.

Mpuknag 333

o-(1-MeTtunetun)-4-[2-[[[(2S)-1-[[2'-xnop-5'-
(TpucbTopmeTun)-[1,1'-Anderin]-4-injcynbdoHrin]-2,3-
avrigpo-1H-ingon-2-
in]Jkap6oHin]amiHo]eTokcn]6eH30MoLTOBOI KNCIOTH

Cnigytoun metoauui, aHanoriyHii MNpuknagy 22,
noynHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 332, ouvikyBaHMM NPOAYKT oAdepxxanu y Burnsagi
6inoi TBepaoi pevoBuHY (BUXig=14%).

T. nn.=84-88°C.

Mpuknag 334

2-[[[[(2S)-1-[[3'-(TpndTOopmeTUn)[1,1'-andeHin]-4-
in]cynbonin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]MeTun]6eH30MNeHTaHOBOI KUCIOTH
MeTHNoBun eqip

Cnigytoun metoauui, aHanoriyHii MNpuknagy 21,
NoYMHaKYN 3 KMCAOTK, ofepxaHoi 3rigHo 3 [Npukna-
aom opepxarHsa IV, i rigpoxnopuay mMeTunoBoro edi-
py 2-(amiHomeTun) GeH30NMNEeHTaHOBOI KUCMOTH, OYi-
KyBaHWUI NPOAYKT ogepxanu y Burnsai 6esbapsHoro
mMacna (Buxin=80%).

'H AMP (OMCO, 300 Mru) &: 8.61 (t, NH); 8.10-
8.00 (m, 2H); 8.00-7.85 (m, 4H); 7.85-7.70 (m, 2H);
7.50 (d, 1H); 7.30-7.10 (m, 6H); 7.03 (td, 1H); 4.93
(dd, 1H); 4.45-4.25 (m, 2H); 3.57 (s, 3H); 3.18 (dd,
1H); 2.96 (dd, 1H); 2.62 (t, 2H); 2.34 (t, 2H); 1.65-1.45
(m, 4H).

Mpuknag 335

2-[[[[(2S)-1-[[3'-(TpucbTOopMeTUN)[1,1'-ANpeHIn]-4-
in]Jcynbonin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]meTnn]6eH30oNNeHTaHoBa K1cnoTa

Cnigytoun metoaumui, aHanoriyHiin MNpuknagy 22,
noynHatoun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 334, ouvikyBaHMM NPOAYKT oAdepxxanu y Burnsagi
6inoi TBepaoi pevoBuHM (BUXin=98%).

T. nn.=98-99°C.

Mpuknag ogepxaHHsa CXXV

[[2-[3-
(dimeTunamino)nponokcu]deHinlvetunlkapbamiHoBOi
Kncnotu doeHinmeTnnosun edip

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxaHHst XCVI, noynHatoum 3 6eHaunosoro edipy [(2-
rinpokcudpeHin)meTunlkapbamiHoBoi  kucnotm i 3-
(aumeTvnamiHo)NponaHony,  OYiKyBaHWA  NPOAYKT
ogepxanu y Burmnagi 6esbapBHoro macna (Bu-
xin=81%).

'"H AMP (OMCO, 300 Mru) &: 7.63 (t, 1H); 7.40-
7.15 (m, 7H); 6.95-6.80 (m, 2H); 5.04 (s, 2H); 4.19 (d,
2H); 4.00 (t, 2H); 2.39 (t, 2H); 2.14 (s, 6H); 1.85 (t,
2H).

Mpuknag ogepxaHHs CXXVI

2-[3-(OimeTnnamiHo)nponokcu]6eH3onMeTaHaMiH

Cnigytoun metoaudi, aHanoridHin MNpuknagy 61
(ane npautotoun B €TaHofmi), NOYMHAKUN 3i CMONYKW,
opepxaHoi 3rigHo 3 lNpuknagom opepxaHHsa CXXV,
O4iKyBaHUW NPOAYKT ogepxanu y surnagi 6esbapsHo-
ro macna (Bmxin=97%).

'H AMP (OMCO, 300 Mru) &: 7.29 (d, 1H); 7.18
(td, 1H); 6.95-6.85 (m, 2H); 4.00 (t, 2H); 3.69 (s, 1H);
2.39 (t, 2H); 2.14 (s, 6H); 1.90-1.80 (m, 2H).

Mpuknag 336

2,3-Aurigpo-N-[[2-[3-
(anmeTnnamiHo)nponokcu]deHinlmeTun]-1-[[3'-
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(TpudbTopmeTun)[1,1'-andenin]-4-injcynbdoHin]-(2S)-
1H-ingon-2-kapbokcamig, (rigpoxnopusa)

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
p>aHHS |, nounHauM 3 KUCNoTW, ogepKaHoi 3rigHo 3
Mpuknagom ogepxaHHsa 1V, i amiHy, oTpumaHoro 3ria-
Ho 3 lMpuknagom ogepxxaHHa CXXVI, ogepxanu mac-
N0, sKe NiOKACNASANM PO3YMHOM XIopuay BOAHK B
eTnnaueTaTi 3 OTPUMaHHAM rigpoxnopuay y BuUrnagi
6inoi TBepaoi pevoBuHY (BUXig=86%).

T.nn.=129-132°C.

Mpuknag ogepxaHHs CXXVII

4-[[2-

[[[(PeHinmeTOK-
cu)kapboHinjamiHo]meTtun]deHinjamiHo]byTaHoBOI
KMCNOTN METWUMOBUI eqdip

loTyloTb po3umH 1r (3,9 mmonb) ©6eH3nnoBoro
edipy [(2-amiHodeHin)MeTnn]kapbamiHOBOI KUCNOTK
B 10 Mn aueToHITPUNY B peakTopi, MPUCTOCOBaHOMY
Anst MiKpOXBUNbOBUX peakuin, i gogatoTs 1,06 r (5,85
MMOIb) MeTunoBoro egipy 4-6pombyTaHOBOI K1cno-
™ i 0,81 r (5,85 mmonb) kapboHaty kanito. Lijo peak-
LiNHY Cymilw HarpiBaloTb MIKpOXBMNAMM NpoTArom 1
roamHn npu 150°C, a NoTiM OXONMOOXYHTb | PO34YMHA-
10Tb B eTunaueTarti n Bogi. OpraHiuHy dasy Bigokpe-
MITHOIOTb, MPOMMBAKOTL BOLOK, BUCYLUYOTb Hag Cy-
NbdaToM MarHito i KOHUEHTPYIOTb MpU 3HMKEHOMY
Tucky. OfepkaHe XOBTE Macio O4MLLATb XpomaTo-
rpagieto Ha cunikarerni, BUKOPUCTOBYIOUN CyMill Me-
Tunumknorekcan/etunauetar (7/3; 06/06) gk entoeHT,
3 OTPMMaHHAM O4iKyBaHOro MPOAYKTY Y BUINAAI XKOB-
TOro macrna npv suxogi 35%.

'H AMP (OMCO, 300 Mru) &: 7.68 (t, NH); 7.40-
7.25 (m, 5H); 7.06 (td, 1H); 6.99 (dd, 1H); 6.60-6.50
(m, 2H); 5.05 (broad s, NH+2H); 4.07 (d, 2H); 3.59 (s,
3H); 3.06 (q, 2H); 2.42 (t, 2H); 1.78 (quint, 2H).

Mpuknag ogepxxaHHa CXXVIII

4-[[2-

[[[(PeHinmeTOK-
cu)kapboHinjamiHo]meTtun]deHinjamiHo]byTaHoBOI
KNCNOTH

Cnigytoun meToauui, aHanoriyhin Mpuknagy 22,
noynHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
aom ofepxaHHsa CXXVII, odikyBaHuIi npopykT ogep-
Xanu y surnagi macna (Bmxig=93%).

'H AMP (OMCO, 300 Mru) &: 12.06 (s, COOH);
7.69 (t, NH); 7.40-7.25 (m, 5H); 7.04 (id, 1H); 6.97
(dd, 1H); 6.60-6.50 (m, 2H); 5.05 (wwupokun s,
NH+2H); 4.07 (d, 2H); 3.05 (t, 2H); 2.33 (t, 2H); 1.78
(quint, 2H).

Mpuknag opepxaHHsa CXXIX

4-[[2-(AmiHOMeTVn)beHin]amiHo]byTaHoBOI  KMC-
notu

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxxaHHa XXXVII, nodnHatoum 3i cnonyku, oaepxaHoi
3rigHo 3 MNpuknagom ogepxaHHa CXXVIII, odikyBaHui
NpoayKT ogepxanuv y Burnsaai 6inoi Tsepaoi pe4oBrHN
(Bnxin=80%).

'H AMP (OMCO, 300 Mry) &: 7.10-7.00 (m, 2H);
6.50-6.54 (m, 2H); 3.72 (s, 2H); 3.08 (t, 2H); 2.24 (t,
2H); 1.81 (g, 2H).

Mpuknag ogepxxaHHa CXXX

2,3-Ourigpo-1-[[3'-(TpucdTopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-(2S)-1H-iHgon-2-
KapbOHOBUI xnopaHrigpua

Llto cnonyky ogepxxanu 3a 4ONOMOrol0 METOAMKN,
aHanorivHoi lMpuknagy opaepxaHHa VI, noynHaoumn 3
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KMCNOTW, OTPUMaHOI 3rigHo 3 [Nprknagom ogepkaHHs
IV, i BukopuctoByBanu 6e3nocepeHb0 B HACTYIHIN
peakuii.

Mpuknag 337

4-[[2-[[[[(2S)-2,3-Aurinpo-1-[[3"-
(TpucpTopmeTun)[1,1'-audpeninl-4-injcynbdonin]-1H-
iHoon-2-
inJkap6oHin]amiHo]meTun]deHin]amiHo]oyTaHoBOI
Kncnotu

Cnigytoun metoauui, aHanoriynin Mpuknagy 17,
noynHaroun 3i cnonyk, ogepxaHux 3rigHo 3 [Npukna-
Aamu opepxaHHa 3 CXXIX i CXXX, odikyBaHy crnony-
Ky opepxanu y surnagi 6inoi Teepaoi pevoBuHu (Bu-
xin=17%).

T. nn.=77-81°C.

Mpuknag 338

N-[(2,3-Aurigpo-2-okco-1H-ingon-7-in)meTtun]-
2,3-purigpo-1-[[3'-(TpudTopmeTun)[1,1'-ondeHin]-4-
in]JcynbdoHin]-(2S)-1H-iHoon-2-kapbokcamig

Cnigytoun metoauui, aHanoriyHin Mpuknagy oae-
pXaHHA |, noYnMHaKun 3 KUCNOoTK, OTPMMAaHOI 3rigHo 3
Mpuknagom ogepxanHs IV, i 7-(amiHomeTun)-1,3-
avrigpo-2H-iHaon-2-oHy, OuikyBaHWI NpOAYKT ogep-
Xanu y BUIMsAi opaHXeBoi TBepaoi peyoBuHU (BU-
xin=12%).

T. nn.=50°C.

Mpuknag 339

4-[2-[[[(2S)-1-[(2'-Xnop-4'-cpTOp[1,1'-andeHin]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcu]-2-dTopOEeH30MHOI KMCNoTu
MEeTUIoBMN edip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 230,
NoYMHauN 3 KMCAOTK, ofepxaHol 3rigHo 3 [Npukna-
aom opepxaHHa CVII, odikyBaHy crnonyky ogepxanu
y Burnsgi 6inoi Tsepaoi pevoBuHmn (BUxin=52%).

T.nn.=71-76°C.

Mpuknag 340

4-[2-[[[(2S)-1-[(2'-Xnop-4'-cpTOop[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]Jkap6oHin]amiHoleTokcu]-2-chTopbeH3onHa kucnoTa

Cnigytoun metoauui, aHanoriyHin MNpuknagy 22,
noynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 339, ouikyBaHy CROnNyky ogepxanu y BuUrnsgi
6inoi TBepaoi pevoBuHY (BUXig=71%).

T. nn.=98-102°C.

Mpuknag 341

4-[2-[[[(2S)-1-[(4'-PTOp-2'-MeTOKCM[1,1'-AndeHIn]-
4-in)cynbdoHin]-2,3-auvrigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]-2-hTOpOEH30MHOT KMCNOTH
MeTunoBun eqip

Cnigytoun metoamui, aHanoriynin Mpuknaagy 230,
NoYMHaKuN 3 KMCMOTK, ogepxaHoi 3rigHo 3 [Npukna-
AoMm ofepxaHHa CXI, odikyBaHy Cnonyky ogepxanu y
BurnsAai 6inoi TBepaoi pevyoBuHN (BMXia=66%).

T. nn.=73-80°C.

Mpuknapg 342

4-[2-[[[(2S)-1--[(4'-DTOp-2'-MeTOKCH[1,1'-
andeHin]-4-in)cynbdoninl-2,3-gurigpo-1H-iHaon-2-
inJkap6oHin]amiHo]leTokcu]-2-pTopOGeH3oMHa KucnoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
nouynHaroun 3 ecdpipy, ogepxaHoro 3rigHo 3 [pukna-
Aom 341, ouikyBaHy CMONyKy ogepxanu y BUrnsgi
6inoi TBepaoi pevoBuHM (BUxoa= 62%).

T. nn.=88-95°C.

Mpuknag 343
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4-[2-[[[(2S)-1-[(2',4'-OndpTop[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]leTokcn]-2-pTOpOEH30MHOT KMCNOTH
MeTunosumn edip

Cnigytoun metoamui, aHanoriynin Mpuknaay 230,
noyMHaKuM 3 KMCNoTW, ofepXaHoi 3rigHo 3 [Npukna-
Aom ogepxxaHHA CV, ouvikyBaHy CMONyKy ogepxanu y
BurnsAai 6inoi TBepaoi pevoBuHN (BMXia=53%).

T. nn.=65-68°C.

Mpuknag 344

4-[2-[[[(2S)-1-[(2',4'-OndpTop[1,1'-andpeHin]-4-
in)cynedoHin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcu]-2-dpTopbeH3onHa kucnoTa

Cnigytoun meToauui, aHanoriyhin Mpuknagy 22,
noynHaroum 3 edipy, oTpMmaHoro 3rigHo 3 [lpukna-
aom 343, odikyBaHy Cnonyky ogepxanu y BuUrnsagi
6inoi TBepaoi pevoBuHM (BUXig=85%).

T. nn.=91-94°C.

Mpuknag 345

4-[2-[[[(2S)-1-[(4'-PTOp-2'-MmeTUN[1,1'-AncbeHin]-4-
in)cynedoHin]-2,3-aurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]leTokcu]-2-dTopOEeH30MHOT KMCNoTH
MeTUoBun edip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 230,
NoYMHaKYM 3 KUCNOTWU, OTPUMaHOI 3rigHo 3 [Npukna-
nom opepxanHsa CIV, odvikyBaHy cnonyky ogepxanu y
Burnsai 6inoi TBepaoi pevoBuHN (BUMXian=83%).

T. nn.=66-75°C.

Mpuknag 346

4-[2-[[[(2S)-1-[(4'-PTOp-2'-MmeTUN[1,1"-ancbeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]-2-hTopOGeH30MHa KucnoTa

Cnigytoun metoauui, aHanoridyHii Mpuknagy 22,
noynHaroun 3 edipy, oTpmmaHoro 3rigHo 3 [lpukna-
aom 345, odikyBaHy Cnonyky ogepxanu y BuUrnsagi
6inoi TBepaoi pevoBuHY (BUXin=80%).

T. nn.=109-118°C.

Mpuknag 347

6-[[[(2S)-2,3-Ourigpo-1-[[3'-(TpucpTopmeTnn)[1,1'-
AndeHin]-4-inlcynedoHin]-1H-ingon-2-
inJkap6oHin]amiHo]rekcaHOBOW  KACNOTU  METUMOBUIA
edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy 98,
noynHaKun 3 MeTunoBoro edipy 6-amiHorekcaHoBol
KMCNOTW, OYiKyBaHy CMOMyKy oJepxanu y Burmsagi
6e3bapsHoi nactn (BUxin=52%).

'H AMP (OMCO, 250 Mru) &: 8.16 (t, NH); 8.10-
8.00 (m, 2H); 8.00-7.85 (m, 4H); 7.85-7.72 (m, 2H);
7.49 (d, 1H); 7.24 (td, 1H); 7.13 (d, 1H); 7.02 (td, 1H);
4.80 (dd, 1H); 3.57 (s, 3H); 3.20-3.00 (m, 3H); 2.92
(dd, 1H); 2.28 (t, 2H); 1.60-1.35 (m, 4H); 1.35-1.20
(m, 2H).

Mpuknag 348

6-[[[(2S)-2,3-Ourigpo-1-[[3'-(TpudTopmeTun)[1,1'-
Anderin]-4-injcynedoHrin]-1H-ingon-2-
inJkap6oHin]amiHo]rekcaHoBa kucnora

Cnigytoun meToauui, aHanoriyhin Mpuknagy 22,
noymMHatoumn 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 347, odikyBaHy CRonyky ogepxanu y BuUrNsAgi
)KOBTOI TBepAoi pevoBuHM (BUXin=81%).

T. nn.=50°C.

'H AMP (OMCO, 300 Mru) &: 11.97 (s, COOH),
8.17 (t, NH); 8.10-8.00 (m, 2H); 8.00-7.85 (m, 4H);
7.85-7.72 (m, 2H); 7.49 (d, 1H); 7.24 (td, 1H); 7.13 (d,
1H); 7.02 (td, 1H); 4.80 (dd, 1H); 3.20-3.00 (m, 3H);
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2.92 (dd, 1H); 2.19 (t, 2H); 1.60-1.35 (m, 4H); 1.35-
1.20 (m, 2H).

Mpuknag 349

2-MeTtun-4-[2-[[[(2S)-1-[[3'-(TpudTOopMeTUn)[1,1'-
andeHin]-4-injcynegowin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]6eH30nouTOBOI KMCnoTn
MEeTUIoBuN edip

Cnigytoun metogumui, aHanoriyHii MNpuknagy 21,
NoYMHaKYM 3 KUCNOTKU, OTpMMaHOI 3rigHo 3 [Npukna-
aom opepxaHHa IV, i aMiHy, oTpumaHoro 3rigHo 3
Mpuknagom opepxaHHa CXVIII, odikyBaHWA npoaykT
oTpumyBanu y Burmsaai 6inoi TBepaoi pevoBuHN (BU-
Xin=61%).

T. nn.=53-57°C.

Mpuknag 350

2-MeTtun-4-[2-[[[(2S)-1-[[3'-(TpucpTopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-2,3-avrigpo-1H-ingon-2-
inJkap6oHin]amiHo]leTokcn]6eH3onouToBa KMUCnoTa

Cnigytoun metoauui, aHanoriynin Mpuknagy 22,
noyMHaruM 3i CNonyku, ogepxkaHoi 3rigHo 3 MNpukna-
Aom 349, ouikyBaHWN NPOAYKT OTpUManu y BUrnagi
6inoro nopoLwky (BMxia=51%).

T. nn.=87-90°C.

Mpuknag 351

2-MeTtun-4-[2-[[[(2S)-1-[[2'-(TpucpTOopMeTnn)[1,1'-
andeHin]-4-injcynedowin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcn]6eH3onouToBOT KMCRoTKn
MEeTUNoBuIN edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 349,
noyMHaKyM 3 KMCNoTu, oTpumaHoi 3rigHo 3 [MNpukna-
OOM ofepxaHHs V, O4diKyBaHUI MPOAYKT OTpUManu y
BurnsAai 6inoi nactu (Buxin=90%).

'H AMP (OMCO, 300 Mrw) &: 8.40 (t, NH); 7.90-
7.80 (m, 3H); 7.80-7.70 (m, 2H); 7.50-7.45 (m, 3H);
7.39 (d, 1H); 7.24 (t, 1H); 7.13 (d, 1H); 7.04 (t, 2H);
6.80-6.70 (m, 2H); 4.88 (dd, 1H); 3.99 (t, 2H); 3.58 (s,
5H); 3.58-3.40 (m, 2H); 3.10-2.90 (m, 2H); 2.17 (s,
3H).

Mpuknag 352

2-MeTtun-4-[2-[[[(2S)-1-[[2'-(TpucpTOopMeTnn)[1,1'-
andeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
in]kap6oHin]amiHo]eTokcn]6eH3onouTOBa KMUCoTa

Cnigytoun metoauui, aHanoriyHin MNpuknagy 22,
noynHaKun 3i Cnonyku, oTpMmaHoi 3rigHo 3 lNpukna-
aom 351, ouvikyBaHMM NPOAYKT oAepxanu y BuUrnsagi
6inoro nopouuky (BMxin=68%).

T. nn.=85-95°C.

Mpuknag opepxaHHs CXXXI

2-Metnn-4-
[[(TpndTOpMETUN)CYNbdOHIN]oKCN]6EH30NOLTOBOT
KMUCROTU METUNOoBUI eqip

0,85 mn (6,11 Mmonb) TpueTunamiHy gogalTb 4O
po3uuHy 0,55 r (3,06 mmonb) meTunosoro egipy 2-
MeTUn-4-rigpokcMbeH30M0LUTOBOI  KMCNoTN B 22 MA
OXM. Lo cymiw oxonomxkytoTe o 0°C i gopawoTb
0,62 mn (3,67 mmonb) TpndTOpMETaHCYNEMOHOBOrO
aHrigpuay. Peakuiivy cymiw nepemiwytoTte npu 0°C
npotarom 1 roguHu, a notim po3baenaTe 60 mn
OXM i npomuBatoTb Bogot. OpraHiuHy casy Bucy-
WyTb Hag cynbdaToM MarHito i KOHLEHTPYTb npu
3HWXKEHOMY TUCKY. OaepxaHu CUpUI NPOAYKT O4un-
LwaTb Xpomarorpadieto Ha cunikareni, BUKOPUCTO-
BYylOUM CyMiWw umknorekcaH/etunauetat (9/1; 06/06)
SIK €IHEeHT, 3 OTpMMaHHsM 670 minirpam ovikyBaHOro
npoaykty y Burnsagi 6es3bapeBHoro macna  (Bu-
xin=70%).
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'H AMP (OMCO, 250 Mru) &: 7.38 (d, 1H); 7.33
(d, 1H); 7.26 (dd, 1H); 3.77 (s, 2H); 3.63 (s, 3H); 2.27
(s, 3H).

Mpuknag ogepxaHHs CXXXII

4-LliaHo-2-MeTMNGEH3010LTOBOI KACMOT METUIO-
BUIN edip

0,564 minirpam (1,8 MMOrb) CNoOnykx, ogepXXaHoi
3rigHo 3 lMpuknagom ogepxaHHs CXXXI, 5 mn MO,
208 wminirpam TeTpakuc(TpudpeHindgocdiH)nanagito i
211 wminirpam (1,8MMonb) uiaHiQy LMHKY BHOCHATb Y
MiKPOXBUMBOBIW peakTop. PeakuiHy cymilw nepemi-
wytoTb npu 150°C npoTsirom 5 xBun, a noTim po36as-
nawTb 25 Mn etunaueTaTty i MPOMUBaKTb BOAOH.
OpraHivHy a3y BUCYLLYIOTb Hag CynbaTom MarHito
N KOHLEHTPYIOTb NpU 3HMWXKEHOMY Tucky. OgepxkaHuin
CMpUIA NPOJYKT OYULLA0TL XpomaTtorpadieto Ha cuni-
Kareni, BMKOPUCTOBYOYM CyMiLL LMKITOreK-
caH/etunauertar (8/2; 06/06) sk entoeHT, 3 OTpUMaH-
HAM 150 minirpam o4ikyBaHOro NPOAYKTY Yy BUrnagi
6inoi TBepaoi pevoBuHY (BUXin=44%).

T. nn.=52-54°C.

Mpuknag ogepxanHa CXXXII

4-(AmiHomeTun)-2-MeTnN6eH30MoLTOBOI KUCIOTH
mMeTunosun edip (rigpoxnopwva)

Cnigytoun metoguui, aHanoriyHin Mpuknagy oge-
pxxaHHa LXIX, nounHaroum 3 edpipy, oTpumaHoro 3rig-
Ho 3 [lpuknagom opepxaHHs CXXXII, ouikyBaHui
NpoayKT oTpumanu y Burnagi 6inoi TBepaoi pe4oBrHN
(Bnxin=98%).

T. nn.=218-220°C.

Mpuknag 353

2-Metun-4-[[[[(2S)-1-[[3'-(TpnudpTopmeTnn)[1,1'-
AndeHin]-4-inljcynbdoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6oHin]amiHo]MeTun]6eH30M0oLTOBOI KWUCAOTH
MeTunoBumn eqip

Cnigytoun metoamui, aHanoriynin Mpuknagy 349,
NoYnHaun 3 aMiHy, oTpumaHoro 3rigHo 3 Npuknagom
opepxaHHa CXXXIII, odikyBaHUA NpogyKT oTpumanu
y Burnagi 6inoi teBepaoi peyosuHmn (Bnxin=80%).

T. nn.=60-67°C.

Mpuknag ogepxaHHs CXXXIV

4-[[[[(2S)-2,3-Aurinpo-1-[(4-
noadeHin)cynsdoHin]-1H-ingon-2-
in]kap6oHin]amiHo]MeTuUn]6eH30MHOT  KUCIOTU  METK-
noswun ecip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oae-
pxaHHa Vlla, nounHaioum 3 meTtunosoro edipy 4-
(amiHOMeTun)6EeH30MHOI KMCMOTU, O4iKyBaHy CMOMyKY
ogepxanu y Burngaai 6inoi TBepaoi peyoBuHM (BU-
xin=92%).

T. nn.=80-85°C.

Mpuknag ogepkaHHA CXXXV

4-[[[[(2S)-2,3-Avrigpo-1-[(4-
noadeHin)cynbegoHin]-1H-ingon-2-
in]kap6oHinjamiHo]MeTnN]6eH30MHOT KNCNOTK

Cnigytoun meToauui, aHanoriyHin Mpuknagy 22,
noymMHaroumn 3 edpipy, otpumaHoro 3rigHo 3 [lpukna-
aom ogepxaHHa CXXXIV, odikyBaHy cnomnyky ogep-
xanwu y surnsgi 6inoro nopotuky (Buxig=98%).

T.nn.=110-120°C.

Mpuknag 354

4-[[[[(2S)-1-[(2'-MeToKCK-5'-meTun[1,1'-gnudeHin]-
4-in)cynboHin]-2,3-gurigpo-1H-iHgon-2-
in]Jkap6oHinjamiHo]MeTnN]6eH30MHOT KNCNOTK

Cnigytoun metogmui, aHanoriyHin MNpuknagy 1,
noyMHaKuM 3 KMCNoTU, oTpumaHoi 3rigHo 3 [MNpukna-



111

aom ofepXKaHHs CXXXV, i 2-MeTOoKCn-5-
MeTUIdEHINGOPOHOBOI KACMOTH, OYiKyBaHWUI NPOAYKT
oTpumanu y Burnsagi 6inoi TBepaoi peyoBuHM (BU-
xin=23%).

T. nn.=153-165°C.

HaBepeHi Hwk4e NpoaykTn ogepxkanu, crigyum
MeToamui, aHanorivHii Mpuknagy 354, novnHawum 3
pi3HNX peHiINGOPOHOBUX KUCHOT:

Mpwuknag 355

4-[[[[(2S)-1-[(2'-®TOp-5'-meTnn[1,1'-ancpeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHinjamiHo]MeTnN]6eH30MHOT KNCNOTK

Bina TBepaa pevosuHa (BUxig=62%).

T. nn.=105-120°C.

Mpuknag 356

4-[[[[(2S)-1-[[2'-PTOP-5'"-(TPUdTOPMETUN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-avrigpo-1H-ingon-2-
inJkap6oHin]amiHo]MeTnn]6eH30AHOT KUCOTH

Bina TBepaa pevoBuHa (BUxin=84%).

T. nn.=115-120°C.

Mpuknag 357

4-[[[[(2S)-1-[(2',5'-OnmeTnn[1,1"-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]MeTnn]6eH30MHOT KUCOTH

Bina TBepaa peyosuHa (B1xin=81%).

T.nn.=126-136°C.

Mpuknag 358

4-[[[[(2S)-1-[[2'-Xnop-5'-(TpucdTOopMeTUN)[1,1'-
AndeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
in]kap6oHin]amiHo]MeTnN]6eH30MHOT KUCNOTK

Bexxesa TBepaa pevoBuHa (BMXxig=71%).

T. nn.=120-130°C.

Mpuknag 359

4-[[[[(2S)-1-[(3'-MeTun[1,1'-audeHin]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHaon-2-
inJkap6oHin]amiHo]MeTnn]6eH30MHOT KUCNOTK

Bexesa TBepaa pevosuHa (BMXig=51%).

T. nn.=118-130°C.

Mpuknag 360

4-[[[[(2S)-1-[[2'-MeTokcu-5'-(TpudTopmeTmn)[1,1'-
andeHin]-4-injcynedowin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]MeTnn]6eH30MHOT KUCOTH

>KosTa TBepaa pevoBuHa (BUXin=74%).

T. nn.=122-130°C.

Mpuknag 361

4-[[[[(2S)-1-[[2'-MeTun-5'-(TpudTopmeTnn)[1,1'-
andeHin]-4-inicynbdonin]-2,3-aurigpo-1H-iHgon-2-
inJkap6boHin]amiHo]MeTnn]6eH30MHOT KUCOTU

BexeBa TBepaa pevoBuHa (BUXig=76%).

T. nn.=120-128°C.

Mpuknag 362

4-[[[[(2S)-1-[(2'-Xnop-5'-meTun[1,1'-anudeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHinjamiHo]MeTnN]6eH30MHOT KNCNOoTK

Bina TBepaa peyosuHa (BUxig=37%).

T. nn.=104-110°C.

HaBegeHi Hwx4e crnonyku ogepxanu, chigylum
MeToauui, aHanoriyHin  lpuknagam  OTpMMaHHS
CXXXI-CXXXIIl, nounHatoum 3 metunosoro edipy 4-
rigpoKcu-3-MeToKCMBEH30MoLTOBOI KUCMOTH:

Mpuknag ogepxaHHsa CXXXVI

3-MeTtokcu-4-
[[((TpndpTOpMeETUN)CYNbdOHIN]OKCM]GEH30MOLTOBOI
KUCROTU MeTUNoBun eqip

Bina TBepaa pevoBuHa (BUxin=94%).

T. nn.=57-59°C.
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Mpuknag ogepxaHHs CXXXVII

4-LliaHo-3-MeTOKCMOEH30MOUTOBOI  KUCIOTN Me-
Tnnosun ecip

Bina TBepaa pevosuHa (BUxif=36%).

T. nn.=57-60°C.

Mpuknag ogepxaHHs CXXXVIII

4-(AMiHOMEeTMI)-3-MeTOKCMBEH30MOUTOBOT  KNC-
notu meTtunoswui edip (rigpoxnopua)

fAcHo-xoBTa TBepaa pevoBuHa (BMxin=98%).

T.nn.=180-184°C.

Mpuknag 363

3-MeTokeun-4-[[[[(2S)-1-[[3'-(TpudpTopmeTnn)[1,1'-
Anderin]-4-injcynsdoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6oHin]amiHo]meTun]6eH30MoLTOBOI KMCIOTN
MeTUoBun edip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 353,
NoYnHaKyn 3 aMiHy, OTpuMaHoro 3rigHo 3 Npuknagom
onepxaHHa CXXXVIII, odvikyBaHu NpoayKT ogepxa-
nn y Burnsagi 6inoi nactun (BuMxig=82%).

'H AMP (OMCO, 250 Mru) &: 8.48 (t, NH); 8.10-
8.00 (m, 2H); 8.00-7.85 (m, 4H); 7.85-7.70 (m, 2H);
7.50 (d, 1H); 7.15 (id, 1H); 7.20-7.10 (m, 2H); 7.03
(td, 1H); 6.90 (d, 1H); 6.79 (dd, 1H); 4.95 (dd, 1H);
4.30-4.15 (m, 2H); 3.80 (s, 3H); 3.65 (s, 2H); 3.61 (s,
3H); 3.16 (dd, 1H); 2.97 (dd, 1H).

Mpuknag 364

3-MeTokeun-4-[[[[(2S)-1-[[3'-(TpudTopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]meTun]6eH30noLTOBa K1CnoTa

Cnigytoun metoauui, aHanoriynin Mpuknagy 22,
noyunHatroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
AoM 363, ouikyBaHy CMONyKy ofepxanu y BuUrnsgi
6inoro nopouky (BMxin=95%).

T. nn.=99-105°C.

Mpuknag 365

3-oT1op-4-[[[[(2S)-1-[[3"-(TpudTOpMeTUN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-iHoon-2-
inJkap6oHinjamiHo]meTnn]6eH30nouUTOBOI KMcnotu
MeTUnoBun edip

Cnigytoun metoamui, aHanoriynin Mpuknagy 353,
noyvMHaroumn 3 rigpoxnopugy metunosoro edipy 4-
(amiHomeTun)-3-pTOPOEH30MOLITOBOI KMCINOTK, OYiKy-
BaHWA MNpoAyKT ofepxanu y Burnsagi 6inoi TBepgoi
peyoBuHU (BUXiA=85%).

T. nn.=50-57°C.

Mpuknag 366

3-dTop-4-[[[[(2S)-1-[[3'-(TpHdTOpMeTUN)[1,1'-
AndeHin]-4-inljcynbdoHin]-2,3-gurigpo-1H-ingon-2-
in]Jkap6oHinjamiHo]meTnn]6eH3onouToBa KMCroTa

Cnigytoun metoawui, aHanorivyHii Mpuknagy 22,
noynHaroun 3 edipy, oTpumaHoro 3rigHo 3 [lpukna-
aom 365, ouikyBaHy Cnonyky ogepxanu y BuUrnsagi
6inoro nopotuky (Buxig=95%).

T. nn.=99-105°C.

Mpuknag 367

3-Xnop-4-[[[[(2S)-1-[[3"-(TpuddTOopMeETMN)[1,1'-
andeHin]-4-inljcynbdoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6boHin]amiHo]MeTun]6eH30MoLTOBOI KUCINOTN
MeTunoBumn eqip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 353,
noynHawoun 3 rigpoxnopugy MeTtunoBoro edipy 4-
(amiHomeTuN)-3-xNop6GEH30MOLTOBOI KUCIOTU, OMiKy-
BaHWW MNpoAyKT oaepxanu y Burnagi 6inoi TBepaoi
peyoBuHU (BUXia=59%).

T. nn.=124-126°C.

Mpuknag 368
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3-Xnop-4-[[[[(2S)-1-[[3-(TpndTOpMeTUN)[1,1'-
andpeHin]-4-injcynegoHin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]meTun]6eH30noLTOBa K1CNoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noynHaroun 3 edipy, oTpmmaHoro 3rigHo 3 [lpukna-
aom 367, ouikyBaHy CMOnyKy ogepxanu y BUrNsgi
6inoro nopoLwuky (BMxia=85%).

T. nn.=95-106°C.

Mpuknag 369

3-Xnop-4-[[[[(2S)-1-[[3"-(TpudTOpMETMN)[1,1'-
andeHin]-4-injcynedowin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHinjamiHo]MeTnN]6eH30MHOT KMCNOTU  MeTu-
noewun edip

Cnigytoun metoamui, aHanorivnin Mpuknagy 353,
NnoYnHaKyM 3 MeTuroBoro eqipy 4-(amiHomeTun)-3-
XNOpOEH30MHOI KMCINOTW, OYiKyBaHUIM MPOAYKT oaep-
Xanu y Burnsagi 6inoi TBepgoi  pevyoBuHWM  (BU-
xin=89%).

T.nn.=78-87°C.

Mpuknag 370

3-Xnop-4-[[[[(2S)-1-[[3"-(TpucTOopMETMN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
in]kap6oHinJamiHo]MeTnN]6eH30MHOT KUCNOTK

Cnigytoun metoauui, aHanoriyHii MNpuknagy 22,
noynHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 369, odikyBaHy CRonyky ogepxanu y BUrNsAAi
6inoro nopotuky (Buxig=88%).

T. nn.=110-120°C.

Mpuknag 371

3-MeTokeun-4-[[[[(2S)-1-[[3'-(TpudTopmeTnn)[1,1'-
andeHin]-4-injcynbdoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6boHin]amiHo]MeTun]6eH30MHOT  KUCIIOTU  MEeTU-
nosun ecip

Cnigytoun metoamui, aHanoriynin Mpuknagy 353,
noynHaKumM 3 MeTurnoBoro eqipy 4-(amiHomeTun)-3-
METOKCUOEH30MHOT  KUCMOTW, O4iKyBaHUA MpOAayKT
ogepxanun y Burngaai 6inoi TBepaoi peyoBuHW (BU-
Xin=76%).

T. nn.=78-85°C.

Mpuknag 372

3-MeTokeu-4-[[[[(2S)-1-[[3'-(TpudTopmeTUn)[1,1'-
andeHin]-4-injcynedoHin]-2,3-avrigpo-1H-iHgon-2-
inJkap6oHin]amiHo]MeTnn]6eH30MHOT KUCNOTH

Cnigytoun metoauui, aHanoriynin Mpuknagy 22,
noyvHawum 3 eqipy, oTpumaHoro 3rigHo 3 [Npukna-
aom 371, ouikyBaHy CMONyKy ofepxanu y BUrmsgi
6inoro nopoLwky (Bnxia=93%).

T. nn.=108-120°C.

Mpwuknag 373

N-[2-(4-LliaHodpeHoken)eTun]-2,3-gurigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynbdoHin]-(2S)-
1H-iHaon-2-kap6okcamia

Cnigytoun metoamui, aHanorivnin Mpuknaagy 349,
noynHawoun 3 4-(2-amiHoeTokcn) GeH30HITpuny, Ooui-
KyBaHy CMonyKky ogepxanu y Burnsagi 6inoro nopoLuky
(Buxin=71%).

T. nn.=70-80°C.

Mpuknag 374

2,6-AndpTop-4-[2-[[[(2S)-1-[(2',4'-andpTop[1,1'-
andpeHin]-4-in)cynbgoHin]-2,3-gurigpo-1H-iHaon-2-
inJkapGoHin]amiHoleTokcn]6eH30MHOI  KMCNOTU MeTu-
noswui edip

Cnigytoun meToaumui, aHanoriyhin Mpuknagy 21,
noyMHaKyM 3 KMCNOoTU, OTpuMaHoi 3rigHo 3 [MNpukna-
OoMm ofepxaHHst CV, i amiHy, oTpyMaHoro 3rigHo 3
Mpuknagom ogepxaHHa LXXXI, odvikyBaHWA nNpoaykT
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oTpumanu y Burnagi 6inoi TBepaoi pevyoBuHU (BU-
xin=59%).
T. nn.=69-77°C.
Mpuknag 375

2,6-AndpTop-4-[2-[[[(2S)-1-[(4'-dpTOp-2'-
meTtoken[1,1'-gndeHin]-4-in)cynbdoHin]-2,3-gurigpo-
1H-ingon-2-inJkapboHin]amiHo]leTokcn]6eH30MHOT Kunc-
NOTN METUINOBUI edip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 374,
NOYMHAKYN 3 KUCNOTWU, OTPMMaHOI 3rigHo 3 [Npukna-
AoMm ogepxaHHs CXI, oyvikyBaHUIM NpoayKT oTpumanu
y Burnagi 6inoi TBepaoi pevosnHmn (Bnxin=58%).

T. nn.=65-76°C.

Mpuknag 376

2,6-OndTop-4-[2-[[[(2S)-1-[(2'-xnop-4'-¢dpTop[1,1'-
andeHin]-4-in)cynbdonin]-2,3-gurigpo-1H-iHgon-2-
inJkap6boHin]amiHo]eToKC1]OEH30MHOT KUCIIOTU METK-
noswun ecip

Cnigytoun metoamui, aHanoriynin Mpuknagy 374,
noyMHaKyy 3 KMCNoTU, OTpumaHoi 3rigHo 3 [MNpukna-
Aom ofepxaHHsa CVII, odikyBaHui npodykT oTpumanu
y Burnagi 6inoi TBepgoi pevoBuHu (Buxin=60%).

T. nn.=68-74°C.

Mpwuknag 377

2,6-AndTop-4-[2-[[[(2S)-1-[(2'-xnop-4'-pTop[1,1'-
andeHin]-4-in)cynbdonin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]jamiHo]eToKcK1]6eH30MHOT KUCIOTK

Cnigytoun metoauui, aHanoriynin Mpuknagy 22,
noyvHarum 3 edipy, oTpumaHoro 3rigHo 3 [Npukna-
aomMm 376, ouikyBaHy CMONyKy ofepxanu y Burnsgi
6inoro nopouky (BMxin=55%).

T. nn.=75-80°C.

Mpuknag 378

4-[2-[[[(2S)-1-[[4'-MeTun-2-(TpucpTopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-iHoon-2-
in]kap6oHin]amiHo]eTokcn]6eH3onouToBoI KWUCMOTH
MeTUnoBun edip

Cnigytoun metoguui, aHanoriyHin MNpuknagy 1,
noyrHaruM 3i Cnomnyku, oTpMMaHoi 3rigHo 3 MNpukna-
aom opepxanHsa Xl, i 4-meTnndeHinbopoHOBOi Kuc-
1NOTU, OYiKyBaHUIW NPOAYKT OTpUManu y BUrMNSAi TOH-
Koi 6inoi TBepaoi pevoBuHu (BUxin=81%).

T. nn.=60°C.

Mpwuknag 379

4-[2-[[[(2S)-1-[[4'-MeTun-2-(TpudTopmeTunn)[1,1'-
Anderin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
in]Jkap6oHin]amiHo]leTokcu]6eH3onouToBa KMCnoTa

Cnigytoun meToauui, aHanoriyhin Mpuknagy 22,
noynHaroun 3 edipy, oTpumaHoro 3rigHo 3 [lpukna-
aom 378, odikyBaHy Cnonyky ogepxanu y BuUrnsAgi
6inoro nopotuky (Buxig=95%).

T. nn.=92°C.

Mpuknag 380

4-[2-[[[(2S)-1-[[4'-Xnop-2-(TpudpTopmeTnn)[1,1'-
andeHin]-4-inljcynbdoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6oHin]amiHo]eTokcn]6eH30noUTOBOI KUCIOTN
MeTunoBumn eqip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 378,
noyrHaoum 3 4-xnopdeHinGopoOHOBOT KUCMOTH, OYiKy-
BaHWA NpPOJYKT oJepXanu Yy BUrNsSAi TOHKoi 6inoi
TBEpAoi pevoBuHY (BUxin=80%).

T. nn.=60°C.

Mpuknag 381

4-[2-[[[(2S)-1-[[4'-Xnop-2-(TpudTopmeTnn)[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]6eH3onouToBa KMUcoTa
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Cnigytoun meToaumui, aHanoriyhin Mpuknagy 22,
noynHaroun 3 edipy, oTpmmaHoro 3rigHo 3 [lpukna-
aom 380, ouyikyBaHy cnonyky ogepxanwu y BuUrmsagi
6inoro nopotuky (Buxig=92%).

T. nn.=92°C.

Mpuknag 382

4-[2-[[[(2S)-1-[[4'-®TOp-2-(TPNdTOPMETMN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-avrigpo-1H-ingon-2-
inJkap6oHin]amiHo]eTokcn]6eH30nouTOBOT KMCRoTun
MeTHNoBuIn eqdip

Cnigytoun metoauui, aHanoriynin Mpuknagy 378,
noyvHawum 3 4-pTopdeHinbopoHOBOI KUCNOTKH, OYi-
KyBaHWUN NPOAYKT OTPUManu y BUrMSAI TOHKOI Ginoi
TBEpAoi pevoBuHY (BUxig=80%).

T. nn.=60°C.

Mpuknag 383

4-[2-[[[(2S)-1-[[4'-DTOp-2-(TPNdTOPMETMN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-iHgon-2-
inJkapboHin]amiHo]leTokcn]6eH3onouToBa KMUCoTa

Cnigytoun metoauui, aHanoriynin Mpuknagy 22,
noynHaroun 3 edipy, oTpmmaHoro 3rigHo 3 [lpukna-
aom 382, ouikyBaHy CMONyKy ofepxanu y BUrmsgi
6inoro nopoLwuky (Bnxia=97%).

T.nn.=92°C.

Mpuknag ogepxxaHHa CXXXIX

4-[2-[[[(2S)-1-[(4-Bpom-3-
dpTopdeHin)cynbdoHinl-2,3-aurigpo-1H-iHaon-2-
in]kap6oHin]JamiHo]eTokcn]6eH30mouTOBOI Kucnotu
MEeTUNoBuN edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pXaHHs Xl, noYMHaun 3 4-6pom-3-
dTopbeH3oncynbgoHINXnopuay, OuikyBaHy Cnonyky
opepxanu y Burnagi 6inoi nactu (Buxin=67%).

'H AMP (OMCO, 250 Mru) &: 8.42 (t, NH); 7.95-
7.81 (m, 2H); 7.55 (dd, 1H); 7.43 (d, 1H); 7.35-7.10
(m, 4H); 7.03 (td, 1H); 6.95-6.80 (m, 2H); 4.89 (dd,
1H); 4.10-3.90 (m, 2H); 3.59 (s, 5H); 3.59-3.40 (m,
2H); 3.20 (dd, 1H); 2.93 (dd, 1H).

Mpuknag 384

4-[2-[[[(2S)-1-[[2-DTOp-3'-(TPNdTOPMETMN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6oHin]amiHo]eTokcn]6eH30nouTOBOT KMCRoTKn
MeTHNoBuIn eqip

Cnigytoun metoauui, aHanoriynin Mpuknagy 378,
noynHatoun 3 3-(TpudTopmeTun)-ceHinbopoHoBoi
KMCNOTW W CMONyKW, ogepxaHoi 3rigHo 3 Mpuknagom
opepxaHHa CXXXIX, ouvikyBaHW NPOAYKT OTpUManu
y BUrMAAi poxeBoi NiHn (BMxin=69%).

'H AMP (OMCO, 250 Mrw) 8: 8.46 (t, NH); 7.92-
7.70 (m, 7H); 7.48 (d, 1H); 7.30-7.10 (m, 4H); 7.03
(td, 1H); 6.95-6.85 (m, 2H); 4.95 (dd, 1H); 4.02 (t,
2H); 3.59 (s, 5H); 3.59-3.40 (m, 2H); 3.25 (dd, 1H);
2.96 (dd, 1H).

Mpuknag 385

4-[2-[[[(2S)-1-[[2-DTOp-3'-(TPUpTOPMETMN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-ingon-2-
inJkap6oHin]amiHo]eTokcu]6eH3onouToBa KMcnoTa

Cnigytoun meToauui, aHanoriynin Mpuknagy 22,
noymMHaroumn 3 edipy, otpumaHoro 3rigHo 3 [lpukna-
aom 384, odikyBaHy Cnonyky ogepxanu y BUrNAgi
)KOBTOro nopouuky (Buxig=93%).

T. nn.=82°C.

Mpuknag ogepxaHHs CXL

4-[2-[[[(2S)-1-[(4-Bpom-3-xnopdeHin)cynbdoHin]-
2,3-gurigpo-1H-iHaon-2-

92013 116

inJkap6oHin]amiHo]eTokcn]6eH30noUTOBOT
MeTunoBun eqip

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
p>KaHHS Xl, noynHaroum 3 4-6pom-3-
xnop6eH30ncynbGOHINXNopuay, OuvikyBaHy CroOnyKy
ogepxanu y Burnagi 6inoi niHn (Buxin=87%).

'"H AMP (OMCO, 250 Mru) &: 8.44 (t, NH); 8.01
(d, 1H); 7.97 (d, 1H); 7.63 (dd, 1H); 7.42 (d, 1H);
7.30-7.10 (m, 4H); 7.04 (td, 1H); 6.95-6.85 (m, 2H);
4.91 (dd, 1H); 4.00 (t, 2H); 3.59 (s, 5H); 3.59-3.40 (m,
2H); 3.20 (dd, 1H); 2.92 (dd, 1H).

Mpwuknag 386

4-[2-[[[(2S)-1-[[2-Xnop-3'-(TpudpTopmeTnn)[1,1'-
Anderin]-4-injcynsdoHin]-2,3-gurigpo-1H-ingon-2-
inJkap6oHin]amiHo]eTokcn]6eH30noUTOBOI KMCINOTN
MeTUoBun edip

Cnigytoun metoamui, aHanoriyHin Mpuknagy 384,
noYMHaloum 3i CNonyku, ogepxaHoi 3rigHo 3 Npukna-
OoM ofepxaHHs CXL, odikyBaHU NpoayKT oTpumanmu
y BUIMsgi XoBToi Nl (BUxig=84%).

T. nn.=60°C.

Mpuknag 387

4-[2-[[[(2S)-1-[[2-PTOp-3'-(TPUdTOPMETMN)[1,1'-
andeHin]-4-injcynedoHin]-2,3-gurigpo-1H-ingon-2-
in]kap6oHin]amiHo]leTokcu]6eH3onouToBa KMCnoTa

Cnigytoun metoawui, aHanoriyHii Mpuknagy 22,
noynHaroun 3 edipy, oTpumaHoro 3rigHo 3 [lpukna-
aom 386, ouikyBaHy CRonyky ogepxanu y BuUrnsagi
6inoi niHn (BMxig=98%).

T. nn.=92°C.

Mpuknag opepxaHHsa CXLI

4-[2-[[[(2S)-1-[(4-Bpom-3-
mMeTundeHin)cynegoHin]-2,3-gurigpo-1H-ingon-2-
in]kap6oHin]amiHo]eTokcn]6eH30nouTOBOT KMCRoTKn
MeTunoBumn eqip

Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
PXKaHHSA X, noYmHarum 3 4-6pom-3-
MeTUNBEH30NCyNb@OHINXNopUAY, OYiKyBaHy CMOnyky
opepxanu y Burnagi 6inoi niHn (Buxin=87%).

'H AMP (OMCO, 250 Mru) &: 8.36 (t, NH); 7.80
(d, 1H); 7.74 (d, 1H); 7.50-7.40 (m, 2H); 7.35-7.10 (m,
4H); 7.02 (td, 1H); 6.95-6.85 (m, 2H); 4.86 (dd, 1H);
4.00 (t, 2H); 3.60 (s, 5H); 3.60-3.35 (m, 2H); 3.13 (dd,
1H); 2.91 (dd, 1H).

Mpuknag 388

4-[2-[[[(2S)-1-[[2-MeTun-3'-(TpucpTopmeTnn)[1,1'-
andeHin]-4-injcynedonin]-2,3-aurigpo-1H-iHoon-2-
in]kap6oHin]jamiHo]eTokcn]6eH30mouTOBOI KMcnotn
MeTUnoBun edip

Cnigytoun metoaumui, aHanorivnin Mpuknaagy 384,
NOYMHaKuM 3i CNONyKW, OAepXKaHoi 3rigHo 3 lMpukna-
AoMm ofepxaHHs CXLI, odikyBaHUI NpogyKT oTpuMa-
nn 'y surnsAAai 6inoro nopolky (Buxig=84%).

T. nn.=60°C.

Mpuknag 389

4-[2-[[[(2S)-1-[[2-MeTnn-3'-(TpudTopmeTUnn)[1,1'-
Anderin]-4-injcynsdoHin]-2,3-gurigpo-1H-ingon-2-
in]Jkap6oHin]amiHo]leTokcu]6eH3onouToBa KMcnoTa

Cnigytoun meToauui, aHanoriyhin Mpuknagy 22,
noynHaroun 3 edipy, oTpumaHoro 3rigHo 3 [lpukna-
aom 388, ouikyBaHy cnonyky ogepxanu y BUrnsAgi
6inoi niHm (BMxig=94%).

T. nn.=92°C.

Mpuknag opepxaHHs CXLII

5-LliaHo-2-nipngnHouToBOi
anmeTtuneTunosun edip

KNCNnoTu

KncnoT 1,1-
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0,715 r (10 MMOnb) UMHKY, AeKiNbka KpUxT noay i
0,845 mn (5,4 mmonb) TpeT-6yTnnbpomavetary B 10
M TT'® BHOCATb Y MIKpOXBUNLOBIN peakTop. Lo cy-
MiLll HarpiBatoTb MIKPOXBUNSMMW MPOTAroM 5 XBWM Mpu
110°C, a notim inbTpyOTL | AoAal0Tb A0 PO3YUHY
0,5 r (2,7 mmonb) 6-6pom-3-nipuanHkapboHiTpUNy B
15 wmn Tr®. fdopatote 316 wminirpam TeTpa-
kuc(TpudpeHindgocdin) nanagitio, i peakuiiHy cymiw
HarpiBatloTb MikpoxBunammu npu 120°C npotarom 5
XBUM MpU nepeMillyBaHHi, a MOTIM OXOMOAXYoTb,
po36aBnsAlTbL PO34YMHOM XITOPUAY aMOHI0 W ekcTpa-
rytoTe etunaueratom. OpraHiyHy a3y npomMuBalOTb
BOZ010, @ NOTIM BMCYLLYIOTb Had CynbaToM MarHito i1
KOHLUEHTPYITb MpU 3HWXEeHOMY Tucky. OpgepxkaHui
CMpUIA NPOJYKT O4YULLal0TL Xpomartorpadieto Ha cuni-
Kareni, BWKOPWUCTOBYHOUYM CyMill METUILMKIIOreK-
caH/etunauetar (9/1; 06/06) sk entoeHT, 3 OTpUMaH-
HAM 254 wminirpam o4dikyBaHOro NpoAykTy Yy Burnsgi
)KOBTOI TBepAoi pevoBuHY (BUxin=43%).

'H AMP (OMCO, 250 Mru) &: 8.95 (d, 1H); 8.27
(dd, 1H); 7.57 (d, 1H); 3.87 (s, 2H); 1.39 (s, 9H).

Mpuknag opepxanHs CXLIII

5-(AmiHOMeTVn)-2-nipuamMHouTosoi kucnotn 1,1-
avmeTnneTnnosun edip

[oTytoTb po3unH 90 minirpam (0,41 mMorb) cno-
nykW, ogepxaHoi 3rigHo 3 [lpuknagom oaepKaHHA
CXLIl, y 5 mn metaHony i gogatote 1520 minirpam
Hikento PeHes. Lo cymiw nepemiwyoTs npyu aTtMmoc-
depHOMY TUCKY BOAHIO MPWU KiIMHaTHIN Temnepatypi
NpoTArom 3 roauH, a NoTiM INbTPYOTL | KOHUEHTPY-
I0Tb NPU 3HWKEHOMY TUCKY 3 OTPUMAHHAM OYiKyBaHO-
ro NPOAyKTYy y BUrnAAi xosToro macna (Buxig=90%).

'H AMP (OMCO, 250 Mru) &: 8.41 (d, 1H); 7.68
(dd, 1H); 7.24 (d, 1H); 3.70 (s, 2H); 3.68 (s, 2H); 1.39
(s, 9H).

Mpwuknag 390

5-[[[[(2S)-2,3-Aurigpo-1-[[3'-(TpucpTopmeTun)[1,1'-
andpeHin]-4-injcynegonin]-1H-iHaon-2-
inJkap6oHin]amiHo]MeTun]-2-NipuanHOLTOBOT KUCIOTH
1,1-aumeTnneTMnoBmn eqgip

Cnigytoun metoamui, aHanorivnin Mpuknaagy 349,
noyMHaruM 3i CMonyku, ogepxaHoi 3rigHo 3 MNpukna-
aom ogepxaHHa CXLIII, odikyBaHuA nNpoaykT oTpu-
Manu y BUrMSAAi XXOBTOI NiHW (BUXia=75%).

T.nn.=70°C.

Mpuknag 391
N-[(3-UiaHodeHin)meTnn]-2,3-aurigpo-1-[[3'-
(TpucbTopmeTun)[1,1'-audpeHinl-4-injcynbdoHin]-(2S)-

1H-iHgon-2-kapbokcamia

Cnigytoun metoamui, aHanorivnin Mpuknagy 349,
noynHawoum 3 3-(amiHomeTwn) OeH3OHITpUIy, OuiKy-
BaHy CMONyKy ogepxanu y Burnsai 6inoi niHu (Bu-
xin=96%).

'"H AMP (OMCO, 300 Mru) 3: 8.88 (t, NH); 8.10-
8.00 (m, 2H); 8.00-7.90 (m, 4H); 7.80 (d, 1H); 7.75-
7.70 (m, 3H); 7.70-7.60 (m, 1H); 7.60-7.50 (m, 2H);
7.26 (td, 1H); 7.15 (d, 1H); 7.04 (td, 1H); 4.91 (dd,
1H); 4.41 (d, 2H); 3.20 (dd, 1H); 2.99 (dd, 1H).

Mpuknag 392

N-[[3-(AmiHOMeTun)deHin]meTun]-2,3-aurigpo-1-
[[3'-(TpudpTOopMeTUn)[1,1'-andeHin]-4-injcynsdoHin]-
(2S)-1H-iHpon-2-kapbokcamig (rigpoxnopua)

Cnigytoun Metoauui, aHanorivHin MNpuknagy oge-
pxxaHHa XV, noymHaroun 3i Cnonyku, oTpMMaHoi 3rig-
Ho 3 [Mpuknagom 391, oyikyBaHy Cnonyky ogepxanu y
Burnsai 6inoi niHm (Buxin=96%).
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T.nn.=116°C.

Mpuknag 393

N-[(2-AmiHo-3-nipuaunHin)meTnn]-2,3-gurigpo-1-
[[3'-(TpnucpTOopMeTUn)[1,1'-andeHin]-4-injcynecoHin]-
(2S)-1H-iHoon-2-kap6okcamig

Cnigytoun metoamui, aHanorivnin Mpuknagy 349,
noyvHawym 3 2-amiHo-3-nipyuaMHMeTaHaMiHy, OuiKy-
BaHy CMoONyKy ogepxanu y Burmsagi 6inoi tBepaoi
peyvoBuHM (BMXig=32%).

T. nn.=94°C.

Mpuknag ogepxaHHs CXLIV

4-[2-[[(PeHin METOK-
cu)kapboHinjamiHoleTokcm]6eH3onHoi  kucnotn  1,1-
AVMeTUNeTNnoBmn edip

Fotytotb po3uvH 33 r (0,17 wmMonb) TpeT-
OytunoBoro edipy 4-riopoKcMBeH30MHOT KUCNOTU B
550 mn aueToHiTpuny i gopatoTts 43,8 r (0,17 morb)
6eH3unoBoro egipy 2-6poMeTnnkap6amiHOBOI KMucno-
™ i 55,3 1 (0,17 monb) kapboHaTy uesito. Lito cymiw
nepemillytoTe npotarom 1 rognHn npu 50°C, a notim
npotsarom 16 rognH Npu KiMHaTHIM Temnepartypi. Mo-
TiM L0 peakuiiHy cyMi dinbTpyOTb | KOHLUEHTPYIOTb
Npv 3HWKEHOMY TUCKY. 3anuLuoK nicrs BUNapoByBaH-
HS PO34YMHSIIOTb B eTunaueTaTi, MpoMuBalTb 2 H.
PO34YMHOM rigpoKcuAay HaTpito, a NoTiM BOAOIO i BUCY-
WyTb Hag cynbdaTom MarHito. icna KoHueHTpauii
opraHiyHoi asu npu 3HWKEHOMY TUCKY CUPUIN MNpO-
OYKT ouunLanTb XpomaTtorpadieto Ha cunikareni, Bu-
KOPUCTOBYIOYM  CyMill  AuWxnopmeTaH/eTunauertaT
(98/2; 06/06) Ak entoeHT, 3 ogepkaHHAM 37 T O4iKy-
BaHOi cnonyku y Burnagi 6esbapeHoro macna (Bu-
xin=58%).

'H gMP (OMCO, 300 Mru) &: 7.83 (d, 2H); 7.50
(t, NH); 7.40-7.35 (m, 5H); 7.01 (d, 2H); 5.03 (s, 2H);
4.06 (t, 2H); 2.39 (q, 2H); 1.52 (s, 9H).

Mpuknag ogepxaHHa CXLV

4-[2-(AmiHO)eToKcK]6eH30MHOT
avmeTnneTnnosun edip

Cnigytoun meToauui, aHanoriyHin Mpuknagy 61,
NOYMHaKuM 3i CNONyKW, OAepXKaHoi 3rigHo 3 lMpukna-
Aom opepxaHHa CXLIV, odikyBaHy cnonyky ogepxa-
nM y BWMMA4i poXeBoi TBepaoi peyoBuHM  (BU-
xin=96%).

'"H AMP (OMCO, 300 Mru) &: 7.84 (d, 2H); 7.01
(d, 2H); 4.00 (t, 2H); 2.91 (t, 2H); 2.80 (wwupokmn s
NHy); 1.52 (s, 9H).

Mpuknag ogepxaHHa CXLVI

4-[2-[[[(2S)-2,3-Aurigpo-1-[(4-
noadeHin)cynsdoHin]-1H-ingon-2-
inJkapboHin]amiHo]leTokcn]6eH3oMHoT  kucnotn  1,1-
AnmeTuneTunoBsmn edip

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
p>aHHS |, no4rMHaoun 3i cnonyk, oTpUMaHux 3rigHo 3
Mpuknagamn ogepxaxHa 1Va i CXLV, ouikyBaHy cno-
nyKky ogepanu y Burnsai 6inoi ninn (Buxin=96%).

'H AMP (OMCO, 300 Mru) &: 8.42 (t, NH); 7.93
(d, 2H); 7.84 (d, 2H); 7.53 (d, 2H); 7.42 (d, 1H); 7.22
(td, 1H); 7.13 (d 1H); 7.05-6.95 (m, 3H); 4.81 (dd,
1H); 4.10 (t, 2H); 3.60-3.40 (m, 2H); 3.13 (dd, 1H);
2.90 (dd, 1H); 1.53 (s, 9H).

Mpuknag 394

4-[2-[[[(2S)-1-[(4'-PTOpP-2'-MeTUN[1,1'-AndeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHoon-2-
inJkap6oHin]amiHo]leTokcu]b6eH3onHoi  kucrotn  1,1-
anmeTtuneTunosun edip

KUCMOTU 1,1-
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Cnigytoun metogmui, aHanoriyHin MNpuknagy 1,
noynHaroun 3 edipy, oTpmmaHoro 3rigHo 3 [lpukna-
oM oAepKaHHs CXLVI, i 4-pTOp-2-
MeTUNdEHINGOPOHOBOI KACMOTH, OYiKyBaHWUI NPOAYKT
ogepxanu y surnagi 6inoro nopotuky (Buxig=91%).

T. nn.=84°C.

Mpuknag 395

4-[2-[[[(2S)-1-[(4'-PTOP-2'-MmeTuN[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcn]6eH30MHOT KUCIOTK

Cnigytoun metoamui, aHanoriynin Mpuknagy 298,
nouynHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
AoMm 394, odikyBaHUI NpoAyKT odepxanu y BUrNsgi
6inoro nopoLwuky (BMxia=98%).

T. nn.=96°C.

Mpuknag 396

4-[2-[[[(2S)-1-[(2',4"-OncpTop[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]6eH3omHoT  kucnotn  1,1-
anmeTnneTnnosun edip

Cnigytoun metoauui, aHanoriynin Mpuknagy 394,
noyvHawoum 3 2,4-audtopdeHinbopoHOBOi KUCNOTH,
OYiKyBaHWW NPOAYKT OAepxanu y Burnsaai 6exesoro
nopoLuky (snxia=88%).

T. nn.=80°C.

Mpuknag 397

4-[2-[[[(2S)-1-[(2',4'-OundpTop[1,1'-andpeHin]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHaon-2-
inJkap6oHin]jamiHo]leTokcn]6eH30MHOT KUCHOoTH

Cnigytoun metoaumui, aHanorivnin Mpuknagy 298,
noynHaroum 3 ecdpipy, ogepxxaHoro 3rigHo 3 [lpukna-
aom 396, ovikyBaHUW NPOAYKT oAepxanu y Burnagi
XKOBTOro nopoLuky (Buxig=99%).

T. nn.=92°C.

Mpuknag 398

4-[2-[[[(2S)-1-[(2'-Xnop-4'-cpTOp[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]jamiHo]leTokcu]6eH3onHoi  kucrotn  1,1-
anmeTuneTunosun edip

Cnigytoun metoamui, aHanorivnin Mpuknaagy 394,
noynHaroun 3 2-xnop-4-TopdeHinbopoHOBOI KUCHo-
TW, OYiKyBaHU NpPOAYKT ofepXanu y Burnsagi 6inoro
nopotuky (Buxin=95%).

T. nn.=78°C.

Mpuknag 399

4-[2-[[[(2S)-1-[(2'-Xnop-4'-cpTOop[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHO]eTOKCM]OEH30MHOT KUCMOTU

Cnigytoun meToamui, aHanoriyHin Mpuknagy 298,
noynHatoun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 398, ouvikyBaHMIM NPOAYKT oAepxxanu y Burnsagi
XOBTOro NopoLuky (Bmxig=98%).

T. nn.=90°C.

Mpuknag 400

4-[2-[[[(2S)-1-[(4'-PTOp-2'-MeTOKCM[1,1'-AndeHIn]-
4-in)cynbdoHin]-2,3-aurigpo-1H-iHgon-2-
inJkapboHin]amiHo]leTokcn]6eH3omHoT  kncnotn  1,1-
anmeTtuneTmunosun edip

Cnigytoun metoamui, aHanoriynin Mpuknaagy 394,
noyvHatoun 3 4-ptop-2-meTokcudeHinbopoHoBoT
KMCNOTW, OYiKyBaHWWA MPOJYKT odepXanu Yy BurmsAgi
6inoro nopoLwuky (Bnxia=94%).

T. nn.=86°C.

Mpuknag 401
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4-[2-[[[(2S)-1-[(4'-PTOP-2'-MmeToKCcU[1,1'-andbeHin]-
4-in)cynbdoHin]-2,3-gurigpo-1H-iHaon-2-
in]kap6oHin]amiHo]eToKCM]6EeH30MHOT KUCIOTK

Cnigytoun metoamui, aHanoriynin Mpuknagy 298,
noyunHatoun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
aomM 400, odikyBaHUI MPOAYKT odepxanu y BUrMsai
6inoro nopouwky (BMxin=94%).

T. nn.=102°C.

Mpuknag ogepxaHHs CXLVII

2,3-Ourigpo-1-[[3'-(TpucdTopmeTmn)[1,1'-
andeHin]-4-inlcynbdoHin]-1H-ingon-2-kapboHoBa
Kucnorta

Cnigytoun metoamui, aHanoriyHin Mpuknagy oae-
pxaHHa IV, nouyuHaroum 3 1,2-gurigpoingon-2-
KapbOHOBOi KMCMOTW, OYiKyBaHMI NMPOOYKT OTpMManu
y BUMMAAi poXeBoro nopowky (Buxin=73% ans nopo-
BaHOi MpoMikHOiI noxiaHoi Ta 60% pA[na ouikyBaHoi
Cronyku).

T.nn.=166-170°C.

Mpuknag 402

4-[[[[2,3-Avrigpo-1-[[3'-(TpudTopmeTun)[1,1'-
avndeHin]-4-inljcynedoHin]-1H-ingon-2-
inJkap6oHin]amiHo]MeTun]6eH30MoLTOBOI
MeTunoBun eqip

Cnigytoun metoawui, aHanoriyHii Mpuknagy 84,
NOYMHAYN 3 paLeMi4yHOT KNCIOTK, OTPUMAaHOI 3rigHO
3 Mpuknagom opepxkaHHsa CXLVII, odikyBaHWi npo-
AYKT oTpumanu y Burnsai 6inoro nopolwky (Bu-
xin=90%).

T. nn.=74°C.

Mpuknag 403

4-[[[[2,3-Avrigpo-1-[[3'-(TpudTopmeTun)[1,1'-
andeHin]-4-injcynedoHin]-1H-iHgon-2-
inJkap6oHin]amiHo]meTun]6eH3onoLTOBa K1CcnoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
aom 402, odikyBaHWWA MPOAYKT odepxanu y BUrMsai
6inoro nopouky (BMxin=84%).

T. nn.=96°C.

Mpuknag 404

4-[2-[[[2,3-Owurigpo-1-[[3'-(TpudTopmeTun)[1,1'-
andeHin]-4-injcynedoHin]-1H-iHgon-2-
in]kap6oHin]amiHo]eTokcn]6eH3onouToBOI
MeTunoBumn edip

Cnigytoun meToauui, aHanoriyHin Mpuknagy 21,
NOYMHaKYM 3 paueMivyHOi KUCIOTN, OA4epXaHOoi 3rigHo
3 Mpuknagom opepxanHa CXLVII, i rigpoxnopuay
MeTunoBoro egipy 4-(2-amiHoeTokcn) 6eH30nMouUTOBOI
KMCNOTW, OYiKyBaHWA NPOAYKT OfepXanwu y BWUrmagi
SICHO-KOBTOTO MOPOLLKY (BUXia=62%).

T. nn.=85°C.

Mpuknag 405

4-[2-[[[2,3-Avrigpo-1-[[3'-(TpudTopmeTun)[1,1'-
Anderin]-4-inljcynsdoHrin]-1H-ingon-2-
in]kap6oHin]amiHo]leTokcu]6eH3onouToBa KMCnoTa

Cnigytoun meToauui, aHanoriyhin Mpuknagy 22,
noynHaroun 3i CNonyku, oaepxaHoi 3rigHo 3 lMpukna-
aom 404, ovikyBaHUIM NPOAYKT oAepxanu y BUrnsAgi
6inoro nopoLuky (BUxia=75%).

T. nn.=92°C.

Mpuknag 406

4-[2-[[[2,3-Avrigpo-4-meToken-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynedoHin]-1H-
iHoon-2-in]kap6oHin]amiHo]eTokcn]6eH30M0LUTOBOI
KMCROTW METUOBMI eqoip

KNCnoTu

KMCNnoTtu
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Cnigytoun metoamui, aHanoriynin Mpuknaagy 170,
noynHaroun 3 rigpoxnopugy metunosoro edipy 4-(2-
aMiHOETOKCM)OEH30MOLTOBOI  KMCIOTKU,  OYiKyBaHWN
NpOAYKT ofepXanu y BUrMsiAi SCHO-XXOBTOrO MOPOLLKY
(Buxin=81%).

T. nn.=64°C.

Mpuknag 407

4-[2-[[[2,3-Ourigpo-4-meToken-1-[[3'-
(TpudpTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
iHoon-2-inJkap6oHin]jamiHo]leTokcn]6eH3onouToBa
KucnoTa

Cnigytoun metoauui, aHanoriyhin Mpuknagy 22,
noyMHaruM 3i CNonyku, ogepxkaHoi 3rigHo 3 MNpukna-
aom 406, odikyBaHUI MpOAYKT odepxanu y BUrMsAi
6inoro nopoLwuky (Buxia=78%).

T. nn.=96°C.

Mpuknag ogepxaHHsa CXLVIII

2,3-Ourigpo-1-[[2'-xnop-5'-(TpudTopmeTun)[1,1'-
andeHin]-4-injcynbdoHin]-1H-ingon-2-kapboHoBa
Kucnota

Cnigytoun metoauui, aHanoriyHin Mpuknagy oae-
pxaHHa  CXLVII, noyvHawum 3 2-xnop-5-
(TpudbTOpMETUN)DEHINGOPOHOBOI  KMCMOTU, OYiKyBa-
HUA NPOAYKT ofepXanu y Burnagi 6inoro nopoLuky
(Buxin=95% pnsa opyroi 4acTuHW Npouecy).

T. nn.=90°C.

Mpuknag 408

4-[2-[[[2,3-Avrigpo-1-[[2'-xnop-5'-
(TpucbTopmeTun)[1,1'-audpeninl-4-injcynbdonin]-1H-
iHoon-2-inJkap6oHin]amiHo]eTokcn]6eH30noLUTOBOI
KMCNOTN MEeTUMOBUI eqdip

Cnigytoun meToaumui, aHanoriyHin Mpuknagy 404,
NoYMHAaYN 3 paueMivyHOl KNCIIOTK, OTPUMaHOI 3rigHO
3 lNpuknagom ogepxaHHa CXLVIII, ovikyBaHun npo-
OYKT oTpuManu y Burnsgi 6inoro nopowky (Bu-
Xin=76%).

T. nn.=60°C.

Mpuknag 409

4-[2-[[[2,3-Awnrigpo-1-[[2'-xnop-5'-
(TpucpTopmeTun)[1,1'-audpeninl-4-inJcynbdonin]-1H-
iHoon-2-inJkap6oHin]amiHo]leTokcn]6eH3onouToBa
KucnoTa

Cnigytoun metoauui, aHanoriyHin Mpuknagy 22,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lNpukna-
Aom 408, ouikyBaHW NPOAYKT OTpUManu y BuUrnagi
6inoro nopoLwuky (Buxia=75%).

T. nn.=84°C.

Mpuknag opepxanHs CIL

2,3-Ourigpo-N-[2-[4-
[(rinpokciamiHo)umuHomeTun]peHokenletnn]-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynbdoHin]-(2S)-
1H-iHaon-2-kap6okcamia

[oTytoTb cymiw 208 minirpam (0,35 mmonb) cno-
nykun, ogepxaHoi 3rigHo 3 lMpuknagom 373, i 4 mn
eTaHony i gogatotb 100 minirpam (1,54 mmonb) rigpo-
kcunaminy i 0,23 mn (1,6 Mmonb) Tpuetunaminy. Lo
CyMilW MepemiwyoTb NPOTAroM 7 rogvH npu Temne-
patypi dnermm posduvHHUKa. [loTiM U0 peakuiiHy
CyMmilWw PiNbTPYIOTb | KOHUEHTPYIOTb NPU 3HUXKEHOMY
TMCcKy. Cupuii NpogykT ouuaoTb Xpomatorpadieto
Ha cwunikareni, BUKOPUCTOBYIOYM CyMill AMXIOpMe-
TaH/eTaHon (97/3; 06/06) sk entoeHT, 3 ofepXaHHAM
Ou4iKyBaHOI CMonyku y BUrMsaai Cipoi TBepaoi peyvoBu-
HY (BUXig=84%).

Mpuknag 410
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N-[2-[4-(4,5-Ourigpo-5-okco-1,2,4-okcagia3on-3-
in)cpeHoken]etnn]-2,3-gurigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-gudeninl-4-inJcynbdoHin]-(2S)-
1H-iHpon-2-kapbokcamia

[oTytoTb po3unH 182 minirpam (0,29 mmornb) cno-
NyKW, ogepxaHoi 3rigHo 3 [puknagom opep)KaHHs
CIL, B 8 mn nipuauny i gopatote 0,07 mn (0,73
MMonb) eTunxnopdopmiaty. Lo cymiw nepemiwyotb
npotsarom 24 roguH npu 100°C, a noTiM 0XonogyTb
i posbaBnsaoTb 50 mn eTunauertaty, NPOMMBaKOTb
HOPManbHUM PO34YMHOM COMSHOI KUCMOTW, a MoTiM
BOAOIO | BUCYLLYIOTb Haa cynbdatom marHito. licns
KOHUeHTpauii uiei opraHiyHOi dasn npu 3HUXKEHOMY
TUCKY CUPUIA NPOAYKT OYMLLAI0Tb 3a AOMOMOIOK rpa-
aieHTHoi BEPX 3 06epHeHoto ¢hasoro Ha KonoHui C18-
NPULLIENSIEHOrO CuUIiKareno, BUKOPUCTOBYHOUYU CyMiLl
aueToHiTpun/Boaal0,1% TPO sk entoeHT, 3 oaep-
)KaHHAM ouvikyBaHOI cnonyku y Burnsgi 6inoi Teepaoi
peyoBuHm (BMXig=30%).

T. nn.=123-130°C.

Mpuknag 411
N-[(4-LliaHodeHin)meTtnn]-2,3-aurigpo-1-[[3'-
(TpndpTopmeTun)[1,1'-gudpeninl-4-inJcynbdoHin]-(2S)-

1H-ingon-2-kap6okcamip,

Cnigytoun meToamui, aHanoriyHin Mpuknagy 373,
noyvHatoun 3 4-(amiHomeTun) GeH30HITpUNY, ouiky-
BaHy CMonyky ofepXanu y Burnsai 6inoro nopoLuky
(Buxin=39%).

T. nn.=80-89°C.

Mpuknag opepxanHs CL

2,3-Awurigpo-N-[[4-
[(rinpokciamiHo)imiHOMeTun]deHin]meTnn]-1-[[3'-
(TpndpTopmeTun)[1,1'-audeninl-4-inJcynbdoHin]-(2S)-
1H-iHgon-2-kap6okcamig,

Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
pxaHHsa CIL, noymHatoum 3i Cnonyku, ogep>KaHoi 3rig-
Ho 3 Npuknagom 411, oyikyBaHy CNonyky ogepxanu y
Burnsai 6inoro nopouky (Buxin=88%).

T. nn.=110-115°C.

Mpuknag 412

N-[[4-(4,5-Ovrigpo-5-okco-1,2,4-okcagiason-3-
in)cpeninlmetun]-2,3-gurigpo-1-[[3'-
(TpudbTopmeTun)[1,1'-andeHin]-4-injcynbdoHin]-(2S)-
1H-iHgon-2-kap6okcamig,

Cnigytoun metoamui, aHanoriynin Mpuknaay 410,
noYMHarum 3i Cnonyku, ogepxkaHoi 3rigHo 3 MNpukna-
aom ogepxaHHsa CL, ovikyBaHy CMonyKy ogepxanu y
BurnsAai 6inoro nopouwky (BUxig=58%).

T.nn.=171-173°C.

Mpuknag oaepxaHHs CLI

4-(AmiHOMeTUN)6eH30NaLETOHITPUN

a) 4-(AsngomeTunn)b6eH30naLeToHITPUN

lFotytotb posunmH 3,10 r (14,8 wmmonb) 4-
(6pommeTun)6eHsonaveToHiTpuny B 15 mn etaHony i
aogatoTtb 20 Minirpam noaunay niTito, 25 Minirpam TeT-
pabytunamonito cynbdarty i 1,06 r (16,3 mmornb) a3u-
Ay HaTpito. Lio cymiw nepemiwytoTb npotsarom 1 ro-
OVHU  3i  3BOPOTHWM  XOMNOAMITBHUKOM, a MoTiM
KOHLEHTPYIOTb MpU 3HWKEHOMY TUCKY | PO3YMHSAOTL Y
50 mn MTBE. YTBOpeHui Ginuin ocag ginbTpytoTe Ha
wapi cunikarento, W @inbTpaT KOHUEHTPYIOTb Mpu
3HMXXEHOMY TUCKY 3 OTPMMaHHSAM O4iKyBaHOI CMOMyKu
y BUrnagi opaHxeBoro macna (Buxig=96%).

0) 4-(AmiHOMeTMN)6eH30naLeTOHITPUI

2,45 r (14,2 mMonb) cnonyku, oaepxaHoi BuLLe, i
33 mn TI'® 3miwytoTb | gogaoTb 5,58 r (21,3 mmonb)



123

TpudpeHingocdiHy. PeakuiiHy cymilw nepemiyoTb
npoTtarom 15 xBun nNpu KiMHaTHIA TemnepaTypi, NOTiM
aogaTtb 1,3 M BOAW, W CyMill nepeMillyoTb NpoTs-
rom 12 roguH. Lito cymill KOHUEHTPYOTb Npu KiMHaT-
Hi TemnepaTypi NPy 3HWKEHOMY TUCKY 1 PO3UYUHSIIOTb
B 150 Mn HopmanbHOI COnsAHOI Knucnotu. Lito BOAHY
dasy asidi npomusatoTe 50 mn XM, a notim goso-
OSiTb [0 OcHoBHOro pH gopaBaHHAM po3baBneHoro
po34nHy rigpokcuay HaTpito 1 ekctparyoTb 100 mn
OXM. OpraHiyHy a3y oauH pa3 NpoMMBaoTb BOAOHO,
BUCYLIYIOTb Haf CynbdaTtoM MarHito i KOHLUEHTPYIOTb
Npn 3HWKEHOMY TUCKY 3 OTPUMAHHSIM OYiKyBaHOI Cro-
NyKn y BUrNsAi »xoBToro macna (uxig=80%).

'H AMP (OMCO, 300 Mru) &: 7.35 (d, 2H); 7.27
(d, 2H); 3.98 (s, 2H); 3.47 (s, 2H); 2.70 (wwpokun s,
2H).

Mpuknag 413

N-[[4-(LiaHomeTun)deHin]meTun]-2,3-gurinpo-1-
[[3"-(TpndTopMmeTun)[1,1'-andeHin]-4-in]cynbdoHin]-
(2S)-1H-iHoon-2-kap6okcamig

Cnigytoun metoauui, aHanoriynin Mpuknagy 198,
noYMHaruM 3i CNonyku, ogepxaHoi 3rigHo 3 MNpukna-
Aom ogepxaHHs CLI, ovikyBaHy cnonyky ogepxanu y
BurmsAai 6inoro nopoLuky (BUxia=76%).

T. nn.=75-80°C.

Mpuknag 414

2,3-Ourigpo-N-[2-(3-nipuaasuHinokcun)eTnn]-1-
[[3"-(TpndTopMmeTUn)[1,1'-andeHin]-4-in]JcynbgoHin]-
(2S)-1H-iHoon-2-kapbokcamig

Cnigytoun metoamui, aHanoriynin Mpuknaagy 198,
noyvHaroum 3 2-(3-nipmgasuHinokcn)eTaHaminy, odi-
KyBaHy CMonyky ogepxanv y Burnsagi 6inoro nopoLuky
(Buxin=37%).

T. nn.=65-71°C.

Mpuknag 415

2,6-AndpTop-4-[2-[[[(2S)-1-[(4'-dpTOp-2'-
MeTtun[1,1'-gudeHrin]-4-in)cynedoHin]-2,3-gurigpo-
1H-iHaon-2-inJkap6oHin]amiHoleTokcn]6eH301MHOI KnC-
notu meTtunosun edip

Cnigytoun meToauui, aHanoriynin Mpuknagy 21,
noYMHaloum 3i CNonyk, ogepxaHux 3rigHo 3 [Npukna-
aamu otpumanHa CIV i LXXXI, ouikyBaHy cronyky
odepxanu y surnagi 6inoro nopoluky (Buxig=42%).

T. nn.=65-72°C.

Mpuknag 416

2,6-OAndTop-4-[2-[[[(2S)-1-[(4'-dTOp-2'-
metun[1,1'-andenin]-4-in)cynsdoHinl-2,3-gurigpo-
1H-ingon-2-inJkap6oHin]amiHo]leTokcn]6eH30MHOI Kunc-
notm

Cnigytoun metoauui, aHanoriyHi MNpuknagy 22,
noynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 415, odikyBaHy CRonyky ogepxanu y BuUrnsgi
6inoro nopotuky (Buxin=58%).

T. nn.=97-111°C.

Mpuknag opepxaHHs CLII

2-dTop-4-[2-
[[(dbeHinmeTOK-
cn)kapboHin]amiHoleTokcn]6eH30MoLTOBOT
MeTunoBun eqip

Cnigytoun Metoauui, aHanorivHin MNpuknagy oge-
pxaHHa CXLIV, nounHatoun 3 mMeTunosoro eqipy 2-
PTOP-4-TiAPOKCMOEH3OMNOLTOBOT KUCIMOTK, O4ikyBaHy
crnonyky opepxanu y surnsgi 6esbapsHoro macna
(Buxin=51%).

'H AMP (OMCO, 300 Mrw) &: 7.50 (t, NH); 7.45-
7.30 (m, 5H); 7.23 (t, 1H); 6.85-6.70 (m, 2H); 5.03 (s,

KNCNnoTu

92013 124

2H); 3.99 (t, 2H); 3.64 (s, 2H); 3.61 (s, 3H); 3.45-3.30
(m, 2H).

Mpuknag ogepxaHHs CLIII

4-(2-AMiHOETOKCM)-2-hTOPOEH30MOLTOBOI KUCIO-
TV MeTunosun edpip (rigpoxnopua)

Cnigytoun metoaudi, aHanoriddin MNpuknagy 61
(3a HasiBHOCTI HOpPMAarnbHOI COMSIHOI KUCMOTK B cepe-
OOBWLLi rigporeHisadii), noynHaroum 3i Cnonyku, oge-
pxaHoi 3rigHo 3 lMpuknagom ogepxaHHs CLII, ouiky-
BaHy CMONyKy oJepxanu Yy BUrNagdi SICHO-XOBTOI
TBEpAoi pevoBuHY (BUXin=98%).

T. nn.=199°C.

Mpuknag 417

2-®Top-4-[2-[[[(2S)-1-[[2"-xnoOp-5'-
(TpndpTopmeTun)[1,1'-gudenin]-4-injcynsdoHin]-2,3-
aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eTokcn]6eH30nouUTOBOT
MeTunoBun edip

Cnigytoun meToauui, aHanoriyHin Mpuknagy 21,
noyvHarum 3i Cnonyk, ogepxaHux 3rigHo Mpuknagam
opepxaHHa CXIl i CLII, ovikyBaHy cnomnyky ogepxa-
nn y Burnsagi 6esbapeHoro macna (Buxign=22%).

'H AMP (CDCls, 300 Mru) &: 7.85-7.35 (m, 6H);
7.35-20 (m, 3H); 7.20-7.05 (m, 3H); 6.70-6.50 (m,
2H); 4.66 (dd, 1H); 4.10-3.95 (m, 2H); 3.80-3.55 (m,
7H); 3.32 (dd, 1H); 2.83 (dd, 1H).

Mpuknag 418

2-®T1op-4-[2-[[[(2S)-1-[[2'-xnop-5'-
(TpudpTopmeTun)[1,1'-gudeHin]-4-injcynbdonin]-2,3-
aurigpo-1H-ingon-2-
inJkap6oHin]amiHo]leTokcu]6eH3onouToBa KMCnoTa

Cnigytoun meToauui, aHanoriyhin Mpuknagy 22,
noyvMHatoumn 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 417, odikyBaHy CRonyky ogepxanu y BUrNAgi
6inoro nopotuky (Buxig=80%).

T. nn.=105°C.

HaBegeHi Hwx4e cnonyku ogepxanu, cnigylum
meToauLi, aHanoriyHin MNpuknaay 21 (ane 3amiHio4N
HOAT Ha HOBT) ansa noegHaHHs, i meToauui, aHano-
rivHin Mpuknagy 22 gna otpumanHsa [puknagis y
BUINSAAI KACNOTU, NOYNHAKYN 3 KUCIOT i amiHiB, onu-
CaHuX BULLE.

Mpuknag 419

4-[2-[[[(2S)-1-[(4'-PTOpP-2'-MmeTOKCU[1,1'-AncpeHin]-
4-in)cynboHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcu]-3-MeTUNBEeH30MHOT  K1cno-
TV METMNoBun edip

Binwui nopowok (Buxig=60%).

T. nn.=82-84°C.

Mpwuknag 420

4-[2-[[[(2S)N-[(4'-PTOp-2'-MeTokcKn[1,1'-andeHin]-
4-in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]jamiHo]leTokcn]-3-MeTUNGEeH30MHa  KUCO-
Ta

Binui nopowwok (Buxig=50%).

T. nn.=114°C.

Mpuknag 421

4-[2-[[[(2S)-1-[(4'-PTOp-2'-MmeTOKCH[1,1'-ANdEHIn]-
4-in)cynbdoHin]-2,3-gurigpo-1H-inaon-2-
in]kap6oHin]amiHo]eTokcu]-3-
(TprdbTOPMETUI)OEHIONHOT KUCIOTU METUIOBUIA edhip

Binuii nopowwok (Buxin=47%).

T. nn.=81°C.

Mpuknag 422

4-[2-[[[(2S)-1-[(4'-PTOP-2'-MmeToKcU[1,1'-andbeHin]-
4-in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-

KNCNoTun
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inJkap6oHin]amiHo]leTokcu]-3-
(TpubTOpMETUI)OEH3O0MHA KMCMOTa

Binun nopowuok (Buxia=67%).

T. nn.=123°C.

Mpuknag 423

4-[2-[[[(2S)-1-[(4'-PTOp-2'-MeTOKCM[1,1"-AndeHiIn]-
4-in)cynbdoHin]-2,3-aurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcu]-3,5-aumMeTnN6eH30MHOT
KMUCROTU METUNOBUI eqoip

Bexesun nopowok (Buxia=70%).

T. nn.=90-93°C.

Mpuknag 424

4-[2-[[[(2S)-1-[(4'-PTOpP-2'-MeTOKCH[1,1'-AndeHIn]-
4-in)cynbdoHin]-2,3-aurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]leTokcu]-3,5-anmeTnnbeH3onHa
KucnoTa

Binun nopowok (Buxia=63%).

T. nn.=129°C.

Mpuknag 425

4-[2-[[[(2S)-1-[(4'-PTOpP-2'-MmeTUN[1,1'-AnbeHin]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]amiHoleTokcu]-3-
(TPrdpTOPMETMIT)BEH30MHOT KUCITOTU METUITOBUI edip

Binun nopowwok (Buxia=53%).

T. nn.=65°C.

Mpuknapg 426

4-[2-[[[(2S)-1-[(4'-PTOpP-2'-MeTuN[1,1'-AndeHin]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHaon-2-
in]kap6oHin]jamiHo]leTokcu]-3-
(TpncbTOpMETMIT)BEH30MHA KMCMOTa

Binun nopowwok (Bnxin=88%).

T.nn.=113-118°C.

Mpuknag 427

4-[2-[[[(2S)-1-[(2',4'-OundpTop[1,1'-andpeHin]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHaon-2-
inJkap6oHin]amiHo]leTokcu]-3,5-aumMeTUN6EH30MHOT
KMCNOTN METUMNOBUI edip

Binui nopowwok (Bnxin=68%).

T. nn.=85-89°C.

Mpuknag 428

4-[2-[[[(2S)-1-[(2',4"-OndTop[1,1'-amndeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcu]-3,5-aumeTnNGEeH30MHa
KucnoTa

Binui nopowwok (Buxia=67%).

T. nn.=122°C.

Mpuknag 429

3-dTop-4-[2-[[[(2S)-1-[(4'-dTOp-2'-MeTOKCU[1,1'-
andeHin]-4-in)cynbdoninl-2,3-gurigpo-1H-iHaon-2-
inJkap6boHin]amiHo]eToKC1]OEeH30MHOT KUCHOTU MEeTK-
noswun ecip

Binui nopotuok (Bnxin=65%).

T. nn.=87°C.

Mpuknag 430

3-dTop-4-[2-[[[(2S)-1-[(4'-dTOpP-2'-MeTOKCU[1,1'-
andeHin]-4-in)cynbdoninl-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]eToKCc]OeH30MHOT KUCIOTK

Binun nopowwok (Buxia=73%).

T.nn.=106-108°C.

Mpuknag 431

4-[2-[[[(2S)-1-[(2'-Xnop-4'-dbTop[1,1'-andeHin]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]-3-hTOPOEH30MHOT KMCINOTH
MeTunoBumn eqip

Binun nopowok (Buxin=69%).

T. nn.=84°C.
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Mpuknapg 432

4-[2-[[[(2S)-1-[(2'-Xnop-4'-cpTOp[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]Jkap6oHin]amiHo]leTokcu]-3-chTopbeH30MHa kucnoTa

Binuii nopowwok (Buxin=64%).

T. nn.=118°C.

Mpuknag 433

4-[2-[[[(2S)-1-[(2',4'-OndpTop[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]jamiHo]leTokcn]-3-pTOpOGEH30MHOT KMCNOTH
MeTunoBumn edip

Binun nopowok (Buxin=51%).

T. nn.=58-61°C.

Mpuknag 434

4-[2-[[[(2S)-1-[(2',4'-OndpTop[1,1'-andbeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]-3-hTopOGeH30MHa KucnoTta

Binvn nopowok (Buxig=76%).

T. nn.=105-110°C (po3knagaHHs).

Mpuknag 435

3-dTop-4-[2-[[[(2S)-1-[(4'-dpTOP-2'-MeTnn[1,1'-
andeHrin]-4-in)cynbdonin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcu]6eH30MHOI  KMCNOTU MeTu-
noswun ecip

Binvn nopowwok (Buxig=67%).

T. nn.=74-79°C.

Mpuknag 436

3-dTop-4-[2-[[[(2S)-1-[(4'-dTOP-2'-MeTun[1,1'-
Anderin]-4-in)cynbdoHin]-2,3-aurigpo-1H-iHgon-2-
inJkap6boHin]amiHO]eTOKCM]OEH30MHOT KUCOTH

Binui nopowwok (Buxig=76%).

T.nn.=118°C.

Mpuknag 437

4-[2-[[[(2S)-1-[(2',4'-OndpTop[1,1'-andpeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHaon-2-
in]kap6oHin]amiHo]eTokcu]-3-
(TprdbTOPMETMI)BEH30NHOT KNCIOTU METUIOBUI edip

Binun nopowok (Buxin=51%).

T. nn.=97°C.

Mpuknag 438

4-[2-[[[(2S)-1-[(2',4'-OndTop[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]leTokcu]-3-
(TprcbTOpMETUI)OEH3O0MHA KMCMOTa

Binui nopowwok (Buxia=72%).

T. nn.=202-205°C.

Mpuknag 439

4-[2-[[[(2S)-1-[(2'-Xnop-4'-¢pTop[1,1"-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]eTokcu]-3-
(TprdbTOPMETUI)OEHIONHOT KUCIOTU METUIOBUIA edhip

Binuii nopotwok (Buxin=56%).

T. nn.=65-70°C.

Mpuknag 440

4-[2-[[[(2S)-1-[(2'-Xnop-4'-¢pTop[1,1"-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]eTokcu]-3-
(TpndbTOpMETUI)OEH30MHA KMCMOTa

Binuii nopowwok (Buxin=69%).

T. nn.=218-222°C.

Mpuknag 441

4-[2-[[[(2S)-1-[(2'-Xnop-4'-cpTOp[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHaon-2-
inJkap6boHin]amiHo]leTokcun]-3,5-aumMeTN6EeH30MHOT
KMCROTW METUOBMI eqoip

Binun nopowok (Buxig=50%).
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T. nn.=87°C.

Mpuknag 442

4-[2-[[[(2S)-1-[(2'-Xnop-4'-cpTOp[1,1'-andeHin]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHaon-2-
inJkap6oHin]amiHo]leTokcu]-3,5-aumeTnnbeH3onHa
KucnoTa

Binni nopowok (Bnxin=46%).

T. nn.=124°C.

Mpuknag 443

4-[2-[[[(2S)-1-[(2'-Xnop-4'-cpTOp[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHoon-2-
inJkap6oHin]jamiHo]leTokcu]-3-MeTUNBEH30MHOT  K1cno-
TV METUNoBUA edip

Binuii nopowok (Bnxig=51%).

T. nn.=88°C.

Mpuknapg 444

4-[2-[[[(2S)-1-[(2'-Xnop-4'-cdbTOop[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcn]-3-MeTUNGEH30MHa  KUCO-
Ta

Binui nopowwok (Buxin=47%).

T. nn.=116°C.

Mpuknapg 445

3,5-AnmeTtun-4-[2-[[[(2S)-1-[(4'-dTOp-2'-
metun[1,1'-gndeHin]-4-in)cynsdoHinl-2,3-gurigpo-
1H-ingon-2-in]Jkap6oHin]amiHo]eToKkcu]6eH30MHOT KnC-
NOTN METUNOBUI edip

Binui nopowwok (Buxin=67%).

T. nn.=74°C.

Mpuknapg 446

3,5-AnmeTtun-4-[2-[[[(2S)-1-[(4'-dTOp-2'-
metun[1,1'-gndeHin]-4-in)cynbdoHinl-2,3-gurigpo-
1H-iHaon-2-inJkap6oHin]amiHo]eTokcn]6eH30MHOT Kuc-
notu

Binun nopouwok (Bnxin=49%).

T.nn.=119°C.

Mpuknag 447

4-[2-[[[(2S)-1-[(4'-PTOpP-2'-MmeTUN[1,1'-AndpeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]leTokcu]-3-MeTUNBEH30MHOT  KUCno-
™™ meTunosun ecip

BesbapsHe macno (Buxia=34%).

Mpuknapg 448

4-[2-[[[(2S)-1-[(4'-PTOpP-2'-MeTuN[1,1'-AndeHin]-4-
in)cynedoHin]-2,3-gurigpo-1H-iHaon-2-
inJkap6oHin]jamiHo]leTokcu]-3-meTunbeHsonHa  Kucno-
Ta

Lito kncnoty ogepkanu WsSXoM OOMUMEHHSA BU-
LLleonucaHoro edipy rigpokcMaoM HaTpito.

Binun nopowwok (Bnxia=40%).

T.nn.=108-112°C.

Mpuknapg 449

1-[[2'-Xnop-4'-dpTop[1,1'-AndeHin]-4-
inJcynbonin]-2,3-aurigpo-N-[3-(4-meTun-1-
ninepasuHin)nponin]-(2S)-1H-iHgon-2-kapbokcamia

Bina TBepaa peyosuHa (BUxin=45%).

T. nn.=67°C.

Mpuknag 450

1-[[2'-Xnop-4'-dpTop[1,1'-audeHin]-4-
inJcynbgoHin]-2,3-aurigpo-N-[3-(1-
niponiavnin)nponin]-(2S)-1H-iHaon-2-kap6okcamig

AmopdHa 6ina TBepaa peyosuHa (Buxia=32%).

T. nn.=70°C.

Mpuknag 451
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1-[[2'-Xnop-4'-¢pTop[1,1"-audpeHin]-4-
inJcynbdoHin]-2,3-aurigpo-N-[4-(1-
niponiamHin)oytun]-(2S)-1H-iHgon-2-kap6okcamig,

XosTa TBEpAa pevosuHa (BUXig=59%).

T. nn.=60°C.

Mpuknag 452

1-[[2'-Xnop-4'-dpTop[1,1'-AndeHin]-4-
in]cynbdonin]-2,3-aurigpo-N-[2-(1-
ninepunauHin)etnn]-(2S)-1H-ingon-2-kapbokcamig,

AmopdHa 6ina TBepaa peyoBuHa (BUxin=57%).

T. nn.=84°C.

Mpuknag 453

1-[[2'-Xnop-4'-dTop[1,1'-AndeHin]-injcynbdoHin]-
2,3-gurigpo-N-[4-(ammeTunamido)oytmn]-(2S)-1H-
iHoon-2-kapbokcamig

AmopdHa 6ina TBepaa peyoBuHa (BUxin=52%).

T. nn.=59-63°C.

Mpuknag 454

4-[2-[[[(2S)-2,3-Ourigpo-1-[(4'-cpTOp-2'-
meTtoken[1,1'-gndenin]-4-in)cynedoHrin]-1H-ingon-2-
inJkap6oHin]jamiHo]leTokcu]-3-MeTUNBEeH30MHOT  K1Cno-
TV METUINoBUA edip

Binui nopowwok (Buxig=60%).

T. nn.=82-84°C.

Mpuknag 455

4-[2-[[[(2S)-1-[(2',4'-OndpTop[1,1'-andpeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcu]-3-MeTUNBEH30MHOT  K1Cno-
™ 1,1-aumeTuneTnnosun edip

Binui nopowwok (Buxig=47%).

T. nn.=68-72°C.

Mpuknag 456

4-[2-[[[(2S)-1-[(2',4'-OndTop[1,1'-amndeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHaon-2-
in]kap6oHin]jamiHo]leTokcn]-3-MeTUNGEeH30MHa  KUCO-
Ta

Lilo kucnoty opepxanu cnocobom, onucaHum B
Mpuknagi 298, nounHarouu 3 BULLLEEONUCaHOro eqdipy.

Binui nopowwok (Buxig=80%).

T.nn.=106-111°C.

Mpuknag 457

1-[[2'-Xnop-4'-dpTop[1,1'-AndeHin]-4-
in]cynbgoHin]-2,3-aurigpo-N-[(2-amiHo-3-
nipuaunHin)meTun]-(2S)-1H-iHoon-2-kapbokcamig

bina TBepaa pevosuHa (Buxin=48%).

T. nn.=88-100°C.

Mpuknag 458

1-[[2'-Xnop-4'-dpTop[1,1'-AndeHin]-4-
inJcynbdonin]-2,3-aurigpo-N-[(2-amiHo-N-okcua-3-
nipuaunHin)meTnn]-(2S)-1H-ingon-2-kapbokcamig

[oTytoTb po3unH 80 minirpam (0,14 Mmonb) cno-
nyku, oaepxaHoi 3rigHo 3 lNpuknagom 457, B 2 mn
xnopodopwmy i gogatote 51 minirpam (0,28 mmonb) 3-
xnopnepbeH3orHoi kncnotu. Lo cymiw nepemilyoTtb
npu KiMHaTHIW Temnepatypi npotarom 16 rogwH, a
noTim po36aBnsTb Po3dYMHOM BikapOoHaTy HaTpiIlo 1
ekcTparyloTb eTtunauetatom. OpraHiyHy dasy npo-
MUBaIOTb BOAOH, BUCYLLYIOTb HaZ CynbdaToM MarHito
N KOHLUEHTPYIOTb NpW 3HMXEHOMY TUCKYy. Cupui npo-
AYKT oumLialoTb Xxpomarorpadieto Ha cunikareni, Bu-
kopuctoBytoun cymiw AXM/metaHon (95/5; 06/06) sk
€rioeHT, 3 OTPMMAaHHAM OYiKyBaHOro NpPOAyKTYy Yy BU-
rnsaai 6inoi TBepaoi pevoBuHN (BUXig=43%).

T.nn.=135-147°C.

Mpuknag ogepxaHHsa CLIV
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6-[2-[(1,1-
OvnmeTnneTokcu)kapboHin]amiHoleTokeu]-3-
nipnanHkapboHOBOIT KUCIOTN MeTUNoBUIA edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxaHHsa LVII (3amiHtotoum DIAD Ha DBAD), nounHato-
un 3 METUIOBOrO edipy 6-rigpokcun-3-
nipuanHkapboHoBoi Kncrnot i TpeT-6yTnn(2-
rigpokcieTnn)kapbamaty, OYikyBaHy CMONyKy onep-
Xanu y BuMmMsAdi mMacrna, sike Kpuctanisyetbca (Bu-
xin=45%).

Mpuknag ogepxaHHs CLV

6-(2-AmiHoeToKCK)-3-NipMaNHKapOboHOBOT  KMCO-
TV MeTunosuin edip (TpudTopauerar)

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
p>xaHHs 1l, nounHaroum 3i cnomnyku, ogepaHoi 3rigHo
3 [Npuknagom opepxaHHa CLIV, odikyBaHy cnonyky
ofepxanu y Burnagi »xostoro macna (Buxin=99%).

Mpuknag 459

6-[2-[[[(2S)-1-[(2'-Xnop-4'-dpTOp[1,1'-AndeHin]-4-
in)cynedoHin]-2,3-aurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]eTokcu]-3-nipnamMHkapboHOBOI KuC-
noTu meTtunosui edip

Cnigytoun metoamui, aHanorivnin Mpuknagy 296,
NnoYnHaKun 3i Cnonyk, opaepxxaHux 3rigHo 3 lNpukna-
aamu otpumanHa CVII i CLV, oudikyBaHy cnonyky
odepxanu y surnagi 6inoro nopoluky (Buxig=89%).

T. nn.=78-85°C.

Mpuknag 460

6-[2-[[[(2S)-1-[(2'-Xnop-4'-dpTop[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]kap6oHin]amiHoleTokcu]-3-nipyamHkapboHoBa  Kuc-
nota

Cnigytoun metogumui, aHanoriyHin MNpuknagy 22,
nouynHatoun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 459, ouikyBaHy cnonyky ogepxanu y BuUrnsgi
6inoro nopotuky (Buxig=81%).

T. nn.=88-98°C.

Mpuknag opepxanHs CLVI

N-[2-[[[[(2S)-2,3-Aurinpo-1-[(4-
noaderin)cynbgoHin]-1H-ingon-2-
inJkap6oHin]amiHo]meTun]deHin]-B-anaHivy MeTumno-
BUIN epip

Cnigytoun metoauui, aHanoriyHin MNpuknagy 66,
noynHaroun 3i cnonyk, ogepxaHux 3rigHo 3 lNpukna-
Aamn ogepxanHa IVa i XXIIl, ovikyBaHuin npoaykT
ogepxanun y Burngaai 6inoi TBepaoi peyoBuHM (BU-
xin=93%).

T. nn.=67-75°C.

Mpuknag opepxanHsa CLVII

N-[2-[[[[(2S)-2,3-Aurippo-1-[(4-
nopodeHin)cynegoHinl-1H-ingon-2-
in]kap6oHin]amiHolmeTun]deHin]-N-meTun-B-anaHiny
MeTunoBun eqip

[oTytoTb po3unH 300 minirpam (0,48 mmornb) cno-
nyku, ogepxaHoi 3rigHo 3 [Mpuknagom opepXKaHHs
CLVI, B 4 mn aueToHiTpuny i gogatotb 0,18 mn (2,4
MMOnb) napadopmanberigy 3 noganblium goaa-
BaHHSM Micns nepemiwyBaHHsA NpoTaromM 15 xsun npu
KiMHaTHIn Temnepatypi 60 minirpam (0,96 MMmonb)
Goprigpugy Hatpito. Lo cymiw nepemiwyoTb npu
KiMHaTHIn TemnepaTypi npotarom 15 xBun, a noTiM
pogatotb 0,15 mn ouToBOI KMCNOTU. PeakuiriHy cymilu
nepeMillyoTb NpoTAroM 5 rognH nNpu KiMHaTHIN Tem-
nepatypi W KOHLEHTPYIOTb MPW 3HWKEHOMY TUCKY.
Banuwok posbasnsaoTs AXM i npommBaloTe Hopma-
JNIBHYM PO34YMHOM TigPOKCMAY HaTpilo, a NOoTiM BOOOH
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3 OTPMMaHHAM MNPOAYKTY Y BUMsAai 6e3bapBHOro ma-
cna (Buxig=98%).

Mpuknag 461

N-[2-[[[[(2S)-1-[(2'-Xnop-4'-cpTop[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHaon-2-
inJkapboHin]jamiHo]meTun]deHin]-N-meTnn-f-anaHiny
MeTUoBun edip

Cnigytoun metogmui, aHanoriyHin MNpuknagy 1,
noYMHaloum 3i CNonyku, ogepaHoi 3rigHo 3 Npukna-
oM oAepXKaHHs CLVII, i 2-xnop-4-
pTOPheHINGOPOHOBOT KMCMOTK, OYiKyBaHUI NPOOYKT
oTpumanu y Burmnsgi 6inoi TBepgoi peyoBuHU (BU-
Xin=96%).

T. nn.=88°C.

Mpuknag 462

N-[2-[[[[(2S)-1-[(2'-Xnop-4'-cTop[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-1H-iHgon-2-
in]Jkap6oHin]amiHolmeTun]deHin]-N-meTun-fB-anaHiu

Cnigytoun metoawui, aHanoriyHii Mpuknagy 22,
noYMHalouK 3i CNonyku, ogepaHoi 3rigHo 3 lNpukna-
Aom 461, odikyBaHWA MpoOyKT OTpUManu y BUrNagi
6inoi TBepaoi pevoBuHM (BUXiA=96%).

T. nn.=75-83°C.

Mpuknag 463

1-[[2'-Xnop-4'-dpTop[1,1'-AndeHin]-4-
inJcynbonin]-2,3-aurigpo-N-[(3-amiHo-4-
nipuaunHin)meTnn]-(2S)-1H-ingon-2-kapbokcamig

Cnigytoun metoawui, aHanorivyHii Mpuknagy 21,
noynHaroun 3i Cnonyku, oaepxaHoi 3rigHo 3 lMpukna-
Jale]l] ogepKaHHs CVII, i (3-amiHo-4-
nipuanHin)MeTaHamiHy —aurigpoxnopuagy, OudikyBaHy
crnonyky ogepxanu y Burnagi 6inoi nactn (Bu-
xin=80%).

'H amP (OMCO, 250 Mru) &: 8.75 (t, NH); 7.94
(s, 1H); 7.89 (d, 2H); 7.72 (d, 1H); 7.65-7.55 (m, 3H);
7.55-7.40 (m, 2H); 7.40-7.10 (m, 3H); 7.05 (t, 1H);
6.96 (d, 1H); 5.22 (s NHy); 4.93 (dd, 1H); 4.17 (t, 2H);
3.19 (dd, 1H); 2.99 (dd, 1H).

Mpuknag 464

1-[[2'-Xnop-4'-¢pTop[1,1"-audeHin]-4-
inJcynbonin]-2,3-aurigpo-N-[(3-amiHo-N-okeuna-4-
nipuaunHin)meTnn]-(2S)-1H-ingon-2-kapbokcamig

Cnigytoun metoaumui, aHanoriynin Mpuknagy 458,
NOYMHaKuM 3i CNONyKW, OAepXKaHoi 3rigHo 3 lMpukna-
Aom 463, ovikyBaHUIM NPOAYKT oAepxanu y BUrnsAgi
XKOBTOro NopoLuky (Buxig=58%).

T. nn.=142-148°C.

Mpuknag ogepxxaHua CLVIII

1-[(4-Moadenin)cynbdoHin]-2,3-auriapo-5-
MeTokcu-1H-ingon-2 -kapboHOBOI KMCNOTU METUIO-
BUI edip

Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
pxaHHa LXV, nouynHaroun 3 meTunoBoro eqipy 2,3-
Owurigpo-5-meToken-1H-iHgon-2-kapboHOBOT  KMCMNOTH,
O4ikyBaHU MpOAYKT odepxanu y Burnsai 6exesoi
TBEepAoi pevoBuHu (BMxig=81%).

T. nn.=154°C.

Mpuknag opepxaHHs CLIX

2,3-Avripgpo-1-[[2',4'-pndpTop[1,1'-AndeHin]-4-
in]cynbgoHin]-5-metokcun-1H-iHgon-2-kapboHoBOI
KMUCROTU MEeTUoBUI eqdip

Cnigytoun Metoauui, aHanorivHin MNpuknagy 1,
noynHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
aom ofepKaHHs CLVII, i 2,4-
AndTopcheHiNGOPOHOBOI KUCMOTK, OYiKyBaHWA MNpo-
AYKT ofepxanu y Burnsai ninv (suxig=77%).
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'H AMP (OMCO, 300 Mru) &: 7.87 (d, 2H); 7.71
(d, 2H); 7.70-7.55 (m, 1H); 7.45-7.30 (m, 2H); 7.22
(td, 1H); 6.85-6.70 (m, 2H); 5.08 (dd, 1H); 3.72 (s,
3H); 3.68 (s, 3H); 3.23 (dd, 1H); 3.04 (dd, 1H).

Mpuknag opepxaHHs CLX

2,3-Aurigpo-1-[[2',4'-andpTop[1,1'-AndeHin]-4-
in]cynbdoHin]-5-meTokcun-1H-iHgon-2-kapboHoBa
Kucnorta

Cnigytoun metoamui, aHanorivHin MNpuknagy 5,
noynHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
aom opepxaHHa CLIX, ovikyBaHMIN NpoayKkT oaepxa-
N1y BUMMSAAI X0BTOi NiHW (BUXia=83%).

'"H AMP (OMCO, 250 Mru) &: 7.87 (d, 2H); 7.70
(d, 2H); 7.70-7.55 (m, 1H); 7.45-7.30 (m, 2H); 7.22
(td, 1H); 6.85-6.70 (m, 2H); 4.92 (dd, 1H); 3.67 (s,
3H); 3.17 (dd, 1H); 2.98 (dd, 1H).

Mpuknag opepxanHs CLXI

2,3-Aurigpo-1-[[2',4'-pndpTop[1,1'-AndeHin]-4-
in]cynbdoHin]-5-metokcu-1H-iHaon-2-kapboHoBui
XropaHrigpug

Cnigytoun metoamui, aHanoriyHin MNpuknagy oge-
pxaHHSA VI, noYnMHa4uM 3 KMCNOTK, O4EPXKaHOI 3rigHO
3 MNpwuknagom ogepxaHHsa CLX, odvikyBaHWA NpoayKT
ofepxanu y BUrMSAi XOBTOI MiHW (BUKOPUCTOBYBaHOI
6e3 moganbLIoro OYMLLEHHS AN HACTYMHOro Noead-
HaHHS).

Mpuknag 465

4-[[[[1-[(2',4'-OndbTOp[1,1'-ANdeEHIN]-4-
in)cynbdoHin]-2,3-gurigpo-5-meTokcu-1H-ingon-2-
inJkap6oHin]amiHo]MeTnn]6eH30MHOT KUCOTH

Cnigytoun metoauui, aHanoriynin MNpuknagy 17,
noyMHaruM 3i CNonyku, ogepxkaHoi 3rigHo 3 MNpukna-
aom opepxaHHs CLXI, i 4-(amiHomeTun) 6eH301HOI
KMCNOTW, OYiKyBaHUA MPOAYKT OTpuUManu y BUrnagi
6inoi TBepaoi pevoBuHM (BUXig=36%).

T. nn.=143°C.

Lito pauemiyHy cnonyky po3ainsanu 3a 4OnNOMOro
npenapatmeHoi BEPX Ha konoHui 250x20 MM, Habu-
Tin 5 MKm XxipanbHoto dasoto Chiralpack AD-H
(Daicel). BukopucTtoByBaHWIn €nIOEHT € CyMILLLLIO, WO
cknagaetbea 3 20% rekcany i 80% 2-nponaHony 3
0,05% mMypalmnHOi KUCNOTK, | LWBWAKICTE CTPyMYy
cknagae 18,9 mn/xsBun. BusiBneHHsa 3AiNcHIOOTL 3
ponomoroto YO npu 205 HM, i poboyy Temnepartypy
BcTaHoBnoTL nNpu 40°C. Po3gineHi cnonyku aHani-
3yl0Tb 3a JOMOMOrok Xxpomatorpacdpii Ha XipanbHin
KonoHui 250x4,6 mm Chiralpack AD-H 5 mkm. EntoeHT
€ cymiwio, wo cknagaetbes 3 50% rekcaHy i 50% 2-
nponaHony 3 0,05% mypaLumHoi KUCNOoTK, i WBMAKICTb
CcTpyMy cknagae 1 mn/xeun. BUsBNeHHSA 34iNCHIOTb
3 gonomorot YO npu 205HM, i poboya TemnepaTypa
cknagae 40°C. Y uux ymoBax 3Ha4Y€HHS 4acy yTpu-
MyBaHHs cknagatotb 10,70 xBun i 12,42 xsun Bsigno-
BigHO. EHaHTIOMEpHMI HAONULIOK BULLMIA, HiX 95,5%,
ONS KOXXHOro 3 eHaHTioMepiB.

Mpuknag 466

4-[2-[[[1-[(2',4'-OncpbTop[1,1'-AndeHin]-4-
in)cynbdoHin]-2,3-gurigpo-5-metokcun-1H-iHgon-2-
inJkapboHin]amiHo]leTokcn]oeH3omHoT  kncnotn  1,1-
anmeTtuneTmnosun edip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 294,
NoYnHaKuM 3 KUCNOTKU, odepxaHoi 3rigHo 3 [Npukna-
aom ogepxaHHsa CLX, oyikyBaHMI NpoAyKT oTpumManu
y Burnagi 6inoi ninn (Buxig=73%).

'H AMP (OMCO, 300 Mru) &: 8.38 (t, NH); 7.90-
7.75 (m, 4H); 7.69 (dd, 2H); 7.62 (td, 1H); 7.42 (d,
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2H); 7.20 (td, 1H); 7.01 (d, 2H); 6.81 (dd, 1H); 6.72 (d,
1H); 4.83 (dd, 1H); 4.09 (t, 2H); 3.67 (s, 3H); 3.60-
3.35 (m, 2H); 3.05-2.80 (m, 2H); 1.52 (s, 9H).

Mpuknag 467

4-[2-[[[1-[(2',4'-OndpTOp[1,1'-ANdeHin]-4-
in)cynbdoHin]-2,3-gurigpo-5-meTokcun-1H-ingon-2-
inJkap6oHin]amiHO]eTOKCM]OEeH30MHOT KUCMOTK

Cnigytoun meToamui, aHanoriyHini Mpuknagy 298,
noynHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
AoMm 466, ovikyBaHUIM NPOAYKT oAdepxxanu y BUrnsAgi
6exeBoi TBepAoi peyoBuHU (BUXia=76%).

T. nn.=91°C.

Mpuknag opepxanHs CLXII

2,3-Aurigpo-1-[[4'-dbTop[1,1'-andeHin]-4-
in]cynbdoHin]-4-metokcun-1H-iHgon-2-kapboHOBOI
KMUCROTU METUOBUI eqdip

Cnigytoun Metoauui, aHanorivHin MNpuknagy oge-
pxaHHa LXVI, nounHatoum 3 edipy, ogepxaHoro 3rig-
Ho 3 [lpuknagom ogepxaHHa LXV, i 4-
PTOPEeHINGOPOHOBOI KMCNOTKU, OYiKyBaHy CMOMyKy
ofepxanu y Burnagi opaHxesoi niHn (Buxig=64%).

'H ampP (OMCO, 250 Mru) &: 7.91 (d, 2H); 7.84
(d, 2H); 7.80-7.65 (m, 2H); 7.32 (t, 2H); 7.22 (i, 1H);
7.04 (d, 1H); 6.68 (d, 1H); 5.11 (dd, 1H); 3.74 (s, 3H);
3.72 (s, 3H); 3.26 (dd, 1H); 2.94 (dd, 1H).

Mpuknag ogepxxaHHa CLXIII

2,3-Aurigpo-1-[[4'-dTop[1,1'-andeHin]-4-
in]cynbdoHin]-4-meToken-1H-iHgon-2-kapboHoBa
KucnoTa

Cnigytoun metogumui, aHanoriyHin MNpuknagy 5,
noyunHaroun 3 edpipy, ogepxaHoro 3rigHo 3 [lpukna-
aom ogepxaHHa CLXII, odikyBaHMI npoaykT oTpuma-
nv y Burnagai 6inoi nikm (Buxig=94%).

'H amp (OMCO, 250 Mru) &: 7.92 (d, 2H); 7.89
(d, 2H); 7.80-7.65 (m, 2H); 7.32 (t, 2H); 7.20 (i, 1H);
7.03 (d, 1H); 6.67 (d, 1H); 4.97 (dd, 1H); 3.72 (s, 3H);
3.24 (dd, 1H); 2.89 (dd, 1H).

Mpuknag 468

4-[2-[[[1-[(4'-PTOPp[1,1'-AndeHIN]-4-in)cynbdoHin]-
2,3-gurigpo-4-meTtokcu-1H-iHgon-2-
inJkapboHin]amiHo]leTokcu]6eH3onHoi  kucrotn  1,1-
AnmeTuneTunoBsmn edip

Cnigytoun metoamui, aHanoriynin Mpuknaagy 294,
NoYMHaYM 3 KUCNOTWU, OTPMMaHOI 3rigHo 3 [Npukna-
aom ogepxaHHsa CLXIII, odikyBaHui npopykT oTpu-
mManu y Burnsgi 6inoi ninv (Buxig=70%).

'H amP (OMCO, 250 Mru) &: 8.42 (t, NH); 7.90-
7.70 (m, 8H); 7.40-7.15 (m, 3H); 7.10 (d, 1H); 7.02 (d,
2H); 6.68 (d, 1H); 4.88 (dd, 1H); 4.11 (t, 2H); 3.70 (s,
3H); 3.65-3.40 (m, 2H); 3.02 (dd, 1H); 2.78 (dd, 1H);
1.53 (s, 9H).

Mpuknag 469

4-[2-[[[1-[(4'-PTOP[1,1'-ONdEHIN]-4-in)cynbdoHin]-
2,3-purigpo-4-meTtoken-1H-ingon-2-
in]kap6oHin]amiHo]eTokcK]6eH30MHOT KUCIOTK

Cnigytoun metoamui, aHanoriynin Mpuknagy 298,
noyunHaroun 3 edipy, ogepxaHoro 3rigHo 3 [pukna-
AOM 468, odikyBaHUI MPOAYKT ogepxanu y BUrNSagi
6inoi TBepaoi pevoBuHu (BUXif=80%).

T. nn.=113°C.

Mpuknag ogepxaHHsa CLXIV

2,3-Auvrigpo-1-[[2',4'-audpTop[1,1'-audeHnin]-4-
in]cynbdoHin]-4-meTokeu-1H-iHgon-2-kap6oHoBOT
KMCNOTU MeTUNoBumn edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pXXaHHA CLXIl, NoYMHa4n 3 2,4-
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anpTopheHindopoHOBOI KMUCMOTK, OYiKyBaHWIA NpoO-
OYKT oTpumanu y BUrnsai KopuyHeBoi TBepAoi peyo-
BUHM (BMXig=98%).

T. nn.=162°C.

Mpuknag ogepxaHHs CLXV

2,3-Ovrigpo-1-[[2',4'-pndpTop[1,1'-AndeHin]-4-
in]cynbdoHin]-4-metokcun-1H-iHgon-2-kapboHoBa
Kucnota

Cnigytoun metoamui, aHanorivHin MNpuknagy 5,
nouynHaroun 3 edipy, oTpmmaHoro 3rigHo 3 [lpukna-
aom ogepxaHHs CLXIV, ouikyBaHWA NPOAYKT OTpu-
mManu y Burnagi macna (suxin=95%).

'H AMP (OMCO, 300 Mru) &: 7.94 (d, 2H); 7.71
(d, 2H); 7.75-7.55 (m, 1H); 7.50-7.35 (m, 1H); 7.30-
7.15 (m, 2H); 7.02 (d, 1H); 6.67 (d, 1H); 4.97 (dd, 1H);
3.73 (s, 3H); 3.25 (dd, 1H); 2.90 (dd, 1H).

Mpuknag 470

4-[2-[[[1-[(2',4'-OndbTop[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-gurigpo-4-meTokcu-1H-ingon-2-
inJkap6oHin]amiHo]leTokcn]6eH3omHoT  kncnotn  1,1-
anmeTtuneTmnosun edip

Cnigytoun metoamui, aHanoriynin Mpuknaagy 294,
NoYMHaKyM 3 KMCNOoTU, OTpuMaHoi 3rigHo 3 [MNpukna-
Aom ogepxaHHa CLXV, ovikyBaHWA NpoayKT OoTpuMa-
nv y BurnsaAgi 6inoi TBepaoi pe4oBrHN (BMXia=66%).

T. nn.=135°C.

Mpuknag 471

4-[2-[[[1-[(2',4'-OndpTop[1,1'-AndeHin]-4-
in)cynbdoHin]-2,3-gurigpo-4-meTokcu-1H-ingon-2-
inJkap6oHin]jamiHo]leTokcn]6eH30MHOT KUCHOoTH

Cnigytoun metoamui, aHanoriynin Mpuknaagy 298,
noynHaroum 3 edipy, oTpmmaHoro 3rigHo 3 [lpukna-
aom 470, odikyBaHUI MpOAYKT odepxanu y BUrNsgi
6exeBoi TBepAoi peyoBuHU (BUXia=84%).

T. nn.=206°C.

MPUKNAL OOEPXAHHA CLXVI

2,3-Auvrigpo-1-[[2',4'-audpTop[1,1'-audeHin]-4-
in]cynbgoHin]-4-metokcu-1H-iHaon-2-kap6oHoBui
XnopaHrigpug

Cnigytoun metoauui, aHanoriyHin Mpuknagy oae-
p>aHHsA VI, no4YnHaum 3 KACNOTU, OTPUMAHOI 3rigHO
3 Mpuknagom ogepxxaHHa CLXV, odikyBaHUI NpoayKT
oTpumanu y Burnsgi 6exesoi nactu (BUKOPUCTOBYBa-
HOi 6e3 noJanbLIOro OYMLLEHHS AN HACTYMHOro Mno-
€OHaHHS).

Mpuknag 472

4-[[[[1-[(2",4'-OndbTop[1,1'-AndeHrin]-4-
in)cynbdoHin]-2,3-aurigpo-4-meTokcu-1H-ingon-2-
inJkap6boHin]amiHo]MeTnn]6eH30MHOT KUCOTU

Cnigytoun metoauui, aHanoriyHin MNpuknagy 17,
noYnHaroun 3i CNonyku, oaepxaHoi 3rigHo 3 lNpukna-
aom opepxaHHa CLXVI, i 4-(amiHomeTun)6eH30oMHol
KMCNOTW, OMiKyBaHW MPOAYKT OTpUManu y BuUrMagi
6inoi TBepgoi pevoBuHM (Buxin=10%).

T. nn.=139°C.

Mpuknag 473

4-[[[[1-[(2",4'-OndpTop[1,1'-AndeHin]-4-
in)cynbdoHin]-2,3-gurigpo-4-metokcun-1H-iHgon-2-
inJkap6oHin]amiHo]MeTun]6eH30M0oLTOBOI KNCRoTun
MeTHoBuIn eqdip

Cnigytoun metoauui, aHanoriynin Mpuknagy 472,
noynHaroun 3 rigpoxnopugy Metunosoro edipy 4-
(amiHomeTunn) GEeH30MoLTOBOI KUCMOTKU, OYiKyBaHWMA
NpoayKT ogepxanu y Burnaai macna (Buxin=77%).

'H AMP (OMCO, 300 Mru) &: 8.72 (t, NH); 7.91
(dd, 2H); 7.71 (dd, 2H); 7.70-7.55 (m, 1H); 7.45-7.30
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(m, 1H); 7.30-7.15 (m, 6H); 7.12 (d, 1H); 6.70 (d, 1H);
4.91 (dd, 1H); 4.32 (t, 2H); 3.72 (s, 3H); 3.65 (s, 2H);
3.60 (s, 3H); 3.07 (dd, 1H); 2.82 (dd, 1H).

Mpuknag 474

4-[[[[1-[(2",4-OndpTOP[1,1'-ONDEHIN]-4-
in)cynbdoHin]-2,3-gurigpo-4-meTokcun-1H-ingon-2-
inJkap6oHin]jamiHo]meTnn]6eH3onouToBa KMCrnoTa

Cnigytoun metoauui, aHanorivHin MNpuknagy 5,
noynHaroun 3 edipy, ogepxaHoro 3rigHo 3 [lpukna-
aom 473, ovikyBaHUM NPOAYKT oAdepxxanu y BUrnsagi
6inoi niHn (BMxig=98%).

'H amP (AMCO, 250 Mru) &: 8.70 (t, NH); 7.90
(dd, 2H); 7.71 (dd, 2H); 7.70-7.55 (m, 1H); 7.50-7.35
(m, 1H); 7.30-7.15 (m, 6H); 7.12 (d, 1H); 6.70 (d, 1H);
4.91 (dd, 1H); 4.32 (t, 2H); 3.72 (s, 3H); 3.54 (s, 2H);
3.07 (dd, 1H); 2.82 (dd, 1H).

Mpuknag ogepxaHHs CLXVII

7-MeTtokeun-2,3-gurigpo-1H-iHgon-2-kap6oHoBOT
KNUCROT MeTunoBumn eqoip

Cnigytoun metoamui, aHanoriyHin MNprknagy oge-
pxaHHa LXIV, nounHatoum 3 meTurnoBoro edipy 7-
METOKCU-2-iHAO0NKapOOHOBOI  KUCMOTW,  OYiKyBaHWIA
npoaykT odepxanu y Burnaai 6exesoro macna (Bu-
xin=98%).

'H amp (OMCO, 250 Mru) &: 6.75-6.50 (m, 3H);
5.33 (d, NH); 4.37 (ddd, 1H); 3.74 (s, 3H); 3.65 (s,
3H); 3.32 (dd, 1H); 3.08 (dd, 1H).

Mpuknag ogepxxaHHsa CLXVIII

1-[(4-Ploud)eHin)cyan)OHin]-Z,3-,u,mriupo-7-
MeTokcu-1H-iHgon-2-kapboHOBOT KUCNOTHM METUMNOBUIA
edip

Cnigytoun metoamui, aHanoriyHin Mpuknagy oae-
pxaHHs CLVIIl, nounHatoumn 3 metunosoro edipy 2,3-
aurigpo-7-meTtoken-1H-ingon-2-kapboHOBOT  KMCNOTH,
O4iKyBaHUI NpoayKT odepxanu y Burnagi 6inoi teep-
[0 pe4yoBuHU (BMXin=62%).

T. nn.=161°C.

Mpuknag ogepxaHHa CLXIX

2,3-Aurippo-1-[[2',4'-audpTop[1,1'-audeHnin]-4-
in]cynbdoHin]-7-metoken-1H-iHaon-2-kap6oHoBOT
KUCNOTN METUMoBMIN edip

Cnigytoun metoauui, aHanoriyHin Mpuknagy oge-
pxaHHsa CLXIV, nounHatoum 3 edipy, OTpMMaHOro
3rigHo 3 lMpuknagom opepxaHHs CLXVIII, ovikyBaHui
npoaykT oTpumanu y Burnsagi 6exesoro macna (Bu-
Xin=57%).

'H amP (AMCO, 300 Mru) &: 8.01 (d, 2H); 7.76
(d, 2H); 7.75-7.65 (m, 1H); 7.50-7.35 (m, 1H); 7.30-
7.15 (m, 1H); 7.05 (t, 1H); 6.84 (d, 2H); 5.50 (dd, 1H);
3.72 (s, 3H); 3.50 (s, 3H); 3.45 (dd, 1H); 3.15 (dd,
1H).

Mpuknag ogepxaHHa CLXX

2,3-Ourigpo-1-[[2',4'-pndTop[1,1'-andeHin]-4-
in]cynbdoHin]-7-meTokcu-1H-iHgon-2-kapboHoBa
Kucnota

Cnigytoun metogumui, aHanoriyHin lNpuknagy 5,
noyvHarum 3 edipy, oTpumaHoro 3rigHo 3 [Npukna-
AoM ogepxaHHsa CLXIX, ovikyBaHWN NPOAYKT OTpu-
manu y surnsagi 6exesoi niHun (Buxin=98%).

'H amp (OMCO, 300 Mru) 8: 8.05 (d, 2H); 7.80-
7.60 (m, 3H); 7.50-7.35 (m, 1H); 7.30-7.15 (m, 1H);
7.04 (t, 1H); 6.83 (d, 2H); 5.35 (dd, 1H); 3.49 (s, 3H);
3.33 (dd, 1H); 3.11 (dd, 1H).

Mpuknag 475

4-[2-[[[1-[(2',4'-OndpTOp[1,1'-ANdeHin]-4-
in)cynbdoHin]-2,3-aurigpo-7-metokcun-1H-iHgon-2-
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inJkapboHin]amiHo]leTokcn]oeH3omHoT  kncnotn  1,1-
OUMETUN-eTUNoBUN edip

Cnigytoun meToaumui, aHanoriyHin Mpuknagy 470,
NOYMHaYM 3 KACNOTU, oTpMMaHoi 3rigHo 3 [pukna-
aom ogepxaHHs CLXX, ovikyBaHMI NpogyKkT OTpumMa-
nn y BurnsAgi 6esbapeHoro macna (Buxig=81%).

'H AMP (OMCO, 250 Mru) &: 8.25 (t, NH); 7.91
(dd, 2H); 7.80 (dd, 2H); 7.70-7.50 (m, 3H); 7.45-7.30
(m, 1H); 7.28-7.10 (m, 1H); 7.10-6.90 (m, 3H); 6.90-
6.75 (m, 2H); 5.26 (dd, 1H); 4.08 (t, 2H); 3.53 (s, 3H);
3.60-3.40 (m, 2H); 3.19 (dd, 1H); 2.92 (dd, 1H); 1.52
(s, 9H).

Mpuknag 476

4-[2-[[[1-[(2',4'-OncbTop[1,1'-AndeHin]-4-
in)cynbdoHin]-2,3-aurigpo-7-meToken-1H-ingon-2-
in]kap6oHin]amiHo]leTokcn]6eH30MHOT KUCIOTH

Cnigytoun meToamui, aHanoriyHin Mpuknagy 298,
noynHaroun 3 edipy, oTpumaHoro 3rigHo 3 [lpukna-
aom 475, ovikyBaHUM NPOAYKT oAepxanu y BuUrnagi
6inoi TBepaoi pevoBuHM (BUXin=83%).

T. nn.=234°C.

Mpuknag 477

4-[[[[1-[(2",4'-OndbTop[1,1'-AndeHnin]-4-
in)cynbdoHin]-2,3-aurigpo-7-meTokcun-1H-ingon-2-
in]kap6oHin]amiHo]MeTnN]6eH30MHOT KUCNOTK

Cnigytoun metoauui, aHanorivHin MNpuknagy oge-
pxaHHss CLXVI i Mpuknagy 472, nounHatoum 3i cnony-
KW, ogepxaHoi 3rigHo 3 [lpuknagomMm ogepkaHHs
CLXX, ovikyBaHMI NpodyKT oTpumanu y Burnagi 6inoi
TBEPAOi pevoBuHY (BUXiA=24%).

T. nn.=218°C.

Mpuknag ogepxaHHsa CLXXI

2,3-Aurigpo-1-[[2'-xnop-4'-¢pTop[1,1'-andeHin]-4-
in]cynbdoHin]-4-metokcu-1H-iHgon-2-kap6oHoBoT
KMUCROTU METUNOoBUI eqip

Cnigytoun metogumui, aHanoriyHin lNpuknagy 2,
noynHaroun 3 edipy, oTpmmaHoro 3rigHo 3 [lpukna-
Aom oflepKaHHsA LXV, i 2-xnop-4-
HTOPPHEHINGOPOHOBOI KUCMOT, O4iKyBaHWA NpPOOYKT
oTpumanu y Burnagi 6inoro nopowky (Buxin=78%).

T. nn.=80°C.

Mpuknag ogepxaHHs CLXXII

2,3-Ourigpo-1-[[2'-xnop-4'-¢pTop[1,1'-andeHin]-4-
in]JcynboHin]-4-metokcu-1H-iHgon-2-kapboHoBa
KucnoTa

Cnigytoun metogmui, aHanoriyHin MNpuknagy 5,
noyvHawum 3 eqipy, otpumaHoro 3rigHo 3 [Npukna-
aom ogepxaHHa CLXXI, ouvikyBaHWI MPOAYKT OTpu-
mManu y Burnagi 6inoro nopouwky (Buxin=82%).

T.nn.=137-138°C.

Mpuknag 478

4-[[[[1-[(2'-Xnop-4'-dpTOp[1,1'-andeHin]-4-
in)cynbdoHin]-2,3-aurinpo-4-metokeun-1H-iHgon-2-
inJkap6oHin]amiHo]MeTnn]6eH30MHOT KUCNOTK

Cnigytoun metoauui, aHanoriyHin MNpuknagy oae-
pxaHHsa CLXVI i Mpuknagy 472, nounHatoum 3i cnony-
KW, opepXaHoi 3rigHo 3 [puknagom ogepKaHHs
CLXXIl, odikyBaHW/ NpOAYKT OTpMManu y BWUMSAAI
6inoi TBepaoi pevoBuHM (BUXig=36%).

T. nn.=225-234°C.

Mpuknag 479

4-[2-[[[1-[(2'-Xnop-4'-dTOop[1,1'-AndeHin]-4-
in)cynbdoHin]-2,3-gurigpo-4-metokcun-1H-iHgon-2-
inJkap6oHin]amiHo]leTokcu]6eH3onHoi  kucrotn  1,1-
anmetuneTunosun edip
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Cnigytoun metoauui, aHanoriynin Mpuknaay 470,
NoYMHalun 3 KMCAOTK, ofepxaHol 3rigHo 3 [Npukna-
aom opepxaHHa CLXXII, ovikyBaHWIA NpoJyKT OTpu-
Manu y Burnsgi 6inoi TBepaoi  peyoBMHM  (BU-
Xin=94%).

T. nn.=79-85°C.

Mpuknag 480

4-[2-[[[1-[(2"-Xnop-4'-¢pTop[1,1'-AndeHin]-4-
in)cynbdoHin]-2,3-gurigpo-4-meTokcu-1H-ingon-2-
in]kap6oHin]amiHo]eTokcK1]6eH30MHOT KUCIOTK

Cnigytoun metoamui, aHanoriynin Mpuknagy 298,
noyvHarum 3 edipy, otpumaHoro 3rigHo 3 [lpukna-
AoM 479, odikyBaHUW MPOAYKT odepxanu y BUrMsai
6nipo-opaHxeBoi TBepOoi pevoBuHU (BUXig=65%).

T. nn.=190-204°C.

Mpuknag ogepxxaHHsa CLXXIII

2-(OndTopmeTokcu)-4-cbTopbpombeHson

Lilo cnonyky ogepxanu y Burnsgi macna (He-
OYMLLIEHOTrO) LLUMISAXOM KMMN'SSYEHHST 3i 3BOPOTHUM XOJ0-
AVNbHUKOM cyMiwi 2-6pom-5-cpTopcheHony 1 eTunb-
pomaudpTopauetaty B auUeTOHi MNpPOTAroM Houi 3a
HasBHOCTI kapboHaTy Karito.

Mpuknag ogepxaHHs CLXXIV

(2S)-2,3-Aurigpo-1-[[2'-(aucdTopmeToKCH)-4'-
dTop[1,1'-AndeHin]-4-in]jcynbdoHin]-1H-ingon-2-
kapboHoBa kucnorta

Cnigytoun metoamui, aHanoriyHin Mpuknagy oge-
pxaHHs CX, no4mHa4m 3i Cnonyku, ogepxaHoi 3rig-
Ho 3 lNMpuknagom ofepxaHHs 1Va, otpumanu (2S)-2,3-
avrigpo-1-[[4-(4,4,5,5-TeTpameTun-1,3,2-
piokcaboponaH-2-in)deHin]cynbdoHin]-1H-iHgon-2-
kapboHOBY KuCroTy; noTiM i niggalTb B3aemogii
3rigHo 3 MNpuknagom 1 3i cnonykot, ogepXaHoto 3rig-
Ho 3 Npuknagom ogepxaHHa CLXXIII, 3 oTpumaHHaM
o4ikyBaHOro npoaykty y Burnsai 6exeBoi TBepaoi
peyoBuHU (BUXiA=52%).

Mpuknag 481

4-[2-[[[(2S)-1-[[2'-(AncbTOpMETOKCH)-4'-hTOP[1,1'-
AandeHin]-4-injcynedoHin]-2,3-avrigpo-1H-iHgon-2-
inJkapboHin]amiHo]leTokcn]6eH3omHoT  kucnotn  1,1-
anmeTtuneTmnosun edip

Cnigytoun meToamui, aHanoriyHin Mpuknagy 470,
NOYMHAaKYN 3 KUCNOTWU, OTPMMaHOI 3rigHo 3 [Npukna-
aom ogepxaHHa CLXXIV, ouikyBaHui nNpoaykT oTpu-
Manu y Burnagi 6inoi  TBepaoi  peyoBMHM  (BW-
Xin=61%).

T. nn.=60-70°C.

Mpuknag 482

4-[2-[[[(2S)-1-[[2'-(OucbTOpMETOKCH)-4'-pTOP[1,1'-
andenin]-4-injcynedoHin]-2,3-aurigpo-1H-iHgon-2-
in]kap6oHin]amiHo]eTokcK]6eH30MHOT KUCIOTK

Cnigytoun metoamui, aHanoriynin Mpuknagy 298,
noyvHarum 3 edipy, oTpumaHoro 3rigHo 3 [Npukna-
AoM 481, odikyBaHUI MPOAYKT odepxanu y BUrMsai
6inoi TBepaoi pevoBuHM (BUXig=78%).

T. nn.=70°C.

Mpuknag 483

4-[[[[(2S)-1-[[2'-(OncpTOopmMeETOKCH)-4'-pTOP[1,1'-
andeHin]-4-injcynedoHin]-2,3-aurigpo-1H-iHoon-2-
in]Jkap6oHinJamiHo]MeT1N]6eH30MHOT KUCNOTK

Cnigytoun metoguui, aHanoriyHin Mpuknagy oge-
pxaHHs CLXVI i Mpuknagy 472, nounHatoum 3i cnony-
K, opepxaHoi 3rigHo 3 [puknagom ofepkaHHs
CLXXIV, ouikyBaHUI NpOAYKT OTpuUManu y BUrMagi
6inoi TBepaoi pevoBuHY (BUXig=26%).

T. nn.=92-97°C.
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HaBegeHi HWX4Ye cnonyku ogepxkanu, chigyroym

MeToamui, aHanoriyHin  lpuknagy  ogepXaHHs
CLXXIV i Npuknagam 481-483:
Mpuknapg 484

4-[2-[[[1-[[2'-(OncpTopmeTOKCU)-4'-pTOP[1,1'-
AndeHin]-4-in]JcynbdoHin]-2,3-gurigpo-4-mMmeTokcu-
1H-iHpon-2-in]kap6oHin]amiHoleTokcn]6eH301MHOI KnC-
notun 1,1-aumetTnneTunosun edip

Bina TBepaa peyosuHa (BUxin=71%).

T. nn.=60-76°C.

Mpuknag 485

4-[2-[[[1-[[2'-(AndpTOopmeTOKCH)-4'-cpTOP[1,1'-
AndeHin]-4-injcynsdoHin]-2,3-gurigpo-4-mMeToKcu-

1H-iHaon-2-inJkap6oHin]amiHo]eTokcn]6eH30MHOI Kuc-
notu

bina TBepaa pevoBuHa (Buxin=98%).

T. nn.=69-73°C.

Mpuknag 486

4-[[[[1-[[2"-(BncpTOopMeTOKCH)-4'-bTOP[1,1'-
AndeHin]-4-inlJcynedoHin]-2,3-gurigpo-4-meTokcu-
1H-iHaon-2-inJkapboHin]amiHo]MeTun]6eH30MHOT  K1C-
notu

bina TBepaa pevoBuHa (Buxin=60%).

T. nn.=230-240°C.

XiMiYHi CTPYKTYpW CMOMyK, ONucaHux BuLle, ne-
pepaxoBaHi Hux4e B Tabnuui:

Rl
R2

Mp. [Rq Ra Rs Y zZ
1 4'-CF3 H H (CH2)z

@F
2 3-CF3 H H {CHy)2

@’F
3 2'-CF, H H (CHgz)z

ij
4 3-CF; H H (CH2)2

@40
O’CHa
5 3'-CF; H H {CH3)2
@‘40
CH
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6 3-CF3 /@
T 2’-CF; (CH2)2 ]

(NJ
8 2'-CF3 (CH2)3 |

O
9 2'-CF3 (CH2)3 |
10 |2-CF; (CH2)4 |

O
11 |2-CF3 (CH2)2 |

)

(e}
12 |2'-CF; (CH2)3 7\
—N N—CH
\__/ -
13 |2-CF; (CHg)3-O- —CH,
14 |2'-CF; (CHz)s |
{7’
15 |2’-CF3 CH2 CF3
16 |2-CF3 (CH2)3 |
N
i
N

17 |2'-CF; CH;

OH
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18 |2'-CF3 (CH2)2-O-
\©\f0
OH
19 |2'-CF3 (CH2)4 YO
OH
20 |2'-CF, (CH2)3 CF3
21 |2-CF; CH; /@YO
O,
22 |2-CF; CH» O
JORS
23 |2-CF3 (CHz)2 CF3
24 |2'-CF3 (CH2)2 O
T
C(CH,),
25 |2-CF3 (CH2), O
1T T
26 |2-CF3 (CHz)2 O
(O
C(CH,),
27 |2-CF3 (CHz)2 (0]
m
28 |[2-CF3 (CH2)s YO
OMe
29 |[2'-CF3 (CH2)s \(O
OH
30 |[2-CF3 (CH2)4 ,CH,
_—_N\
CH,
31 |2-CF3 (CH2)3




143 92013 144
32 [2-CFs H (CHz)s Yo
OH
33 |2-CF; H (CHg)z-O- m
0
34 |3-CF, 4-Cl (CHz)2-O- m
0
35 |5-CFs 2-Cl (CHz)2-O- m
o)
36 |4'-CFs 3Cl (CHz)2-0- m
0
37 |2-O-CF, |H (CHz)2-O- \@\/?:
0
38 |3-O-CF; |H (CHz)2-O- m
0
39 |3-O-CH; |H (CHz)2-O- m
o)
40 |2-F H (CHz)z-0- \@\/?:
(0]
41 |2-CHs H (CHz)2-O- m
o)
42 |3-iPr H (CH2)2-0- m
o)
43 |2-O-CH; |[H (CHz),-O- m

o
X

o
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44 | 3-Cl (CH2)2-O-
Tt
0
a5 |4l (CHZ)2-O-
Tt
O
46 [2Cl (CH)»-0-
0
47 [3F (CHz)-O-
O
48 |2-CF (CH2)2-0-
3 2)2 m
(e}
49 |3-CHs; (CH3)2-0-
m
O
50 |3-CF; (CH2)2 N
| =
51 [3-CFs (CH2)2 XN
O
52 |3'-CF; CH; N
| =
53 |3-CF; CH; NS
l N
=
54 [3-CFs (CH2)2-0- o)
: OMe
55 |3-CFs (CH2)-0-

(@] O
I
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56 |H 2-CF3 |(CHy),-O- 0]
57 |H 2-CF3 |(CHy),-O- (0]
O
58 |3-CFs H (CHa)2-O-
Q_¥O
MeO
59 |[3-CF; H (CH3)2-0O- (0]
Qﬁ
60 |3-CF; H CH; D
ON
61 |3-CF; H CH, D
H,N
62 |3'-CF H CH
3 2 Q_/_(Me
@]
63 |3-CF H CH
6]
64 3’-CF3 H CHz /©
OH
65 3,-CF3 H CH2 Q
CN
66 |3-CF; H CH; 0]
e
(0] (0]
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67 |3-CF3 CH, (0]
/©/ ~CH,
o] (0]
68 |3'-CF3 CH, (0]
\@\ J/L OMe
N
H
69 |3-CF3 CH; (0]
\@\ J/‘k OH
N
H
70 |3-CF;3 CH>
_Q OMe
Nﬂo
H
71 |3-CF3 CH,
Nﬂo
H
72 |3-CF; CH,
Q OMe
Nﬂo
H
73 |3'-CF3 CH,
Q oH
Nﬂo
H
74 |3-CF, CH
Q OMe
Oﬂo
75 |3'-CF3 CH,
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76 |3-CF3 CH; S;\
Q/O OMe
77 |3-CF3 CH, S;\
; (0] OH
78 |3-CF; CH» : (0]
OMe
79 |3-CF; CH;
\©\(°
OH
80 |3'-CF3 CH:
)@\fc
OMe
81 |3-CF3 CH>
SO
OH
82 |3-CF3 CH,
oW
(O
C(CH,),
83 |3-CF3 CH;
Q\(O
OH
84 |3-CF3 CH:; me
(0]
85 |[3-CF3 CH,
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86 |3-CF; CH,
©\/O£e
O
87 |3-CF; CH;
(5\/(ii
O
88 |3-CF; CH; OMe
: O
89 |3-CF; CH; OH
: O
90 |3-CF; CH;
O<
CZHS
(6]
91 |3-CF; CH;
(0]
92 |3-CF; CH>
ON
@\/Y CZHS
(6]
93 |3-CF3 CH;
O
94 |[3-CF; CH; (0]
95 |3-CF; CH> (0]
et
96 |3-CF3 CH>
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} 3’-CF3 CH2 /©\/\/ti
OH
98 (3-CF; (CH2)>-O- \@\/iC(CHa)s
(@]
"CF. CH2)2-0-
99 |[3-CF, (CH2)-O m
(@]
100 |3-CF5 (CHz)2-0-
\7:::LT(OH
(0]
101 |3'-CF3 (CHy), ,C(CH,),
Tz
@]
102 |3’-CF CH
0 3 (CH2)2 \1[::]\V/i:
(0]
103 |3-CF3 (CH2)2 ,C(CH,),
m
(@]
4 |3'-CF CH
10 3 (CHaz)2 m
0
105 (3’-CF3 (CH2)2-O- N
' =
106 |3-CF3 (CH2)2-O- l -
=N
107 |3’-CF3

-COOH
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108 {3'-CF3 H H

109 |3'-CF, H H (CH2)s -COOH
110 | 3'-CF3 H H (CHz)s -COOH
111 |3’-CF; H H

112 |3’-CF3; H H

8 -COOC(CH3)3

113 |3-CF3 H H

114 | 3'-CF3 H H CH>

_(CH,);—COOCH,

116 |3'-CF3 H H CH2

o~ (CHo)s—COOCH,

117 |3-CF3 H H CH:

115 |3-CF, H H CH,
\©\ _(CH,);—COOH

_(CH,);—COOH

118 |3'-CF3 i i (CHz)2-O-
Q_<00H CH,)
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119 [3’-CF;3 (CH2)2-O-
OH
(0]
120 }3-CF; CH> 0
: N(CH,),
121 |3-CF CH 0
3 (CHz2), /@L J/\”/ “elen,),
(0]
(0]
122 | 3’-CF; (CH2)2 OH
Q07
0
123 |3-CF3 (CHz2)2 o
Q /C(CH3)3
O (0]
124 |3-CF; (CH2)2 i: 0
O/\)kOH
125 |3'-CF CH 0
3 (CH2)2 \CH3
(0]
(0]
126 |3'-CF; (CH2)2 OH
QT
(0]
127 |3-CF3 (CH2)2 \@\ o
O/\/U\OH
128 |3'-CF3 CH, : )/l
0 O OMe
129 [3'-CF; CHa : /(1\
0 ¢} OH
130 [3'-CF3; CH;

O\
CH,
ol
o
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131 |3-CF3 CH; OH
QST
0
132 |3’-CF3 CH; )@\ %
O/\)kOH
133 | 3’-CF3 CH; \@\ o
0/\/U\OH
134 |3-CF; (CHz)2 C O
OH
135 |2’-CF CH CH. O
. g HeJ
OMe
(e}
136 |2’-CF3 CH2 H,C CH, O
\Q ¥ OH
e}
137 |3'-CF CH CH, O
SidFy 2 o s
OMe
(0]
138 |3-CF; CH; H,C CH, O
\©\ a OH
(0]
139 |3’-CF3 CH2 H
/N
< 10
140 |3'-CF3 CH; (CH3)2N;©
141 |3-CF3; (CH2)2 \Q\Qj/OC(CH;)?’
142 | 3'-CF3 (CH2)2
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143 |2'-CF3 -(CH2)2-S- m
el OMe
144 |2’-CF3 -(CH2)2-S- j@\/ﬁ\
Ccl OH
145 |3'-CF3 (CH2)e-S- m
(@ | OMe
146 |3'-CF3 (CHa)2-S- m
Cl OH
147 |3-CF3 (CH2)2-O- (CH,) ,HCO
0} :
148 [3'-CF3 (CHz)2-O- HO
O :
149 |2’-CF3 CHz C N(CH,) ,
O
150 [2’-CF3 CH2 C N(CH,),
151 |3’-CF3 CH; : N(CH3)2
152 |3'-CF3 (CH2)-O- m
Cl OMe
163 |3'-CF3 (CHg)2-O- j@\/ﬁ\
Cl OH
154 |3-CF; (CH2).-O- /N I
155 [3-CF3 CH;

% /

iN)
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156 |3’-CF3 CH> /@\
NH2
157 [3'-CF3 CH>
158 | 3’-CF; CH»
159 |4'-F CH, C
160 |4-F (CH2)2
O
161 |4-F (CH2)2-O- : OMe
(e}
162 |4F (CH2)20- : oH
(6]
163 (4'-F CH» \/ :
(e}
164 |4F :
165 |4-F 2 :
166 (4'-F (CH2).-O-
\©\/ﬁ\
OH
167 |4-F

-COOC(CHs)s
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168 |4-F
-COOH
169 |3’-CF; CH>
O
0
170 |3-CF3 CHz
0
171 |3-CF3 CH;
0
172 |4’-F CH; : OMe
0
173 |4'-F -COOC(CHa)s
174 |3-CF3 CH:z ch
175 [3-CF3 CHz F;E)
176 {3'-CF3 CH; p3cj©
177 3'-CF3 CH2 H3C;©
178 [3-CF3 CH; H3C—O: C
179 (3'-CF; CH;

A\ 7
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180 |3-CF3 H \X i
181 [3’-CF3 H CH. Ho;@
182 |3-CF3 H CH. o}
OMe D
)
183 |3'-CF3 H CH; o
)OH\/l/D
0
184 [2-CH3 4'-F (CHa)2-O- m
OMe
N " (CHZ)TO- m
OH
186 |2’-CHj 4-F CHz \©\/ﬂ\
OMe
187 |2'-CH3 4-F CHz \©\/ﬁ\
OH
188 [2'-CH3 4F CH. N\/\H/OMe
SOl
189 [2-CHs 4-F CH; N\/\”/OH
SOl
190 |2’-Cl 4'-F CH; N\/\H/OMe
SOl
191 [2-Cl 4-F CHz N\/\H/OH
SR
192 |2’-OCHj3 4'-F CH,
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193 [2-OCHs __ |4-F CH, NWoH
Sk
194 |2'-F 4'-F CH» N\/\“/OMe
SR
195 |2'-F &F CH, N\/\”/on
SOl
196 |3'-CF3 H CH; s O _~CH,
SRR
197 |3-CF3 H CH; S\/YOH
ISR
198 |3-CF; H CH; SV\H/O\/CHa
QR
199 [3’-CF3 H CH; S\/\H/OH
SOl
200 |3-CF, H (CH2)2-O- CH,
OMe
H,C
0
201 |3-CF3 H (CH2)2-O- CH,
OH
H,C
0
202 [4-F H (CHz)2-O- tHy
OMe
H.C
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OH
H;m
o}
204 |3-CF, (CH2)2-0- c1
\©\“/0Me
o
205 | 3-CFs (CH2)2-O- 1
\©\(OH
0
206 |4-F (CHg)2-O- €l
\©\N/OMG
o}
207 |4-F (CHg)2-O- el
\©\H/OH
0
208 |3-CF; (CH2),-O- F
\©\"/0Me
o
209 [3-CF, (CH,),-O- F




175 92013 176
210 |[4-F (CH2)2-0- v
\©\H/0Me
O
211 |4F (CH2)2-0- F
\©\H/OH
(e}
212 |3'-CF3 (CHz)2-0O- CH,
: '>—-OMe
(¢}
213 |3-CF; (CHz)z-O- CH,
: ;7—‘OH
o}
214 |3-CF, (CH2)2-0- o oMe
H,C
T
215 [3-CF3 (CHy)2-0O- o, OH
HC
T
216 | 3’-CF; CH; /©/NJ\
O OMe
217 |3-CFs CHz /©/N;\
(e} OH
218 |3’-CF; (CHz)z-O- F
F o}
219 [4°F (CHz)o-O-

g ’-!j
o
=
0]

o]
O




177 92013 178
290 |35 (CH2)2-0- CF,
S OMe
(¢}
221 |3-CF3 (CH2)2-O- CF,
>: OH
(e}
222 |4F (CHz)2-O- CF,
: OMe
(6}
223 |4F (CHz)2-O- CF,
>: OH
¢}
224 |3'-CF; (CHa)2-O- CF,
:( OMe
o}
225 |4-F (CH2)-O- CF,
\j OMe
0
226 |3-CF3 (CHz)z-O- H3C
S OMe
(e]
227 (3-CF3 (CHg)2-O- H,G
i___: OH
O
228 |4F (CHz)2-O- HC
\: OMe
0
229 [4°F (CHy)-0- H.C




179 92013 180
230 |4'-F (CH3),-0O- F
j OMe
(0]
231 |4-F (CHg)2-O- F
::f OH
(0]
232 |3'-CF3 (CHg)2-O- F
C OMe
(0]
233 [3'-CF; (CH3)2-O- F
::j OH
(0]
234 |3'-CF; (CHy)2-O- D/CHB
O,N
235 |3'-CF3 (CH2)2-O- D/CHB
HN
236 | 3’-CF; (CH2)2-O- \/©/F
0O,N
237 |3'-CF3 (CHy)2-O- D/F
HZN
238 (3-CF; (CH2)>-O- D
o,N
239 |3’-CF;3 (CH,),.-O- D
H2N
240 |3’-CF3 CH,

o
m

w




181 92013 182
241 [3-CF, H CH; s\/\[]/OH
Ty
242 |2'-Cl 4-F /E/ -COOH
243 |3-CF3 H CH, | X
N
HN
OMe
245 {3-CF3 H (CHa)3 \©\/ﬁ\
OH
246 |2'-F 4-F CH; jC
Oo,N
247 |2-F 4-F CH» D
HN
248 |2'-CH3 4-F CHz j@
o,N
249 |2'-CH3; 4'-F CH, j@
HN
250 [2-OCHj 4'-F (CH2)2-O- \©\/ﬁ\
OMe
251 |2'-OCH3 4'-F (CH2)2-O- \©\/ﬁ\
OH
252 |2-OCH3 4'-F CH \©\/ﬁ\
OMe
253 [2'-OCH3 4’-F CHa

0

OH




183 92013 184
254 |2'-OCH; 4-F CH; j@
HZN
255 |2'-F 4-F CH; \@\/‘OL
OMe
256 |2'-F 4'-F CH, \©\/ﬁ\
OH
257 |2'-F 4'-F (CH2)2-O- \©\/ﬁ\
OMe
258 (2'-F 4-F (CHgz)-O- m
OH
259 |3’-CH; H CH; \©\/ﬁ\
OMe
260 |3'-CH3 H CH: m
OH
261 |2’-Cl 4'-F (CH3),-O- \Q\/ﬁ\
OMe
262 (2'-Cl 4-F (CHz)-O- \©\/ﬁ\
OH
263 [2'-Cl 4-F CH, \Q\)(L
OMe
264 |2’-Cl 4'-F CH. \©\/ﬁ\
OH
265 |2'-Cl 4-F CH;

&

HN




185 92013 186
266 [3’-Cl H CH: \@\/ﬁ\
OMe
267 |3-Cl H CH; m
OH
268 | 3’-CzHs H CH2 \@\/(LL
OMe
269 | 3-CzHs H CH: \©\/ﬁ\
OH
. N o \©\/ﬁ\
OMe
271 {2-CF3 4-F (CHz),-O- \©\/ﬁ\
OH
OMe
A N o \©\)7\
OH
274 |4’-Cl H (CH2)2-O- \Q\i
OMe
275 |2'-Cl 5-CF3 (CH2).-O- \©\/ﬁ\
OMe
276 |2'-F 5-CF; (CH2),-O- \©\/ﬁ\
OMe
OH
278 [2-F 5'-CHs (CH2),-O-

¢

OMe




187 92013 188
279 |2'-F 5-CHj (CHz)z-O- \@\/[CL
OH
280 |2-OCHs 5-CHj (CHa).-O- \©\/ﬁ\
OMe
281 [2-OCH; 5'-CH (CH2)»-O- \©\/ﬁ\
OH
282 [2'-CH; 5'-CHj (CHg)2-O- \@\)(L
OMe
283 |2'-CH; 5-CHs (CHz)2-0O- \©\/ﬁ\
OH
284 |2'-OCH3 5-CF3 (CH2)2-O- m
OMe
285 |2-OCHs 5'-CF (CHa)2-O- \©\/ﬁ\
OH
286 |2-CH3 5-CF; (CH2)2-O- \©\/ﬁ\
OMe
287 2'-CH3 5’-CF3 (CHz)z-O- \@\/ﬁ\
OH
288 (2'-Cl 5-CHjs (CH2)2-O- \©\)CL
OMe
289 [2'-Cl 5'-CHj (CHa),-O- \©\)OJ\
OH
290 |2'-Cl 5-Cl (CH2)2-O- m
OMe
291 |2’-Cl 5-Cl (CH2)2-O-

¢

OH




189 92013 190
292 |(2'-Cl 5-F (CHy),-O- \©\/ﬁ\
OMe
293 |2'-Cl 5'-F (CH;),-O- \@\/ﬁ\
OH
294 (2'-Cl 5'-CF3 (CH3)2-O-
\Ej\[(o\ﬁm3
CH,
o} CH,
295 [2'-Cl 5'-CF; (CH2)2-O-
\©\”/OH
o}
296 |2’-Cl 5-CF3 (CHgz)2-NH-
\©\H/o\|<c;{3
CH
g R
297 |2'-Cl 5-CF3 (CH2)2-NH-
o)
\©\H/ \CH3
o)
298 (2'-Cl 5'-CF3 (CHz)2-NH-
@WOH
0
299 [2CI 5-CF3 (CHa)2-NH- \©\/[OL sz
o
300 |2-CI 5-CF3 (CH2)2-NH- \@\/ﬁ\
OH
301 [2-CI 5'-CF, (CHz)z-O- m
H.C
37N OMe
302 |2-CI 5'-CF; (CHz),-O-

ST

0

/
o ;
O

OH




191 92013 192
303 |2’-Cl 5'-CF3 (CH3),-O- "
304 |2’-Cl 5'-CF3 (CH2)2-O- 0
@w
305 |2'-Cl 5'-CF; (CH>),-O- F
o}
\C[W .
O
306 |2-Cl 5'-CF3 (CH2),-O- F
W@;(OH
(6]
307 (2-Cl 5'-CF3 (CHz)-O- CF,
o}
\@( -
(6]
308 (2'-Cl 5'-CF3 (CH2)2-O- CF,
WCL(OH
6}
309 |2'-Cl 5-CF3 (CH2)2-O- F
O
\Q;( -
F (0]
310 |2-Cl 5'-CF; (CH2)2-O- F
mw
F (6]
311 |4-F 2-F -CH- : OH
e}
312 |4-F 2'-Cl -CHz2-

O~ @]
o




193 92013 194
313 |2-Cl 5-CF;, (CH,),-O- 5
mOMe
CH3
314 |2’-Cl 5-CF; (CHy)2-O- 5
mOH
CH,
315 [2'-Cl 5-CF; (CH2)-O- j@\/ﬁ\
F OMe
316 [2-Cl 5-CF;, (CH2)2-O- m
F OH
317 | 2’-ClI 5-CF3 (CH3),-O- &
\Q\)\OMe
CH,
318 [2-Cl 5-CF, (CH2)2-O- o
\Q\/U\OH
CH,
319 |2-Cl 5-CF3 (CH3),-O- j@\/ﬁ\
Ccl OMe
320 [2-Cl 5-CF; (CHy),-O- m
1 OH
321 |[4-F H (CHg2)2-O- m
€1 OMe
322 |4-F H (CH2)2-O- j@\/ﬁ\
cl OH
323 |2'-Cl 5-CF; (CH2),-O-

£

OMe

o
w
(@]
Q
i
w




195 92013 196
324 |2-Cl 5'-CF; (CH2),-O- 0
mOH
HBC CH3
325 |2'-Cl 5'-CF3 (CH2)2-O-
\Q\W/OME
@l o}
326 [2'-Cl 5'-CF3 (CH2)2-O-
\QYOH
cl (@]
327 |4-F H (CH2),-O-
\Q\[(OMe
Ccl (0]
328 |3’-CF3 H (CH2),-O-
\Q\"/OMG
cl (0]
329 [3-CF3 H (CH2)2-O-
\Q\I(OH
@l (0]
330 |2'-Cl 5'-CF3 (CH2),-O- 5
\QILOMe
H,C CH,
331 |2-Cl 5'-CF3; (CH2),-O- &
\QI“\OH
H3C CH,
332 |3Crs H (CH,)-0-

o}
OMe

H.E CH




197 92013 198
333 |3-CF3 H (CHa),-O- "
OH
H,C CH,
334 |3'-CF3 H -CH,- O«
CH,
T
335 [3'-CF; H -CHgz- OH
SO
336 |3'-CF3 H -CH»- J/\N/CH3
|
©Eo CH,
337 |3'-CF3 H -CHz- OH
SR
N
H
338 |3’-CF; H -CH,-
o)
N
H
339 [2'-CI 4-F (CHy)2-O- F
0
0
340 [2-ClI 4-F (CH),-O- =
\C[”/OH
o)
341 (2'-OCH3; 4'-F (CH3),-O- F
o)
342 |2'-OCHj; 4-F (CH2)2-O-




199 92013 200
343 |2-F 4-F (CH2)2-O- F
o
\Cg( e
0
344 (2-F 4F (CH2),-0- F
W@[(OH
0
345 (2-CHs3 4'-F (CHz)2-O- F
o
\@( -
0
346 |2’-CH3 4'-F (CH2)2-O- F
W@[ﬂ
o}
347 |3'-CF3 H -(CHy)s. \ﬂ/OMe
0
348 |3-CF3 H -(CHa)s. \”/OH
0
349 |3'-CF3 H (CH2)2-O- &
\Q\)‘\OMe
CH,
350 |3'-CF3 H (CHgz)2-O- O
T,
CH,
351 |2'-CF3 H (CHy),-O- 8
\Q\/U\OMe
CH,
352 [2'-CF3; H (CHgz)2-O-

; O
)
=

[®]
B




201 92013 202
353 [3'-CF; H -CH,- o
\Q\/[‘\OMe
CH,
354 (2-OCHj; 5-CH3 -CHo-
T)Ym
e}
355 |2'-F 5-CH3 -CHgz-
@Ym
O
356 |2'-F 5'-CF3 -CHz-
\©\’(OH
(6]
357 |2'-CH3 5'-CH3 -CH,-
\O\”/OH
e}
358 (2'-Cl 5'-CF3 -CHs-
\©\n/0}1
6}
359 | 3-CHjs H -CHz-
\©YOH
o}
360 [2-OCH3 5-CF3 -CHa-
W@YOH
o}
361 [2'-CH3 5'-CF3; -CHa- @\N/
0]




203 92013 204
362 |2-Cl 5'-CHj -CH2-
@Ym
O
363 | 3'-CF; H -CH»- j@\/ﬁ\
H.C
N0 OMe
364 |3'-CF; H -CHz- m
H.C
e OH
365 |3'-CF3; H -CHo- m
F OMe
366 |3-CF3 H -CHa- j@\)oj\
F OH
367 [3-CF3 H -CH3- m
cl OMe
368 |3'-CF3 H -CHo- j@\/ﬁ\
Cl OH
369 |3’-CF; H -CHo-
OMe
C]DY
(0]
370 |3-CF3 H -CHa-
j@\ﬂ/OH
Cl
(0]
371 |3’-CF; H -CH3-
D\"/OME
MeO
(0]
372 |3’-CF; H -CHp-

=
(1)
O, ;
O
o
o




205 92013 206
373 [3-CF, H H -(CHg)2-0- \@\
CN
374 |2-F 4-F |[H -(CHo),-O- F
O
F (0]
375 |2'-OCHj3 4-F [H ~(CHa)2-O- F
(0]
F (0]
376 |2'-Cl 4-F [H «(CHg)2-O- F
(0]
F (0]
377 |2-CI 4F [H ~(CHz)2-O- F
\E;[WOH
F 0
378 [4'-CH;, H 2-CF3 |-(CH2)2-O- \©\)(L
OMe
379 |4-CHj, H 2-CF3 |-(CH2)2-O- \©\/ﬁ\
OH
380 [4-CI H 2-CF3 [-(CH2)2-O- m
OMe
381 |4-Cl H 2-CF3 |-(CHy),-O- \@\/ﬁ\
OH
382 |4°F H 2-CF3 |-(CH2)2-O- m
OMe
383 [4-F H 2-CF3 |-(CH2)>-O-

¢

OH




207 92013 208
384 |3-CF3 H 2-F  |-(CHy),-O- \©\)Oj\
OMe
385 |3-CF3 H 2-F  |-(CH),-O- \@\/ﬁ\
OH
386 |3-CF; H 2-Cl  |-(CHy)-O- \@\/ﬁ\
OMe
387 |3'-CF3 H 2-Cl |-(CHy),-O- m
OH
388 |3-CF; H 2-CHj3 |-(CHy),-O- m
OMe
389 [3'-CF; H 2-CHj |-(CH2)-O- \@\/[(L
OH
390 (3'-CF; H H -(CHy)- = | & i,
NS )TCH3
N 0" Nem,
391 |3-CF; H H -(CHy)- \©/CN
-CF, H H -(CHy)-
392 |3'-CFs (CH2) \@/\NHz
393 |3'-CF3; H H -(CHy)- | N
=
ENT N
394 |4-F 2-CH; |H -(CH2)-O-
mo CH,
T,
o} CH,
395 |4-F 2-CH; |H -(CH2)>-O-




209 92013 210
396 [2-F 4F JCHa)zD-
O~ -CH,
o
O CH,
397 (2-F 4'-F ~(CH2)2-O-
OH
0
398 |2'-Cl 4-F -(CH)2-O-
O*CHB
CH
o CH, °
399 |2’-Cl 4'-F -(CHz)2-O-
OH
0
400 |2'-OCH3 4'-F -(CH2)2-O-
Ok, ACH,
Tex,
0 CH,
401 (2'-OCHj3 4'-F -(CH2)2>-O-
OH
¢)
402 [3'CF, H CH- \©\/ﬁ\
OMe
403 |3-CF3 H -CHz- \@\)(L
OH
404 |3-CF, H ~(CH2)2-O- \©\/ﬁ\
OMe
405 |3-CF, H «(CHz)2-0-




211 92013 212
406 [3'-CF3 H ~(CH2)>-O- m
OMe
il H -(CHZ)Z-O- \Q\i
OH
408 |2’-Cl 5'-CF3 -(CH2)-O- \©\/ﬁ\
OMe
409 (2'-Cl 5'-CF; -(CHz)-O- \@\i
OH
410 |3’-CF3 H -(CH2)-O-
\©\(N
7N
0]
N%
H
e}
411 |3'-CF; H -CHz- \O\
CN
412 |(3’-CF; H -CH2-
/N \
O
N%
H
(0]
413 [3'-CF; H -CH»-
N
\©\///
414 (3-CF3 H -(CH)2-O- NQN
| =
415 |2’-CH3 4'-F -(CHz)2-O- F
(0]
F (0]
416 |2'-CH3 4'-F -(CH2)2-O-




213 92013 214
417 |2'-Cl 5'-CF3 -(CH3)2-O- m
OMe
418 (2'-Cl 5-CF; -(CH2)-O- m
OH
419 [(2'-OCH3; 4-F -(CHy)2-O-
OMe
H}(DW
(0}
420 |2'-OCH3 4'-F ~(CHa)2-O-
OH
Han(
0
421 |2’-OCH3 4-F -(CH2)2-O-
OMe
an(
(e}
422 |2’-OCH3 4-F -(CH2)2-O-
OH
Fa(;©\”/
(e}
423 |2’-OCH3 4'-F -(CH2)>-O- CH,
O
H;jij\( e
o}
424 | 2’-OCH3 4-F -(CH2)2-O- CH,
OH
0
425 |2'-CH3 4-F -(CHz)2-O-

OMe

'

w

[@! ;
o




215 92013 216
426 [2-CHs 4F ~(CHp)-0-
OH
F,C
0]
427 |2-F 4-F {EH -0 CH,
0]
H3(;©\n/ ~ CI—I3
0
428 |2F 4F «(CHz)z0- CH,
OH
H,C
6}
429 |2’-OCH3 4'-F -(CHz)2-O-
Q(OME
F
(o}
430 |2-OCH; __ |4-F ~(CHo)-O-
Q(OH
F
o
431 |2-Cl 4F ~(CHz)2-O-
DYOMS
EF
6}
432 |2'-Cl 4'-F -(CHz)2-O-
?@Ym
F
0]
433 |2-F 4F ~(CHy)2-O-
D\”/OMG
E
o}
434 |2 F 4F <(CH2)2-0-




217 92013 218
435 [2-CH; 4'-F -(CHy),-O-
D\WOMG
F
(o}
436 (2’-CH3 4'-F -(CH2)2-O-
DY,H
F
(¢}
437 |2-F 4-F -(CH2),-O-
OMe
an(
(0}
438 |2'-F 4'-F -(CH2)-O-
OH
F3;©\"/
o}
439 |2'-CI 4'-F -(CH2)2-O-
OMe
Facjij\n/
o
440 [2-Cl 4-F -(CHp)»-O-
OH
F3;©\n/
o}
441 [2-CI 4'-F -(CH2)>-O- CH,
o}
H3C:©\“/ 4o CH3
e}
442 (2'-Cl 4-F -(CH2)2-O- CH,
OH
0
443 [2'-Cl 4'-F ~(CH2)2-O-

HC

& ;
O
/

Q

auf

w




219 92013 220
444 [2'-Cl 4-F -(CHy),-O-
OH
H,C
O
445 [2'-CH; 4-F -(CHz),-O- CH,
O
H3(;©\n/ “cH,
(0]
446 [2’-CH,3 4-F -(CH2),-O- CH,
OH
H3C
O
447 [2'-CH, 4-F -(CHp)-O-
O
H3Cj©\'( \CH3
(0]
448 |2’-CHs 4-F -(CHg)-O-
OH
H.C
(0]
449 |2'-CI 4-F -(CHz)s- \N/\‘
N
L, ; -
450 [2'-Cl 4-F -(CHaz)s. \D
451 |2-Cl 4-F -(CH2)a. \D
452 |2'-Cl 4-F -(CH2). \@
453 |2'-Cl 4'-F -(CH2)s. \N/C'H3




221 92013 222
454 |2'-OCHj; 4'-F -(CH3)2-O-
O\
H3c:©\n/ CH,
0
455 [2-F 4F -(CH)z0- j@\rr
0 CH
H,C :
- \I<CH3
o CH,
456 |2-F 4F {(CHy)-O-
OH
H3cj©\n/
0
457 |2-Cl 4F CHy- =
' P
H,N N
458 |2’-Cl 4-F -CHo- X
| 2
H,N N
Y
0
459 [2'-Ci 4F -(CH2)2-O- 3
N O,cH3
=
N
460 [2'Cl 4F ~(CHz)2-O- 5
| A OH
~
N
461 {2'-Cl 4'-F -CHy- O/CH3 D
Sl
CH,
462 |2’-Cl 4'-F -CH,-

gk
v

Q
s}
w




223 92013 224
463 [2-Cl 4F -CHy | ~
=N
H,N
464 |2-CI 4F CHz- ] N
N
HN 2
465 |2'-F 4F CHz
ol \©\
COOH
466 |2-F 4F ~(CHz),-O- 0
o
//[:::]/JL\O/C(CHJ3
467 (2'-F 4-F -(CH2)>-O- //[:::T/COOH
ol
468 |4-F H <(CH2)»-O- 0
//[:::]/JL\O/C(CH”3
469 (4'-F H -(CH2),-O- /©/COOH
470 |2'-F 4'-F -(CH2)2-0O- 0
471 |2F 4F ~(CHgz),-0- /©/000H
472 [2°F 4F CHx e :
COOH
473 [2-F &F CHy-
\\I::::l\\//COOCH3
474 |2-F 4F -CH,-

%

COOH




225 92013 226

475 |2'-F 4-F -(CH2)2-O- 0
#
476 |2'-F 4-F -(CH2)2-O- COOH
’* T
477 |2-F 4-F -CHz-
: L

COOH
478 |2'-Cl 4-F -CHo- \@\

COOH
479 |2-Cl 4-F -(CH2)2-O- o)

/©/lk O/C(CH?’)3
480 |2-Cl 4-F -(CH2),-O- : _COOH
481 |2-O-CHF, |4-F -(CHz)2-O- 0
482 |2-O-CHF, |[4-F -(CH2)2-O- : _COOH
483 |2-O-CHF, |4-F -CHa- i _COOH
484 [2-O-CHF, |4-F -(CH2)2-O- 0
/E:'/LO/C(CHQ3

485 |2'-O-CHF, |4'-F -(CH2)-O- /©/COOH
486 |2'-O-CHF, |4-F -CH,- /O/COOH

Pr=1-meTtnneTtun (abo isonponirn)

* Cnonyku 170, 171, 406, 407, 468, 469, 470, 471, 472, 473, 474, 478, 479, 480, 484, 485 i
486 € noxigHUMK paLeMivyHoi 4-MeTOKCIiIHAO0NIH-2-KapOOHOBOT KUCITOTH.

o Cnonyku 465, 466 i 467 € noXigHMMK paueMiyHOi 5-MeTOoKCiiHAOoMIH-2-kapOOHOBOI KMCINOTW.
# Cnonyku 475, 476 i 477 € noxigHMMM paLeMiyHOi 7-MEeTOKCiiHAoMiIH-2-kapOoHOBOI KUCMNOTH.

BionoriyHa akTUBHICTb

TecT Ha TpaHcakTMBaLito XiMepHux Ginkis GAL4-
LXR nicns TpaH3uTHOI TpaHcdekuii B knitnHn COS-

7.

TecTn Ha TpaHcaKTMBaLit0 3acHOBaHi Ha 3gart-

HOCTi SA4epHUX peuenTopiB:

(1) Bo 3B'A3yBaHHSA 3i cneumndivyHO NOCNIAOBHI-
ctio OHK (RE=enemeHT Bignosigi, Response
Element), nokanizoBaHoi nepeg npomMoTopoMm, Yepes
ixHin OHK-3B8'asytouni gomeH (DBD);

(2) i BO NigBULLEHHST TPAHCKPUNLIi reHa nig KoH-
TpPOrieM A4aHOro NPOMOTOpa 3a HasiBHOCTi aroHiCcTUY-
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HOro niraHga yepes ixHi niraHa-3B'a3yrYMin JOMEH
(LBD).

MeToto TecTy Ha TpaHcakTusauito knitmH COS-
7, po3pobneHoro TyT, € OuiHka edeKkTy Cnonyk Ha
aKTUBHICTb ntoacbkux peuentopiB LXR: BiH gae mo-
XINMBICTb OUIHWTM B3aEMOLi0 CMONnykK 3 peuentopa-
Mu LXR i Bu3Hauntn ECso Ui€i B3aemogii. Llen Tect
3aCHOBaHU Ha BUKOPUCTaHHI XiMepHUX Binki
"Gal4-LXR", Wwo MicTtaTb niraHa-3e's3ytounin JOMeH
(LBD), LXR (mogcbkoro LXRo abo nwoacbkoro
LXRB), anutun 3 OHK-3B'asytoumm gomeHom (DBD)
Gal4. Knitunn COS-7, Takum 4mHOM, niggaroTb Tpa-
H3UTHIN KOTpaHCceKLUii:

- EeKCMNpecCinHUM BEKTOPOM, L0 KOAYE XiMepHUIn
6inok "Gal4(DBD)-LXRo(LBD)", abo ekcnpeciiHnum
BEKTOPOM, WO Koaye XimepHun 6inok "Gal4(DBD)-
LXRs(LBD)"; i

- BEKTOpOM-penopTepom, wo mictutb Gal4-RE
(enemeHT Bignogigi Gal4), wo po3snisHae DBD Gal4 i
nokanizoBaHun nepeq MiHiManbHUM MNPOMOTOPOM
PTK, 9kuin KOHTpOMtoE reH noumdepasu.

AKTUBHICTb ntoundepasm, LWo NpoayKyeTbCA Ta-
KMM YMHOM, reHepye MoMiHecUeHLilo 3a HasBHOCTI
HaanuwKy cybcTpaTa, WO € KinbKiCHUM napameT-
pom, sikun BigoGpaxae B3aemogito cnonyku 3 LBD
LXR.

Cnonykn 3rigHoO 3 BMHAXOOOM OLHIOTL LLOAO
eTanoHHoi crnonyku (T-0901317, CAS RN: 293754-
55-9).

Y paHoMmy TecTi Crnonyku 3rigHO 3 BWHaxoA4oM
MatoTb ECso Hx4e 1 mMkM, peski cnonyku marTb
3Ha4veHHs 3-4 HM.

BionoriyHi BNacTMBOCTI CNOMykK 3riaHO 3 BUHAXO-
OO0M OEeMOHCTPYIOTb iIXHIO MOTEHUINHY LiHHICTb i IXHIO
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KOPUCTb AONS 3aCTOCYBaHHSA SK aKTMBHUX PEYOBUH
nikapcbknx 3acobiB, Mpu3HavyeHux Ans NiKyBaHHS
abo nonepemkeHHs1 3axBOPHOBaHb, 3anexHWX Big
nopyLleHHa perynsauii dyHkuin peuentopis LXRa i
LXRp, 30kpema, rinepxonecrepuHemii Ta gucninige-
Mii, @ TaKoX OXMPIHHSA, aiabeTy, cepLueBo-CyaUHHOTO
3aXBOPIOBaHHSA, OesKUX TUMiB HempopereHepaduii 1
3ananbHOro 3axBOPHOBaHHS.

BuHaxig, kpim TOro, ctocyetbcs dpapmaueBTny-
HUX KOMMO3WLIN, NpU3HAYeHNX Onis nonepemkeHHs
abo nikyBaHHS BuMLE3rafaHUX 3axBOPOBaHb, KOIK
BOHUW MICTATb LLOHaNMeHLLe OfHY 3i cnonyk opmy-
nwn | 3ridHO 3 BUHAXOLOM SIK aKTUBHY PEYOBUHY.

Mpenapatn umx dapMaueBTUYHNX KOMMO3WLN
MOXHa roTyBaTh 3aranbHOMPUAHATUM CMOCOGOM i
BKIMKOYATM B HUX LLOHANMEHLLEe OauH bapmaLeBTUY-
HO MPUNHSATHUA EKCUMMNIEHT, BUOpaHWUA BiAMNOBIOHO
no 6axaHoi apmaueBTUYHOI dopmn 1 BaxaHoro
pPEeXUMY BBEAEHHS.

Cnonyky 3a BUHaxO4OM MOXHa BBOAMTU Mepo-
panbHUM, napeHTepanbHum abo Oyab-aKMM iHLWKMM
GaxaHUM LWNAXOM Yy BUMMSAl CTaHO4APTHMX 403, Lo
MiCTSITb Big 5 oo 250 minirpaMm akTMBHOI peYOBUHY,
NprMYOMYy MOXNMBO BBOAMTU Li JO3W Big O4HOro A0
TPbOX pasiB Ha Ao0y.

3okpema, CrnosnykM 3a BUHAxoAOM MOXHa BBO-
ONTW NepopanbHo y BUIMSAi Niryrnok abo kancyn, wo
MICTATb 3aranbHOMNPUAHATI eKCUUNIEHTN, SK-OT CTa-
GinizaTopu, cypdakTaHTu, Cnomny4yHi areHTn, amarly-
BamnbHi areHTW N po3nyLuyBadi, NpuKnagamMmun Skux €
nakTo3a, Kpoxmarnb, MaHiT, noxigHa Lerntonosu, no-
XigHi niponigoHy, naypuncynsdar HaTpilo 1 cTeapat
MarHito.

Komm’toTepHa BepcTtka O. ManoHeHko

MignuchHe

Tupax 26 npum.
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