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(57) 1 SamiweH NOXIAHI 4-rifgpoKcK-
heHINaNKaHOIHCBO! KWCIMOTW KOHKYPEHTHO! gu  go
AMMP —y dopmynu {)

CO,R!

Alk
A—B—Q—@i 4<Z 0

B SKI
A euBpaHo 3 rpynu, Wo MICTUTE
() deHn, Wo AK BapiaHT, 3aMIWEHWA OAHOK YK
Binbwe rpynamu, We BKIKYaTs
atomMu ranoreHy, Cig anan( Ci3 anrokeun, Cqa
thnyopankn, Hrpun, abo —NR R® pe R ta R® Hesa-
FeXHO OUH BIJ OAHOID - rigporeH un Ci 3 ankin,
() 5-6-4yneHHUA reTepoyuKn, WO MICTMT: LWOHaKA-
MEeHILE OAWH reTepoarton, BwbpaHni 3 OKGHreHy,
HITPOreHy Ta Cynbhypy, Ta

npwegHaro go rpynn B

{1} , Ae C - reTepouyunkn, Bu-
~H80
Bigmin

Jyepes aToM Kinbus C,

3HadeHWA y n  {u), ued
Giyukn
B subpaHo 3 rpynu, Wo MICTUTE

2

-MC 5 ankinen abo C4 5 ankined MC, s ankned, ge M
-0, Sun -I\IRQ, ne R’ -rigpored yn Cq 3 ann,

Het C1 s ankineH, ge Het - 5-8-uneHHnid retepoyurn,
AKMA MICTWTE WOHaAMeHIe ofJWH reTeRoOaTOM HITpO-
reHy Ta, 5K BAPIaHT, WOHAAMEHILIE OfWH IHWWA reTe-
poaTom, BUOPaHWi 3 OKCHUIreHy, HITPOreHy Ta cynbdy-
Py Ta, K BapIaHT, 3amMileHnid Cq 3 ankinom,

Alk - Cy 3 ankinen,

R'- rigpored 4n Cq 3 ankin,

Z- NR3R4é as R . rigpored 4w Cq 3 ankin, a R Y-
(C=Q)-T-R” abo -Y-(CH(OH))-T-R’, ge

(2) Y - heHIN, WO, 9K BAPIAHT, 3aMILLEHUA OfHHUM YN
Binbwe C;; ankinom Tafabo oAHMM YK BiNblie aTo-
MaMW FanoreHy,

(b) T- 3p'Azck, C; z anKiNeHokeH, -0- 4K -N(RB)-, ne R
- NgporeH vn Cq 3 ankn,

{c) R’-Cis ankn, Cs s UMKIOAMNKEHIN YA LMKNoanK,
deHIn, AK BaplaHT, 3amMIleHUWA oAHoK 4l Binbwe
rpynamu, 4o SKMX BXOFSATs STOMM ranoredy, Cqz an-
KN, ©1 s ankokcun, Cg 2 ankneH NRng, KOXHUIA 3 R

ta R" HesanexHo oauH BIA OAHOrO - rigpored, Cqg
ankin, -50-C4 3 ankn abo -CO-Cy s ankin, -S0O-NHC,

s anun, Cqyzankned COsH,

Cgz  ankneH CO5-80.,C15  anwn, abo -
OCHC(OYNH3), 5-8-uneHHWid reTepouwkn, BW3HaYe-

HWA suwe yn (1), abo 3nuTui Biguin @3, ae

kneye D - 5-6-4yneHHWA reTepouukn, AKMA MICTHTb
L CHaWMeEHLEe OLWH TETEPOATOM, BUDPaHWN 3 OKCUre-
Hy, HITporeHy Ta cynbdypy T2, AK BaPIAHT, 3aMille-
HUA (=), skaszaHuid Biyuen npuvegHaHo Jo T dYepes
atom wneusa D, abo C1 s ankineH MR”, aeM-0, 8
uu -NRz, je R2’ Ta R“, HesanexHo - rigporeH 4n Cq 3
ankin,

abo x TayTomepHa dopma Tafabo mapMayeBTUYHO
NPUAHSTHA IX CINb YK CONBBAT

2 Cnonyka 3an 1, Aka BIAPIBHAETBCA TUM, L0 KOX-
HWH 3 BKa3aHWX S5-6-4neHHnx reTepoynKnis subpaHo 3
rpynH, ska BKMOYEE 3aMiWeHl abo HesaMmiweH IMga-
IONIAMHIN,  MINEPHAWN, NINePasuHIN, NIPCNIgNHI,
MOPONIHIN, NIPUAKMN, NIPUAASUHIN, MIPUMIAUHIN, -
pasuHIn, NIPOMIA, MPascnin, IMIAa3onin, Mpadn, ¢y-

{13) C2
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{19) UA



3

pHUn, TIEHIN, OKCA30MIN, I3CKCA3OMNIN, OKcagiasonin,
Tiazonin, Tiagiasonin, Tpwasonin abo TeTpasonin

3 Cnonyka 3a nn 1 uv 2, Aka BIOPIZHAETLCA TUM,
wo A - cheHn, NipyauMn, mnepasnHin abo BeHaoszonin,
KOKHWA 3 SIKUX, AIK BAPIAHT, 3aMIWEHC OgHWM -u Bi-
newe Cq 3 anknom

4 Cnonyrka 3a n 3, ska BigPI3HAETLCA TUM, Wwo A -
theHn, mpugun abo mnepasvHin

5 Cnonyka 3a Oygas-Aknm 3 nonepeaHix nn, A«a Big-
PIZHAETBCA TUM, Wo B - Cy3 anuneH, -N(CH:Cy 5
ankined abo Het-Cy s anwneH, ge Het - S-uneHHuR
reTepolMidl, Wo MICTUTE WoHaAMEHLWE OfWH reTepo-
daToM HITPOreHy, a KpIM TOro, SK BAPIAHT, WE reTepo-
aTom, BUBpaHWi 3 cyNbdyypy Ta OKCUreHy I, AK Bapl-
aHT, 3amieHnid Cq 3 anknom

& Cnonyka 3a n 5, Aka BIQPIZHAETHCH TUM, WO B -
N{CHz)CH:)2, okcasonin-C, s ankineH, B AKOMY Brasa-
HWA QKCA30MIN, AK BAPIAHT, 3aMmileHo Ci 3 ankumom,
abo TIazonIn, Ak BapIAaHT, 3amileHd Cq 3 ankinom

7 Cnonyka 3a Byab-9Kkum 3 nonepeaHIXx NN, AKa
EBigpIZHAETBCA TUM, WO Alk - MeTuneH

8 Cnonyka 33 6yab-AKMM 3 NONEpPegHIX NN, SKka
BiAPIZHAETLCA TMM, Wo R - ngporeH, MeTwn 4u
ertnn

9 Cnonyka 3a n 3, Aka BIAPIZHASTBCA TUM, WO R'-
rigporeH

10 Cnonyka 3a n 1, sika BiAPIZHAETLCA TUM, WO R*
- MIApOreH

1'1 Cnonyra 3a r|n 1, sma BiApI3HAETLCA TMM, WO
R -v- (C=0)-T- R® . ae R BU3HAYEHO ¥ N 1

12 Cnonyka 3a n 1, Aka BIgPIZHAETRCA TUM, WO T -
38'a30K 4n -O-

13 Cnonyka 3a nn 11 4w 12, Aka BIAPIZHAETBCA
TUM, WO R’ - C 5 ankin abo theHn, Ak BapiaHT, 3ami-
WeHUA ofHUM 4u Binblle aToMamwn rancredHy abo
OAHUM uM BINbLlie Cy 3 ankinoM

14 Cnonyka 3a n 10, aka BIQPIZHAETBCA THM, WO
o

BKazaHWn Z - T—R® | T - 38'530K un -O-,

—~NH

R® - Cy3 ankn abo heHIN, AK BapIaHT, 3amIWEHWA
OOHUM YK BiNblue aToMamiu ranoreHy, C1 2 anknom,
Cé3 anv;oxcunom Co 3 anknen NRR™, Je KOXKHWA 3
R%ta R'’ HesanexHo ofwuH eI 0HOrO - rifpored, Cqa
ankn, -SC;Cq 3 anun abo -CO:C, 3 ankn, -SCO:NHC4
3 ankn, Cpzankned COsH, Cy 3 ankned CO:Cy 1 an-
kin abo -OCH:C{O)NH2)
15 Cnonyka 3a nn 13 4w 14, Aka BIAPIZHAETLCA
TUM, WO R'-

Rl3

e R'. deHin abo OCH-
16 Cnonyka 3a n 1, Aka BIgPIBHAETBCA TUM, WO (I

hopmyna 1{a)

coH
A+~B~—04©/\<N?f

[+)

(12)
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de A 1a B onvcano y n 1, a Ar - cbeHin abo 5-6-
UNEeHHWA T[eTepoapur, Wo MICTHTE LWCOHAKMEHLWe
OflUH reTepoaTon, BUBPAHWEA 3 HITPOreHy, cynsdypy
Ta OKCUFEeHY, 3 TAKOX || CONbBAT

17 Cnonyka 3a n 1, Aka BIQPIBHAETBCA TUM, WO I
BMBpaHQ 3 rpynu, WO BrRAKOYaE
meTvn[2-(1-kapbokcn-2-{4-[2-(5-meTnn-2-
dheHinokcason-4-
InjeTokcu]deHIn}eTUNaMIHO)BeH30aT],
3-{4-[2-({beH3oKcaz0N-2-INMeTUNaMIHO)eTOKCH]peH I} -
2(8)-(2-6eH3oineHINamMIHO)-NPONIOHOBY KNGNOTY,
3-{4-[2-(6eH3okcas3on-2-INnMeTnnamiHo)eTaKCH]dpeHIm}-
2-(2-ymrnorercarkapboHindgerinamiHO)-NpPCNICHOBY
KUCIOTY,
3-{4-[2-({beH3oKcaz0N-2-INMeTUNaMIHO)eTOKCH]peH I} -
2-(2-6eHzoinTiodeH-3-1NaMIHO)-NPONIOHOBY KUCHOTY,
2(8)-[1-meTokcurapboHin-2-(4-{2-[5-meTwn-2-(4-
METUNMINERAa3NH-T1-1N)TIA30N-4-
InjeTokcu}dreHIN}eTUNAaMIHO]BeH30RHY KEMCNOTY,
2(S)-(2-6ensoindeninamino)-3-{4-[2-(MeTunnipuauH-
2-InamiHo)eToKCH]dheHIn}-

NPOMICHOBY KNGROTY,
2(5)-(2-Cenzomnderinamuo)-3-{4-[2-{5-meTnn-2-
dherinokcason-4-metokcu]deHin}-

NPONICHCBY KWGNOTY

Ta Il $apMaLeBTHYHO NPUAHATHY CINke Ta CoNbBBAT

18 Cnonyka 3a n 14, aka BIAPIZHAETBCA TUM, Wo A
— cheHn, mipugun, ninepasuHin abo Gexaosonin, Kox-
HWA 3 AKNX, AK BARIGHT, 3aMiWeHo ogHuM Y Binblie
C1zankinom, a B— N{CH3)CH,)s, okcasonin-C, ¢ anki-
FEH, B SIKOMY BKA3aHWA OKGA3ONUI, SIK BAPIAHT, 3aMml-
weHo Ciz anknom, abo TIA30Min, SK BAPIAHT, 3aMI-
WeHWA C1 3 anknom

19 Cnonyka 3a Oygae-akum 3 nn 1-18 gana sukcpw-
CTaHHA ¥ Tepanil

20 Cnonyta 3a 6yab-akuM 3 nn 1-18 4na supobHUL-
TBa Me[WMKaMeHTIE ANS NIKYBaHHA  3aXBOPHOBAHbL,
onocepegroBannx  AMMP —vy, TUKYBAHHA NNEprike-

MI, guanimigeMn, glabety Tuny I, giabety Tuny I, -
NEPTPUINILEPUAWMII, CUHAROMY X, HECMPWAHSTIIBO-
CTI IHCYMIHY, CEepueBCl HegoCTaTHOCTI, AlabeTuuHol
Ausniniaemi,  TNepnimfemil, TINepxonecTepuHenil,
rinepTeHsl, CepueBo-CYAVHHUX po3nafiB, ocobnueo,
ATEepOCKNEeposy, OXMPIHHA, BYMIMIYMHOI Ta HepBoBOI
aHopercl Ta NIKyeaHHA ocif, wo noTpebyloTe 3HM-
KEHHA PIBHA MFOKO3W ¥ KPOBI

21 <CapwmayesTvyHa KOMNOIWLUIA, WO BKNHYAE Cno-
nyky 3a 6ynb-Akum 3 1N 1-18 abo 1 apmalesTUUHO
NPUAHATHY Gl YW COMNBBAT Pa3oM 3 (hapmMayeBTUHHO
NPWAHSTHAM HOCIEM

22 Cnocib nikysaHHs abo nonepeaXeHHA 3axBopro-
BaHb YW CTaHIB, onocepegroBarux AlMP -y, a Ta-

KoM nneprrkemil, gnsrunigenn, giabety tony I, gia-
BeTy TUNY |, nnepTpurniyepuanmMil, CuHApomy X
HeCNPUAHATMWBOCTI IHCYMIHY, CepUeBOl HEJOCTATHOC-
71, glabeThdHol guaminigemi, rinepninigeMmil, rnepxo-
necTepyHemMIl, TINepPTEeH3ll, CepUeBo-CYAMHHUX pPo3-
nagis, ocobnWMBD,  ATEPOCKNEeposy,  OXHMPIHHS,
OynIMIYHOI T2 HEPBOBOI BHOPEKCH, WO BIIKYAE 3a-
CTOCYBAHHA cnonykn 3a byae-akum 3 nn 1-138

23 Cnocl6 3HWMEHHs PIBHA MTIOKO3M ¥ KPOBI, WO
BKMIOUAE 3ACTOCYBAHHA CNONyKM 3a Byab-sKMM 3 NN
1-18

24 CnociG ogepxaHHs cnonyky 3a n 1, WwWo BrIoJyae
peakuio cnonykd dopMynu A-B-X a1 cnonykoto dop-
Mynu (1)



et

Ae A, B, alk, R'taz BuaHaueHo 3an 1, B MicTute C,4
g anKneH Ta X - TZpoKCHUreHa aﬁo 3gaTHa go
BILWENNEHHA rpyna

25 Cnocib zan 24, arii BiAAPISHAETBCA TVM, WO X -
ranoreH, rNgpokCWnbHA, ankil- Yd apuncynehoHINCK-
curpyna, A - deHin, nipuaun abo beHaokcasonin, B -
BkazaHuii Het- Cq s ankinen, a Z - -NH-Y-(C=0}- T R®,
ae Y - cbeHin, Ak BapIAHT, 3aMILLEHNHA OFHUM 4K 6|—
newe Cq: anknom Tafabo ogHWM 4K BiNkWwe atoMma-
MW ranoredy, T - 38'A30K aCo -O- a R’- Cy5 ankin
abo ¢deHIn, AK BAPIAHT, 23aMILLEHHUA OAHUM YK GIJ'IbLLIe
C1 2 ankinom, aTonnom ranoreny, Co s ankned NRQR
A2 KOXHWA R ta R HesanexHo OfWH BIf OAHOTO -
rngpered yn Cq : ankin, -S0.Cy 3 ankin abo -CO; T 3
ankn, -SONHCq 3 ankin, Coaz ankned CO-H, Cos
ankned CO-C, 3 ankin abo -OCH2(OJNH-)

26 Cnocib 3a nn 24 abo 25 Akvk BigpisHAETHCA
TUM, Wo R' - rgpored, a X - ranoreH abo ankin- uu
apuncynbgOHINoKCUTRYNa

27 Cnocib 3a n 26, AkviA BIAPIZHAETECA TUM, WO
BKazaHoK A-B-X Ta BKa3aHO CNOMYKCH (ORMYIN

(e

p,e OMs — 3aaTHa 0 BIAWENNEHHS Me3unaTHa rpyna,
—¢peHin abo OCH:

28 Cn00|6 3a n 24 abo 25, AakmiA BIOPIZHAETLCA

TUM, WO R'-Cyzankn, aX- NgpcKcursHa rpyna
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29 Cnocib 3a n 28, skui BIAPISHAETBCA THM, WO
BKa3aHa peakuld BrMtovae peakuno MiuyHoby 3 Ha-
CTYMHUM MAPOMIZOM NO3HAUEHOrC ankmMbLHOTO ecTepy
[0 BIANOBIAHO! KWGNOTK Be3 BUAINEHHS ecTepy

30 CnociB 3a n 28, AKWA BIQPIBHAETBCA TUM, WO
BKkazaHy peakuilo MiyyHoby NpoBogATE ¥ peakylidHIA
CYMILWI, WO MICTUTE TOMNyorn

31 Crnocib 33 Oygb-AkMm 3 n 28-30, HAkui
BiAlPi3HAETLCA TVM, WO Bka3aHOK A-B-X Ta Bkaza-
How cnonykok dopmyniu (Il) e

IS
1
HO oy MM

I
ae R™. deHin abo OCH;

32 Cnoci® 3a nn 24 abo 25, akUA EIQpPIZHAETBCA
TUM, Wo ¥ cnonyul dsopmynu (I} Z -

e
O

a BUroTOBMeHHa crnonyky dopmynu (|} ekntouae cno-
YaTKy BMUroTORNEHHA crnonyku copmynn {11}, B AKIA Z -

o R
~0

a nomiM peakyito 1l AergpyBaHHA 3 KaTanisaTopom
AergpyBaHHA Y NPUCYTHOCTI aKUENTOPA MAROreHy

33 Crpocib 3a n 32, Akvi BIAPISHAETLCA TUM, WO
aKUENTOPOM MAPOreHy € apOMaTUYHA HITPOCNONYKA

3r4HO 3 BMHAXOZOM 3aMPOMNOHOBAHC CNOMYKMK,
cnocobu X BUroTOBMEeHHA, hapMaleBTUUYHI KOMNO3|-
Ui, Wo IX MICTATE, Ta 1X BUKOPUCTAHHS ¥ MEeRWLMWHI
3okpema, Ue BIFHOGUTLECA FO GNOMYE, WO BAABNATL
AKTUBHICTL, BKMIOYAIOMU KOHKYPEHTHY, aKTUBYSMMIA
nponicpepaTopoM NEPOKCMIOMHWA  peuernTop rama
{AMNMNP-y), a ToMy 3gaTHI MOgYIIOBaTU pPIBEHE MKOKO-
31 ¥ KpPOBI CCABLIB

NikyearnHsa yykposoro giabety Tuny Il abo Hesa-
nexHoro B1A HeymiHy (LWOHN, 3anuwaeTeea Hesano-
BINbHUM, HE3BAMAKCHN HA LMPOKE 3ACTOCYBAHHS IH-
CYnIHY, CyNbthoHINCEYOBHH (Hanpuknag,
xnopnponamigy, Tonbyramgy, Tonasamigy) Ta Birya-
Higie (Hanpwknag, dendopmiHy, meTdopmiHy) AK
nepopaneHUX  NNornikemiuHux  3acobie  JlikyBaHHA
LAHI 38U4aAHO NOUMHAKTE 31 CMONYYEHHA AIETU Ta
BNPaB 3 NEPexXoioM A0 NePOPanbHUX FMOFMIKEMIYHUX
s3acobie (Hanpuknag, cynedoHINceqoBUH), a ¥ Binbw
CYBOPWX BUNEAKax - IHCyNIHY Ha xanb, HaaBHI Nno-
rMkemiMHL 3acoBh BUKNVKAKTD WAPoKe kono Heba-

KEHNX TOKCHUYHWX ebeKTIB, Wo oDMEeXYIOTE IX KOpWUC-
HIcTe Apu NikyeadH LAHI OTxe, acHa HeobxaHICTL
CTBOPEHHA HOBWX MNOrAikeMI4HWX 3acoBie, sk 6ynu 6
MEHLL TOKCHYHWMK, abo focAaranu yonixy Tam, ae IHwWi
HeedbeKTUBHI

B ocTaHHe gecATnpidus AK edekTuBHI aHTngia-
BeTUUHI 3acoBK, WO NOCUNIOKTE YYTTUBICTE A0 IHCY-
FIHY KOHKPETHHWX TKAHWH (CKeMeTHUX M'A3IB, NeulHKW,
HUPOBOI) Ha TeBapuHHUX mogensx UAHI, a Takox
3SMEHWYITE PIBEHb NINIGIB T IHGYNIHY ¥ KPOBI ¥ LUX
TBARMHHWX MOJensx, 3'ABUBCH KIac Crnonyk, Lo BI-
OOMI AK TIA3CMAHAICHA (HAanpuKnag, y naTeHTax
CWA 5089514, 4342771, 4367234, 4340605,
5306726) HewopgaeHo Byno NokasaHo, Wo TIasonigl-
HEIQH TROMMITA30H MaE aHanori“HWA KOPUCHWA BNNKE
Ha NIOANHY, WO CTPRKAEE BIL IHWKEHO! TEPNUMOCTI
O [TIOKO3W, METAboNMHOIo CTany, LWe Nepegye pos-
euTky LIAHI Ta Ha nauyieHTe, Wo cTpaxaawTe B
UAHI (J J Nolan et al, N Eng J Med 1188-1193, 331
(1994)) TNpu HeBW3HAYEHOMY MeXaHI3MI Al TIa3onigl-
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HAIOHW HE BUKMHKAITE 38INLLWEHHA CeKpeLl IHCYMNIHY
abo Jncna uu CrnopIGHEHOCT! INAHOK 3B'A3YBaHHA
peLenTopIB IHGYNIHY, Lo BKAsye HA Te, Lo TIazonigl-
HAIOHW BNNUBAKOTL HA NOCT-PEUENnTOPHI CTAfNl CUTHA-
nisayiiHoro  kackagy IHeynmiHy (J R Celca and
D R Morton,"Antthyperglycemic  thiazolidinediones
cightazone and its analogs" MNew Anbdiadttic
Grags,C J Balley and HH Flatt, eds , Smith-Gordon,
New York, 255-261 (1990))

TiasonIfHAIOHA TAKOXK BUKMUKAIOTE 1N viItro xupo-
BY AndbepeHyiayiia NHIA nonepeAHWKIB XU POBUX KNI
TuH (A Hiragun et al | J Cel Physiol 124-130, 134,
(1988), (R F Klertzen et al , Mol Pharmacol 393-398,
41 (1992)) Obpobra nonepefHUKIB XUPOBUX KNITUH
TIA3CMIAIHEIOHOM NISINITA30HOM NpPU3BOAWTE A0 3pO-
CTaHHA ekcnpecll xupocneyndl4HWx reHie aP2, a
AAMNGCHH, a Takox TpaHcnapTHI Binkn miokosn GLUT-
1 172 GLUT-4, Wwo magTpumyoTs TMNOTMIKEMIYHY A0
TIA3CAIAHAIOHIB, 34AETHCA, IN VIVO MOXYTh ByTW no-
cepeiHUKaMK 3 KPOBOHK TKAHWHOI

HewopaeHo Byno BigkpuTO HecneyudMHURA [neH
cTepala/TupeoI4/peTuHoIAHOMD pelenTopa, Wo BIA-
HOCHUTECA A0 AKTWBYIOUMX JITAHAN TPaHCKRUNLIAHWX
haKTopIB NI HA3BOW - KTWBYEMWI NpOnigepaTopomM
NepoKCU3oMHMIA pedenTtop rama (AMMP-y) AMNNP-y e
ofgHWM 3 Bnuseko cnopigHenux AMMP, wo kogoeaH
HesanexHuMu reHamu (C Dreyer et al, Cell §79-887,
68, (1992), Y Shu et al , J Biol Chem 26817-26820,
268, (1993), (S AKliever et al | Proc Nat Acad Sai
USA 7355-7358, 91 (1994), (A Schmidt et al,
Mol Endocrmol 1634-1841, 6 (1992)) Byno sugineHo
Tpu AlTNP ccaeuis, gkl Hassanwn AlMP-w, AlNMP-y Ta
NUC-1 Ul AMNMP perynioloTe ekCnpeciio YinboBoro
reHa npMegHaHHAM 0O enemMeHTIB  NOCIIgoBHOCTI
OHK, Akl nassaHo enementamw Bigryky Ha AMMP
(EMNMNP) ENMNP éyno sdaeneHo cepel, NOCUNIOBAUIB
psgy reHis, Wo KogywTe BINKW, SIKI perynickoTe ninig-
HWA oBMIH, a Ue nmAgTpWMye BUcHOBOK, wa AP
rparTe BUPIWAN:sHY Ponb B 8AUNOrEHHOMY curHani-
salMHOMY Kackagl Ta mnigHomy romeoctasl (H Keller
and WWahl, Trends Endocnn Met, 291-296 4
{1993)) 3apaz noe4OMNEHo, WO TIA3OMIEHAICH €
MOTYTHIMU Ta BUBIpKOBUMK akTwBaTopamiu AMMNP-y 1
npueaHyoTLCs  BeanocepeAHbe A0  pelenTopiB
AMMP-y (JM Lehmann et al, J Biol Chem 12953-
12856, 270, (1998)), wo ceiquute npo Te, woe AlMNP-y
€ LN ANA TEPaneBTUYHOrQ BAMWBY TIA30NIAIHAIO-
HIB

ABTOpPWY BMABWNU HOBY Fpyny CNONYK, AKI NPUEA-
HyloTecA Ao peuentopie AMNMP-y | arueyiote 1x L
CNONYKN TAKOXK BUABNAKTEL rAPHY aKTHUBHICTL NO BIA-
HOLUEHHIO A0 3HWKEHHS [MIOKO3U ¥ KPOBI | TOMY KOPU-
CHI NPV NIKYBaHH! Ta/aBo npoinakTulyl nneprnikemi,
AWsNINIgeMIl, 30KpemMa Npu NikyeaHH glabety Tuny |

BusABneHo TakoX, WO LUl GNOMYKA KOPUCHI NPKU Ni-
KyBaHHI Ta/abo nNpodunakTuyl IHWWX 33aXBOPKBAHDb,
BENtOMaoun  gilabet Tuny |, nnepTparmiuepugumi,
CUHAPOMY X HECNPWAHSTNUBOCTI IHCYMNIHY, CepLUeBol
HecTadl, FIaBeTWdHOI AU3NINIGEMI, TINeprInigemi,
rinepxopgecTepemil, MNepTeHsil Ta cepUeBocylWHHUX
posnagie, ocobnueo, atepockneposy Kpim Toro, BU-
ABMEHO, WO Ul CNOMYKM KOPWCHI ANA PeryrnosaHHA
ANETUTY Ta TPARMEHHA 1¥1 ¥ NePCCH, L0 CTPAXAATL
BIf TAKUX PO3NAAIB, AK OXUPIHHA, ByniMIuHA Ta Hep-
BOBA aHOpPeKCIs

3rgHo 3 BWUHaXOAOM 3aNpPONOHOBAEHO CNOMYKW
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dopmynu
£oR'
[5’\3 ax =
a Y, ¢
RN 0
B AKWX

A BUOpaHO 3 rpyny, WO MICTUTE

{1} beHIn, AK BaPIAHT, 3aMILEHWA oAHOK YW BiI-
nblle rpynamy  atomu rancredy, Cieankn, Cy
zankokeun, Cq xdpnyopankin, Hmpun, abo NR?Rg, e
R’ ta R® HesanexHo opuH BIA 0AHOrO - raporeH 4u
Cq zankin,

() 5-B-uneHHWA reTepouUMKn, AKWA MICTHTL LC-
HaAMeHLLe OAUH reTepoaTomM, BUBPaHWA 3 OKCUreHy,

HITpOreHy Ta cynpypy, Ta
{in) anwTui Biyukn

2
i ¢
""‘-:.M/

ae C - reTepouynkn, su3HadeHwn v n (1), yed Oi-
LUK NpWeaHaHo Ao rpynv B uepes atom kinbysa C,

B subpaHo 3 rpynu, Wo MICTUTE

{iv) C1 sanKineH,

{v) -MC sankineHd abo €y sankined MCy sankuneH,
ae M-Q, S uu NRz, ae R%- napored yn Cq sankin,

(v} S5-B-yneHHWn reTepounis], AKMA MICTUTE LC-
HaWMEHLLE CAIUH TETEpOaTOM HITPOreHy, Ta AK Bapl-
aHT, WOoHaWMeHLIE OfWH IHLIWA reTepoatoM, enbpa-
HWA 3 CKCUTEHY, HITPOreHy Ta cynedypy, AK BapIaHT,
3amileHnid Gy zanknom, Ta

{(vi) Het-Csankinen, ge Net - reTepouukn, em-
3HaYeHWA sulle y n (i),

Alk - Cy zankineH,

R'- rgporeH uu Cq zankin,

Z BnBpaHo 3 rpynu, Lo MICTHTE

{(vin) -( C4 sankinenjdpenin, B Akomy eHin, Sk ea-
PIAHT, 3aMILEHNA OJHWM UM BINblue ATOMAMU FANGC-
reHy, Ta

{ix) -NR3R4, Le R®- rngpored ud C, zankn, a R*-
“¥-(C=0)-T-R” a6o -Y-(CH(OH)-T-R’, ae

(a) Y - ss'azsok, CisankmeH, C:gankeHneH, C,
sUWMKNOANKINEH abo UWKNOaNKeHINeH, reTepoUMKT,
BASHAUYSHUA BUe y N (vi), abo deHin, aK BapIaHT,
3aMILLEHNA OAHUM Ul Binsle aToMu ranoreHy Tafabo
OfHUM Yk BiNbLUe C4 3@NKIoM,

T- 38'A30K, C1 s@NKINEHOKCK, -O- 4n -NRB-, ae RE-
nagpored 4w Cq zanxn,

R® . Cy ganin, Cs gUMKNoanKeHIN Y YUENoankn,
deHIN (A BaplaHT, 3aMileHUld OAHOK YU Binble
rpynamu atoMu rancreny, C Cqazankin, Cq zankoKkcun,
Cq sankined NR°R'™® (pe R® Ta R" nesanexHo O WH
Bl CAHOrO - ngpored un C4zankn, -80-Cy sankin, -
CO-Cyaankn, -SO:MHC sankn), CpzanknedCOsH,
Cq 2ankineHCO:Cq sankin, abo —OCH:{O)NH:), 5-8-
YneHHWA reTepolUkn, BUSHa4YeHWA Bywwe y n (1), 3nu-
TiA Gloywkn

L TN
(o)
D
ae
knNsUe D - 5-B-yneHHWA reTepoUukn, SEWA mMic-
TUTE LWOHAAMEHLLEe OAWH reTepoaTom, BUBpPaHWURA 3

OKCWIeHy, HITPOreHy Ta cynkdbypy, AK BApIaHT, 3aMI-
weHui {=0), Biynkn npwegHaHo go T 4vepes aToM

o
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KINGLs D abo C1 sankned MP'' M - O, § uu -NR®, ge
R"Z1a R", HesanexHo - raporer 4u Cq sankn,

abo |x TayTomepH! hopmu Tafabo dapmayesTiy-
He NMPUWAHATHI IX G| YU COMbBATH

Cnevwjianicty Nerko posnisHaKTe CTEPECLUEHTPY ¥
cnonykax dopmyny () BianoBigHo, B paMrn BUHaXO-
AY BEIIOMEHO YCI MOMIIMBI FEOMETPWYHI Ta CTepeo-
13omMepy hopmynun () | He TINBKW payemMIMHI CNONyKK,
ane | ONTUYHC AKTUBHI 130Mepy 3a BaxaHHAM MaTu
OAWHWYHWIA eHaHTiIomMep cnonyku dopmynu (I} Aoro
MOXHE QASKATH PO3AINSHHAM KIHUEBOrQ NPoAYKTY
abo crepeocneynPIYHUM GUHTE3O0M 3 ISOMEPHO YUC-
TUX BUXIAHWX MaTepianie abo Gyab-aknx npugaTHux
IHTepMegIaTIB Po3alneHHa KIHUEBOro NPoAyKTY, IH-
TepMedIaTIB |1 BUXIAHWUX MATEPIANIB MOXHA 34IACHU-
TV BIAOMWMK cneyianicTam cnocobamu Ove , Hanpu-
knag, Stereochemistry of Carbon Compounds, EL
Elel {(Morgan Hill, 1962) 72 Tables of Resolving
Agents, S H Wilen Kpim Toro, npyd mMOMIMBOCT! ICHY-
BaHHA TayToMeple cnonyk dopuynu () 1x ycI K-
HEeHO A0 PAMOK BUHAaXORY

CneuianictaM noewHHo ByTW AGHO, WO cnonyku
3MJHO 3 BMHEXOOOM MOMHA TAKOX BUKOPWUCTOBYBATM
¥ hopMI (hapMaUEBTUMHE NPUAHATHUX conel abo
conbBatis PI3I0NoNUHC NPUAHSTHI COMI cnonyk dop-
Myru (I} BKNOYAKTL 3B8UHaRHI coml 3 hapMaleBsTUYHO
NPUAHATHUMU OPTaHMHUMMW T2 HEORTAHIYHWMK KACGNO-
T&MHW YW OCHOBAMM, @ TAKOXK YETBESPTUHHOMO aMOHIK
KOHKPETHILLI NpuKNagn coned NpuaaTHWX  KWCnoT
BEMKOYAKTL CONAHY, MAPOreHBpoMIAHY, CYNbhaTHY,
thocdhaTHy, HITpaTHy, nepxnopartHy, ¢ymMaposy, oy-
TOBY, NPONICHOBY, CYKUWHATHY, MMUKONeBY, Mypaluun-
HY, MOMOYHY, ManelHOBY, BUHHY, NMVMOHHY, M&anoHo-
BY, MN&aMOBY, MAPCKCHMANEIHOBY, bEeHINoLTOoBY,
rmyTaMiHoBY, BeH30lHyY, canmiyMnoBy, ToNnyoncynbdo-
HOBY, MeTaHcynbdcHoBY, HadTanH-2-cynehoHOBY,
BeHsoncynetbOHOBY, TMAPOKCMHATORHY, TgPOreHIo-
AnaHy, s6nydny, ctepocsy, RyGINbHY KMGNOTY TOWO
IHWI TaK KenoTh, Ak Wasnesa, cam dapmayesTnd-
HO NPWUHATHUMKA HE €, 8re MOXKYTb DYTH KORUCHMMK
nNpW BWUTOTORMEHHI KOPUCHWX NpW OTPUMAHHI CNONYK
3MJHO 3 BUHAXO[OM Ta IX hapmMalyeBTWIHO NPWAHST-
HUX conel B AKOCT! IHTepMmed aTie KoHKpeTHIWI npu-
Knagw conell NpPMAaTHWX OCHOB BKMIYaITL COMl Ha-
TRIO, MM, KaN, MArHI, anoMIHID, Kanbuiko,
yuHry, N N'-aubensuneTuneHlaMiHy, XNOpnpoKaiHy,
XOMIHY, €TUNeHAIamiHy, N-MeTUnrmyKamiHy Ta npoka-
IHy [MocunaHHKa aani Ha cnonyku opMynu () BrAK-
YaKTb X hapMaLeBTUYHO NPUAHATHI conl Ta conbea-
™

TepMiH T 3ankin uu ankined ta C, gankin yun an-
KINEH O3HAYAE rPYNU, MHIAHWA YN PO3ranyXeHud Ka-
pEoHoBWA ckeneT skux Brnkoqae 1-3 abo 1-6 atomie,
3BUYEAHO METWA, METUMNEH, E€THN, ETUNEH, NIHIAHI YK
posranyxeHl nponin, nponined, &ytwn, Oytunen Te-
pMIH C:calnKeHIN Yn @MKEHINEH 03HA4aE, TPYNK, nNi-
HIAHWA YW posrany¥eHuh KapBOHOBWA CKeneT AKuX
BKMIOYAE 2-6 aTOMIB, 30KPEMa, NpOneHIneH | T A

TepmiH  CjzankineHokcurn  o3Havae -O-Cy
sankined, ge Ci:ankned NosHaJveHo BULWLE, Hanpu-
Kag, -0O-CH3- Tepminm Cy4 sUvknoanxin, Ca
sLUEMOANKeHIN, C4 gUnEnoankneH, Cy
sLMKMOAMKEHINEH O3HaYaKTe Takl LWKMIYHI FRynu, Wo
MICTATE 4-8 aToMIB KapBoHy, K UUKNONSHTaH, LWK-
FMONEHTTUNEHH, LUKNOrekcaH, YUKNOreKCUneH, LuKkno-
TEeKCEH Ta LWKIOTeKGeHINeH
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TepmiH ranoreH o3Havac cpnyop, xnop, Bpom Ta
104

TepMmiH 5-6-uneHHWl reTepoUukn osHadae H-6-
UNeHH! HesaMileHl reTepoLMKNoankiin Ta 3amilLeH!
abo HesaMIWeH! reTepoapuny, HANPUKNaL, 3amilLeH!
abo HezamiWweH IMIAA3ONIFUHLN, NINEPUAWM, NiINepa-
UM, NIRCTUAWHIN, MCPMONIHI, MPUaKN, Nipuaasmu-
HIN, NIRMMIWHIN, NIRASWHIN, NIPONIN, Mpasonn M4a-
300N, MIpaHn, dypPun, TIEHN, OKCA3CMIM, 130KCa30mL,
oKkcagiasonin, Tiasonin, Tiagiasonin, Tpiasonin abo
TeTpasonin

Mg 3aMmiLeHUMY reTepoyUKnamn posymitaTe 5-6-
uneHHl retepoapwny, 3aMILEHI OAHMM 4Yn Binbwe
33MICHUKOM 3 TDYNU STOMM TaNOreHIB, Cy sankun, C,
sankokeun, Cosankined NRH™ {ne R ta R'® Hesa-
MEXHO OAWH BIA OfHoro - rigpored Cq zankn, -S0,C4
ankmn, -CO.C sankn,  -SO:NHC, zankin), Cq
sankmeHCO:H, CosanknenCO-Cq sankin, abo -
QCH(Q)NH; C1 sthnyopankin a6o SCq sankin

Y uleHaseneiwii dopmyn (), Konu Y - 38'430K,
aToMm HiITporeHy B NR R* Gesnocepengo npueAHa-
HWA go (C Q) abo (CH(OH)) 3 RY T06To Z - -NR*
(C=0)-T- R® afo -NR® -{CH{QH)- T R® AHanorluHO
konu T - ae'azok, -{C=0) abo (CH({OH)) 3 R 6e3r|oce-
peAHLO npuenHam ao R®, o670 Z - -NR®-Y- (C=0)- R
abo -NR-Y- (CH(OH)) R V BUNaAKy, Ko TTa Y -
s8'm3KY, Z - -NR? -(C=0)- -R” abo -NR*- (CH{OH))- -R®

Kpau.l,un A - Bygb-wo 3 deHny, reTepoapuny
{(Hanpuknag, mpwauny) ato

3nUTUA yukn C - 5-4neHHWiA reTepoapuin, Wo MIc-
TUTE LWOHEAMEHLIE OfWH FETEPOaToOM HITPOreHy,
TaKoX, AK BAPIGHT, We retepoaToM, BUBpaHui 3 HIT-
pOreHy Ta OKCHIeHY, Hanpurnag, CKCcaaonn, IMmaaso-
nin 3okpema, A - Byas-10 3 dheHINY NIpUAKMNY, mne-
pasuHiny abo BeH3oKcasoriny, KOXHWA 3 SKMX, SIK
BAPIAHT, 3aMIWEHC OAHUM ud Binewe Ci:ankinom,
ocobnueo, deHin, nipugun abo ninepasuHIN

Kpawui B - Oyge-wo 3 Ty sanmnery (Hanpuknag,
MeTuneHy), -M{CH3)C,.ankineny (Hanpuwknag, -
M{CH3)}{CHC,): abo Het-C, gankneHdy, fe Het - 5-
UYNeHHWA reTepouvkn, WO MICTUTE LWOHaAMeHWwe
OfiNH TeTEROETAM HITROTEHY, a KpIM TOrQ, AK BAPIAHT,
e reTepoaton, BUOpaHui 3 cynbmypy T2 OKCUIeHy,
HanpUKiag NiPonignHIN, oKCa3oNIN Ta TIasenin, |, Mo-
¥Nueo, samieHudn C,qankinom  3okpema, B - -
M{CHz){CH5)3, okcazonin-Cq zankineH, B SKOMY OKCa-
30NN, AK BaPIAHT, 3aMieHnid C zanknom, abo Tia-
30MIN, SK BAPIAHT, 3amilWeHni C1 ;anknam

Kpawwuin Alk — meTvneH

Kpawun R rgporeH, MeTun 4 etun, ocobnueo
rigporeH

Kpawuit Z - (C ;ankineH)deHn, B AkoMy deHIn,
3aMILEHWA ofHUM 4w DINble aroMamw ranoredy,
Hanpuknag, Ak BapianT, samiwenni BeHsmn Kpawe -
Z - NR® F”, frMiA BU3HaAYeHOo Buule 3BWuarHO, R
naporex FIK BuaHaquo BULLE, RY - ov. (C=0)- T R5
abo -Y-(CH{CH))-T- R®, ocoﬁnuso -Y-(C=0)-T- R,
ARMX YTPYNYBAHHS EIKJ'HO'-IaIOTb

Y - cheHIN, AK BapIaHT, 3aMILEHWA OgHWM YK DI-
Nblie aTomu ranoreny Tafabo ogHum um Ginbwe C4
1@NKINOM, HaNpWEnaj, MeTunom, T - 38'A30K, a R
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Ci zankin abo dpeHIn, AK sapIaHT, 3aMILLEEHWA OfHUM
4y DINbWwe atomamu ranoreHy Ta/200 ogHUM yu OI-
nblue Cq :ankinomM,

Y - reTepoLUkn, B OCHOBHOMY TaKMA, AK BU3H3-
4YeHo BUWe (Hanpuknag, TieHn), T - 3e'A30K, a R®
cheHIn, AK BaPIAHT, 3aMIWSHUA OgHWMM YK 6|r|bu.|e
atomu ranoredy Tafabo ogHum uyw Cinbwe C4
3anKInNon,

Y -G gankemneH {(Hanpuknag, nponeHineH), T -
38'A30K, @ R° - heHIN, SIK BAPIaHT, 3aMILiEHUH OfHUM
YW BINblue aToMK rancrexy,

Y - C4 gYMINOaNKeHINEH - (Hanpuknag, UWKnorek-
ceHineH), T - 3B'A30K, a R® - theHin,

Y - chenin, T - 38'A30K, a R™ - reTepouudkn, B oc-
HOBHOMY TakWA, SK BW3Ha4YeHo Buwe (Hanpuknag,
ninepugun), Y - 3e'asok, T - 38'A30K, a = Gloymnkn

", ——"\\

(Je

Rt

B OCHOBHOMY TAKUF, AK BUSHAUYESHO BULLE (HaNpu-
knag, D - 6-uneHHWA reTepoyukn, 30KpeMa nipaHin,
saMiweHni (C=0}),

Y - c¢beHin, T - 38'A30K, a R® - Cus LuKnoankin
(HanpuKkNagd, UMKNorekcwun),

Y - cpel-nn T - C4 sankeHokcHn (Hanpuma,q, -0-
CHs-), abo N(R] {Hanpm{nag NH) aRr® cpeHln

Kpawe, koru Z - NR'R' R’ - riaporex, aR'- -
{C=0)-T-R” BraszaHl NH 1a {C=0) postawosaH B
OPTO-NONOKEHH! BIGHOCHC O4WH CAHOMO HA Y (AKWA €
teHnom), T - se'asok abo -O- R - Cisankn abo
heHIn (AK BaplaHT, 3amMIleHUWA ofHokw ud Binbule
rpynamu - atomu ranoreHy, Ci sanin, C1 zankokcun,
Co sannen NR'R™ {ae R’ ta R Hesanexto O WH
BI4 ofHoro - rigporeH yn Cqzankin, -S0.Cy sanun, -
CQO:C sanmn, -S0Q:NHC sankin), Cosanknen CO-H
Co sankineHCO.Cy zankin, abo - QCHC(OJNH;)

HaMKpane koru Y - dpeHin, T - 3e'asok abo -O-,
a R’ - Cy zankin uu deHIn, Hanpyknag, R

o

q

R!
ae
R™. dhenn abo OCH:
Miaxoda NIArPYNNa cnOonyk 3raHO 3 BUHAXOMOM

Moxe ByTH BUpaxeHa hopMyrow
e e

i’(r

e (I2)

e A Ta B - B OCHOBHOMY, BU3HAYEHO paHIilwe, a
Ar - ¢peHIn abo 5-8-uneHHWiA reTepoapwun, WO MICTUTE
WOHaNMEHIWE OQWH reTepoaToM, BUOpaHWi 3 HITpo-
reHy, cynbdypy T& OKCMIeHy, @ TakoX IX CoMi Ta co-
AbBATY

MNpwaatHi gnsa dopmynu {la) A - deHin, nipugun
abo Bensokcason 3okpema, A Y dopmyni (la) - de-
HIN a6o nipuaun Oani, kpawwd B y dopmym (la) -
NR’C1 ceankineH, B OCHOBHOMY Takuii, Lo BUSHAYEHO
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paHiwe, Ta Het- Ci :ankineH, AK BapIlaHT, 3aMILeHUA
C1 28NKINOM, B OCHOBHOMY TEKWH, O BW3HAYEHO pa-
Hiwe 3okpema, B y dopmym (la) - -M{CH3){CH:s); -
abo okcaszonn-Cq sankneH, Ae CKCa3onin, SK BapIaHT,
3aMIWEHHA C1 :anKINoM, HaNpUKNag MeTUnom

Ocaobnueoto rpynoto cnonyk pupmynu 1 € cnony-
kv bopmynn

oR'
/”‘\{3 ar - 0
& B 0O }\H@f :

ae

A BUOpaHO 3 rpyny, WO MICTUTE

{1} beHIn, QK BaplaHT, 3aMILEHWA OAHWM Yn BiI-
Nblle 3TOMamMKU ranorexy,

() S-6-4yneHHWA reTepoUMKn, SKMA MICTUTE LWO-
HaWMeHWe ofguH reTepoaToM, BUBpaHA 3 oKcHreny,

HITpCreHy Ta Ccyneypy, Ta
(i) anvtui Gloywkn

C
e’

ae

C - reTepouUwvkn, BWM3HaYEHWA Buwe y n (1), uen
BiyWEn npueaHaHo Ao B yepes atom KiNbus C,

B BuBpaHo 3 rpynu, Wo MISTUTE

{iv) C1 sanKkineH,

{v) - NRC sankinen, ge R’ - rngpored un C4
sankin,

(Vi) 5-6-uneHHWA reTepoUnKn, AKWA MICTUTE LC-
HaAMEHLLE OfUH TETepPoaToM HITPOreHy, Ta, AK Bapl-
aHT, WoHalMeHWwe OofWH reTepoatoM, BwbpaHui 3
OKCUIEHy, HITPOreHy Ta cyNbdbypy T4, AK BaPIaHT,
Famiermin T zanwnom, Ta

{(vi) Het-Csankinen, ge Het - retepouukn, em-
3HaYeHWA sulle y n (i),

Alk - Cy zankineH,

R'- rigpored vu C; zanwn,

Z BnBpaHo 3 rpynu, Lo MICTHTE

{(vin) -( C4 sankinenjdpenin, B Akomy eHin, Sk ea-
PIAHT, 3aMILEHNA OJHWM UM BINblue ATOMAMU FANGC-
reHy, 13

NR'R? : ae R® - MAPOreH YK C1 1anKn, a RY - _vy-
(C=0)-T-R" abo -Y-(CH{OH))-T- R®

ae

(a) Y - sg'azok, CgankineH, C;gankeHineH, C.
gUUKNoaNKINeH afbo UUKMoANKeHINeH, TeTepoLuKn,
BH3HAUeHUA BUWe ¥y N {(v1), abo deHIn, aK BaplaHT,
3aMIlLEHNA OAHWM YK BINblle aTtoMamu ranoreHy
Tafabo cgHKumM yv Binswe C1 ;anknom,

(0) T - 3p'Az0Kk, Ty zankinedokcun, -O- 4un -NR®-,
ae RO r|,qporeH M Cq zankin,

{B) R - Cqeanin, Cq RUWKIMOAMKEHIN YK JuKknoan-
KN, ceHn, SK BaplaHT, 3aMILeHUA ogHYM YK Binblue
aromamu ranoreHy abo ogHum un Binbwe C
sAMNKINOM, TETEPOUVKIT, BW3HEYEHWA BULLE Y N (v,
3NUTHA BloLuEn

)

kineuye D - 5-6-4neHHWA reTepoyunkn, SKUA MIC-
TUTH LWOHZWMEHWe OgWH reTepoatom, BwOpaHWid 3
OKCUreHy, HITROreHy Ta cynbdypy, SK BapiaHT, 3ami-
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wernid (=), Giymkn npueaHaHo go T Jepes aToMm
kneus D,

abo 1x TayTomepH! hopmun Tafabo dapmalesTuy-
He NMPUWAHATHI IX G| YU COMbBATH

OcoBnuel cnonyky 3rgHO 3 BUHAXOAOM BKMKOYA-
HOTb

3-(4-beraunokcugperin-2(S)-(1-meTnn-3-okco-3-
heHINNPONEHINAMIHO)-NPOMIOHAT ANYNKNOrekcunami-
HYy

Metun[3-(4-6eHaunokcucbeHin}-2(8)-(1-MeTun-3-
oKco-3-beHINNpPoneHINaMIHO)-NPONIOHET]

2(8)-(2-beHzonymknorerc-1-eHiNamiHo)-3-(4-
DenannorcudeHIM-NPoNIOHaT AWLWMKNOrekcHIamiHy2-
(2-BenszoindeHinamHo)-3-(4-
BeHsunokcugeHIN)NpoNaHoBa KUCNoTa

Metun[3-(4-6eHaunokcuceHin)-2-(2-
BeH3nnokcueHINaMiHo)-NponioHaT)

Metun[3-(4-CenamnokcndpeHin)-2-
{theHINkapbamoiNdeHINamMiHO)-NPONIoHAT]

MeTun[3-(4-6eHannokcudpeHin)-2-[2-(ninepuauH-
1-kapboHin)deHnamMHo]-nponioHaT]

2-(3-6eHzainmiopen-2-inamMiHo)-3-(4-
DenannorcudpeHIm-NponIOHOBA KNCNoTa

2-(2-Berzomnmiocts-3-namMiHo)-3-(4-
BeHaunokcudpeHIm)-NPoNIOHOBA KWCNOTAa

Metun[3-(4-6eHannokcucbeHin}-2(S)-[(4-okco-4H-
XpomMeH-3-kapboHIn)aMiHO]-NPonIcHAT]

2-(2-6eHzoinderinaming)-3-{4-[2-(meTunnipng K-
Z-InamiHo)eTokcn]eH n}-NponNIoHOBa KMCNOTA

2(5)-(2-beHsoingeHinamiIHe)-3-{4-[2-
{MeTunnIPUANH-2-INaMIHO)ETOKCH]heHIN-NPONICHOBA
KWCHnoTa

Erun[2-(2-6en3oindeHinamyo)-3-{4-[2-
{(meTuNnIpUEWH-2-INamMiHo)eTokCcu]heHIN}-NRONMICHAT]

2-{1-metun-2-okco-3-peH INNponeHiNaMiHe)-3-{4-
[Z-(MeTUnmpUAWH-2-1NamMIHO)eTOKCH]deHIN}-
NPonOHaT AWULWKNOrekCUnamiHy

3-{4-[2-(6eH3oKCcazon-2-
nMeTuNamiHo)eTokcu]dern}-2-(2-
DeHzoIngeHINamIHo)-NPoNIOHOBa KNCnoTa

3-{4-[2-(BeHacKcason-2-
INTMETUNAMIHO)ETOKCH]heHI}-2-(2-
BeH3ongeHINaMIHO)-NPoNIQHOBa KMCoTa

3-{4-[2-(6eH3oKCcazon-2-
nMeTuNamiHo)eTokcu]hern}-2(S)-(1-meTun-3-0kco-
3-cpeHINNPONEHINAMIHO)-NPONIOHAT AULWKNOTEKCHNA-
MIHY

3-{4-[2-(BeH3oKCason-2-
INMeTUNamMIHO)eTokcu]heHIn}-2(S)-[3-(3-ogdenn)-1-
METHI-3-0KconponeHinamMHol-nponioHar  guunkiore-
KCUPAMIHY

3-{4-[2-(BeHacKcason-2-
INMeTUNAaMIHO)eToKCH]heHIn}-2-(2-6eHaoin-4-
meTundbeHIn  amiHo)-nponioHoBa  kucnoTta3-{4-[2-
{DeHzoKkcazoN-2-NmeTunamMiHo)eTokcK e} -2-(2-
Denzoin-4-xnopdpeHin amMiHO)-NPONIOHOBa KNCNOTA

3-[4-(1-BeHaokcason-2-Inniponi guH-3-
inokcu)dheHin]-2-(2-6eHzoindeH InamIHO)-NponIoHoOBA
KncnoTa

3-[4-(1-Benzokcason-2-mniponignH-2R-
inmMeTokcuybenn]-2-(2-6ersondeHinamiHo)-
NpoONIOHOBa KUCMNOTA

3-[4-(1-BeHszorcason-2-njniponiguH-25-
InMeToKcu)beHn]-2-(2-6eH3oindeHINamiHo)-
NponoHoBa KUCNoTa

3-{4-[2-(Cen3ckcazon-2-
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INMeTUnamMiHo)eTokcK]deHIn}-2-(2-
UvknorexcaHka pboHINgeHINamMiHo)-NPCNIcHCBa  KWC-
nota
3-{4-[2-(BensoKcason-2-
INMeTUNamMiHojeTokcH]deHIn}-2-(2-6eHsommodeH-3-
INamIHQ)-NPCMNIOHOBa KMCnoTa
TpubnyopayeTat3-{4-[2-(0eHaokcazon-2-
INMETUNAMIHO)ETOKCH|heHIN}-2-DeH3nnNponIoHoBCI
KUCMOTU
TpucpnyopaueTtar3-{4-[2- (BeH3okcaszon-2-
InMeTUnamMiHo)eTokcuK]deHin}-2-{2-6pombeHznn)-
NPOMICHOBO! KWGNOTH
3-{4-[2-(Cenzokcazon-2-
INMeTunamMiHo)eTokeu]deHIn}-2(S)-[(4-ckco-4H-
XpomMeH-3-kapboHInjamMiHo]-NponioHoBa KMCnoTa
2(8)-{2-6eHnzoindeHinamiHo)-3-{4-[2-(5-meTnn-2-
deHInokcazon-4-InjeTorcn]dheHIn}-nponicHoea  KWC-
nora
2-(2-beHzomndreHiNaMIHO)-3-{4-[2-(4-
xnopdeHin)Tiazon-4-INMeTokcH]deHIN}-NponioHoBA
KWCNoTa
3-[4-(2-6enzoimgaszon-1-in)eTokcu)deHin]-2-(2-
SeHzcIngeHINaMIHC)-NPONIOHOBE KNCNOoTa
2(9)-{2-6ensoindgeHinamiHo)-3-{4-[2-(5-meTmn-2-
{4-meTokcn)heHinokcason-4-1n)eTokcu]heHIn}-
NPOMICHOBa KUCAOTa
2(%)-(2-6enzoindeHinamiHo)-3-{4-[2-(5-meTnn-2-
{(4-bnyop)dbeHinokcason-4-in)eTokcu]deHin}-
NPOMNICHCBA KNCNOTE
2(5)-{2-6eHsoindeHINamMIHO)-3-{4-[2-(5-meTun-2-
(5-meTunTIeH-2-1n)okcason-4-inmjeTokcn]heHIny-
NPOMICHOBa KUCAOTa
2(%)-(2-6enzoindeHinamiHo)-3-{4-[2-(5-meTnn-1-
dheHin-1H-mpason-3-in)eTokcu]heHIn}-nRoncHoBa
KWCnoTa
2(5)-{2-6eHsoindeHINamMIHO)-3-{4-[2-(5-meTun-2-
ninepuavH-1-nokcason-4-injeTokcu]deHIn}-
NPOnICHOBa KMCNOTa
2(9)-{2-6ensoindgeHinamiHo)-3-{4-[2-(5-meTmn-2-
MopdroniH-4-inTiazon-4-nmetokculdbeHnt-nponioHosa
KWCnoTa
2(8)-{2-6eHnzoindeHinamiHo)-3-{4-[2-(5-meTnn-2-
{(4-nipugunTiazon-4-nyeTokcy]deHir}-NnRoNICHOBA
KUCnoTa
2(5)-{2-6eHsoindgeHinamiHo)-3-{4-[2-(2-
AUMETUNAMIHO-5-MeTUN--TIason-4-1n)eTokcu]deHIn}-
NPOMICHOBa KUCAOTa
2(8)-{2-6eHnzoindeHinamiHo)-3-{4-[2-(5-meTnn-2-
(5-meTnmizokcaszon-3-1MTiaszon-4-injeTokcuJdeHn;}-
NPOMNICHCBA KNCNOTE
2(5)-{2-6eHsindeHINamIHO)-3-(4-{2-[5-MeTn-2-
{4-metun[1,2,3ragiazon-5-1n)Tiazon-4-
InjeTokcu}deH)-NPoNIoHOBa KMCNoTa
2(%)-(2-6enzoindeHinamiHo)-3-(4-{2-[5-meTnn-2-
{4-metmnmnepasnn-1-nyTiason-4-injetTorcuicerin}-
NPOMNICHCBA KNCNOTE
2(5)-{2-6eHsoindeH NamiHO)-3-{4-{2-[2-(3-
AUMETUNAMIHONPONINAMIHO)-S-METUATIA30N-4-
InjeTokcu}deH)-NPoNIOHoBa KMCnoTa
2(8)-(2-6eHzoindeHinamiHo)-3-(4-{2-[2-(2-
METOKCIETUNAMIHO)-S-MeTuTIa3on-4-
INjeTokcu}dreHIn)-NPoNIoOHOBA KMCMoTa
MeTtun[2-(1-kapbokcn-2-{4-[2-(5-meTun-2-heHin-
TIazon-4-injeTokcn]deHineTunamiHo)-6eHzoar]
MeTtun[2-(1-kapbokcn-2-{4-[2-(4-
xnopdenincynehanin)eTokcrldeHinteTunamiHo)-
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BeH3oaT]
Metun[2-{1-kapbokcu-2-[4-(1-dkerinniponignH-2-
INMeTokCU]eHINteTUNAMIHO)-BeH30aT]
3-{4-[2-(BeHacKcason-2-
INTMETUNAMIHO)ETOKCH]heHI}-2-(2-
yuiioneHTaHkapBoHIngeHInamiHo)-nponioHoBa  KUC-
nora
3-{4-[2-(Cen3ckcazon-2-
INMeTWNamIHo)eTokcu]heHIn}-2-(2-
UuKnorenTaHkapboHindgeHINaMIHO)-NPONIOHOBa  KUG-
noTa
3-{4-[2-(6eH3oKCcazon-2-
nMeTuNamiHo)eTokcu]dern}-2-(2-
yukneorekcaHkapbonin-5-dnyopdeHinamiHo)-
NponoHOBa KUCNoTa
3-{4-[2-(BeH3oKCason-2-
INMETUNAaMIHO)eTokCK] e HI}-2-(4-
ymnorexkcaHkaptorin-2-metun-2H-nipaszon-3-
(NaMIHO)-MPONICHOBA KUCNOTA
3-{4-[2-(BeHacKcason-2-
INTMeTUNAaMIHO)eTokCH]heHIn}-2-(3-6eHacinTiodeH-2-
INaMIHO)-MRONICHOBA KMCNOTA
2-(Z-ynrnorekcankapboHindeHnamMiHe)-3-{4-[2-
(5-meTun-2-beHinokcazon-4-meTtokcKn]dpeHin}-
NpoONIOHOBa KUCMNOTA
2-(2-yurnorekcaHkapboHindeHnamiHo)-3-{4-[2-
{5-meTun-2-cpeHinokcason-4-n)eTokcu]dpeHin;-
nponioHosa kucnota3-[4-(1-6eHsokcason-2-
nniperigvH-3-Nokcw deHin]-2-(2-
BeHaoiNdeHInamMIHo)-NPOoNIcCHOBa KWCNOoTa
3-{4-[2-(5-meTun-2-beHinokcason-4-
injeTokcu]deHn}-2(S)-[2-(nipnauH-4-
kapBorin)deHnaMiHo]-nponioHoBa KMCNOTa
3-{4-[2-(5-meTnn-2-theHinokcason-4-
imeTokcu]deHIn}-2{S)-[2-(nipuauH-N-ockcua-4-
kapboHin)deHinamiHo]-nponioHoBa KUCNoTa
3-{4-[2-(5-meTun-2-beHinokcason-4-
in)etokcu]deHn}-2(S)-[2-(nipnaun-3-
kapboHInjdeHinamiHo]-NnponioHoea kucnoTa
3-{4-[2-(5-meTnn-2-theHinokcason-4-
imeTokcu]deHIn}-2{S)-[2-(nipu auH-N-ockcua-3-
kapboHinjdeHinaMiHo]-nponioHoBa  KUcnoTa2{3)-(2-
BeHsongeHinamiHo)-3-{4-[2-(5-meTun-3-
theHnipason-1-n)eTokcn]deHin}-nponioHoBa KUCHO-
T8
2(5)-(2-beHsoindeHinamiHe)-3-[4-(1-nipuauH-2-
NIponIgMH-2S-INMeTokcH]deHIn}-NponioHOBa  KUGO-
Ta
2(8)-(2-6enzondeHinamiHo)-3-{4-[2-(1-meTun-4-
teHn-1H-mpason-2-in)jetokcu]dpenin}t-nponioHcea
KucrnoTa
2(5)-(2-beHsoindeHinamiHe)-3-{4-[2-(3-bypaH-2-
IN-S-meTunnipason-1-njeTokcw]deHi}-nponicHosa
KncnoTa
2(S)-(2-bensondgerinamiig)-3-{4-[2-(5-meTnn-3-
terin[1,2 4frpiason-1-mjeTokcu]deHint-nponioHoBa
KucrnoTa
MNgpoxnopna2(S)-(2-6enzoindeHinamiHo)-3-{4-
[2-(5-meTnn-2-dheHin-3H-Imgaszon-4-
IN)eToKCcH]eHLN}-NPONICHOBO! KWGINOTH
2(5)-(2-DensoingerinamiHe)-3-{4-[2-(3-
METOKCUMETUN-5-MeTun-2-heHin-2H-imgazon-4-
njeToKkcH]deHIn}-NPONIcHoBA KWCNOTa
2(S)-(2-6enzoindreHinaMiHo)-3-{4-[2-(5-meTun-2-
theHTIason-4-In)eTokcH]deHIn}-NponioHOBa KMCGnoTa
2(S)-(2-Densondgerinamiig)-3-{4-[2-(5-meTnn-2-
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(3-MeTunTIEH-2-1n)orcasan-4-Irm)eTokcn] e I} -
NPOMNICHCBA KNCNOTE

2(S)-(2-{4-[2-(5-HITpO-2-
nipyaunokcu)eTokcu]dening-1-
MeToKcUKapBoHInoTUNaMiHo)BbeHaolHa kncnoTa

2(S)-(2-{4-[2-(5-xnop-2-
niprauncynetaxu)eTokcu]dpeHn-1-
MeToKCHKapCoHIneTnnamMiHo)DeH3onHa kKnenoTa

2(S)-(2-{4-[2-(M-eTun-2-
METWUITTONYIANH)eToKCH]dpeHIm}-1-
MeToKkcurapboHneTunamiHo)6eHaolHa rMcnoTa

3-[4-(3-6eH3oKkcaszon-2-n)miasorguH-4(R)-
INMeTokeMycheHIn]-2(S)-(2-CensoingerinamMiHe)-
NPOnICHCBA KMCACTa

3-{4-[2-{6eH30Kcazon-2-
INMeTUNamMiHojeTokcu]dreHIn}-2-[2-(4-
TpudnyopmeTuntersai)cdeHnaMiHONRONICHOBA
KWcnoTa

3-{4-[2-(BensoKcason-2-
INMeTUNAaMIHO)eToKCH]deHIN}-2-[2-(3-
TioheHKapEoHIN)dheHINaMIHONPONIOHOBa KMCNoTa

3-{4-[2-(6eHsoKCazan-2-
INMeTUIAaMIHO)ETOKCH eHIN} -2-[2-(2-
TIocheHkapboHIN)deHINaMIHONPONIOHOBA KWCIoTa

3-{4-[2-(BensoKcason-2-
INMeTUnamMiHojeTokcu]dreHIn}-2-[2-(3-
TpudnyopmeTuntersai)cdeHnaMiHONRONICHOBA
KUCnoTa

3-{4-[2-(Cenzokcazon-2-
INMeTUNAaMIHO)eToKCH]deHIN}-2-[2-(2-
TpunyopMeTunbeH3oim)beHINaMIHONPONICHOBA
KWCNoTa

3-{4-[2-(6eH30KCazon-2-
INMeTUNaMIHO)ETOKCH erint-2-[2-(3-
MeToKcHbeH301N)heHINaMIHONPONIOHOBA KMCNOTa

3-{4-[2-(BensoKcason-2-
INMeTUNamMIHojeTokcu]dreHIn}-2-[2-(2-
MeTokcubeH3oIn)peHInaMIHONPONICHOBA KMCNOTAa

3-{4-[2-(Cenzokcazon-2-
INMeTUNaMIHO)ETOKCH erint-2-[2-(3-
MeTunBeH3oIN)heHINaMIHONPONIOHOBA KNCNoTa

MNapoxnopua2-[2-(4-
AumeTunamHameTunbersomn)dpeHinamifo]-3-{4-[2-(5-
MeTUMN-2-cbeHInakcazon-4-1n)eTokcu]deHIn}-
NPOMICHOBO! KNCIOTH

MNapoxnopun2-[2-(4-
amMiHoMeTunBeHso )deHInamiHol-3-{4-[2-(5-meTun-2-
deHInokcason-4-In)eTokc]heHIn}-NPonIcHOBOI  KUG-
naTu

3-{4-[2-(Cenzokcazon-2-
INMeTUNamMiHo)eTokcu]deHIn}-2-[2-(2 6-
AumeTunBeHsoln)deHINaMIHCNPONIOHOBA KNCNOTA

3-(2-{1-kapbokcn-2-[4-(2-{5-meTnn-2-
deHInokcazon-4-In}yeTorc)peHIN|eTUNamiHo}H-
DeH30INbeH30lHa kuenoTa

2-[2-(3-napokcumeTnbenzoimdbeH InamiHo]-3-{4-
[2-(5-meTnn-2-heHinokcason-4-1njeTokcu]deHin}-
NPOMICHOBa KUCAOTa

MNapoxnopua2-[2-(3-
aMiHoMeTun6eHson)dbeHinamiol-3-{4-[2-(S-meTun-2-
deHinokcason-4-netokcn]deHn}-NnpoNICHOBOI  K1C-
notu

MNapoxnopua2-[2-(3-
AuMeTunamHomeTunbeHsoin)dpeHinamMino]-3-{4-[2-(5-
MeTUMN-2-cbeHInakcazon-4-1n)eTokcu]deHIn}-
NPOMICHOBO! KNCIOTH
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Metun[2(5)-(1-kapbokcu-2-{4-[2-(5-meTun-2-
theHInokcazon-4-njeTokcu]ceH I eTnNamiHo)-
BeHsoarT]
lgpoxnopuaZ-amiHoeTUNamM ay2{S)-(1-kapbokcu-
2-{4-[2-(5-meTun-2-deHInokcason-4-
In)eToKkcH]eHIneTUNaMIHO)-BeH30AHOI KNCIOTH
Mgpoxnopua3-amlronponinamigy2(S)-(1-
kapbokcn-2-{4-[2-(5-meTun-2-dreH nokcazon-4-
in)eTokcu]deHIn}teTUNaMIHO)-beH30AHOI KMCNOoTH
Metunamig2(S)-(1-kapbokcn-2-{4-[2-(5-meTnn-2-
theHnokcason-4-
In)eTokcu]deHneTMNaMIHO)5eH30AHOI KNCNOTK
3-{4-[2-(Cen3ckcazon-2-
INMeTUNamIHo)eTokcu]heHIn}-2-[2-(3-
rgpokcubersomn)deHINaMIHONPONICOHOBA KUCMOTA
3-{4-[2-(5-meTun-2-beHinokcason-4-
in)eTokcu]deHn}-2-[2-(4-
nponncynsthamomnberzondeHNamMHONRONICHOBA
KucrnoTa
2-[2-(2-amMIHOBeH30IN)deHINaMIHOY-3-{4-[2-(5-
METHIN-2-ceHINoKcason-4-1n)eTokcu]heHu}-
NponoHoBa KUCNoTa
2-[2-(3-
meTaHcynedoHnNamHobersomn)dperinamiHor-3-{4-[2-
{5-MeTun-2-cheHinokcason-4-ImeTokcn]deHing-
NponoHOBa KUCNoTa
2-[2-(3-
MeToKcukapGoHinamiHobeH3onydeHInamHa}-3-{4-[2-
(5-meTun-2-beHinokcazon-4-meTtokcKn]dpeHin}-
NpoONIOHOBa KUCMNOTA
2-[2-(3-ngpokcnbensoin)deHinamiHo}-3-{4-[2-(5-
METHIN-2-ceHINoKcason-4-1n)eTokcu]heHu}-
NponoHoBa KUCNoTa
2-[2-(3-kapbamoinmeTokcubenzomn)deHinamiHo}-
3-{4-[2-(5-meTnn-2-heHinokcason-4-
in)eTokcu]deHIN}-NPonIcCHOBA KMCMoTa
2(S)-(2-6enzoindreHinaMiHo)-3-{4-[2-(5-meTun-2-
nipMAH-4-INokcason-4-in)eTokcn]deHInt-nponioHoBa
KncrnoTa
Mgpoxnopna2(S)-(2-benscindeHinamiHo)-3-{4-
{2-[5-meTuUn-2-(4-meTunninepasuH-1-iNyTiason-4-
in]eTokck}dreHn)-NPOnIoHOBO! KWCINOTH
2(8)-(2-6enzondeHinamiHo)-3-(4-{2-[5-meTun-2-
{4-TpeT-6yToKcurapCoHINmINepasuH-1 -1n)Tiason-4-
in]etokcnidoeHIn)-NPONICHOBA KNCOTa
2(5)-(2-beHscindeHinaMIHe)-3-{4-[2-(5-meTun-2-
ninepazwH-1-inTiason-4-injeTokcH]deH I} -nponioHoBa
KWCHnoTa
(B)-(2-6er3oindeHinamio)-3-(4-{2-[5-MeTun-2-
{(4-meTuncynbdpoHinninepasus-1-njTiason-4-
inJeTokcuidreHIn)-NPoNICHOBA KMCMOTa
MeTun[2(S)-(1-kapbokcu-2-{4-[2-(4-
AWMETMNaMIHOde-
HiMjeTokcH]dbeHnteTunamiHa)EeH30aT]
2(8)-[1-meTokcnkapborin-2-{(4-{2-[5-meTnn-2-(4-
MeTunninepasvuH-1-Imriason-4-
inJetokcuideHin)eTunaMiHo]beH30AHa KnCnoTa
Metun[2(3)-(1-kapbokcun-2-{4-[2-(4-
xnopdeHinjeTorcw]deHeTnnaMiHo)bersoar]
Metun[2(S)-(1-kapbokcn-2-{4-[2-(4-
TpucnyopmeTokcuge-
HIMeToKCU]beH IMeTUNAMIHO)EEH30AaT]
3-{4-[2-(BeH3oKCason-2-
INTMETUNAMIHO)eToKCH]dheHI}-3-(4-
BeH30IMTIEHINaMIHO)-NPOMNICHOBa KMCnoTa
3-{4-[2-(Cen3ckcazon-2-
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INMeTUNamMiHo)eTokcK]deHIn}-2-[2-(4-
©iherinkapborin)deHnNamMiHC]-NpoNIOHOBa KMCNOTa
3-{4-[2-(BensoKcason-2-
INMeTUNAaMIHO)eToKCH]deHIN}-2-[2-(4-
MeToKcubeH30In)hbeHINamMIHO]-NPONICHOBA KUCNOTa
3-{4-[2-(6eH30KCazon-2-
INMeTUNaMHO)ETOKCH erint-2-[2-(4-
MeTuNSeH3oIMdeHINamMIHO]-NPONIOHOBA KNCOTa
3-{4-[2-(BensoKcason-2-
INMeTUNamMIHojeTokcu]dreHIn}-2-[2-(2-
MeTUNBeH30IM)deHINamMIHO]-NPONIOHOBA KNCNOTA
2-(2-BeHzoindeHiNamiHo)-3-{4-[2-(4-
xnopdpenin)eTokcu]dpeHIn}t-NpoenioHcea KMcNoTa
2-(2-beHzomndreHiNaMIHO)-3-{4-[2-(4-
METWITIA30mM-3-1n)eTokcu]dheHIn}-NponioHoBa KMcnoTa
2-(2-BeHsoindeHiNaMIHo)-3-{4-[2-(4-
xnopceHIncynbdaHIn)eTokcH]deH In}-nponioHoBa
KWcnoTa
2-(2-beHsomndeHinaMiHo)-3-[4-{4-
13cnponinbeHaunokc)deHIN]-NponicHoBa KUCNoTa
2-(2-BeHsoindeHiNaMIHO)-3-[4-(4-
xnopbeHaunokcn)deHin]-nponioHoBa KMCNoTa
2-(2-BenzoindeHinamito)-3-{4-[2-(4-
MeTokcHdeHINNponokcKldeHIN}-NPCNIOHOBa KNCnoTa
2-(2-beHzomndreHiNaMIHO)-3-{4-[2-(4-
AuMeTunamiHodeHIn)eTokcu]deHIn}-NponIoHOBa  KKC-
nota
2-(2-BeHzoindeHiNamiHo)-3-{4-[2-(4-
OpombeHoKkCH)eToKCH e IN}-NPONICHOBA KNCMOTE
2-(2-beHzomndeHiNaMiHO)-3-{4-[2-(5-
HITPONIPUEWMH-2-INOKCH)}eTOKC K ]dpeHIN} -NponioHoBa
KWCNoTa
2-(2-BeH3zoindeHiNamiHo)-3-(4-{2-[3-(6-
METUNMIPWAWH-2-1N) NponoKculeTokcunddeH In)-
NPOnICHCBA KMCACTa
2-(2-beHzomndreHinaMiHo)-3-[4-(2-mpuarH-3-
INeToKSH) cheHIN]-NPonicHoBA KUCNoTa
2-(2-BenzoindeHiNamiHo)-3-{4-[2-(3-meTnn-6-
okco-8H-nipnaaaun-1-injeTokcu]doeH N} -nponioHoBa
KWcnoTa
2-(2-beHzomndeHiNaMIHo)-3-{4-[2-
(TpychnyopmeTokcudeHIn)
NPOnICHOBa KMCNOTa
2-(2-BenzoindenInamine)-3-{4-[2-(3-
yianodpeHoKCcH)eTOKCH]dbeH M -NponIOHOBa KMCNoTa
2-(2-beHzomndeHiNaMIHO)-3-{4-[2-(6-
METOKCUMIPUANH-2-INcyniedhaHin)eTokcu|deHIn}-
NPOMICHOBa KUCAOTa
2-(2-BenzoindeHiNamiHo)-3-{4-[1-(4-
HITpCEHIN) MPCNIAVH-2-INMETOKCH]doeHIN}-
NPOnICHCBA KMCACTa
OcoBnuea rpyna CNOMyK 3MAHO 3 BUHAXOAOM
BKIIOUAE
MeTnn[2(S)-(1-rapbokcn-2-{4-[2- (5-meTnn-2-
dheHinokcason-4-
injeTokcu]derinteTvnamiHo)beH3oar]
3-{4-[2-(BensoKcason-2-
INMeTUNamMIHo)eTokcH]dreHIn}-2(S)-(2-
6eH30INdeHINaMIHO}-NPaNIOHOBA KCNoTa
3-{4-[2-(6eH30KCazon-2-
INMEeTUNAMIHO)ETOKCH erIN}-2-(2-
LW KAorekcaHkapboHINeHINaMIHO)-NPCMICHCBA  KUC-
nota
3-{4-[2-(BeH30KCaz0on-2-
InMeTUnamMiHa)eTokcK]deHIn}-2-(2-6ensommodeH-3-
INamMIHO)-NPCNICHOBA KWCNOoTa

eToKkch]deHIn}-
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2(8)-[1-meTorcwkapboHin-2-(4-{2-[5-meTnn-2-{4-
MeTunninepasvuH-1-Imriason-4-
inJetokcuideHin)eTunaMiHo]beH30AHa KnCnoTa

2(5)-(2-beHsoingeHinamiIHe)-3-{4-[2-
{MeTunnIPUANH-2-INaMIHO)ETOKCH]heHIN-NPONICHOBA
KncnoTa,

2(S)-(2-Densondgerinamiig)-3-{4-[2-(5-meTnn-2-
theHINoKkcazon-4-nyeTokcu]deHIN}-NpoNIOHOBa  KUC-
nota,

Ta 1x chapMayesTMYHO NPWAHATHI GoMl T3 COMb-
BaTH

Kpim Toro, 3rgHo 3 BMHEXOAOM 3anNpPONOHOBAHO
ANA BWKOPWCTAHHA ¥y Tepanl, ¥ T4 And NIKYBaHHA
noaAuHK, cnonyky dopmyni (1) un (1a) abo n dapma-
LEBTUHYHO NPUAHATHI GIMNb TA CONBBAT

3rgHO 3 HWWM ACNEeKTOM BMHAXOJy 3anponoHo-
BEHO ANA BUKOPUCTAHHS Y BUPOBHULTEI NIKYBaNLHOro
3acoly ANA NIKYBaHHA CTEHIB, NPW AKMX Mogudikaun
ai AMMP-y TepanesTMYHO KOPWCHA, CNOMYyKY hopMy-
nw () uun {la) aba |l bapmayeBTUIHO NPUAHSTHI CINb
YW CONbBAT

3raHo 3 nofjankLlUWM aCNeKToM BUHAXOAY 3anpo-
NOHOBAHO cNoclE MIKYBAHHS CCABLS, BRMKOYAKOHMW MNio-
AWHY, 30KpEMA BIA CTAHIB, NpW AKWX Modudbikauia ail
AMMP-y TepaneBTW4HO KOPWUCHA, AKWMA BRIOYAE 3a-
CTOCYBAHHA nayleHToM TepanesTWdHe edbeKTUBHOI
KINsKocT cnonykn chopmynu () ui (1) abo 11 dapma-
LEBTUYHO NPUIAHATHWX COMI YW CONbBaTY

Cneuianictam Byae ACHO, WO NOCHNAHHA HA II-
KYBAHHA BEMOYAKTE NPodbiNakTURY, 8 TAKOX MNIKYBaH-
HA B¥e HASBHUX 33XBCPIOBaHb Ta cMMNTOMIB Binbl
TOro, SICHO, WO KINBKCTH CMCMAYKA 3MAHO 3 BHHAXO0-
AOM, AKa nNaTpibHa ANA NIKyBaHHA, [YHEe 3anexnTb
BIA NPWROAMW NIKYEMOIO CTaHY, BIKY | CTEHY NayIeHTa, |
3HAXOAUTLCA Y KOMMNETEHLN NIKApA Yk BeTepuHapa B
OCHOBHOMY, OAHAK, AO3W ANA NIKYBAHHA AOPOCMol
MIOAWHK 3HaxoRATeCA ¥ Memax-0,02-5000mr/goby,
Hanpuknaa, 1-1500wmr/aoby BaxaHy posy 3pydHo
BHIOTOBMATH AK O4WHUYHY O3y abo AK OKpeM! fosun
ANA NPUAOMY JYepe3 NPUAHATHI IHTepBanu, Harnpu-
Knag, ABI, TOW, YOTUPU Yu Binblue Nigaos Ha Aoby

Mpy MOXMMBOCT! TEPANEBTUUHOMO 3aCTOCYBAHHSA
GNOMYK 3rAHO 3 BUHAXOAOM SIK YUCTWX PEYOBUH Kpa-
Lie NpeacTaBnATY aKTMBHUW IHFPedieHT y BUrMAfl
hapmauesTuuHol peuenTypw BignosigHo, 3ngHo 3
BMHAXC/AOM 3aNPONCHCBAHO (apMaleBTUUHY peuen-
Typy, WO BKMoYae cnonyky cdopmyni () uu (1a) abo
chapMaleBTU4HE NPUAHATHY CiMNb YW COMBBAT PA3I0OM 3
opHUM 4KM Binble dapmayesTMYHE NPUAHSTHUMA
HOCIAMKM T&, AK BapiaHT, HWHMH TePaneBTHYHIMK
Ta/abo npodakTuyHUMK IHTpegieHTaMn  Hocn no-
BMHHI BYTH NPUAHATHUMMW 3 TOUKWN 30PY 1X CYMIGHOCTI 3
IHLWWMW IHTPeAISHTAMW peuenTypy Ta Helrkianveumu
AnA, peynnieHta Tak, 3rJHO 3 BUHEXOA0M 3&npono-
HoesaHo cnocib BUroTOBNEHHA chapmalesTuyHol pe-
uentypy, wo eknodae cnonyky dopmynm (1) un (1)
abo 11 dapmalesTUYHE NPUAHATHY ClNb PA30OM 3 Off-
HUM YU Binblwe dhapMayesTUdHe NPUAHSTHUMU HOCI-
SIMW Ta, fIK BAPIAHT, HWHMK TepaneBTUUHUMK Talabo
NpahINakTMIHUMIK IHFPERISHTaMK

Peuenmypy 3rgHo 3 BuHaxogom, ocobnmeo,
BEMHOYAKTL GROPMOBAHI iNA NepopansHoro, Bykanb-
HOro, NAPEHTEPANBHOTO, TPAHCAEPMaNEHOro, Hrana-
LIMHOTO, IHTPaHa3aNkHOro, TPAHCCNU30BOro, IMNNaH-
TaHYlAHoro abo pekTaneHOro 3aCTOCYBAHHS, OFHAK,
kpawum € nepoparnbHe HAna OykanbHoro 3actocy-
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BaHHA peuenTypH MoXyTe ByTH y BUrnagl cdopMo-
BaHWX, SK 3BUMaWMHO, TADNEToK Yu nactunok TabneT-
KW Ta Kancynu ANA NepopansHOro BXUBAHHA MOMYTH
BKMIOUATH TaKl 3BUUAAHI AOMOMIKHI PEYOBUHU, SK
3B'a3yloud (Hanpuknag, cupon, rymiapabik, xenatuH,
copBiT, Kamegb, TparakaHT a6o NoNIBIHINNIPONIACH),
HanoBHBAaY! (HaNPUKNag, NakKresa, Uykop, MIKPOKpH-
CTarIYHa LEnonosa, KykypyasaHWA Kpoxmans, doc-
daT kaneyio 4w copbim), amawlysadl (Hanpuknapg,
CcTeapaT MarHilo, cTeapuHOBa KWCNOTa, TankekK, noni-
ETUMEHMIKOME Y44 OKCWA GWNIYIK), AS3MHTErRYIOYM
(HanpuKknag, KapTonnAHWA KpoxMane abo HaTpiesui
KpoxXManbeHWA MIkonaT) 2o 3mouysanbHl 3acobw,
Hanpuknag, naypuncynegat HaTpio TabneTtkd mo-
¥yTe ByTw NnokpuTUMK gobpe BigoMUMK cnocoBamu

3 IHWworo Boky, CNOMNyKW 3rAHO 3 BUHAXOAOM MO-
MHE BBOAMTW ¥ TaKl pIAKI NpenapaTu 4nA nepopans-
HOTO BXWBAHHA, K HANPUKNAZ, BOAHI 4N MACHSH)
CYCMNeHsll, PO3YUHMW, eMynbCll, GUPCMM YW enikcUpy
Binbw TOro, peuenTypy 3 UMW CNOMyKamMu MOXYTh
npepcTasnsTv cobok cyxl NPOAYKTH ANS 3MILYBAHHA
nepej BXUBEHHAM 3 BOAOK YW IHLUUM MPHUAATHHM
cepegoBieM Takl PIAKI NPenapaTtn MOXYTo BKIO-
yaTy Takl 3BMdanHL A008EBKM, AK CYCMEHAYHOYM, Ha-
NPUKNaA, cUpony copBiTy, TMIOKO3MIUYKPY, METUNLE-
MONosy, M APCKCIETUNLENIONOo3Y,
KapOOKCUMETUNLENIONO3Y, XEMNaThH, renb cTeapaTy
anwMiHIile abo ngporeHoBaH! Xap4oBl XUMPKY, Takl eMy-
NBCUMIKYIOYI, AK NeyeTwH, moHocnear copbmy abo
Kamejb, Takl HEBOAH cepefoBMLA (LU0 MOMYTH
BKMIOUATH XapuoBl MMPH), K Macna, MWrganeHe Ta
dpakyOHOBAHE KOKOGOBE, XUPHI €GTEPH, NPOMIMEHT-
mkone abo eTaHon, a TakoX Takl NpesepeaHTH, AK
MeTUN 4Kn npomnbensoaT abo copbiHoBa kWcnoTa
Ll npenapaT¥ MOXHa TAKOX BMIOTOBUTH AK GYNO3W-
TOpIl, HANPWKN2A, HA TaKIA 3BUYARHIA OCHOBI, AK MAC-
MO KaKao YW IHWI FIYepugn

Hani, peuenTyps 3rAHO 3 BUHAXOAOM MOXKHA
chopMyBaTH ANA NAPEHTEPanbHOIO 3aCTOCYBaHHA
IH'ERKLIIMKA YW NOCTIAHVM BMBaHHAM Peuentypw gna
IH'EKLIA MOXYTh BYTU CYCNEH3IAMKU, POIUNHAMMK, EMy-
NECKMHW Ha BOAHIA UM MACNFHIA OCHOBI, | MOMYThb
BRMIOYATH Takl dopMytodl 3acobu, AK cycneHgyadn,
crabimizytow Talabo pwucneprytoum 3 IHworo Goky,
AKTMBHI [HIPEAIEHT MOXYTb OyTW nopowkamn ans
3MILIYBAHHA Nepej BXKUBAHHAM 3 NPWASTHUM cepe-
JoBvlWeM (Hanpuiunag, CTepWnsHOK, BINLHOK Big
niporeHy BOZOK)

PeyenTyph 3rgHO 3 BUHAXOA0M MOXKHA COOPMY-
BATW AK A4NA YNOBNBHEHOIO BUBINbHEHHA Takl 4oB-
reAlcyl pelUenTypyd MOHHA 33CTOCOBYBATM LUMAXOM
IMANAHTaUN (HAaNPUKNan, MISWEIPHE YW BHYTPIWHBO-
M'A30B0) 260 BHYTPIWHEOM'A30BUMK IHekUIAMKY Bia-
NoBIAHO, CMOMYKK 3MAHC 3 BUHAXOAOM MOXHE Noch-
HaTW 3 MPUAATHAM NONIMEPHWM Yu NAPodobHUM
MmarTepianom (AKk Hanpvknag, emynscs ¥y NeMAHATHO-
My Macnl), ICHOOBMIHHUMKU CMONaMn abo BUrOTOBUTH
SIK MOMIPHO PO3YWHHI NOXIGHI, HANPWKMIAA, NOMIPHO
PO34YMHHI conl

PeyenTyph 3rgHo 3 BMHEXOAOM MOXYTb MICTUTH
0,1-99% aKTVBHOIO IHrpegleHTy, 3pyvHo - 30-95%
Ans Tabnetok Ta kancyn | 3-50% AnQ piakux npena-
paTie

Kpim Toro, 3rigHC 3 BUHAXOAOM 3arnpOMNOHOBAHO
cnocib BuraToeneHHA cnonyk copMynu (1), Akwo, He
noaHadveHo Hwe, A, B, Alk, R' Ta Z, 3 TEKOX IHW
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npeacTaeneHl Aani 3aMICHUKK, MPakTUYHO TI X, Wo
BU3HAYEHO paHiwe 3rgHo 3 saransHuy cnocobom
(A) cnonyky dopryny (I) MOXHA BUIOTOBUTH 31 CroO-
nyku copmMynu

CoR

e
T Ly /,5'

besnocepeaHso abo y KINbKa CTaAIA peaklien 3l
cnonykot hopMyrnu A-B-X, ge X - sgatHa go eigwe-
nneHHA abo ngporcunbHa rpyna, a B - rpyna, wo
MICTWTE C4 saNKINeH, npudomy X npvegHado Desno-
cepefHbo 4o T sankinedy

MpWAATHI YMOBM peakull ONUCAHO HUXYE Ta ¥ CY-
npoeogxylouux npuknagax Awe Takox Chung et al,
Selective Functionalization of (5)-Tyrosine, Tetrahe-
dron 49(26) 5767-5776 (1993), Solar et al , Selective
of (Q)-Alkylation of Tyrosine, J Org Chem 31 1996-
1887 (1866), O Mitsunobu, Synthesis p1 (1981), a
Takox D L Hughes, Org React Vol 42 335(1992)

Hanpuknag, kpawyiid A - dpeHin, mipugun, Bexso-
kcasonin abo NINepasvHIN, KOXHWA 3 AKMX Moxe ByTw
samieHnm ogHmm yn Binbwe Cqzankinom LWe kpa-
we, Konu A - cdeHIn, nipuaun, Bexsokcasonin (nine-
pPAasuHIN)

Kpawui B - Het- Cy sgankneH, pe Het BU3HAYEHWA
BULWe, a Kpawui Z - -NH-Y-(C=0)- -T-R°, ge Y - deHn,
AK BAPIAHT 3aMILLEHWA OAHWM Yk 6|r|bu.|e C1 zanknom
Ta/abo ogHum yn CinNblie aTomom ranoredy, T - 3B'a-
30K abo -0O-, a R® - C1sankin abo cdeHIin (AK BaplaHT
3aMiWeHnd ogHuM 4 Binswe  Cq;anknom, C1
3@MKQKCUNOM, aTOMOM ranoreHy, Co sankineH NR°R™
ae R” ta R'” nesanexuo oguH s1a ogHoro - rlnporeH
un Cyaankin,  -50:C sankn,  -CO.Cqzankin, -
SO:NHCq sankin), CpzanknenCO:H, Cps, Gy
3ankneHCo,Cy zanwn, abo -OCCH:(CINH3)

We kpawe, konu X - rarnore, abo ankin- 4 apu-
NCYNbGOHINOKCUrpyna, a R - naporeH We kpawwid
BUNAZCK, KONW cnonyky opmyn ABX Ta (1)

CoyH
o CH, /@/\\r '
O K
Oiids

R‘a

ne OMs - sfaTHa A0 BIALLENMEHHA Me3WnaTHa
rpyna, a R e - theHIn un OCH;,

Y cnonykax copmynu (I}, ge R' - Cyaankin,
Kpale MeTUrn, a X - rAPoKCUNeEHa rpyna, peakyinl Mk
ABX Ta cnonykow copmynn (I} sdaE peakyo
MiLyHODY 3 HACTYNHWUM rApCrizomM arnknNbHOMo ecrepy
A0 BIANCBIAHOI KWCNoTh Bes suANeHHA ecTepy Kpa-
Wa cymiw Ans peakyl MigyHoBy MICTUTE Tonyon

Kpawe, konu cnonykn opmyn ABX ta (1)

IsAtE
HO o
0. _cH,
W/ o
0[-[ R'IJ

pe R"™- deHIn 4n OCH;
Konwn Z-
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RS
crnonyky dopmynn (I} BUrOTOBNAKTE cneply
OTPUMaHHAM cnonyku dopmynn(ll),
JeZ -

HH

5

R

3 HACTYNHWM KaTan TUUHWUM feraporeHyBaHHam y
NPUCYTHOCT! aKkUenTopa raporeHy

Kpalwe, konn akyenTopoM rgporeHy € apomaru-
YHa HITRPOCNONYKa

Cnonyky opmyny () MOXHa BUTOTOBUTK peakul-
eio ABX, ne B Tare, wob X 6yno npueaHaHo ao C4
sanwKneHy BesnocepedHeo, SIK BUlleonucaHe, a X -
raporcuneHa abo Taka 3paTHa A0 BIFWENNSHHA rpy-
na, AK ranored abo ankin- Yk apuncyns¢oHOKCUMNEHA
{(Hanpuknag, mesunarHa)

3 IHworo Boky, konu B- NR’C, gAKINeH, CNonyKy
dopmyni () MOMHa BUTOTOBWTI 31 cnonyky dbopMynn
(I} yepes npOTEKTOBAHWA IHTEPMERIAT, WO MOXHA
npefcTasuT hopMynots

=3
< By
{1
(1N W«E\.w vh,anxim — 5 -[fj 3

Ae P - Taka npoTekTopHa rpyna, [k ankokcwkap-
BoHIN, HanpuWknag, T-byTokcukapboHIn | T N, BUKOpK-
CTOBYIOUW OMWGaHI HUXYe ¥ npuknagax cnocobu Ta
BIAOMI NPOTEKTYIOMI Ta ASNPOTEKTYIOHI peakyll, onu-
caHl, Hanpwknag y T W Green & P G M Wuts (1991),
Protecting Groups in Qrgamic Chemistry, John Wiley
& Sons

Cnonyky dopMynu (|} MOXHa BUFOTOBUTW 31 CNO-
nykn chopMynu (1V)

(V)

peakyel 3

AVKSTOHOM,
GEeH30INUMKNONEKCaHOHOM, KRaLLE ¥ NPUCYTHOCTI Me-
TanyHoro, KaranisaTopa, Hanpvknag, nanagio Kpa-
we, konv R' - ankin, a ANKETOH CrIOYATRY pearye s
aMIHOM 3 NoJanblUM AergporeHyBaHHANM ¥ NPUCYT-
HOCTI METaMIYHOMO KaTan3aropa Ta akyenTopa rgpo-
reHy Kpalummu akyenTopami NgporeHy € apomaThy-

Hanpuiag, 2-

HI  HITROCMOMYKM, WO  JI€rko  BIAHOBIIOWTLCS,
HanpuKknag, nh-HIrpoTonyon Hkwo baxaHo, wod R
6ye rigporeHom, cnonyky, ae R' - amkin, MoxHa rig-
pOnI3yBaTX, HANPUKNAN OCHOBOK ¥ CyMILWI BOAWU Ta
anNpOoTOHHOTO Pa3vMHHUKa Crnonyku doopmynn (V) ey
npogaky, abo IX MOXHA BWIOTOBWTA SK OMNWCAHO ¥
J Med Chem | 1878, 21(5),430-7

3raHo 3 3aranbHM cnocobom (B) cnonyky dop-
Mynu (IY) MoXHa BUIOTOBWTM 31 CNOMYKU HOPMYIN

V)
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H

CaR
= l - A’k—““f{ )
A i G, N

peakuIEr 3 NRR*H Peakuio, Hanpwknag, mox-
Ha MPOBECTW NI 3BOPOTHUM XOMOAWNBHUKOM ¥ MpPU-
CYTHOCTI METANIYHOrS KaTanIsaTopa, Hanpuknag, po-
alesorc (fIMep aueTary PpoAaIv), ¥ MNpUAaTHOMY
BYIMEBOAHEBOMY PO3YWMHHUKY, Hanpuknag, Tonyon |
Tn MoxHa Jekatn, wo cnocobom (B) yTBOoproBaTy-
MYTLCA cnonykn dopmyny (1), B AEUX 7 - NR’R*

Cnonyky dopMynu (V) MOXHa BUFOTOBUTU A1230-
TyBaHHAM cnonykin dopMynu (V1)

COR’
~ Ak _‘—_<\ (Vl)
KH,

Peakyilo [Ia30TyBaHHS Kpalle NpoBecTH Nif 380-
POTHHWM XQNOFZWMMBEHWKOM Y MPHCYTHOCT! HITPHUTY, Ha-
NpWKNag, 130aMINHITRUTY

Cnonyen bopmynu (Vi) € v npogaxy, Hanpuknagd,
MeTUNOBKA ecTep O-BeHINATUPO3WHY ANLTEepHATUB-
Ho, cnonykn dpopmyny (V) MOXHA BUIOTOBUTM 3 BI-
AOMMX BMXIAHWX MaTeplanis, Hanpuknag, GeHsokca-
sonrancreHigy Ta amIHOCMMPTY, AK OnucaHo pan y
npuknagax

Cnonyew dopmynin (1) MOXHA, OAHAK, BUTOTOBUTH
BeanocepenHeo 31 cnonykyn ¢opmynu (Vi) saransHUM
cnocobom (C) Hanpurnag, cnonyka dopmynn (V)
MOXE NPOPearysartv 3 AWKETOHOM 3arantHol hopmy-
M CH3-(CH2)n-(C=0)-CH=-(C=0)-T-R°, ae n=0-3, 3
YTBOPEHHAM CNONYKW c?opmynm {h, B AkA Z - -NH-C4
sankeHIneH-(C=Q)-T-R™ ¥ nojganswomy BTINEHH,
cnonyky doopmynu (V1) MOXHA aUuWNyBaTU peakylero 3
RS-(C=O)-X, de X - npuaaTHa 3paTHa Ao BlALEnneH-
HA TRYNa, B OCHOBHOMY, AK BULWEONMCaHe, NpuaaTHa
¥ MRUCYTHOCT! CCHOBHW, HANpPWKNag, TAKoro TPETUHHO-
ro aMiHy, SK TpIETUNaMIH

3raHo 3 HacTynHUM cnocobom (D) cnonyky dop-
myru (I} mosHa BuroToBMTK 31 cnonyku dopmynn (VI

£ N i~ GH, - COR
[I“ (VI
A e [ e £}

A

PEeaKUIED 3 CWUNbHOK OCHOBOW, NPWAATHUM €
amig NyXkHOro MeTany, a NoTIM PeaKLISHo 31 CNONYKOK
hopmMynun Z-X, ge X - BULeoNWcaHa NPUagaTHa 3aT-
Ha Ao sigwenneHHa rpyna Sokpema, cnoclb (D) 3a-
CTOCOBYKITE MPW BUICTOBNEHH! cnonyk doopmynw (1), B
Akux 72 - -( CqsanuneH)deHin, B OCHOBHOMY, AK BW-
weonvcaHe [puaaTHAMKU yMOBaMKM ANA peakuyl €
E€TEePHWA PO3YMHHWUK, HanNpWKNag, TeTpangpodypaH,
Ta NepemIWyBaHHA NPOTATOM KINbKOX rofuH

MNpwAHATHE BUraTOBNSATH cnonyky dopmynu (V)
31 cnonyk gpopmyn (VY Ta (1<)

B G P

(v

o Foy b 4
( ¥ ’ 1)
3] o v/x

ae P moxe ByTW NpuASTHOI 3aXMCHOIO Pynow, B
OCHOBHOMY, fK Bhueonwcade Cnonykn QopMynu
(IX) € v npopaxy Cnonyku copmynu (VIII) MoxHa
BUrOTOBMTH 3 BIAOMUX BUXIAHUX MATEpIANIB, BUKOPU-
CTOBYIOMW, HAaMPUKNag, BULWEONWGaHI cnocobu | no-
YuHaruK 3 BeH3okcasoNranoreHiAy Ta aMIHOCNMPTY
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3rgHo 3 HacTynHWM 3araneHum cnocobom (E)
cnonyky opmynu (1) MOXHa BUrOTOBMTH LUKINIZAUIERD
CNONyKW HopMynK (X)

COR

1o, N

ol ,v}sw;;-vo‘—-@m-&“ _<Z *)
o

b H

3 YTBOPEHHAM cnonykl dopmMynu (1), B AKIA A —
Bloyunrn

e
e
ae C — 5-6-yneHHWiA reTepoyuKn, WO BKIOYAE
4Ba reTepoartomMu HITPOTeHyY, YUKNI3AUI 3PYYHO Npo-
BOAWTH ¥ KNCNOMY CEPeaoBuLL)
[NpUAHATHE BUTCTOBAATHA CNONYKY hOpMYNK (X) 31
cnonyku chopmMynu (X1

o
o

oo,e"

ké’f\E - ﬁfkm{ (Xl)
X~ gwﬁ-mie\ z

peakyieo 3 1,2-peHiNeHgIaMIHOM ¥ NPUCYTHOCTI
Takoro kapboHaTy nykHoro meTany, Ak kapbonar
kano, Ae X - NpuaaTHa 34aTHa 40 BIALUENNEHHS rPy-
na, B OCHOBHOMY, X BULIEONUCAHE, 30KpemMa, Mesu-
narHa

Cnaonyky dopmynn (XI) MoxHa BMroToBUTH 31

cnonyku coopmynu (X
onR'

peakyeo 3, Hanpuknag, ankin- 4y apuncynedo-
HINFEMOreHIAoM, Hanpuknag MeTaHcynbOOHINXIoRU-
JOM, Kpalwe Yy NPWCYTHOCT) ETERHOIC PO3YUHHMIKS,
Hanpuknan, TeTparigpodypaHy, Ta TPETUHHOIO AMIHY,
Hanpuknag, TRIETUNAMIHY

Cnonyky dopMynu (Xl MoOXHa BWrGTOBMTW 3I
cnonyku coopmyni (Il), B ocHoBHOMY, SK BULjeoNNCa-
He, Hanpwkiad, peakuyetr 3 ankneHkapboHaToM vy
NPUCYTHOCT! KapBOHaTY NYKHOrO METany, Hanpyknan,
kapboHaTy KEanio

3naHo 3 NoganbellUM AcNEKTOM BUHAXORY CNOMy-
Ky cpopmynm (I) MOXXHa NEpPEeTBOPUTH B IHWY CNONYKY
dopmynk () YacTkoBa IHTEPKOHBEPCIA BKOMEE ne-
peTBOPEHHA cnonykd topmynu (), B AKIA R' - C
sankin, ¥ cnonyky dopmynn {I), B AKIA R' - raporeH,
NPUAATHUM TFPONITUUHMM  cnocoBoM, Hanpuknag,
MAROKCUACM NYKHOMC METany, y €TepPHOMY PO34WH-
HWKY, Hanpuknag, TeTparngpopypaHl, | CNUpTOBOMY
PO3YMHHWEY, HANPWKNAL, METAHOI

CneyianicTd 3posyMIlOTE, WO ¥ AEAKNX BUNALKaX
cnonyku cpopmynu (I} onucaHo gan SK IHTepmMegIaTy,
OCKINEKW BOHW KOPMGHI NPW Of€PKaHHI IHWHX GNonyK
dopmynu (1)

Y KOXHOMY BWILEONWCAHOMY cnocobl moxe Dytu
HeoDxigHvM Talabo CaxaHuM 3axuwartn YyTnvel Ta
peakuUii HesfaTHI rpyni 3axXMCT 3IWCHICIOTE CTaHAaa-
pPTHUMK cnocoBaMmn opraHivHoro cuHTesy (T W Green
& PG MWuts (1991), Protecting Groups in Crganic
Chemistry, John Wiley & Sons) LI rpyna Bnaansots
Ha NOTPICHIA CTagll CUHTE3yY BISOMHMMW cnocobamu
Hanpuknag, aMiHOrpyny MONHa 3aXWCTUTU TFPyMog,
BuBpaHol 3 apankina (Hanpuknag, GeHsuny), ayuny
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abo cynedoHNy, Hanpuknag, anmcynedoHNa, T-
ByTokcukapboHiny, dTanimMidy 4u TO3UNY, HacTynHe
BUAAMNEHHS NPOTECTYIOUUX rPYN MOXHA NPOBECTW 3a
BaxaHHAM NApoOnNISOM YK MAPOreHonI3oM ¥ GTaHaap-
THUX ymoeax Hanpwenag, T-6yTokcukapboHin mMoxHa
BUAAMNWTW TIARONIBOM ¥  KUCIIOTHOMY CepepfosuLly)
MNAPOKCUNEBHY Ta KAPBOKCHMBHY MPYNU MOXHA 33XWC-
TUTWU 3BWYARHUMK ANA X 3aXWCTY rpynamMy, BUBpaHu-
MU 3 anKInB, HANpPUKNag, MeTuny, T-6ytuny abo me-
TOKGUMETHAY, apanwnes, Hanpuinag, 6edsuny,
ANEHINMETUNY YN TPUDEHINMETUNY, TaKWX reTepo-
UMIIB, AK TeTparngpompaHin, ayunis, Hanpuknag,
BeH3oINy UM aUeTUny, TAKWX CUMINIB, SK TPUANKINCU-
nin, Hanpwknag, T-Bytungumetuncunin MpoTekTyrodl
MAPOKSHN FPYNK MOXHA BUAEAWTU 3BMYAWHMMKM Cno-
cobamu, Hanpwknag, ankin, curin, auun Ta reTepo-
UM MOXHA BWIANWTA NAPOMNIZOM ¥ KMCIIOTHOMY YK
OCHOBHOMY cepefoBulll Takl apanknu, Sk TpudeH-
FAIMETUN NPOCTO BMAAMAKTE NAPONI3OM ¥ KWGNOTHOMY
cepefobUl Takl apankinu, Ak BeHsun MoxHa Buaa-
AWTW TAPOrEHONI30M ¥ MPUCYTHOCT! TaKWX KaTanisa-
TopiEe Ha Dagl OnaropogHUx MeTame, AK nanagii Ha
AKTUROBAHOMY BYrINMl CUMINbHI rPYNU TAKOX 3pYYHO
BMAAMNATU 3 BUKOPUCTAHHAM TAKOro Axepena cnyop-
ICHIB, 5K bnyopHg TeTpa-T-ByTHNaMoHIo

BaraTo 3 BULLEOQ3HAYEHNX peaKkUld Ta LWNAXIB CU-
HTEe3y MOXHA 3AIACHUTA Ha Teepald onopt Hanpw-
knagd, R y coopmyni {11} moxe ©yTn NpuaaTHOK TBEp-
AodasHol onopol, Hanpuknag, B Moxe 6ytu 2-
XNOPTPUTHAXNOPHMAHOK  NONICTHRCMEHOK  GMONOH
Micrna sakiHYeHHA NPUAHATHOI peakyll BaxaHy cnony-
Ky dopmyni () MoKHa BIQOKPEMUTH BIA TBEpAQhas-
HOl onephk

HuxueHaBeneH! NpUKNaAW HaZlaHo ANA NKCTpa-
L/l GUHTE3IB OKPEMUX CMOMYK 3rgHO 3 BUHAXOAOM Ta
OKpEMWX 3ACTOCYBAHb BHLUEONWCAHUX 3aranbHHX
cnocobie BignoeigHo, HacTynHI npuknagu He obme-
XYHOTb PAMOK BWHAXOAY

CuUMBONW Ta YMOBHOCTI, LUO BUKOPUCTAHO ¥ LUX
cnocobax, cxemax Ta NpuKkNanax, yarogxeH! 3 TUMH,
WO BMKOPUCTOBYIOTE Y GyUacHIA HayKoBIA niTepaTypl,
Hanpuinad, J Amer Chem Soc Hrkyo He BrasaHo
IHWE, YCI KYNMNEHI BUXI4HI MATERIANN BIKOPVCTOBYBA-
nw Ges noganewol o4ncTkn BWKOpHCTaHO Tak CKo-
poyeHHA KT - KIMHATHa TeMnepaTypa, X8 - XBUMWHA,
rog - roguHa, Tl - TeMnepartypa nnaeniHHa, TLWX -
ToHKowWwaposa xpomaTorpadia, BEPX - sucokoedex-
TUBHE PIFUHHA XpomaTorpadis, YY - Jac yTpumaHHs,
O® -oCopoTHa aza, MeOH - wmetanon, TOOK -
TputhnyopouTtoea Kucnota, TI® - TeTpa-rigpodypaH,
AMCO - gwMmeTuncynsdorcwa, EA - eTunauertar,
OXM - pwaopMmetad, AM® - pumeTngdopmamu,
TEA - Tpietwnamin, KOl - 1,1-kapboHingimigason,
IByX® - mobytun-xnopdiopmiar, Cyl - N-
napokeucykuuHinig, TBHT - N-rigpokcubeHsTpiason,
AEAK - ple-Tunasoaukapbokcunat, ATbByK - gi-r-
6ymungukapborar, MEKQ - ngpoxnopwa eTunkap-
Goanumigy, BODX - 6ic(2-okco-3-
okcazoniguHin)dpochiHxnopuy, TBOK - T-
Oyrunokcukaptonn, AUNK - guuuwknorekcunkapbogi-
ima, BHOK - BeHannokcukapbonin, NaHCO; - Hack-
YEeHWH pO3-YMH NgpokapboHaTy HaTpi  [ocunaHHA
Ha eTep BIFHOCATECA A0 AIETUNOBOrO, PO3SOn O3Ha-
Yyac HacWYEHWA BOAHWIA PO3YMH XNopuay HaTpia Hi-
WO HEe NO3HEYEHO IHWE, YCI TEMNEepPaTyPH HajaHo y
“C Ko He NosHaYeHo IHWe, peaklls nepebirag npu
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KIMHETHIA TemnepaTypl

'H fAMP-cnekTpn oTpMmMaHo Ha Yanan VXR-300,
Vanan Unity-300 aBo Varian Unity-400

XIMIYHI 3CYBY BMPAXEHO AK MIMICHHI YacTkK (3)
KoHcTaHTW 3B'A3ky HagaHo y My, C osHavyae cuHrmer,
O - AyBner, T - TPUNNeT, K - KBAAPYNNET, M - MyNETH-
NMeT, W - WMPOKUA

Mac-cnektpu {MC) 3 HW3bKUM pO3LEnneHHam
(HP) otpumyeanu Ha cnektpometpax JOEL JMS
AXB0BHA, JOEL SX-102 abo JOEL APln Yo MC
OTPUMEHO ANA NO3UTUBHUX IOHIB NPU IOHIZALlI enekT-
popoanuneHHAM (EP), ximiuHoto ioHIzaliee (XI), ene-
KTpoHHWM yaapom (EY) abo cnocoBom BGombBappy-
BaHHA wWBuarMMK aTomamu (BLUA)  [HdppadepsoH!
cnekTpy (M) oTprmaHo Ha cnexkTtpomeTpl Nicolet $10
FT-IR sukopucToBytoun, Tmm wosety 3 NaCl Pora-
Uk BM3HA4YeHO Ha nonapumetpi Perkin-Elmer 241
Ye¢i peakyll koHTponwsanu TWX Ha 0,25MmM nnactw-
Hax E Merck 3 cunikarento giokcugy cumigio (B0F-
254) 3 Bisyanisayiso YO-cemnom, 7% docdomonit-
JEeHOBOK KMCNOTOR abo po3usHOM n-aHicanbper gy
(anisldehyde - 3aye nepern) @neLl-KONOHOUHY XpoO-
MmaTorpaciio NPOBEREHO Ha FIoKcHA! cuniyio (230-
240 mew, Merck)

MpogykTy ovuwanu npenapatusHow O¢-BEPX 3
BuKOpucTaHHAM Waters Model 3000 Delta Prep, ono-
PAAKEHUM  PAAIAMNEHAKM  KOMOPECIAHUM  OATPOHOM
{C18, 3004, 150, 47Mm x 300mm) Delta-Pak, abo
cuctemolo Pharmacia LKB 3 BUKOpPUCTaAHHAM AIOKCUH-
gy cuniye Merck Lobar abo O®-rononmm C-18 B
YCIX BUNALKAX BUKOPWUCTCBYBENW NIHIKHWA TRAaJgIEeHT, &
WBKAKICTE NoToky Cyna 10-100mnfxe (t0=5,0xe} Yo
PO34MHHUKM MICTUNK 0,1% TOOK YUcToTy NpofykTy
aHaniayeanm OO-BEPX 3 BUKOPUCTaAHHAM CHCTEMM
Waters BOOE, onopsagxeHol cnekTpoMeTpoM 3 Habo-
poM giogie Waters 990 (200-400Hm), abo cucTtemor
Hewlet Packard cepn 1050, onopsgxeHol cnekTpo-
meTpom 3 Habopom Aioale CrayuioHapHow ¢aso
Eyna konoHka Dynamax C8 (25¢cM x 4,1MM), KOMOHKA
Dynamax 60A C18 (25cm x 4,6Mm), konoHka Vydac
C18 (5w, 4,6Mm x 250mMm), abo konoHka Rainin C18
(5m, 4,6mm x 250mm) WewakicTe notoky Gyna 1,0-
1,5Mn/xe (t0=2,8 abo 3,0xB ), a CUCTYMY PO3UNHHUKA
ONUCAHO HWXYe EHAHTIOMEepHY YMCTOTY BUSHAYAMNM
Ha konoHy Chiralpak AD (25¢cm x 4,6MM) 260 KONOHL
Chiralpak OD (25¢cMm x 4,6Mm) Ha cucTeM BEPX Hew-
let Packard cepn 1050, onopaaMseHol CNEKTPOMETROM
3 Habopom flodie abo Ha cvcTemMl Supercriical Fluid
(SFC) 3 BUKOPUCTaHHAM AK  pyxomol  hasn
COufmeTaHon

IhTepmegiat 1 - Metun[3-(4-6enaunokcndeHin-
2-a1a3onponioHar)]

PozuuH 2,51 (8,77MMONb) METUNOBOTO ecTepy O-
GeHaummmyposnny, 1,03r (8, 77MMONL) I30aMINMHITRUTY
Ta 1,571 (26 2MMonb) NMeOAAHO! OLUTOBOI KMCMOTH ¥
65Mn xnopodpopMy Nepemillysani nig 3BOPOTHUM
xonoguneHukom 15xe Ta oxonogxyesanwn go KT Pos-
UWH KOHLUEHTRPYBanu Ao MacnonoglibHoro 3aruvLiky,
posunHany y 100mn EA Ta npomueanu 5% NaHCO;
OpraHiky cywunu cynbgaTtom MarHio, hinsTpyBanu |
KOHUEHTpYBanM A0 MacnonoflGHoro 3anuwry, SKWA
XpomaTorpadysanu Ha CHNIKAren!, BUKOPUCTOBYIOUM
rekcan/EA (1 1), oTpumaswmn noTpiGHy cnonyky 1H
AMP (CDCl3) 8 7,43-7,31 (4, 5H) 7,14 (a, 2H, J=8.7)
6,90 (m, 2H) 5,03 (c, 2H) 3,76 (c, 3H) 3,56 (c, 2H)

IHTepmegiat 2 - MeTun[2-(4-6en3nnorcubensznn)-
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3-ngpokcu-3-cheHin-2,3-aungpolH-1ngon-2-
kapbokcwnar]

Ho posuuHy 250mur (0,84MMonek) IHTEpMef1aTY 1
Ta 216mr (1,58mMMonk) 2-amiHobeHaodeHoHY ¥ SMn
TONyony N 380pOTHUM XONOoAWNBHUKOM Aodani 1Mr
{0,002mmonb, 0,24exe) gimepy auetary pogio (),
posuvH HarpiBany we 10xe, oxonogxyeanw go KT,
ennwmeany y 10mn 2H HCI 1a ekcTparyBanw EA, Op-
raHIky coywuny cynbaToM mardio, InsTpysany,
KOHLUEHTPYBanu | xpomartorpadyeany Ha cunikaren,
BUROPMCTOBYIOMK rekcaH/EA (3 1), oTpumaeww noTpi-
BHy cnonyky Sk xoeTe Macno 1H AMP (CDCIs) 7 62
(c, 1H) 7,60 (c, 1H) 8 7,43-7,24 (M, 8H) 7,11-7,09 (a,
1H, J=7,2) 6,82-6,82 (m, 7H) 5,01 (c, 2H) 3,77 (c, 3H)
2,66 (c, 1H) 2,45 (ABx, 2H, J AB=13,5, DnAB=40,2)

lHTepmegiar 3 - MeTun[2-(3-Cenzomnmioden-2-
INAamMIHO)-3-(4-BeHanNokcudeHIn}-NPonICHAT]

3ur (0,0067mmonk) gimepy auetaty poano (I
Aoganu npv nepemiwysaHdl go 300wmr (1,01mmonk)
iHtepmepgiaty 1 (Kawamatsu Y et al, Arznein -
Forsch 30{(4) 585-9 (19380)) ta 110mr (0,57mMmone)
(2-amiHoTiopeH-3-1N)deHinmeTaHoHy (Robba M et
al, Bull Soc Chim Fr 12(2) 2864-70 (1974)) y 10mn
Tonyony npw 80°C Cymiw Harpisanu 5xB nig 38opo-
THUM XOMNoAWNEHWKOM, oxonogxysanu go KT, suaa-
NSANWU PO3YUHHWE NG 3HUHKEHWM TUCKOM Ta ouWLianu
3anuwok dneL-xpomatorpadieto, BUKOPUCTORYIOUM B
AKOCT! enreHTy uicThid XM ofepxasiun 120Mr no-
TPIBHOI cnonyku T (XM} Rf=0,40

lHtepmegiatr 4 - Metun [2-(2-6enaoimmiodphen-3-
namHo)-3-(4-GeHznnokcudeHin)-NPoNIcHaT]

280Mr noTpIGHOI cnonykw BUroToBUnKM 3 B00mr
(2,02MMmone) HTepMmeglaTy 1 (Kawamatsu Y et al,
Arzneim -Forsch  30(4) 585-9 (1980)) Ta 203mr
{1,0mMmonk) (3-amiHoTIOdEH-2-IN)EeHINMETAHOHY
{Kiehne H (Bayer A G) Ger Of fen 1945964 (March
25, 1974)) cnocobom gansa IHTepmegaTy 3 3 noganb-
Lo ouUUcTROK hrell-xpomaTorpadIero, BUKOPUCTO-
BYIOHW B SIKOCTI  enweHTy  Yuctuid  OXM
TWX(OXM) Rf=0,45

lHTepmegiat S - N-2-(N-meTunamiHoeTanon)-1,3-
Benzokcason

Ho PO3UUHY 10r {133Mmonk) M-
MeTunamiHoeTaHony npu 0°C kpannamu npu nepe-
MIWYBAHHI Aoganu 10r (85,2mMmMonk) 2-
xnop6eHsokcasony, posYnH nepemiwysany rog,
posbasnAanu 250mn sogu Ta ekcTparyBanu EA Opra-
HIKY NPOMWBANYA PO3CONOM, CYLWNK CyNbarom mar-
HIto, hINBTPYBAENW Ta KOHUEHTPYBAnu, OTPMMABLIW
noTpIBHy cnonyky Ik pyayBaTe Macno, fike CTBepau-
nocA npu ctoanHl T 56-58°C

lHTepmegiar 6 - N-2-[(N-meTunamiHoeTaHon-1-
meTuncynetoHaT)-1,3-0eHsokcason]

Ho poaunHy 22r (114 6MMONE) IHTepMeaIaTyY 5 Ta
14,43r (126Mmonk)  MeTaHcyne-OoHINXNOPUAY v
100mn AXM npu 0°C kpannsamu Npu NepeMIlyBaHHI
aoganu 17,6mn (126 3mmMons) TEA, poaduH nepemi-
wysann 1rog YTBOpeHy CYCNEH3I Nepemiysany
1rog ., posbaenanw 200mn sogu ta 100mn 1M pozym-
Hy HiPOs OpradiyHWA wap NpoMUBaNd PO3CONOM,
CYLMMK CyniedaTom MarHiio, PINETPYEANW Ta KOHUe-
HTpyBarW, oTpuMmaewW natpi6Hy Biny Teepay cnony-
ky TN 94-96°C

lHTEpMegiaT 7 MeTun[Z-amHo-3-  {4-[2-
{(BeHaoKca30n-2-INMeTUNAMIHO)-eTOKCU]heHIn}-
NponioHaT]
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fo pozuwnny 3,61r (18,5Mmark) meTunosoro ec-
Tepy (S)-twposvHy Ta 0,811 (20 4mmMons) ngpway Ha-
Tpio (0% cycneHsis y MIHepansHoMy macni) v 50mn
AMO  nogand npw nepeMmiwysadHl npun KT 5.0r
{(18,5MmMonb) IHTepmegiaTy 6 YTBOPEHWA poO3YMH Ha-
rpisanu npu 100°C 2rog , nicna oxonoaxedHa go KT
racunm Boaow Ta ekcTparyesanw EA [MNoegHaHy opra-
HIKY CYWHNKN CynbpaTom MarHiie 1a Buaansany pos-
UMHHWK ¥ BAKYyMI | XpoMaTorpadyBanu 3arulIok Ha
GHMIKaren!, BUKOPUCTOBYIOMM AK eMIOeHT rekcaH/EA
{370 1), otpmasww 1,451 (21%) norpiGHer cneny-
kKW MC (HP, EP) m/e 370 (MH

IHTepmegiaT 8 - 2(5)-amiHO-3-{4-[2-(BeH30Kcazon-
2-INMETUNaMIHO}-eToKCK e HIM}-NpanIoHoBa KUCHOTA

o posuuny 5,00r (13,5mMmone) IHTEpmegIaTy 7
{Faller A et al , WO 94/20285) vy 25vn MeQH poganw
npu nepemiwyesadHl 13,.5m0 (13 5mMenk) 1H poaunHy
MAPOKCHAY HATPIK YTBOPEHWA PO3YWH NEpeMIWyBa-
v npu KT 12 rog MeQH supananw y sakyymi | 3a-
nuwok po3baenany 25Mn BOgM Ta Tpwdl no 25mn
exkcTparysanu ertepoMm BogHy casy nmigkucnsanm
1AMN 1H COMAHOI KUCNOTWU, yTBOpEHy Biny TBepny
peqoBUHy INETPYBaNW, Tpwdl nNo 25mMn NpoMWBanu
BOAOK Ta CYLUWNMW ¥ BakyyMl, oTpumaswu 4 02r no-
TRIBHOI cnonykn MC (HP, API+) mfe 356 (MH+)

IHTepmegiaT 9 - MeTwnn[2-g1azo-3-{4-[2-
{BeHa0Kkca30M-2-1NMeTUNAMIHO)-eToKCH]dheHIN}-
NponICHAT]

Peakyio npoeoguny 3a suByx03axUCHUM eKpa-
HoM JHo posuwHy 1,45r HTepmegiaty Ta 0,7mMn
{11,8MmMONL) NEOAAHOI OUTOBCI KMCNOTH ¥ 40Mn Xxno-
pocbopMy  foganv  nNpv nepemiwyBadH  0.5wmn
(3.93MMONL) 130AMINHITOMTY YTBOPEHWA PO3UYUH Ha-
rpiany go 60°C 0,25rof, Woro konip micns Ueoro
3MIHMBGA Ha OPAaHXOBO-KOpUYHEBMA Po3ynH oxono-
Aunwn go KT, ekcTparysanu sogoo, a noTiv NpomMuny
NaHCQO: Opraniky cywwny cynbhaTtoM MarHin 1a
BUAANANM PO3YUHHUK ¥ BaKyyMI, KINBKICHO CTPUMEB-
Wwu noTpIBHy cnonyky, AKY BHKOpUcTOBYBanK Bes no-
Aanewoel oudetkn MC (HP, EP) m/e 381 (MH+), 353

Iutepmepiat 10 - Metun[3-{4-[2-(BeHzokcaszon-2-
INMeTUNaMHO)-eTokCH]|perIn}-2-(2-
BeHacIindeHINaMIHO)-NPONIOHAT]

110Mr noTpiBHOl cnonyky suroTosunu 3 170mr
(0,5mMMonb) IHTepmemiaTy € Ta 110mMr (0,5MMone) 2-
aMiHo6eH30deHoHY cnocobom Ans HTepMegiaTy 3 3
NoganslUo OYMCTKOK XpomaTorpadier Ha cuika-
reri, BUKOPWCTOBYIOYWM SAK  enieHT  rekcaH/EA
{37—-11) MC (HP, EP) mfe 550 (MH+)

IHTepmemiaT 11 - Metun[3-{4-[2-(0eHaokcazon-2-
INMeTUNamMHO)-eTokCH]peHIn}-2-(2-0eHzomn-4-
MeTUNMEHINAMIHO)-NPONIoHAT]

100Mr notpiBHol cronyks Burotoeunu 3 130mr
(0, 3mmMonk) iHTepmegiaty 8 Ta 100mr (0,SMmMonb) 2-
amMiHo-5-weTunbeHsotpeHoHy cnocobom gnAa  IHTep-
MealaTy 3 3 NoAaNblLOK OYNCTKOW XpomaTorpadieto
Ha cuWnIKaren!, BWKOPWUCTOBYIOUM $SK EMeHT rek-
can/BEA (371 1) MCT (HP, EP) m/e 564 (MH+)

IHTepmegiaT 12 - Metun[3-{4-[2-(0eHaokcazon-2-
INMEeTUNAMIHO)-eTOKCH]deHIT}-2-(2-
UukrorekcaHkapboHIndeHInaMiHo)-NponIcHaT]

B81Mr noTpIGHOI cnonykW BWUrOTOBMAM 3 125mMr
(0,33mmoanb) iHTepmegiaTy 11 Ta 87 8mr (0,46mMonk,
1.4ekB ) (2-amiHoeHMUMKNorekcunmMeTaHory cne-
cobom ANA IHTepMeniaTy 3 3 NoAanbLIOK OUWCTKOK
Ha cunikaren dnew-xpoMaTorpadpeld Ha KOMOHL|,
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BUKOPWUCTOBYIOMWN AK enroeHT rekcanw/EA (371 1)
MC (HP, APl) m/fe 558,3 (MH+)

lHrepmegiat 13 - MeTun[3-{4-[2-(6eH30Kkcazon-2-
INMMETUNAMIHO)-eToKCHdheHn}-2-(2-6eHsoinTiogeH-3-
NamMiHO)-NpoNIoHAT]

130Mr notpiBHOl cnonykn suroTosunud 3 200Mr
{0,53MMonk) IHTepMegiaTy 9@ Ta 149wvr (0,74mmonte,
1,4ekB ) (3-aMiHO-TIotheH-2-IN)pEeHINMETAHOHY CMo-
cobom anA IHTepweglaTy 3 3 NopanbLIOK OYWCTROKD
Ha cuukaren dnew-xpomarorpadIets Ha KonoHu),
BUKOPUCTOBYIOHW 6K enieHT rekcan/EA (371 1)
MC (HP, APIl) m/e 556,2 (MH+)

IHTepmegiat 14 - Metun[3-{4-[2-(0eHzokcazon-2-
INMEeTWNAMIHO)-ETOKCH]heHIm}-NPonioHAaT]

Ho posundy 1,40r (7, 77MMoONe) MeTUN[MeTnN-3-
{4-rgpokcudeHIn}-nponioHaty] vy 15,5Mn AMe ao-
Aanu  npyw  nepemiwyesarH npu  0°C  310,7mr
(7, 77mmone) napvay HaTpio (60% cycnensis y miHe-
paneHoOMy Macnl) ¥TBOPEHWA PO3YWH NEPEMILLYBaN
5xB | gogaeanuy 2,31r (8,55MmMonk, 1,1ek8 ) IHTepme-
alaty & YTBopeHOMY pPO3YWMHY AABANW Harpimuest o
KT 1 nepeMiwysann 19rog , nomiM racunn BOACK Ta
ekcTparyeanu EA  OpraHiany doasy cywmnu cynbda-
TOM MATHIO T@ BRAANANW PO3YNHHWK ¥ Bakyyml Ouu-
CTKOK Ha cunikaren dnelw-xpomaTorpadIerdo Ha Ko-
MOHYI, BUKOPWCTOBYIOUW AIK enioeHT rekcan/EA (1 1),
orpuMany 1,61r notpibHol cnonyku K Nposope Mac-
no MC (HP, EP) m/e 355 (MH+)

IHTepmegiat 15 - Metun[3-{4-[2-(0eHzokcazon-2-
INMEeTWNAMIHO)-eTOKCH]heH I} -2-6eH3uNnponIoHaT]

o posundy 502 2Mr (1,42MMONL) IHTEPMERIATY
14 y 10mn TT® goganu npu nepemiWysaHHI NpU -
78°C 226mn (3,39wmMonb, 1,2exks) 1,0M po3uuHy
NaHMDS y TI'® ¥TBOpeHWA po3yvH nepemiyBanu
15xe 1| gogaeany 315, 1wmr (1,84mmone, 1,3eks ) BeH-
sunbpomigy y 4mn TId YTBOpEeHOMY PO34HUHY fasa-
nu Harpmucs go KT Ha BaHi 1 nepemiwyeanu 4rof ,
NoTIM FACKIN BOAOI0 Ta ekeTparysanu EA  OpraHivyny
chasy cywunn cynbhatom MarHio Ta BUAaNANWM pos-
YHMHHWE ¥ BakyyMl OuucTKo Ha curikaren donew-
XpomaTorpadielc Ha KOMOHLI, BMKOPWUCTOBYIOUWM AK
entoeHT rexcal/EA (3 2), otpumanu 90,8Mr noTpiBHol
cnonykw sk nposope macno MC (HP, EF) m/e 445
(MH+)

IHTepmegiat 16 - Metun[3-{4-[2-(0eHzokcazon-2-
INMEeTWNAaMIHO)-eToKCH]heH I} -2-(2-B6pombeHann)-
NpoNIOHAT]

Ao posuuHy 1000mr (2,82MMonk) IHTepMegqiaTy
14 y 10mn TT® goganu npu nepemiwysaHHI NpU -
78°C 2.26mn (3,39wvmonb, 1,2ekB) 1.0M posumHy
LDA y uwknorekcaH YTBOREHWA PO3UYMH NEpemiy-
eanu 15xB | gopasanu 846,3Mr (3,38MMonb, 1,2ekB )
2-6pombeHannbpomMigy ¥ 4mn TMY YTeROpEHOMY po3-
YKHY gasanu Harpmuca go KT Ha 6aHi | nepemiysa-
nw 4rog , NOTIM racuny BoAol Ta ekcTparysann EA
OpratidHViA Wap Cywun cynbdpatom marHi 7a Bu-
A2NANU PO3YUHHWE ¥y BakyyMl QUWCTKOK Ha CWnIKa-
ren ¢nelw-xpomatorpacblelo Ha KONoHL!, BMKOPWCTO-
BYlOHW Ak enweHT rekcaH/EA (3 2), oTpumanu
318,5mr noTpIBHOI cnonykw AK nposope Macno MC
(HP, EP) m/fe 523 (MH+)

IHTepMegiaT 17 - {4-[2-(MeTUNNIpUAUH-2-
InamiHo)-eTokcudeHlnt-MeOH

Ao po3UUHY S12r (20Mmore) 4-[2-
{meTunnipugnH-2-INamiHo)-eTokcu]beH3anbaenay
(Cantello BC C et al ,J Med Chem , 1994, 37, 3977-
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85) y S0mn BeseogHoro eTaHony FoAanu npu nepe-
MmiwyesanH 0,51 {13,2mmone) Gopongpwgy HaTRIK
Cymit npu 20°C nepeMiwysany 2rof | gofAasanm
10Mn BOAWM Ta nepeMiuysann 30xe ETaHon supana-
N ¥ Bakyymi, gogasanu 50mn ecgwn Ta 100Mn eTepy
Ta nepemiwyeanu 30xe , noTim gogaeany we 100mn
eTepy | po3gainannun dasm OpraHiMHWiA wap Tpwu-l No
100mn ekcTparysand BOAOK, CYWWNW cynbdpatom
MarHilo Ta ¢INETpyeany CINETPaT KOHUEHTPYBaNY y
BaKyymMl, oTpuMann 5,06r notpiBHol cnonykn TLUX
(rekcan/EA (1 1)) Rf=0,50

IHTepmepiaT 18 - [2-{4-
OpommeTnndeHoKCHeTUN|METUIINIPUANH-2-INaMIH

Ho poaunHy 258mr (1MMONL) IHTepMeaTy 17 y
10Mn OXM npw 5°C goganu npw nepeMilyBaHHI
422vr (1mmMons) gubpomigy TpudeHindgocgiHy Cy-
MW nepemiwyesanu 30xe pasanuW, IR HarpITMca [o
20°C 1| pgopasanm we 422vr (Tmmone) gwbpomigy
TputheHindochiHy ofHow nopuey CyMill nepemi-
wysanu we 30xs , pofgasanu 20mn XM | oxonofaxy-
eann ao 0°C, nan gogaeanw 30mn NaHCQO: T1a ne-
peMiwysann we 30xe $Casn po3ginAny | BOgHY ABIMI
no 20mn ekctparysanu OXN, opranuH ¢hasn noeg-
HYBanW Ta CYLWWNW CyNbMAaToM MarHio | InsTpysa-
W OINETPaT KOHUeHTPYBRANWU Yy Bakyyml Tak, Wob
TeMmnepatypa 6Byna He enwe 20°C 3anuwok o4nwa-
M donew-xpomaTorpadgien, BUKOPHUCTOBYIOYM  AK
eneHT rekcad/EA (4 1), dpakyl roHUeHTpyBany y
Bakyymi npw 15-20°C, orpumann 260mr noTpibHOI
cnonyk TLUX (rekcan/EA (1 1)) Rf=0,80

IHTepmegiaT 1€ - ETUn[2-6eHsngpunigeHamiHo-3-
{4-[2-(MeTnnnIpUAMH-2-1NamMIHO)-eTOKCH deHIn}-
nponicHaT]

Jo oxonopgxeHoro go 0°C  posumny 3.50r
(10,9Mmonk) HTepmediaTy 18 3,70r (13 ,8mMone)
eTun[N-{(audeHINMeTUneH) rILuHY] Ta 4.3r
(16,1MmMonb) rigporeHcynehaTy TeTpabyTyNaMoHIKo
Aopanu npu NepeMiWyBaHHI NPoTArOM SXB  PO3YMH
4.0r (71.4mmons) napcrkcwngy kamwo vy 4mn Bogw
YTBOREHY #0BTY cymiw npw 5-10°C nepemiwysanmn
1ron 1 aopanu 10r BessofHOro cynkdaTy Mardio,
CYCMNEH3Io NpodnETPYBanu | INETPAT KOHUEHTPY-
Bany y BaKkyyml, Be3 BUKOPWCTAHHA 30BHIWHLOMO Ha-
rpiey 3anWIOK NEpPeHOCHMNA Ha KOMOHKY 3 CHnikare-
nem, gAky nepeg TUM MPOMWBaNA  CYMIWLWK
rekcan/EA/TEA {4010 1), ouuLLanK dnew-
xpomaTorpadielo, BUKOPUCTOBYHOWM SIK EMIOEHT rek-
can/EA (4 1—-2 1), otpumann 5,66r notpiBHol cnony-
ki TLWX (rekcan/EA (5 1)) Rf=0,30

IHTepmegiar 20 Ervn[2-amiHo-3-{4-[2-
(MeTuNnIPUAWH-2-INaMIHQ)-eToKCKH]dbeHIM}-NPoNIoHEAT]

Ao posunny 5661 (11, 1Mmmone) iHTepmegiaty 19
y 200mn eTadony npw 20°C gogaanu npw nepemiwy-
BaHHI NpoTarom 15 xBUNWH 20MN KOHUEHTPOREHOI
COMAHOI KUCAOTH, cyMIlL Npu KT nepemiwysanud 1rop
I Kpanamy gogany 400 mn NaHCQCa, 1| konw npunn-
HunocA enaeHHA CO., goaanu 200mn XM dasn
po3aInanv 1 BogHy Tpwdl no 100mn ekcTparysanm
AXM, opraHitHl asnm NoegHyBanu Ta CyLWWNY Cylb-
daTtoM MarHil | dinsTpyeanyd CINbTPAT KOHUEHTPY-
BaNW ¥y BaKyyMl | 3anvwok odnwanu  dnew-
xpomaTtorpadI€lo, BAKOPUCTOBYIOWM AR SMIOSHT rek-
can/EA (1 1), ynctvin EA, a notim EAletanon (8 1),
oTpumManKk 3,19r notpSHol cnonykw TWX (rekcan/EA
{1 1)) Rf=0,10

IHTepmepiar 21 ETun[3-ngpokcin-2-{4-2-
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{meTunnipuanH-2-INamiHo)-eTokcu]6eH3un}-3-deHin-
2,3-gungpo-1H-ingon-2-kapCokcunar]

310Mr noTpIBHOI CNOMNyKKW BUIOTOBUNW 3 291Mr
{0,85MMoNe) HTepMeriaTy 20 cnoccbom AnA IHTep-
Meglaty 1 3 noganewote peakyeo 3 197mr (1Mmone)
2-amiHoBeHaogeHoHy cnocobom gna IHTepMmegiaTy 3
3 NOAANBLICK OYNCTKOK dnew-xpomaTtorpadIe Ha
CUIKaren), BUKOPWCTOBYIOYW A entoeHT rexcaH/EA
{4 11 1) MC (HP, ESP) mfe 524 (MH+)

lHTEpMegiaT 22 - Z-amHo-3-{4-[2-(meTnnnipnavH-
2-INamMiHo)-eToKcK]heHIn}-NponioHOBa KMCNoTa

Ho poaunHy 160mr (0 486Mmone) IHTepMenlaTy 20
y 3,2vn MeOH poganw npw nepemiluyBaHHI pO3qYWH
112Mr (2mmone) ngporcugy kanio y 1mn sogu, cymiw
npw 20°C nepemiwysany Srog | METAHON BUZANANM
¥ Bakyyml, noTim gogasanw 240wmr (2mmone) ngpo-
cynNethaTy HATPIKe ¥ SMN BOAKW, cycneHsilo npw 20°C
nepemiwysanu 30xe Ocag eigdiNETPOBYBAMNN, TPHHI
no Smn npoMueanu sogote, pH dnsTpaTy gosogunuv
NaHCO;, ao 5 Ocaa eigdinsTpoByBanu, TpUYl No
Smn npomuBanu BoACK, TBepal (daan NoegHyBam |
CYLWWUNKN ¥ BaKYYMI, oTpuManu 115Mr noTpiBHol ¢no-
Ny TWEX (uncTnid EA) Rf=0,05

|HTepmegiaT 23 - MeTun[(S)2-(2-
BeHsomngeHinamiHo)-3-(4-rigpokcudpeHin)-nponioHar]

Cymiw 92r (45monk) 2-DeH30NUMKNorekcaHoHy
(Denny W A et al .J Med Chem , 1978, 21(5), 430-7)
78r (40monb) MeTunoBorc ecTepy L-TUpOsuHYy Ta
17,0r nanagito {10%) Ha akTUBOBAHOMY BYTINMI NPy
nepemIWyBsaHHI rPInK Nig 3BOPOTHAM XONOAUMNEHWKOM
Zrog y 1n adizony, Nokv 3a JONOMOICK anapary
Dean-Stark He Oyna ewpaneHa yTBopeHa Boga Cy-
M oxenogunu Ao 80°C, Pd/C siadinsTposysanm,
TPUUl No SMA NPoOMWBaNK aHIsonoM CyMIlW oxonogu-
nw go 40°C, goganw 1n rekcaHy Ta TpUMaru npu -
20°C 48rog Ocap iadINsTpoByBaNMW, 5 pasie no
200Mn npomuBanu rekcaHomM, cTpUMaBWK 391 cuporo
MeTun[(5)2-(2-BeHsoindeHinamHe)-3-(4-
rgpokcudpeHin)-NponioHaTy], SKMA aMiwann 3 220mn
MeOH Ta rpmu mjg 3BOPOTHAM XOMOZAWMSHWKOM
330xe Cymiw oxonogunu go 0°C, npoaykT s1iadInGT-
pyBanu, gasiu no SOmn npomunn xonogHium (-20°C)
MeOH, cyludnu nig s3HUMXeHUM TUCKOM, OJepHaBLluun
67.4r noTpiBHOI cnonykw  TM1 185-6°C, MC (HP,
ESP+) m/e 524 (MH+)

lHTepmegiar 24 - 2-(N-T-BytokcukapGoHin-N-
METHMNaMIHO)eTaHoN

Pozumd 10r (133mMmMonNe) 2-MeTUNaMIHOETAHONY ¥
65mn AXM npu 25°C obpobnanu 28, 1r (133mMmMonk)
OTEyK, nepemiwyesany 3rof, KOHUEHTPyBanW y Ba-
Kyymi | cbnew-xpomarcorpadyBanu Ha  GUMIKaren,
entotodn rekcaHoM/EA (1 141 241 4), otprMasun
2,33r (100%) notpiGHol cnonyikn MC (HP, EP) m/fe
198 (MNa+)

[HTepHMegiaT 25 -
BeHsomndeHINamiHo)-3-{4-[2-r-
ByTokcHkapBoHINMeTUNaMIHO)eTokGH]deHIN}-
NpONIOHAT]

Posumn 1,51 (3,99mmone)  IHTepMmegiaTy 23,
770Mr (4,38mMons, 1,1eks ) IHTepMenlaTy 2412 1,57T
{5,99MmMonk, 1, Seke ) TpudbeHingocdiry y 40mn T

MeTun[(5)2-(2-

npu  25°C  obBpobnanw  kpamAmk  0,944mn
{5,99MmMonb, 1,5eke ) AEAK, nepemiwysann 48rog
npu 25°C, KOHUEHTRYBANW Yy Bakyywml, | 3anvLOK

thnew-xpoMaTorpadysand Ha KONOHL 3 cunikare-
nemM, enoodn rekcaHom/EA (2 1), otpumaewm 1,371
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noTpIBHAI cnonykk SK xoBTe rycte macno MC (HP,
EP) mfe 555 (MNa+), 833 (MH+)

IHTepmeplaT 26 - MeTun [(8)y2-(2-
BeHacindeHINaMIHO)-3-{4-[2-MeTunmpnaUH-2-
INamMIHo)eToKCU]deHIMm}-NponioHaT]

Pozunn 2,56r (4 81Mmmonb) HTepmegiaTy 25 y
S6mn TP ppw 25°C obpobunw S6mn (730MMons,
152eks ) TOPOK, nepemwysanv 30xB | HeATpansy-
Bany CRNCYATKY HACUUYEHWUM, a MOTIM TBEPAMM
NaHCQC; 1 ekcTparyeanwn XM OpraHiuHl dasm noea-
HYBanMW Ta CYLLMNK cynbdaToM HaTpio, dINETRYBanM
I KOHUeHTPYBanu ¥ Bakyyml 2 08r {4,81mMmonk) oTpm-
MAHOMO CUROTD AMIHY HEeranHO BUKORWUCTRIW ¥ HACTy-
nHIA peakyl oBpobusLLK ma 3BOPOTHUM
XONO[WMNEHUKOM ¥ po3dnHl 480Mn 2-cbnyopnipnauHy
npotsrom 16rog , KOHUEHTPYBanMW y Bakyymi | doneL-
xpomaTtorpadysany Ha KONoHU! 3 cunikarenem, ento-
wooun rekcadHoM/EA (2 1), oTpumaswu 1,85r (76%)
noTpIBHOI cnonykl Ak XoeTe Macno MC (HP, XI) mfe
510 (M+), 511 (MH+)

IHTepmepiat 27 - Metun[3-{4-[2-BeH3okcazon-2-
INMeTUNamMiHa)eTokcK]deHIn}-(S)2-(2-
SeHzongeHInaMIHe)-NponioHaT]

PozunH 391mr (0,60mmonb) HTepMegiaTy 25 y
an TI® npun 25°C oBpebunu 7mMn (90 BmMons,
152eke ) TOCOK, nepemiwysanu 30xs , HedTpanisy-
Banu HacwyeHnM NaHCO; 1 ekcTparyeanu XM Op-
raHivH ¢oasn noegHysanu Ta cylwunu cynbdgarom
HaTpo, INETRYBANW | KOHUSHTRYBANW y Bakyyml [o
posuuHy 258mr (0,60MMONL) CTPUMAHOMO amMIHy Y
6un TM® npu 25°C poganu obpobunu 0,250Mn
(1,80mMmone, 3exe) TEA, a nomm  0,103mn
(0,90Mmanb, 1,5 eke) 2-xnopbensokcasony [Mcns
nepeMIWyYBaHHA NpOTAroM 24 rog cymiw posbaenanm
EA, npoMueanyn HacuyeHum MaHCO; Ta ekcTparyea-
nu EA Qpradiunl dasn NoefHYBANW Ta CYLUMNK Cy-
NedoaToM HaTpI, INETPYBANK, KOHUESHTPYBANW Yy
BaKyyMml | chnew-xpoMaTorpacdysani Ha KonoHyl 3
cunikarenemMm, enour  rekcaHom/EA (2 14£1 1),
oTpumMaBwp 244mr (74%) noTpIBHOI CNOMYKKW AK X0B-
Te Mmacno MC (HP, EP) T/e 572 (MNa+), 550 (MH+)

IHTepmegiaT 28 - [1-BeHsockcason-2-uiniponiguH-
25-inmeTtun][Tonyon-4-cynbgpoHaT]

Ao posunny 1,0r (9,89mmone) L-nporiHony vy
19,8umn TI® npn 0°C goganw 3,0mn (21,8Mmons,
22e¥ke) TEA, a notim 1,24Mn (10,9Mmons, 1,1eks )
2-xnopBeHsokcazony Cymiw cbIsTPYBANW, NPOMH-
Bann TId | diNbTpaT KOHUeHTPYBanK y Bakyyml 3a-
FAWWCK pO34MHANY ¥ 10MN mipuanHy T2 HarpiBany 3
1.9r (9,89mmMonb, 1ekB) n-Tonyoncyneoxnopuay
[icna nepemillyBaHHA NPOTAroMm 24rof cyMill pos-
baenanu EA, npomusand HacudeHuwm MaHCO, Ta
ekcTparysanu EA OpraHudH dhasv noegHyesanu Ta
CYWWNW cynbdarom MarHi, dinsTpyBanu, KoHUSHT-
pyBanu y Bakyyml | dnew-xpomarorpadysanv Ha
KOMOHLI 3 CumikarenemM, enkiyn rekcaHoM/EA (2 1),
oTpumaewn 2 76r (75%) notpiBHoi-Binol Teeprol
cnonyku 1H AMP (CDCIl; 300mly) & 7,67 (g, 2H,
J=12,3) 7,33-8,94 (m, 6H) 4,46 (gn, 1H, J=7.8) 4,30-
410 (v, 2H) 3,60 (m, 2H) 2,16 (c, 3H) 2,25-1,80 (m,
4H), MC (HP, EP) m/e 395 (MNa+), 373 (MH+) Ana-
m3 (CioHxN2048) Pasp C-61,27, H-541, N-7,52, S-
861, Bnaig C-61,20, H-5,46, N-7,46, S-855 TUWX
{rexcan/EA(Z 1)) Rf=0,28

IHTepmepiaT 29 - [1 -BeHzokcason-2-1nniponiguH-
2B-inMeTun][tonyon-4-cynkgpoHaT)
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1,6r notpi€Hol crnonmykw  BuroToBanu 3 Ar
(9,89mMmone) D-npoiHony cnocoGom gnsa IHTepmegd a-
Ty 28 3 NOAANLLICK OYMCTKOK PCITUPAHHAM TBEPLO!
thasn 3 rekcaHom/EA (1 1) MC (HP, EP) mfe 395
{(MNa+), 373 (MH+)

lHtepmegiat 30 - Metun{3-[4-(1-6eH3oKkcazon-2-
nniponigvH-28-nmeTtokcn)dperin]-2-(2-
DenzoingeHinamiHo)-nponIoHaT}

Poaund 2,0r (5,33mmone) IHTepmeniaty 23 1a 1r
{5,33MMonb, 1eks) HTepmegiaty 28 y 21,3mn M
npu 25°C nig wapom asoty obpobunwm 2,08r
{6,4mmone, 1,2ekp) CS,C0;, Harpnu go 80°C | ne-
pemiwysann 24rog, NOTIM BWIWIKW Y BOAY T& k-
cad/EA (1 1) | excTparyeanu rekcaHoM/EA (1 1) Cp-
raHiuHl hasv NoegHYBanNW Ta CYWWNW CynbdaTom
HaTpito, INBTPYBANK, KOHUESHTPYBANW Y BaKyyMl |
conew-xpomaTtorpadpysann Ha KOMOHUI 3 cunikare-
neM, enwoovn rekcadom/EA (1,5 1), oTpumasiu
2.26r (74%) noTpiBHoOl XOBTOI TBEpACI cnonykd NMC
(HP, EP) m/e 598 (MMa+), 576 (MH+)

lHTepmegiat 31 - Metun{3-[4-(1-BeH30Kcazon-2-
nniponignH-2S-InMeTokcngeHn]-2-(2-
DenzoingeHinamiHo)-nponIoHaT}

285Mr noTpibHol cnonykn Bwrotoeunn 3 Q,25r
(0,67Mmone) HTepMeniaTy 23 Ta 0,248r (0,67MMons,
1eke ) HTepMeglaTy 29 cnocofom gns HTepMmegiaTy
30 3 noganbLWol oYMCTROK nell-xpoMaTorpagieto
Ha KOMCHUI 3 cUnikarenem, enikiodn rekcaHom/EA
(1,5 1) MC (HP, EP) mfe 398 (MNa+), 576 (MH+)

[HTeprMeiaT 32 - 1 -BeHsoKcason-2-1N-nMponmaguH-
3-on

Ao PO3YMHY 5,1mn {44,6mMmont) 2-
xnopbeHsokcazony y 35wmn TIM® npu 0°C goganw
4,281 (49mmone, 1,1eks) (R)-3-napokcunmporiguHy
Ta 4,42Mn (32mMons, 0,72eks ) TEA [licna nepemi-
LWyBAaHHA cymMiW npoTAroM 12roa npwn KT 11 npotink-
TpOBYBANH, KOHUEHTpYBaNW y Bakyyml | donew-
xpomaTorpadoyBanu Ha KoMQHLI 3 CURIKarenseMm, eno-
totoun rekcadom/EA (1 1), a notivm EA, OTpYMaBLLK
3,74r (75%) notpiCHol cnonykm NMC (HP, ESP) m/fe
205 (MH+)

IHTepmegiat 33 - [1-6eHsokcazon-2-INNIporigvH-
3-in][MeTaHcynbdoHaT]

Ao posundy 3,74r (18,3mmane) iHTepMepiaTy 32
y 30mn nipwawdy pgopganw  3.0mn (17 8mmone,
0,93eke ) meTaHcynehoHNXNopuay CyMill nepemi-
wyeanw 3rog npu KT, noTim evnunuy y 100 mn neo-
AFHOI BOAK | Tpuul no S50mn ekctparysany OXM Op-
raHiyuHI @asn NosgHyBanu Ta NocnIAoBHO NPOMUBaNK
HacuyeHum NaHCQO; ta posconom, cywwnu cynbda-
TOM MarHI0, BUAANANU PO3UNHHUK ¥ BaKyyMl | OUU-
LWanu pPO3TUPAHHSEM 3 I30NPOMAHCMNOM, OTPMMABLIM
3,71r notpiBHol cnonykn MC (HP, ESP) m/e 283
(MH+)

IHTepmegiar 34 - Metun{3-[4-(1-GeHzokcazon-2-
nniperigvH-3-Nokcw deHin]-2-(2-
BeHsoiNgeHInamIHo)-NponIoHaT}

156Mr noTpibHOl cnomyku BUrOTOBWNK 3 188Mr
{0,50MmMonb) HTepmegiaTy 23 Ta 155mr (0,55mMMonk,
1,1eke ) HTEpMegiaTy 33 cnocobom ANA IHTEpMEd a-
Ty 30 3 noganbWo  ouWCTKC  orel-
XpomaTorpadiIeto Ha KONOHLI 3 CUNIKAreneM, enorko-
un rekcarom/EA (3 1—=11) MC (HP, ESP) m/e 562
(MH+)

[HTepHMegiaT 35 - MeTun[2(5)-(2-
BeHsondeHINamMiHo)-3-{4-[2-(5-meTun-2-
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deHInokcazon-4-injeTokck)deHIn-NponioHaT]

PozunH 0,25r (0.67Mmone) HTEpMegiaTy 23,
0,20r (0,98Mmonb, 1,5eks , Maybndge) 2-(5-meTun-2-
dreHinokcason-4-netarony Ta 0,35r (1,33MMonk,
2ekB } TpudreHINdocdhHy y 10mMn BessogHoro TId
oxornogurnu go 0°C 1 oBpabunun 0,21mn {1,33Mmonk,
2ZekB ) gleTvnazognkapbokcunaty, Janw Harpmves 4o
30°C npoTArom 18rod . KOHUSHTRYBANW ¥y Bakyyml |
dnew-xpoMaTorpacdysann Ha KOMNOHUI 3 CWRIKare-
nem, entooun rekcarom/EA (7 3), oTpumaeww 0,261
(70%) noTpiGHol XoeTol MunonodibHol cnonykn T
55-60°C, MC (HP, EF) mfe 571 (MH+)

IHTepmegiaT 36 - MeTwn[2-(2-
BeHacindeHINaMIHe)-3-{4-[2-(4-xnopdeHIn)TIazon-4-
MEeTOKCU]deHIM}-NponioHaT]

210Mr notpiBHol cronyks Burotoeunu 3 150mr
(0,40Mmanb) iHTepmegiaTy 23 1a 107mr (0,44mmonk,
1.1ekB ) 4-xnopmeTun-2-(4-xnopdieHImTiason cnoce-
boM Ana HTepmefaTy 30 3 NoJanelloy OYUCTHO
dnew-xpoMaTorpadield Ha KOMCHUI 3 CHMIKarenem,
enwtooud rekcadHom/EA (8 1) MC (HP, BWA) mfe
584 (MH+), 583 (M+)

IHTepmegiaT 37 - MeTwn[2-(2-
GeHzoingerinamine)-3-[4-(2-ngpokcietokendeHin]-
NponICHAT]

Cycnenairo 400Mr (1,08Mmonk) IHTepMegiaTy 23,
930mr (10,60mmone, 10,0eks ) eTwneHkapboraTty Ta
175mr (1,28mmonb, 1,2eke ) K:2O; y 10mn AMD Ha-
rpieany go 95°C | nepemiwyBany 3rog ., NOTIM OXO-
noaunun fo KT, sununu y 100Mn0 eTepy Ta ABIYI No
S50Mn ekcTparyeanu ecgoks OpraHIMHWA Wap cywuny
CyNbhaToM  MarHio, KCOHUEHTPYBANW Yy  BaKyyMl |
dnew-xpomaTorpacysanm Ha KOMNOHUI 3 cunikare-
neM, EenoKw4Yn rekcaHom/EA (2 1), OTpuMaBLLIK
440Mr NOoTPIOHOI CNOMYKM AK XKOBTE MPO3Cpe Mac-
no 1H AMP (CDCls, 300mly) 3 880 (g, 1H, J=7.5)
7,60 (m, 2H) 7,52-7,31 (m, SH) 7,20 (ga, 2H, J=2.2,
6,5) 6,83 (nn, 2H, J=22, 65) 6,60 (M, 2H) 4,51 (c,
1H) 4,38 (an, 1H, J=5,9, 5,9) 4,04 (M, 2H) 3,94 (m,
2H) 3,70 (c, 3H) 3,17 (m, 2H)

IHTepmepiaT 38 -
GeHzoingerinamiHe)-3-[4-(2-
MeTaHCYNbMOHINOKCIETOKCH )dreHIN]-NponioHAaT]

Ao posunny 350mr (0,83Mmonk) IHTepMeaIaTy 37
y 8un TId npu KT poganv npu nepemiwyBaHHI
0,23mn (1,67mMonb, 2,0eks ) TEA, a notiv 0,13mn
{1.67mmone, 2,0exkB} meTaHcynehoHinxnopugy Cy-
MIW nepemiwyBany 1,5rog 1| HarpiBanm go 45°C
1rofn , NoTiM oxonoAawnnu Ao KT, sununu y SOMn eTepy
Ta AsiMl no S0mn ekcTparyeany sogo OpraHiyMHUA
wap cywnnu KCO;3 1 BUganany po3dyMHHUK ¥ BaKkyyMI,
oTpumMaBwn 430Mr NoTpIGHOI CNOMYKKW AK XOBTE Npo-
30pEe MACco, AKe Aani BUKOPWCTOBYBarny Des ouncTkh
MC (HP, EY) m/e 499 (MH+), 498 (M+)

IHTepmeplaT 39 - MeTtun[3-{4-[2-(2-
amMiHodeHINaMIHoeToKCH]dbeHIn}-2-(2-
6eH3zoIndeHINamMIHo}-NponioHaT)

Jo posyuny 425mr (0,85mmone) IHTepMmeglaTy 38
y 5mn cyxorc AM® npu KT goganw npv nepemiwy-
BaHHI 590Mr (4 27MmMons, 50eks ) K;CO; Ta 462Mr
{4, 27mmMonk, 5,0eke ) 1 2-beHineHaIamMIHy | HArpIBanW
go 80°C 17rop, noTim oxonogwnu go KT, ednunwn y
100mMn eTepy Ta nocnigoeHo Aeidl no 20Mn ekcTpary-
Banv 1H conado kuenoTote, geM no 20mMn MaHCO,
Ta ABdl no 20mn BoAok QpPraHIiuHWA Wap CyLWKUnn
K:CCa, KoHUeHTpyEarmu y Bakyyml | dpnew-

MeTtun[2-(2-
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xpomaTorpadoyBany Ha KONoHLI 3 CUNIKarensMm, eno-
oMK rekcaHoM/EA (2 1), oTpumasww 90mr noTpiGHo
CNONYKW AK XOBTe Npo3ope Macno, ake obesbapsentio-
BANOCCA NpW CTOAHHI | SKE Aanl BUKOPUCTOBYBaNW Ges
ounctkn MC (HP, EY) mfe 499 (MH+), 498 (M+) MC
(HP, EY) mfe 511 (MH+), 510 (M+)

lHTepmegiatr 40 - Metwn{3-[4-(2-GeHzciMigason-
1-ineTokcn)hern]-2-(2-bensoindeHinamiHo)-
nponioHaT}

Ao poaquHy 90mr (0, 18mmone) IHTepMeglaTy 39 y
3mn TpieTunopTodOpMIETY NPM NEepeMIlyBaHHI go-
Aanu SMr n-TonyoncynbgoHOBOI KWCNOTH 3 OTpPU-
maHHAM BINoro ocagy, cycnexsi Harpieany go 80°C
2roq, npu UbOMy BINbLICTL Ocafly Weana, MNoTIM
oxonoaunu go KT, eununu y 20Mn eTepy Ta gBIHI NO
20Mn ekcTparyeand NaOH OpraHiuHuiA wap gei-i no
20Mn npoMuBany BOAQHK, CYWWNW CyneddaTom Mar-
HIO, BWABNANW PO3YMHHWE Yy Bakyyml | new-
XpomaTorpadyBany Ha KONOHLUI 3 cUriKarenem, ento-
totou EA, | oTpumMaBin 94mr noTpiBHOI cnonyeEu QK
KoBTe nposope macne MC (HP, EY) mfe 521 (MH+),
520(M+)

lHTepmegiat 41 - 1-(3-1i0adenn)byran-1,3-a1cH

4.,0r (100mmone) napvay vatpio (60% cycneHsia
¥ MIHEpanNbHOMY Macnl) A0AaNU NpU NEPeMILIYBaHHI
Ao pozdnHy 13 8r (SOMmone) etwnoeoro ecrepy 3-
10a6eH30iHol kMenotk Ta 12mMn (160mMMonk) ayeTony
y 25mn BessogHoro TM® Cymiw nepemiwysany npy
25°C 20xB 1 noBINBHO HarpBanw go 30°C, npwu ubomMy
noyuHana FATH eK3cTepMIYHA peakuis | TeMnepaTypy
33 AONoOMorow BoAsHol BaHl NIgTPUMYBANW HUXYE
30°C Yepes roguHy NPUNHMHANOCCH BUOUNEHHS BOAHIO
I cymi oxonogxyeanu go 0°C ta racunun 150mn 3%
conaHol knenotk Hoganu 200mn eTepy Ta po3guinim
tasn OpraHiyHUA wap Tpudl ne 100MN NPOoMUBANK
BOACH, CYWIWNW CynkgaTtom Mardio | GInsTpysanu
QINETPAT KOHUEHTRYBANW Y BAaKyyMI | 3MIYBaNA 3
200Mn rekcaHy, BiacdiNLTPOBYBaNKM ocag | TPl No
50mn npowmueanu rekcaHom PINETPAT KOHUEHTPYBa-
Ny y Bakyymi | onew-xpomarorpadyBanv Ha KonoHu
3 cunikarenem, enwYM UYUCTUM, 2 NOTIM rekca-
HoM/EA (4 1), oTpumaswn 7,0r noTpibHOI CNomnykw,
AKYy KpucTanisyeanu 3 rekcaHy npw -40°C TIIX (rex-
caH/EA {4 1)) Rf=0,65

lHTepMegiat 42 - Metun {[2-{4-meTokcnudenin)-5-
MeTunokKcaszon-4-injayeraty

CyMiw 725mr (4,80MmMone) 4-meTokcuBeH3aMIgy
Ta 1,0r {4, 80Mmont) MeTun[4-6pom-3-
okconeHTaHoaTy] Harpieann npu 120°C 2rog ¥Teo-
PeHY TeMHY cycneHsito oxonogunn Ao KT, posbasunu
2Mn JXM Ta pnew-xpoMaTorpadyeanu Ha KONOHL) 3
cUnikarenen, entoolyl rekcaHoM/EA (2 1), oTpuma-
BwH 189mMr (70%) NoTpISHOI XOBTOI TBEPLCI CNCMYKN
MC (HP, BUWA) mfe 285 (MH+), 284 (M+)

lHTepmegiar 43 - Z2-[2-(4-meTorcudreHin)-5-
MeTWNoKcason-4-injetadon

Ho poaunHy 185mr (0, 71Mmone) IHTepMelaTy 42
y 5mn TI® npu nepemiwyeaHHl goganu npu 0°C
0,71mn (0,71mmone, 1eks ) posuuny LIAIH, y T
PozunH 45xe nepemiwyesanwn npu KT, noTiv oxono-
axysann go 0°C, ofepexHO racunM goaaBaHHAM
0,027mn Boaw, a notim 0,027vMn 15% NaOH Ta
0,080mn BopgM YTBOPEHY CyCNeHsIko NpoginsTpoOBY-
BAM | KOHUEHTPYBANKN INETPAT ¥ BAKYYMI, OTPUMA-
Bwr 164Mr noTpIGHOI cNonykK AK CBITNO-XOBTE Mac-
no 1H HAMP (CDCly, 300mly) 8 7,92 {a, 2H, J=8.8)
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6,94(p, 2H, J=8,8)39 3,92 (gT, 2H, J=57, 11,5) 3,86
(c, BH) 3,35 (1, 1H, J=8,2) 271 (1, 2H, J=57) 2,32 (c,
3H)

IHTepmeplaT 44 - MeTun[2(8)-(2-
BeHaoindgeHInaMmiHo)-3-{4-[2-(5-meTun-2-(4-
MeToKcH)peHInakcason-4-1n)eTokcu]deHir}-
NRONICHAT]

Jo poaunny 195mr (O 74mmone) Tputenindoc-
diHy y S5m0 TIO npu nepeMiliysadHl goaanu npu 0°C
117mr {0,67Mmone, 0,95eks ) aleTvnasognkapbokcn-
naty, OTpUMaHWA CBITNO-KOBTUA PO3YMH SXB nepe-
miwysann npu KT, a noTim Kpannamw gogasanu
265mr (0, 71Mmmone) IHTepMmegiaTy 23 Ta 165mr
(0, 71Mmonk) IHTepmeflaTy 43 ¥y Smn TI®  PoauunH
nepeMiwyeanu 18rog npu KT, KOHUeHTpyBanu y Bsa-
KYYMI | 3anUWOK eHepridHo nepeMiwysann 1rog vy
30mn (21) peodraszHol cuctemn etep/1H posumn
LIOH nns cenekTMBHOMO BIQOKPEMIEHHS 3aMWMWKOBC-
ro HTepMefiaty 23 LUlapu posainand | OpraHiYHUA
NPOMUBANU BOLCHD, CYLUUMKU CYNbhaTOM MArHI, BU-
Oananu po3YMHHUK ¥ BaKyyMl | XOBTWA TBEpEHMA 3a-
MWK chnew-xpomarorpadysany Ha KanoHLl 3 Guni-
karenem, enorodn rekcaHoMm/EA (2 1), oTpyumaBwK
200mr {(70%) noTpiBHOI ®oBTOI TBEpAC! cnonykn MC
(HP, BLUA) mfe 591 (MH+)

IHTepmegiatr 45 - Metun{2-(4-dnyopdeHnin)-S-
MeTUNoKCason-4-injayeTat)

Cymiw 667mr (4,80mmone) 4-bnyopbensamigy Ta
1.0r (4,80Mmmone) metun[4-6pom-3-okconeHTaHoaTy]
y BMN cyxoro Tonyony Harpisanu npw 120°C 1€rop
YTBOPEHY TeMHY cycneHsilo oxonogunu go KT, pos-
Baeuny 10mMn EA 12 npomunu 10Mn NaHCO; Wapw
pO3AINANK | OPraHIYHWA NPOMUBENKU BORCHD, GYLLWMK
CyNbaToM MarHIfo, BUASNSNN POIYUHHAIE Y BAKYYMI |
dnew-xpoMaTorpacdysann Ha KOMNOHUI 3 CWRIKare-
neM, enwKyn rekcaHom/EA {4 1), oOTpUMaBLLIN
308mr noTpIBHOI cnonyky K Nposope mMacno 1H AMP
(CDCls, 400mMMuy) 8 7,97 (m, 2H) 7,11 (m, 2H) 3,74 (c,
3H) 3,56 {c, 2H) 2,36 (c, 3H)

IHTepmepiar 46
METUNoKCason-4-InjeTaHon

248mr noTpIGHO! GINol TEEpA0I CNONYKW oTpUMa-
nu 2 300mr (1,20MMonk) IHTepMediaTy 45 cnocobom
OTPUMaHHA HTepMenlaTy 43 MC (HP, BELLA) m/ie 221
(M+)

IHTepmepiaT 47 MeTun[2(S)-(2-
GeHzoingeHinamiie)-3-{4-[2-(5-metnn-2-(4-
dbnyop)deninckcazon-4-imetokcudeHnt-nponioHaT]

288ur noTpiBHol BINol TBepAol CNONYKW OTPUMA-
nv 3 407mr (1,08mMons) IHTepmegiaTy 23 Ta 240mr
(1,08MmManb) HTepMmeglaTy 46 cnocobom oTpUMaHHA
IHTEepMegIaTy 46 3 HacTyMHWM dnew-
xpomartorpaddyBaHHAM Ha KOMNOHLU 3 CHIIKarenem,
enwtoyK rekcaHom/EA (2 1) MC (HP, BLUA) mfe 580
(MH+), 579 (M+)

IHTepmegiaTr 48
nipason-3-njetaHon

Jo posunHy 150mMr (0,96mmons) meTnn(3,5-
alokcorercanoaty) ¥ Smn MeCOH npu nepemiwysaHHI
Aopanu npu KT 104Mr (0 86MMone) heninngpasuHy
PosuuHn 15xe nepemiwysann npw KT, nomim 2rog
HarpiBanu N4 3BOPOTHUM XONMOAWNbHWUKOM, OXQno-
axyeann go KT, posbaenunwn 10Mn EA Ta npomunn
10mMn NaHCQ: Wapw po3ginany | opradiyHmi npe-
MUBaNW BOAOK, CYLUWNM CynbhaToM MarHi, BUAA-
nanu PO3YWHHUK ¥ BaKkyyml [ dnew-

2-[2-(4-bnyopcpeHin)-5-

2-(5-metun-1-doeHin-1H-
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xpomaTorpadoyBanu Ha KoMQHLI 3 CURIKarenseMm, eno-
totoun rekcaHom/EA (4 1), otpumaswwn 130mMr ymeni-
30BaHOrO METUMCBOTO ecTepy, SKUA fan BIAHOBMNIO-
Banu cnocobom ANA OTPUMAHHA IHTepMealaTy 43
noTpiBHOI crnonyku Sk nposope Mmacno 1H AMP
(CDCls, 400mIMy) 3 7.4-1 (m, 5H) 8,10 (¢, 1H) 3,81 (T,
2H, J=6,3) 2,89(t, 2H, J=6,5) 2,32 {c, 3H)
|HTepmegiaT 49 - MeTun[2{S)-(2-
BeHsondeHinamiHo)-3-(4-[2-(5-meTun-1-beHin-1H-
nipazon-3-injetokcu]deHin-nponioHar]

100Mr noTpIBHOI CNONYKM OTpUMand 3 275wmr
(0, 74Mmone) HTepMeniaTy 23 Ta 150mr (0, 74AMMone)
IHTepMegIaTy 48 cnocoboMm oTPWMAaHHA (HTepMegiaTy
44 3 HacTynHUM drew-xpomaTorpacdyBaHHAM  Ha
KOMOHUI 3 CcunikarenemMm, enuiowun  rekcaHom/EA
(4 152 1) MC (HP, BLUA) mfe 561 (MH+), 560 (M+)

IHTepmegiat 50 - MeTtun{[2-(2-ninepugni-1-in)-5-
MeTunokcason-4-injayerant

Cymiw  1,72r (13, 40mmone, 4.0ekB) 1-
mnepuauHEapbokcamiay 1a 0,71 (3,35mMmMone) me-
Tun[4-6pom-3-ckconeHTaHoaty] ¥y 3Mn cyxoro OMd
Harpiann npu 120°C 15rog YTeOpPEHY TEMHY CYy-
cneHszo oxonoguru go KT, posbasurnu 10mn EA ta
npoMuiun 10mn sogn Wapy po3gindny 1 cpraHivHum
CYLIMMKN CYNbATOM MArHI0, BUAANANM POSYUHHUK ¥
BakyyM| | cbnew-xpoMaTorpadysan Ha HKOMOHYl 3
CUMIKarenemM, enwdn rekcaHoM/EA (2 1), 1 oTpu-
maswu 192Mr noTpiBHOI CNONYKW 5K OpaHXeBe Mac-
ne MC (HP, BELWLA) m/e 240 (MH+), 239 (M+)

IHTepMediaT 51 - 2-[5-MeTun-2-ninepuaud-1 -
INoKkcason-4-1njeTaHon

145Mr noTpiBHol cnonykd oTpumand 3 190mr
{0,80MMonb) IHTepmeglaTy 50 cnocoboM OTpUMaHHSA
iHTepmeflaTy 43 1H AMP (CDCls, 400mIy) & 5,03 (T,
1H, J=58) 3,90 (a, 2H, J=5,8) 3,73 (M, 4H) 2,83 (T,
2H, J=6,3) 2,19 {c, 3H) 1,71 (m, BH)

HTEpPMegIaT 52 - MeTun[2(3)-(2-
BeHaoindeHInamIHo)-3-{4-[2-(5-MeTun-2-nInepunH-
1-inokcason-4-n)eTokcu]deHIn}-nponioHaT]

280Mr noTpIGHol cnonykn oTpuMmand 3 250mr
{0,67MmMonb) HTepmegiaty 23 ta 140mr (0,67Mmonk)
IHTepmeniaTy 51 cnocoboM OTPYMAHHA IHTEPMEZaTy
44 3 HacTynHWM donew-xpomMaTorpadyBaHHAM  Ha
KONOHL 3 cunikarenem, enlorodl rekcadom/EA (2 1)
MC (HP, BUWA) mfe 568 (MH+), 567 (M+)

IHTepmegiat 53 - 1 -MopdonHTIokapEokcamig

Ao posuuny 2,0r {11,20mmone, 1,15eke ) Tiokap-
Donmmgimigasony y 30mn TMO npyv nepemiwyBaHHI
aoaanu npuw KT 9832mr (10,70mMMons) mopdoniHy
PoauwnH 2rof nepemiwyeanu npw KT, nomim 1rog
Harpieanw go 55°C, oxonogxkyeanw go KT | npubnus-
Ho 20mn TM® supanAnn y Bakyymi, a NoTIM Aopany
10mn 2,0M posuvHy amiaky vy MeQOH, sakpunm |
15rof nepemiwysany 3HoB gofanu 10mn 2,0M pos-
YuHy amiary y MeOH | 8ron nepemillysanu Ha rapa-
YA BORSHIA BaHI, NpW UeOMY YTBOPUBCA ocaf, sIKWA
BIADINETPYBaNY, NPOMWNW eTepoM, 318panu Ta Bu-
CYWWnK, oTpumasw 745ur notpibHol cnonykn MC
(HP, BLLWA) m/e 147 (MH+)

[HTeprMediaT 54 - Metun [2-(2-mopdoniH-4-in-5-
METHITIAason-4-1njayeTar]

CyMi 375mr (2,56Mmons) HTepMeglaty 53 Ta
536mr (2,56mmonk) meTun[4-5pom-3-
okconeHTanoary] y Smn abCconTHOrO eTaHony Harpl-
BaNW M 3BOPOTHWM XOMCAWNBHWKOM Sroj , oxono-
avnu o KT | BuAananu etaHon y Bakyyml 3anuiiok
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posbaeunun 10mn EA T1a npomunw 10mn NaHCO-
Wapwn posginany 1 opraHiMHA cywwny cynbdpatom
MarHilo, BUAAMNANW PO3YUHHWK ¥ BaKyyMl | dnew-
xpomaTorpadyBany Ha KOMOHL 3 CUNIKArenem, ent-
KoUK rekcaHom/EA (2 1), | oTpumaswn S80Mr noTpi-
6Hol Gnonyky AK Npo3ope Macno

IHTepmegiar 35 - 2-[5-meTun-2-mopdonin-1-
1nckcazon-4-njetaHon

A87mMr noTpiBHOI cnonykn oTpumanu 3 590mr
(2 27MmMonb) IHTepMeglaty 54 cnocobom oTpUMaHHS
iHTepmegiaty 43 1H AMP (CDCls, 400mMy) & 4,29 (T,
1H, J=5,9) 3,80 (a, 2H, J=59) 3,82 (M, 6H) 3,37 (m,
4H) 2,68 (1, 2H, J=5,4) 222 (c, 3H)

IHTepmepiaT 56 MeTun[2(S)-(2-
SeHzoingeHnamive)-3-{4-[2-(5-meTnn-2-mopdoniH-4-
Inmiazon-4-imetokcujdeH n}-nponioHaT]

810Mr noTpiBHOI cnonykn oTpumanu 3 760mr
(2,02MmMonb) IHTepmemiaTy 23 ta 480mr (2,02Mmonk)
IHTepmeglaty 55 cnocobom oTpUMaHHA IHTepMegIaTy
44  3-HacTynHUM pnew-xpoMaTorpaddyBaHHAM  Ha
KONOHUI 3 CHWIIKArenem, enoiwyYn  rekcaHom/EA
(2 1) 1H AMP (CDCl:, 400mIy) & 8,89 (g, 1H, J=7.3)
759 (n, 2H, J=8,6) 7 47 (m, 3H) 7,33 (na, 1H, J=7,2,
7.2) 717 (g, 2H, J=8,6) 6,82 (p, 2H, J=8,6) 6,63 (g,
1H, J=8.5) 6,57 (aa, 1H, J=7.5, 7.5) 4,37 (an, 1H,
J=72,133) 415 (1, 1H, J=7,1) 3,78 (m, 4H) 3,69 (c,
3H) 3,36 (m, 4H) 3,19 (an, 1H, J=6,0, 13,9} 3,11(an,
1H, J=7,3,13,9) 2,93 {1, 2H, J=7,1) 2,23 (c, 3H)

IHTepmemiaT 57 - Metwn [2-(Z2-mpngwd-4-in)-5-
MeTunTIazon-4-injayeraty

Cymuiw 800mr (5, 79MMONE) TICIBOHIKOTUHAMIAY Ta
1,211 (5,79Mmonke) mMeTun[4-BpoM-3-okconeHTaHoaTy]
Y 20Mn Tonyony/abconwotHoro etaHony (1 1) Harpi-
Banv npu 100°C 18rog , oxonogunu o KT, posbasu-
v 20mn EA 1a npomunu 10mn NaHCOs Wapu pos-
OINANK | OPraHiuHUA CYLIUNKW CYNbHATCM MArHIo,
BUAANANM  PO3YWHHUK ¥y Bakyyml | donew-
xpomaTtorpadysany Ha KONoHU! 3 cunikarenem, ento-
tooun rekcaHom/EA (1 1), | oTpumvaswu 630Mr noTpI-
OHol TEEpAol opaHxesol cnonykw 1TH AMP (CDCl;,
400mluy) 3 8,84 (g, 2H, J=6,1) 7,70 (8, 2H, J=61)
3,82 (c, 3H) 3,71 (c, 3H) 2,45 (c, 3H)

IHTepmegiaT 58 - 2-[5-meTun-2-(4-
nipyaun)TIazon-4-injetTadon
MoTpiBHY  cnonyky  oTpuManwn 3 620mMr

(2,50MmManb) HTepmeglaty 57 cnocobom oTpUMaHHA
IHTepmeglaty 43 | dnew-xpomaTtorpadpysand Ha Ko-
NOHUI 3 cunikarened, enwkoioud EAMeQH/EA
{1 30) 1H AMP (CDCls, 400mMuy) 3 8,66 (g, 2H, J=5,1)
771 (a, 2H, J=6,1) 4,01 (M, 2H) 3,57 {r, 1H, J=6,0)
293 (T, 2H, J=5,8) 2,46 (c, 3H)

IHTepmepiaT 59 MeTun[2(S)-(2-
GeHzoingeHinamiie)-3-{4-[2-(5-metnn-2-(4-
nipraunriazon-4-injeTokculdpeHin}-npenioHat]

MNoTpibHy  cnonyky — oTpuManu 3 256wmr
(0,68MmMont) IHTepmemiaTy 23 ta 150mr (0,68Mmonk)
IHTepmeglaTy 58 cnocoboMm OTpUMaHHA IHTepMegIaTy
44 3 HacTynHUM chnew-xpomaTorpadysaHHAM Ha
KOMOHLI 3 Cumikarenem, enkiidn rekcaHoM/EA (3 2)
AHanmz (CaHaNaQs8) Posp C-70,69, H-541, N-
7,27, 3Haidg C-70,44, H-5,50, N-7,03

IHTepmepiaT 60 - Metun {[2-(2-gumeTnnaMiHo)-5-
MeTunTIazon-4-injayetat}

Cymiw  750mr  (7,20mmone,  1,%eke) N.N-
aumeTtunmioceyoBnHw Ta 1,00r {4, 80Mmmone) meTun [4-
Bpom-3-ckconeHTaHoaTy] ¥y 10Mn flokcaHy Harpisann
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nig 3BOPOTHAM XONOL4MMABHWKOM 3rog , OXONoAWNK AC
KT, pesbasunmn 20mn EA Ta npomunm 10mn NaHCO-:
lapy po3ginanu | opraHiuHUA CyLLUNK cynbdaTom
MArHIlo, BUAANANY PO3UUHHUK ¥ 43 Bakyymi | new-
xpomaTorpadyBanu Ha KOMOoHLI 3 GURIKarenem, ento-
totoun rekcadHom/EA (1 5)-MeQH/EA (1 20), 1 oTpu-
Maswn 210Mr noTpiBHOI CNONYKW SK KOBTE MAacno
MC (HP, BWA) mfe 216 (MH+), 215 (M+)
lHTepmegiar 61 - 2-[2-gumeTMNaMIHO-5-
MeTWNoKcason-4-injetadon

MNoTpiBHy  cnonyky  oTpumann 3 210wmr
{0,98MmMone) IHTEpMenIaTy 60 cnocoboM oTpUMaHHA
IHTepmegiaTy 43 MC (HP, BLWLA) 1/e 188 (MH+), 187
(M+)

HTEpPMegIaT 62 - MeTun[2(3)-(2-
DenzoingeHinamiHie)-3-{4-[2-(2-gunmeTnnamiHo-5-
MeTUN-TIason-4-1n)eTokcu]deHIT}-npoenioHaT]

168Mr noTpiBHOI chnonykd oTpumanud 3 390mr
{1,00Mmonb) HTepmegiaTy 23 ta 185mr (1,00Mmonk)
IHTepMepiaTy 61 cnocobom oTpyMaHHA HTEpMegiaTy
44 3 HacTynHWM donew-xpomMaTorpadyBaHHAM  Ha
KONOHL) 3 CUNIkarenem, enorouyn rekcaHoM/EA (2 1)
ANA BUJANeHHA HenonsapHux 3abpypreHb, a NoTIM
xnopodopMom/MeOH  ana  suameHHa noTpiBHoro
npogykry MC (HP, BLUA) m/e 544(M+)

HTEpPMegIaT 63 - S-meTwnIaokcason-3-
TiokapBokrcamiy,

Cycnensito 525Mr (4,16mMMoNe) MeTUMIR0KCA30M-
3-kapbokcamigy Ta 1,85r {4,58Mmonk, 1,1ekB) pea-
renTy Noycona y ‘15Mn cyxoro Tonyony rpinu nig sso-
POTHHUM XONOAWNBHWEOM Srof, npw UboMmy CyMiWw
CTana #0OBTOK Ta NPO30poI, 11 oxonogxysanu 4o KT
| BUAANANU ¥ BAKYYMI POSYUHHUE 3 HACTYNHUM hneLw-
xpomaTorpadoyBaHHAM Ha KOMOHUI 3 CUNIKarenem,
enrodn rekcaHom/EA (5 1)—=(5 1), a noTiM po3Tk-
pPaHHAM 3 ALETOHITPUNOM, DINETPYBAHHAM ANA BUW-
AaneHHa Teepgoro Binpogykry peareHTy JloycoHa Ta
BUAANEHHAM PO3YUUHHWMKR OTpUManu 745Mr noTpiGHoI
crnonykw y Burnagl xoetoro macna 1H AMP (CDCls,
300mINy) & 8,05 (we, 2H) 6,52 (c, 1H) 2,46 (¢, 3H)

lHtepmegiar 64 - Metun  {2-[5-meTvn-2-(5-
MeTWNI30KCa3oN-3-Imokcason-4-injauetat}

375Mr noTpISHOI CNONYKW OTpWUManwv 3 S971mwr
{4, 15MMoNkL) HTepMediaTy 63 ta 850mr (4, 47mMMons,
1,1ekB } MeTun[4-6pom-3-ckconeHTaHoaTy] cnocobom
OTPUMaHHA [HTepMmegiaTy 45 3 HacTymHUM dnew-
xpomaTorpaddyBaHHAM Ha KOMQHUI 3 CUNIKarenem,
entoroun rekcadom/EA (5 1) MC (HP, EWUA) mfe 216
(MH+}), 215 (M+)

|HTepmegiaT 85 - 2-[5-meTun-2-(5-
METHMIZoKCA30M-3-INjoKkcazon-4-1n]eTanon

187Mr noTpiBHOI crnonykd oTpumanu 3 375mr
{1,49mmMone) IHTepmeglaTy 64 cnocobom OTPUMaHHA
IHTepmegiaTy 43 1H AMP {CDCl,, 400mly) 3 6,50 (c,
1H) 3,97 (m, 2H) 346 {1, 1H, J=6,2) 282 {1, 2H,
J=5,8) 2,49 (c, 3H) 2,44 (c, 3H)

[HTepHMegiaT 66 - MeTun[2(5)-(2-
BeHsoingeHInamIHo)-3-{4-[2-(5-MeTun-2-({5-
METHIMIZOKCA30MN-3-1IN)TIa30Mn-4-1N)eToKCU]heH I} -
nponioHaT]

A470Mr noTpISHOI Ccnonykn OTpuManv 3 S30mr
{1,45mmone) HTEpMegiaTy 23 Ta 317mr (1,43MMone)
IHTepmealaTy 65 cnocoboM OTPUMAaHHA IHTepMedaTy
44 3 HacTynHUM drew-xpomaTorpacdyBaHHAM Ha
KOMQHLUI 3 CcunikareneMm, enioloun  rekcaHom/EA
(4 1)—=(2 1) MC (HP, EWA) m/e S82(MH+)
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lutepmepgiar 67 - Metun{[5-metun-2-(4-
meTvn[1,2,3lnagiason-3-1n)okcaszon-4-injauetar}

560Mr noTpiBHOl cnonykd oTpumand 3 1.0r
{7.00MmMOnNk) 4-metnn[1,2,3]TIaf1a3on-5-
kapbokcamigy Ta 2,97r (7,35mmone, 1,05eke ) peare-
HTy Jloycora cnocobamu oTpuMaHHsa IHTepmegiaTy 63
Ta NPANCTYBAHHA IHTepMegiaty 45 3 HACTYNHOK O4u-
CTKOK rew-xpomaTorpadysaHHam Ha KONOHUL 3
cunikarenemM, enokoud rekcaHom/EA (4 1) MC (HP,
BLUA) mfe 270 (M+)

IHTepmepiaT 68 - 2-[5-meTun-2-(4-
meTun[1,2 3lnagiason-5S-in)okcason-4-injeTaHan

350Mr noTtpiBHOI cnonykn oTpuwmanu 3 S60mr
(2,08Mmonk) HTepMenlaTy 67 cnocofoM oTpUMAHHA
IHTepMeglaTy 43 3 HacTynHow ouucTko donew-
xpomaTorpadyBaHHAM Ha KONOHL 3 GCUMIKarenem,
enwtoloun  xnopodopmom/MeOH (8 1)1H  AMP
(CDCl3, 400mIy) & 3,99 (m, 2H) 3,02 (we, 1H) 2,84
(M, SH) 2,48 (c, 3H)

IHTepmepiaT 69 MeTun[2(S)-(2-
DeHsoindgernamiig)-3-{4-[2-(5-metun-2-(4-
MeTun[1,2 3lTiagiazon-9-1njriason-4-
injeTokcu]deHIn}-nponioHaT]

235Mr notpiBHOl cnonykn oTpumanud 3 S80mMr
(1,49MmManb) IHTepmemiaTy 23 Ta 360mr (1,49Mmank)
IHTepmeglaTy 68 cnocobom OTpuMaHHA IHTepMegIaTy
44 3 HacTynHUM dnew-xpomatorpadyBaHHAM Ha
KOMOHLI 3 CHRIKarenam, enroilul rekcaHom/EA
4 1)—(3 1) 1H AMP (CDCI;, 400mIMy) 3 8,88 (a, 1H,
J=7,3) 7,59 (nA, 2H, J=1,6, 8,4) 7,48 (M, 3H) 7,32 (nA,
1H, J=7.3, 7.3) 7,17 (n, 2H, J=85) 6,80 (p, 2H, J=85)
662 (g, 1H, J=8,6) 6,58 (aa, 1H, J=76, 7,8) 4,38 (M,
1H) 4,25 (r, 2H, J=6,5) 3,69 (c, 3H) 3,16 (m, 4H) 2,92
(c, 3H) 2,50 (c, 3H)

lHTepmemiar 70 - Metun{[5-metnn-2-(4-
MeTunmnepasnH-1-1N)Tiason-4-iNjayeTaT;

4890Mr noTpiBHol cnonykw oTpwManu 3 18,71
(104 8mmons)  TiokapBonngimigazony Ta  10r
(99,8MmMonb) 1-meTunninepasvHy cnocobom OTPM-
MAHHA IHTepMeIiaTy 53 Ta NPWIOTYBEHHA IHTepMes)-
atfy 60 3  HacTynHOW  OUMCTKOK  nel-
xpomaTorpadyBaHHAM Ha KONOHL 3 GCUMIKarenem,
enwooud MeOH/EA (317) TWX (MeOH/EA (1 9))
Rf=0,15

IHTepmegiaT 71 - 2-[5-meTun-2-(4-
MeTunmnepasnH-1-1n)Tiason-4-iNjeTaHon

220r noTpiBHOI cnonykd oTpuMmanu 3 2.87r
(8,10MmMonk) IHTepMeglaty 70 cnocobom OTPUMAaHHS
IHTepmeglaTy 43 3 HacTynHow ouducTkor dnew-
xpomartorpaddyBaHHAM Ha KOMNOHLU 3 CHIIKarenem,
enwtotoyn  xnopogpopmem/MeOH (101 1H  AMP
(CDCl:, 400MIu) & 4,42 {we, 1H) 3,85 (m, 2H) 3,41
(m, 4H) 2,67 (1, 2H, J=5,4) 2,48 (m, 4H) 2,34 (c,3H)

2,20 (¢, 3H)

IHTepmeplaT 72 MeTtun{[2-(3-
AUMETUNAMIHONPONINAMIHO)-S-MeTUunTIa30n-4-
InjayeTat}t

854Mr notpiBHol cnonykm ortpwmank 3 1,00r
(6.20MmonNe) 3-gUMETUNAaMIHONPONITTIOCEYOBHUHN Ta
1,30r (6,20MmMoNL) MeTUN[4-6poM-3-oKconeHTaHOoaTY]
cnocobom OTpUMaHHs HTepMegiaty 45 MC (HP,
BLUA) mfe 272 (M+)

IHTepmepiaT 73 - 2-[2-(3-
AWMETHUNIAMIHONRONIIAMIHO)-S-MeTunTIa30n-4-
InjeTaHon

608mMr noTpiBHOI cnonykn oTpumanu 3 850mr
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{3,14MmMonb) IHTepmeglaTy 72 cnocoboM OTpUMaHHSA
iHTepmeplaTy 43 1H AMP (CDCls, 400mly) & 6,18
{we, 1H) 4,40 (wec, 1H) 3,83 (1, 2H, J=55) 3,28 (m,
2H) 2,65 (1, 2H, J=6,4) 223 (¢, 8H) 2,18 (c, 3H) 1,76
(m, 2H)

[HTepHMegiaT 74 -
BeHsomndeHinamiHo)-3-(4-{2-[2-(3-
AUMETUNAMIHONPONINAMIHO)-S-MeTUNTIa30N-4-
iIn)eTokcu]deHI}-NponicHaT]

Cycnenszito 713mr (2,73mmone) Tpuderindgocdi-
Hy, 920Mr (2,48mmonk) HTepMeniaTy 23 1a 600mr
(2,48MMoNk) IHTEepMenIaTy 73 y 25MN cyxoro Tonyony
Harpieany go 95°C 15xe [o pO3YUHEHHS IHTEPMEE a-
Ty 23, NpM UEOMY PO3YUH CTEB XOBTHM Ta MPO30PUM
Jo Hboro npotaroM 5xB  kpannamu fopanw 452mr
(2,60mMMONL) gleTwnasogu-kapbokeunaTy, OXonogXy-
eanu ao KT 1 nepemiiysanu 16ron Tonyon euaana-
Ay Yy BaKyyMl | 3anywok  ouWnwanu  dnew-
xpomaTorpaddyBaHHAM Ha KOMQHUI 3 CUNIKarenem,
entotodn EAMeOH (1 1) 3 1% ngpokcngomM amaHIo,
oTpuMaBWK 770Mr NOTRIDHOrO NPOAYKTY AK HOBTE
macno MC (HP, BLUA) m/e 602 (MH+) 601 (M+)

lHTepMmegiaT 75 - 2-[2-(2-mMeToKCIETUNAMIHO)-5-
MeTWITIason-4-1njetaHon

800Mr noTpIBHOI cnonykkn oTpUMmanu 3 750Mr
(5,59MMone)  2-meTokcieTvnTiocedoBuH Ta 1,171
(5,59MMoNe) meTun[4-bpom-3-okconeHTaHoaTy] crno-
cofom oTpUMaAHHA IHTepMefiaTy €0, fonoBHeHoro
cnocobom CTPUMAHHA IHTepMegiaTy 43 3 HACTYMHOK
QuucTKo donelw-xpomaTorpadpysaHHAM Ha KONoHLI 3
cunkarenem, ENKHY 1 xnopodopmom/MeQOH
(9 1) 1H AMP (CDCl;, 400MIw) 8 3,82 (1, 2H, J=5,5)
3,58 (1, 2H, J=6,4) 341 (m, 2H) 3,36 (c, 3H) 2,65 (T,
2H, J=6.,4)) 2,19 (c, 3H)

HTEpPMegIaT 76 -
BeHsoindeHInamiHo)-3-{4-{2-[2-(2-
METOKCIETWIAMIHO)-S-MeTunTIa3on-4-
iIn)eTokcu]deHI}-NponicHaT]

907Mr notpi€Hol crnonykd oTpumann 3 1,38r
(3,70mMone) HTEpMegiaTy 23 Ta 800mr (3,70MMone)
IHTepMealaTy 75 cnocoboM OTPUMAaHHA IHTepMedaTy
74 3 HactynHow ouucTkow MPLC (konoHka Merck
Lobar S180), emototoqmn etepoM/OXM (1 4) MC (HF,
ELUIA) mie 574 (M+)

IHTepmegiat 77 - Metun[3-{4-[2-(0CeHzokcazon-2-
INMeTWNamIHo)eTokcu]heHIn}-2-(2-
UuKnoneHTaHkapboHIindeHInamiHo)-NPoMIoHaT]

580Mr noTpiGHol cnonykn oTpumanud 3 650mr
{1,71MMonb) HTepMegiaTy 9, 646mr (3,42mmonk,
Zeks) (Z-amiHodbeHIN)UMKNONEHTUNMETAHOHY Ta
15Mr auetaTy poallw cnocoComM OTPUMaHHA IHTepMe-
AlaTy 3 3 HacTynHoK  O4WUCTHOWw  dnell-
xpomaTorpadoyBaHHAM Ha KOMOHUI 3 CUNIKarenem,
enwolodn  rekcaHom/EA (7 3) MC (HP, EP) m/e
5421 (MH+)

lHTepmMegiat 78 - Metun[3-{4-[2-(0CeHzokcazon-2-
INMeTWNamIHo)eTokcu]heHIn}-2-(2-
yukrorenTaHkapboHindeHinamiHo)-nponioHaT]

130Mr noTpiBHOI chnonykd oTpumanu 3 650mr
{1,71MMonb) HTepMegiaTy 9, 742vr (3,42mmone,
2eks ) (Z-amHodeH munKnorenTuiMeTaHoHy Ta 15mr
AUETaTY POAIK cNocoBomM OTPUMAHHS IHTEpMefIaTy 3
3 HACTYNHOK OUWCTKOK dnell-xpomMaTorpadysaHHaM
Ha KOMOCHLI 3 CUMIKarenem, enioiolodH rekcaHom/EA
{7 3) MC (HP, EP) m/e 569,9 (MH+)

IHTepmegiat 79 - Metun[3-{4-[2-(0CeHzokcazon-2-

MeTun[2(S)-(2-

MeTun[2(S)-(2-
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INMeTUnamMiHo)eTokcK]deHIn}-2-(2-
yuknorekcaHkapborin-S-hnyopdreHinaMiHe)-
NponICHAT]

382Mr noTpiBHOI cnonykn oTpumanu 3 400mr
(1,71Mmonk) HTepMegiaTy €, 325Mr (1,47mMMonb,
1, 4ekB ) (2-amiHo-4-
dbnyopdeHIN)UMKNOrenTUIMETAHOHY Ta 19Mr aueTa-
TY POAIC cnocobom OTpUMaHHA HTepmegaty 3 3
HaCTYMHOK OUUCTEOK dneLl-xpomaTorpadyBaHHAM
Ha KOMOHUI 3 CUMIKarenemM, enmldn rekcaHom/EA
(7 3) MC (HP, EP) m/e 574,0 (MH+)

Iutepmepiat 80 - Metun[3-{4-[2-(BeHzokcaszon-2-
INMEeTUNAMIHO)ETOKCH erIN}-2-(2-
LurnorekcaHkapboHn-5-hnyopdreHInaMiHo)-
NponICHaT)

278Mr notpiBHol cnonykn oTpumanud 3 400mMr
(1,05mMmanb) HTepmegiaty 9, 287wmr (13,47mMmonk,
1.4 eKs ) {S-amIHO-1-meTun-1H-nipazon-4-
INYUKNOrekCUNMeTaHoHy Ta 10Mr aueTaTty pogaio cno-
coboM CTPUMAHHA IHTEpPMEfIaTy 3 3 HACTYMHOK QYM-
CTKOK dnew-xpoMaTorpadysaHHsIM Ha KOMOHUI 3
cunikarenemM, entoloouKu rekcaHom/EA (7 3) MC (HP,
EP) mfe 560,2 (MH+)

IHTepmegiaT 81 - Metun[3-{4-[2-(0eHaokcazon-2-
INMeTunamiHo)eTokcu]deHIn}-2-(3-6enszoinmodeH-2-
INaMIHO)-NpPOMIoHAT]

145Mr notpibHol cnonykn oTpuMann 3 137mr
(0,36Mmanb) HTepMegiaTy 9, 104mr (0,51mmMone,
1.4ekB ) (Z-aminomiodeH-3-1N)peHInMTMeTaHony Ta SMr
aleTaTy pofllc cnocobom OTPUMaHHA IHTepMeaIaTy 3
3 HACTYMHOK OUMCTKOK dprel-xpomaTorpadyBaHHAM
Ha KOMOHUI 3 CUMIKarenemM, enmldn rekcaHom/EA
(7 3) MC (HP, EP) m/e 556,0 (MH+)

IHTepmegiaT 33 - MeTwn[2-(2-
LuknorekcaHkapboHndeHinamiHo)-32-{4-[2-(5-MeTun-
2-thbeninokcason-4-inyeTokcu]dyeHIM;-NponIoHaT]

2,89Mr notpibHol cnonykw oTpuManw 3 3,02r
(7, 75MmManb) HTepmegiary 121, 2,07r (10,51mmMonk,
1.4ekB) (S-amHOGEH NUMKNOTEKCWTMETAHOHY T3
G9mr ayetaty podIo cnocobom CTRUMAaHHA IHTepMe-
Alaty 3 3 HAaCTyNHOK  OUWCTKOK  ¢nelu-
xpomaTorpadyBaHHAM Ha KONOHL 3 GCUMIKarenem,
emotoloun XM, a nomimv etepom/XM (199) MC
(HP, EP) m/e 567,4 (MH+) EnaHTiomepu Gyno sigo-
kpemneHo Ha konoHy Prep OD, gns enadTiomepis 1
Ta 2 AMP, MC, BEPX 1aeHTUYHI 3 pauemaTom

IHTepmegiat 84 - (S)(-)-1 -BeHawnniponigwH-3-
IN{MeTaHcyNsdoHaT)

Ao 5r (28,2mmonk) (S)(-)-1-6eHsvnniponignHony
y  40Mn mipuguHy  kpannamk goganu  2,03mn
(26,2mMmonk, 0,93ekB ) MeTaHcynedgoHIIXNOpUAY |
nepeMillyBanun 3rof , NCTIM BUNWAW ¥ MBOAAHY BOAY
Ta Tpuul no SOmMn ekctparyeand AXM [MoegHaH op-
raHiqHI excTpakT npoMmueany NaHCO;, posconom Ta
CYWWNW CyNbcpaTOM MarHIfo, OTPUMaBLWLK 3r NoTpIo-
Hol cnonykn MC (HP, EP) m/e 256,0 (MH+)

IHTepmeplaT 85 - MeTtun[2-(2-
BeHacindeHInaMiHe)-3-[4-(1-6eHaunnipongnH-3-
Inokcw)doeHIn]-nponicHaT]

fo pozuuny 1,0r (2,66Mmonk) IHTepmegiaty 23 y
30mn AM® npw nepemiwysaHHl goganu npw 950mr
(2.95mMmonk, 11ek8) KapboHaTy uesilo Ta 747Mr
(293mmone, 1,1eks) HTepmegiaty 84 OTpuUMaHui
po3-uH 24rop nepeMiwysany npu 45°C, a noTiM ra-
cuny 10Mn BOAM, BUNKMBaNK ¥ 25mn EA 12 25Mn eTe-
py | Tpudl No 10mMN ekcTparyeany Bogo QpraHiyHUA
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Wap CyWwhni cynbgarom Mariio, BUAaNsNM po3ymiH-
HWK ¥ Bakyyml | 3anuwok dnew-xpomartorpadysany
Ha KOMCHLI 3 CUMIKarenem, eniroun rekcaHom/EA
(7 3), oTpumaeLn 680mMr noTpIbHOI cnonykn MC (HP,
APl m/e 5351 (MH+)

lHTepmegiat 86 - Metun{3-[4-(1-6eH3oKkcazon-2-
nniperigvH-3-Nokcw deHin]-2-(2-
DenzoingeHinamiHo)-npomnioHar]

o 600mMr (1,12MmMone) HTepMenaTy 85 y 3mn
OXM popanwn npu 0°C 0,24mn (2,24mMmonb, 2eKe )
anbda-xnopetTunxnopdgopMiaty, 30xB nepeMiyBa-
ny npv 0°C, a noTim rkoHuyeHTpyBanw Acocyxa [o
710Mr {1,12MMONB) UBOrC CHMPCOIO MaTeplany 4o4anM
047vn (3,36mMMonb, 3eks ) TEA | nepemilyBanu
5B, a nomM kpannamu  goganu 2 mMni 2-
xnopbeHzokcazon y 2vn TM® Cymiw 12rog nepemi-
wysanu npu KT | KOHUEHTPYBaNW y BakyyM|, 3arnniioK
hnew-xpomarorpadysann Ha KONOHUI 3 cumkare-
neM, emowwun eTepoM/OXM (18), oTpuMaswu
200mMr noTpiBHol cnonykn MC (HP, EP) mfe 5621
(MH+)

lHtepmegiar 87 -  Metun[3-{4-[2-(5-meTun-2-
theHnokcazon-4-njetokcuceHint-2(S)-[2-(nipng vH-
d-kapBoHimdeHnamHol-nponioHaT |

2.92r noTpiBHol cnonyky oTpumanwn 3 3,651
{9,61MmMonk) IHTepMegiaTy 120 Ta 2,92r (€,61Mmonk)
2-(mpuanH-4-kapboHimyuKnorexkcaHody  cnocofbom
QTPUMAHHA IHTEPMEIETY 23 3 HaCTYNHOK OYWCTHOK
thnew-xpomarorpadbiern, enwodn  MeOH/IAM
(2 98) MC (HP, EP) mfe 546,0 (MH+)

lHTepmegiar 88 -  Metun[3-{4-[2-(5-meTun-2-
theHnokcason-4-injeTokch]ceH im-2(S)-[2-
{mpnanHM-okcug-4-kapboHin)deHinamiHe)-nponicHaT

o 200mr (0,36MMons) IHTepMenaTy 87 y 5mn
AOXM popann npu KT 185wmr (1,07Mmone, 3eKks)
mCPBA Cymilw qepes 24rof KOHUEHTpyBanu y Ba-
KyyMI, 3anuIcK dnel-xpomarcrpadpysan Ha Kono-
HUL 3 cwnikarenem, enwoodr  MeOH/IAM
(298)—»(19), oTpumasLud SOMr NOTpIBHO! cNCMyKK
MC (HP, EP) m/e 5781 (MH+)

lHTepmegiar 89 - Metun[3-{4-[2-(5-meTnn-2-
theHInokcason-4-injeTokcu]eH In}-2(S)-[2-(mpuauH-
3-kapBoHIN)heHINaMIHO]-NponIoHAT]

540Mr notpiBHOl cnonyku oTpuManw 3 1,3r
{2,63MMonb) HTepmegiaTy 120 Ta 1,07r (5,26mMmons)
Z-{mpuanH-3-kapboHimunKknorekcadody cnocobom
OTPVMAHHA IHTEPMEIETY 23 3 HACTYNHOK OYWCTKOR
thnelw-xpoMaTorpaderd, enwOYY FrekcaHoOM, a No-
TIM rekcaHoM/EA (1 1) MC (HP, EP) m/e 58622
(MH+)

lHtepmegiat 90 - 2-(5-meTun-3-cbeHinnipazon-1-
njeTadon

PoaunH A97Mr (3,14MmonNek) 3-MeTun-5-
teHnmpasony y 12,6Mn OMO npu 0°C obpobnanu
138mr (3,45mmone, 60% y macn)) NaH, nepemiwyesa-
nw 15xe, gogaesanu 1,38r (15,7MMonL) eTuneHkap-
DonaTy, Harpieanu go 23°C, nepemiwyBany NpOTATOM
HOUI, NOTIM Po30ABNANK BOACK | EKCTRAaryBanv rek-
caHom/EA (1 1) lNoefHaHy opraHiky cyluUnu cynbda-
TOM MarHito, QINETPYBANW Ta KOHUEHTRYBANW ¥ Baky-
yMml 3anvwok ounwanu dnew-xpoMaTorpacdierd Ha
CHMIKaren|, entodn rekcaHoM/EA (1 3), oTpumasiun
305mr (48%) notpiGHol cnonykm MC (HP, EP) m/e
225 (MNa+) 203 (MH+)

|HTepmegiaT o1 - MeTun[2{S)-(2-
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6enzoindeHInamiHo}-3-{4-[2-(5-meTnn-3-
derinnipazon-1-imetokcujdeHin}-nponioHaT]

PoauuH 177mr (0,67Mmonk) TpudeHindochiHy,
169mr (0, 45Mmonk) HTepMmegiaty 23 Ta  100Mr
(0,49mmonb) IHTepmegiaTy €0 y 4,5un TIP npu 25°C
kpannamu obpobnanu 0,106mn (0,67mmons) AEAK |
nepeMiwysany npu 25°C 24rog , NomiM KOHUEHTPY-
BaNy y BaKyyml | 3anMwok ouwnwanw dnew-
xpomaTorpadyBaHHAM HA KOMOHL 3 CMMIKarenem,
enokHd rekcaHoM/EA (2 1), otpumanu 116mr (46%)
noTpIiBHaro NpoaykTy AK rycte ¥oete macno MC (HP,
EP) mfe 582(MNa+) 560(MH+)

IHTepmegiaT 92
BeHaoindeHINaMIHe)-3-[4-(1-r-
ByTokcukapboHINMIponiguH-28-InMeTokcn)beHIn]-
nponicHaT}

1,62r notpibHol cnonykw oTpuMann 3 2,82r
{7 .Smmone) iHTepmemiaTy 23 Ta 1,661 (8,25mmone) M-
T-ByTokcukapboHIN-L-nponHony ¢nocobomM oTpUmMaH-
HA IHTepMenlaTy B1 3 HaCTYNHOW OuUcTKoK dnelu-
xpomaTorpadpieto, enotoloqn rekcaHom/EA (3 1) MC
(HP, EP) m/fe 581 (MNa+) 559 (MH+)

IHTepmegiaT 93 - MeTun[2(S)-(2-
SeHzoindgerinamive)-3-[4-(1-nipy auH-2Z-nniponiguH-
28-1nmeTokcn]deH IMm-nponioHaT]

PoaunH 2,95r (5,3mmone) IHTepmeglaty 92 y
62mn OXM npwn 25°C obpobnsnu 62mn TEOK 1 ne-
peMiwysann 1rog , nomim posbasnsnu AXM 12 ma-
nyxyeany HacwdeHuy kapOoHaToMm HaTpio BogHui
wap ekcrparysanu XM | noeaHaHI OpraHiyHI WapK
CYWHNW cyniedaTom HaTPIo, INETPYBANH | KOHLEHT-
PYBanu y BakyyMl, a 3arnuWoK posduHanK y 210mn 2-
bnyopnipnANHY Ta IPINK Mg 3BOPCTHAM XONOAMWMb-
HWKOM 24rog Tlicna oxonogxexHs go 25°C koHueHT-
pPYBanM y BakyyMl, @ 3aNWWCK o4ullanu dnew-
xpomaTorpadyBaHHAM HA KOMOHL 3 CMMIKarenem,
entkoud rekcaHom/EA (2 1), otpumanu 1,2r (42%)
noTpIiBHaro NpoaykTy AK rycte ¥oete macno MC (HP,
EP) mfe 558(MNa+) 536(MH+)

IHTepmegiaTr 94 2-{1-meTnn-4-penin-1H-
IMIAa3on-2-1n)eTadon

Poaunn  674mr (4 26mmone)  1-meTun-4-
deHnvigasony (Kashima € ,Harada Y ,Hosomi A,
Hetracycles 1993 35 433) y 8,5Mn TI® npn -78°C
obpobnanw 1,Swn (4,69Mmone) 2,5M posuuny Dy-
TUNNITIO ¥ rekcaH!, nepemiwysany 10xs , gofasanu
1, 1m0 (21,37MMonNE) eTUNEHOKCWAY, NepeMilLyBanm
Se, Harpieanu go 25°C | nepeMiwyBany npoTsarom 1
rog Mcns oxonogxeHHa go 0°C pogasanw 1,1mn
{21,37mMonb) eTUNEHOKCKWAY, HarpiBanu ao 25°C
nepeMIlLyBanu MNpoTAroM HOYI, NOTIM BUMNWBANW ¥
BOAY | eKkcTparysanw eTepoM [loefiHaHy opraiky
CYWMWNW cynbthbaToM MarHio, GINsTpyBanW Ta KoHUe-
HTRpYBaNW ¥y Bakyyml 3anvwok ounwanu dnew-
xpomaTtorpadero Ha cunikaren, enroloyn EAMeOH
(95 5), aCpaHwn NPoAYKT NepekpucTanZOByBann 3
AMXSEA, oTpumMaewmn 178umr (21%) noTpiBHol Binol
Teepgol cnonykn MC (HP, EP) me 225 (Mna+) 203
(MH+)

IHTepmepiaT 85 MeTun[2(S)-(2-
GeHzoingerinamine)-3{4-[2-(1-wetun-4-cherHin-1H-
IMIAa30N-2-1n)eTokcu]deHIN}-NponioHaT]

90Mr noTpiBHOI cnonyku oTpumMan 3 93wmr
(0,25mMmMonk) IHTepmegiaTy 23 Ta 50mr (0,25mMmonk)
IHTepmegiaTy 84 cnocoboMm OTPUMaHHA IHTepMegIaTy
91 3 HaCTYNHOK OYWCTKOK new-xpomartorpadieto,

MeTun{2(S)-(2-
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enwiotlodn rekcaHom/EA (13) MC (HP, EP) m/e
582(MMa+) S560(MH+)

[HTepHMegiaT 06 -
MeTnAnIpascn

Ao posuuny 1,071 (7,03mmonek) 1-(2-dbypun)-1,3-
ByTraHaicHy y 26mn MeQH npu 25°C poganw 0,442mn
(14,07 mmone) ngpazvHy, NepemMiwyBany 24rog , no-
TIM KOHLEHTPYBANM y BAKyyMI, @ 3arWLLOK RO3YMHANN
y 210Mn 2-chnyopmpuauHy Ta rpind Nig 380pOTHUM
xonoguneHnkoM 24rog Micna oxonogxeHHa go 25°C
KOHUEHTPYBENU Yy BaKyyMml, a 3anyWor o4WLianu
chnew-xpomaTorpadpysaHHAM Ha KONOHL 3 GUnikare-
nem, enrorodn rekcadom/EA (1 1), otpumanu 1,02r
(98%) noTpiBHoro npoayery MC (HP, XI) m/e
149(MH+)

|HTepmegiaT 97 -
meTunnipason-1-in)eTaHon

189mr noTpiGHOI cnonykn oTpumany 3 1,011
(6,82MMonNk)) IHTepMeaaTy 96 cnocobom oTpUMAaHHA
IHTepmeflaTy B0 3 HacTynHOK ouducTEow dnell-
xpomaTorpadpieo, enwotoud rekcaHom/EA (1 3) MC
(HP, EP) mfe 215(MNa+) 193(MH+)

HTEpPMegIaT 98 -
terin[1,2 4irpiason-1-njeTaHon

140Mr noTpIBHOI cnonyk oTpumand 3 550mr
{3,45MmMonk))  3-cpeHin-S-metvin [1,2,4jrpiazony
{Francis J E ,Gorczica LA Mazztyga G C ,Meckler H,
Tetrahedron Lett 28 5133 (1987)) cnocobowm oTpu-
maHHe HTepmegiary S0 3 HacTYNHOK OYMCTKORK
thnew-xpoMaTtorpadieto, enwtoroun MeQH/EA (5 B5),
Ta nepexkrTucTansayiew 3 etepy MC (HP, X} m/e
204{MH+)

|HTeOMegIaT g9 - MeTun[2(5)-(2-
DenzoindeHinamiio)-3{4-[2-(5-meTun-3-
teHn[1,2 4irpiason-1-1njeTokcu]deHIn}-NponIoHaT]

186Mr noTpIBHOI cnonyk oTpumMand 3 196mr
{0,52MmMonk) HTepmegiaTy 23 ta 106Mr (0,52Mmonk)
IHTEpMegIaTy 98 cnocobom oTPWMaHHA (HTEpMegiaTy
44 3 HaCTYMHOK CYUCTKCH (hnew-xpomarorpadieto,
enrodn rekcadon/EA (1 141 2MC (HP, EP) m/e
583(MNa+)561(MH+)

IlHTepmegiat 100 - 3-METOKCUMETUI-S-MeTH-2-
PeHin-3H-imigazon

Ao posuuny  1,0r (6,32mmone)  4-meTun-2-
teHnimgaszony y 25mn AM® npw 0°C gopgann 278mr
(6,95Mmone, 60% y Macn) NaH, nepemiyeanud SxB
aoganu 0,528mn (6,95MmMore) METWIDTIOPMETWNOBO-
ro etepy, Harpuii go 25°C Ta nepemiwyeanu 4rog ,
NOTIM BUNMBANW ¥ BoAY | EKCTPArysanm rekcaHom/EA
{1 1) MNoegHaH) opraHibHI Wapy CYWWNN CynbthaTom
HaTPI0, PINETPYBANMW T2 KOHUEHTPYBAMW ¥ BaKyyMl
3anyiiok ounwany dnew-xpomatorpadiels Ha cuni-
Kareni, enwtodn rekcaHoM/EA (5 85) oTpumasLuu
816mr (64%) notpiBHol Binol Teepaol cnonykm MC
(HP, EP) mfe 225 (MNa+) 203 (MH+)

IHTepmegiar 101 - 2-(3-meToRCHMETVN-5-MeTun-
2-cpeHin-3H-1MIa230N-4-IN)eTaHon

433Mr noTpiGHol cnonykn oTpumand 3 710mr
{3,51MMonb)  IHTepMeglaTy cnocobom  OTPUMaHHSA
IHTEpMegIaTy 943 HacTynHol ovWCTKOK donelu-
xpomaTtorpadpieto, emowodn MeQH/EA (793) MC
(HP, EP) mfe 269(MNa+) 247 {MH+)

|HTepmegiaT 102 - Metun[2(S)-(2-
BeHsomndeHinamMiHo)-3{4-[2-(3-meTokcumeTn-5-
meThn-2-deHin-3H-1mgason-4-injetokcJdeHr;}-
NpONIOHAT]

2-3-¢ypan-2-1n-5-

2-(3-dbypan-2-in-5-

2-(5-meTnn-3-
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347mr (69%) notpiBHol crnonykn oTpUManu 3
3M1dmr (0.84mmone) IHTepMmegiaTy 23 Ta 207mr
{0,84Mmonk) HTepMea aTy 101 cnocobom oTpUMAaHHA
IHTepMefiaTy 44 3 HacTynHOK ouucTEoK dnewu-
xpomaTorpadpietd, enotoloqn rekcaHom/EA (1 3) MC
(HP, EP) m/e 604{MNa+) 626(MH+)

IHTepmegiaT 103 - 2-(3-
TRPUMETWIICUNINETOKCUMETUN-S-meTuN-2-theHIn-3H-
IMIAason-4-1n)eTadon

Ao posuvny 1.04r (8,57mmone)  2-dbeHin-3-
MeTuniMigasony y 25mn AM® npwn 0°C gopganwu 289mr
(7.23mmanb, 60% y macni) NaH, nepemiwysanu 5xe ,
aoganwm 1,28mMnN {7,23mmone) 2-
(TPUMETUNCUNIN)ETOKCUMETUNXNOPUAY, NEpeMILLyBa-
nu 10xe , noTiM Harpiny go 25°C Ta nepemiwysany
NPGTAFOM HOHI, NOTIM BUMHMBANM ¥ BORY | €KCTparysa-
nu rekcaHoM/EA (1 1) TMoegHaH opradivHl wapwk cy-
WHNK cyNbaToM HaTpito, DINLTPYBANW T8 KOHLUEHT-
pyBanu y BakyyMl 3anuwok ouvwany dnew-
xpomaTorpadpero Ha cunikareni, enwiyn MeQHEA
(2 98) orpuMaswmn 1,18r {62%) npoTeKTOBAHOrD IH-
Tepmegiaty, AkWiA nepeteopunn y 851 mr notpiGHol
©INol TBEepAoI CNomnykn cnocobom OTPUMaHHA IHTepR-
MegaTy 94 3  HECTYMHOK  CYNCTKOW  donew-

xpomaTorpadpeto, enooUn MeQH/EA
(5 85/E1 9) MC (HP, EP) m/e 233 (MH+)
IHTepmepiaT 104 - MeTnn[2(S)-(2-

6enzoindeHInamiHo}-3{4-[2-(5-meTun-2-deHin-3H-
imgaszon-4-njetokculdperint-npenioHar]S42mr  (69%)
noTpIBHOI cnonykd oTpumann 3 931mr (2,48Mmonk)
IHTepMegIaTy 23 Ta 825mr (2,48Mmonk) IHTepMegIaTy
103 cnocobom OTpUMAaHHA IHTepMeglaTy 44 3 HacTy-
NHOK QYUCTKO (briew-XxpoMaTorpadIcto, enIolYm
rekcaHoMm/EA (2 141 1), 3 oTpvManHam 867wmr 3a-
bpyaHeHoro IHTepmeflaTy Ho  posunHy  8320mr
(1.2MMoNL) UbOro NpoAYETY ¥ 12MM aueToHITpUNY
npu 0°C goganu 0,222mn (1,8vmmone) BF:CEL:;, ne-
peMiwysann 30xe npwn 0°C, a nomim 1rog npw 25°C,
aHce foganu 0,444mn (3 6mmone) BF;OEL:, nepewmi-
wyeany 1rog, goganu we 0.44dmn (3.6mMone)
BF:OEt; | nepemiwyesany 20xe , a NOTIM BUNWNW ¥
Hacudernid NaHCOs 1 ekcTparysanum EA [MoegHaH
OPraHIYHI WapKu Cywunu cynbhaToM HaTpiw, dinsT-
pysanu Ta KOHUEHTPYBaNU ¥ BakyyMl 3anuvwok ouu-
wanu dnew-xpomarorpadIed Ha CHIKaren), enw-
4K rekcaHom/EA (1 1) MC (HP, EP) m/fe 580(MH+)

IHTepmegiat 105 - MeTun{S-metun-2-dheHin-4-
TIazonaueTar)

827Mr notpibHol Crnonykw oTpumanu 3 1,00r
{4, 78mmone)  MeTun[4-Cpom-3-ckconeHTaHoary] Ta
2.60r (19, 14Mmonk) TioBeHzaMily cnocoboM oTpu-
MaHHA IHTepmeflaTy 42 3 ouucTrow  donewd-
xpomaTorpadielo Ha CUMIKaren, enioYN rekca-
HoM/EA (3 1) MC (HP, EP) mfe 270(MNa+) 248(M+)

IHTepmegiaT 106 - 2-(5-metun-2-cheHin-4-Tiazon-
4-metaron

538uMr noTpiBHOI cnonykn oTpumanu 3 817mr
(3,30MmMonb) IHTepMegiaTy 105 cnocobom oTpuMaHHs
IHTepmegiaTy 43 3 ouncTrol dnew-xpomarorpadico
Ha cunikaren, enoloun rekcaHoM/EA (1 2) MC (HP,
EP) mfe 242(MNa+) 219(M+)

IHTeOMEfIET 107 - Metun[2(5)-(2-
BeHaoindgeHInaMiHe)-3-(4-{2-[2-{5-meTun-2-thbeHin-4-
TIazon-4-injeTokcn]dbeHIn}-nponioHaT)

378Mr notpibHol cnonykn oTpuMand 3 348wmr
{0,93mmone) iHTepmemaTty 23 Ta 203mr (0,93Mmone)
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iHTepmepiaTy 106 cnocobom OTpUMaHHS IHTEPMER a-
TY 43 3 HaCTYMHOK OUNCTKOK dbnew-
XpomaTorpadielc Ha CUNIKaren!, eniolilyl rekca-
HoM/EA (3 1) MC (HP, EP) mfe 598(MNa+) 577 (M+)
lHTepmegiar 108 - Metun[3-(5-meTun-2-
TIEHINAMIHO)-4-0KCONEHTaHOaT

Cycnenzio  19,3r  (136mmone)  S-meTtwn-zZ-
TIotheHkapborHosol kncnotk y 200mn Tonyony obpo-
Bnanu 10,9yn (150MMonNk) TIOHINXTOPWAY, HArpIBAnu
ao 70°C 16rog 1 KOHYeHTpyBanu y BakyyMl OTpumMa-
He mMacno nopyrmMu gogasanu npy 0°C fo po3vuHy
25,0r (136MMonb) ngpoxnopuay b-
meThnacnapandosel kucnotv y 80mn mpuguny 31
LWBMAKICTIO, HECBXILHOK [NA YTPUMAHHA TeMnepaTy-
pn <10°C, nomim npotarcom 1rog ganu HarpTuesa go
25°C, obpobunu 50mMn oyToBOrC aHMAgpUAY Ta Harpi-
ganu o 80°C npoTarom 2rog CymIW OXONoOgKyBaru
Ao 25°C | noTim Bunveanwy y 700mn 1H HCI | Tprw
ekcTparysany EA [loegHaH! opraHiuHl wWapu Tpudl
npoMueanyk 1H HCI, noTiM nocnigosHo Bofow, 5%
NaHCO; Ta posconomM, MOTIM CYWWNU CyNedaTom
HaTPI0 Ta ovMLWEank cnelw-xpomarorpadIsio Ha cuni-
Karen, enworlyn rekcaHom/EA (3 2), oTpwmasww
9,11 (25%) noTpIGHOIO NPCAYKTY AK KOBTE Npo3ope
macno MC (EP+) mie 270(M+)

IHTepmegiat 109 - Metun[S-meTun-2-(5-meTun-2-
TieHIN)oKkcaso-4-ImyayeTar]

Pozuun 3,971 (14,7mMmone) iHTepmegiaty 108 y
100Mn DeszBofgHOro aueToHmpuny oCpebwnu 4,1mn
{(44,2MMoNL) okcoxnopualy docchopy Ta Srof rpinu
nig 3BOPCTHUM XOMOAWNEHUKOM, NOTIM OXONOEMYBA-
nuv 4o 25°C | TeMHe Macno feKaHTyBany 31 CMonu Ha
AHI nocyauHM Po3ynH KoHUEHTpysanW y Bakyymi |
posbasnAny Bogor Ta EA BogHwiA Wwap Hacwudysanu
KHCO4, wapyu posdinanu | posyiH ABIYI eKcTparysanu
EA TlogAHaHI OpraHiuHl Wapy cyllMnn cynedaTtom
HaTPIlO Ta KOHUEHTPYBAMW ¥ BaKyyMIl, OAESPXaBLUW
opaHxeBe  macno, AKe  ovuwand  dnew-
xpomaTorpadpielc Ha cunikaren, enwrooun IXM/EA
(20 1) 3anwwecK MCNA KOHUEHTPYBAHHA Y Bakyymi
ousany new-xpoMaTorpatierd Ha  GUrikaren,
enwolodn  rekcaHom/EA (2 1), oTpumaewn  2,94r
{79%) noTpiBHOro NPoORYKTY AK XOBTYBaTO-OpaHXeBe
macrio MC (API+) mfe 252(MH+)

lHTepmegiar 110 - 2-[S-meTwn-Z-(5-meTwn-2-
TieHIn)okcazon-4-injeTaHon

1,05r notpiBHol chnonykw oTpumanwn 3 2,94r
{11,7MMon) IHTepMegiaTy 109 cnocoboM oTpUMaHHS
IHTEpMegIaTy 43 3 ouncTror dnell-xpoMaTorpagieto
Ha cunikaren, enwroldn rekcadom/EA (1 1) MC
(API+) mfe 224{M+)

[HTepHMegiaT 111 - Metun[2(S)-(2-
BeHsondeHINamMiHo)-3-{4-[2-5-meTun-2-(5-metun-2-
TIeHIN)oKkcason-4-In)eTokcu]deHIn}-nponioHar)

440Mr noTpISHOI cnonykn OTpumManwv 3 700mr
(3,13mmone) iHTepmeniaty 110 ta 1,18r (3,13mmone)
IHTepMealaTy 23 cnocoboM OTPUMAaHHA IHTepMedaTy
44 3 HacTynHOK OYUCTECK cbnew-xpomaTorpadieto,
enwolodn  Tonyonom/EA - (201 MC  (EP+) mle
581(MH+), TWIX (Tonyon/EA (90 10)) Rf=0,25

HTEpPMegIaT 112 - Metun[2(S)-(2-
BeHsoindeHInamiHo)-3-{4-[2-(5-MeTun-2-(3-
METWITIEH-2 IN)oKcason-4-1n)eTokcu]heHu}-
NponioHaT]

100mMr notpIBHOI cnonykn oTpumanu 3 3,71 ve-
TUN[S-meTun-2-(3-MeTnn-2-TIEHIN)oKCa30-4-
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In)aueTaTy] (BUroTOBNEHOMO AHAMNONYHO IHTEPMEIaTY
109) cnocobom OTpUMaHHA IHTepmeglaty 43 peakyl-
e 3 375mr (1,00MMonk) IHTEpMeRIaTY 23 cnocobom
OTPUMEHHA IHTepMefIaTy 44 3 HACTYMHOK OUWCTKOK
drew-xpomaTorpacdielo, enoKk-n  Tonyonom/EA
(95 5) MC (EP+) mfe 581 (MH+), TWX (Tonyon/EA
(90 10)) Rf=0,38

IHTepmemiaT 113 - Metwn[2-(2-10aeHn)-3-{4-[2-
{BeHa0Kkca30N-2-INMeTUNAMIHO)eToKCH]|deHn}-
NponICHaT)

fo posuuny 2,88r (13,15mMmone) 2-logaHiniHy y
50mMn Tonyony B atmocdhepl a30Ty npu 25°C goganw
npw nepemwysadHl 26,3mn 0,1M posunHy HTEepMe-
Alaty 10, noTiM S8mr (0,132MMonk) gumepy ayeTaTy
poano(ll}, nepemiwysanu 16rog npu 25°C Ta KoHUe-
HTPYBaNMW ¥y BaKyyMml A0 TEMHO-KOPWYHEBOIC MAacna,
AKke ounwanu dnew-xpomaTtorpadIsio Ha cunikaren,
enwotoyn OMX, oTpumaswu 1,12r (75%) noTpiGHOl
cnonyk MC (HP, EP) mfe 573 (MH+) 572 (M+)

IHTepmeplaT 114 T-Bymun[4(R})-
M4 POKCUMETWITIA30MN1AWH-3-Kapbokcunar]

Pozunn 4,66r (20mwmone) MN-Boc-TionponHy Ta
3.84mn (22mmone) DIEA v 10mn TP oxonogxysanu
ao 0°C |  oBpobnanw  2,1mn (22mmone)
eTun{xnopdropmiaty) Yepes 30xe npu 25°C siad-
NeTpysanu 6iNuii ocag, posYuH oxoncagunu go 0°C ta
Kpannamu pgofanu 832r (220mmonk) Bopongpway
HaTpito ¥ 30Mn Bogn Cymiw nepeMiwysann 24rog ,
oxonogxyeany go 0°C Ta racunu gogaBaHHaM kpan-
NAMW OLTOBOI KWCNOTH | eKkcTparysand EA [NoegHaHy
opraHiky nocrigoeHo npomuean NaHCO: Ta nUMoH-
HOK KWGMOTOW, CYLWWNW CyNbhaToM MarHiw, ¢ineT-
pysanu Ta BUAANANU RO3YMHHWEK ¥ BEKYYMI, opemka-
By 2,33r noTpiGHoro npogykry MC (EP+) mfe 242
(M+23) 120 (M-Boc+1)

IHTepmegiat 115
BeHaoindeHINaMIHe)-2-
METOKCHKapEoHINETUN]deHOKCMMET I TIA30MN | gUH-3-
kapbokcunar]

PozunH 1,20r (548Mmone) HTepmegiaty 114,
2,051 (5,48mmonb) IHTepmeglaTy 23 Ta 1588 r
{6,03mMmMonk) TpuderindocdiHy v 7mn TId npu 0°C
kpannamun Acpasanu 0,95mn  (6,03mmone) AEAK
Cymiw nepemiwysany npy KT 1rog , emgansanu pos-
YMHHWK Yy BakyyMml Ta ouwnwanw  dnew-
xpomaTorpadield Ha CUMIKareni, enirYn rekca-
HoM/EA (3 1), oTpumaewmn S30Mr noTpiBHOI cnonykw
MC (EP+) mfe S99(M+23)

Iutepmepiat 116 - MeTun{3-[4-(3-6eH3zokcaszon-2-
inmazongue-2-4{R)-nwetokcuidenin]-2(S)-(2-
BeH3oINdeHINaMIHC)-NpoNIoHAT]}

500mr (0,868Mmonk) HTepmeniaTy 115 obpob-
nsanu Smn poaduHy HC| vy glokcanl nporarom 1,5ron
Po3uuHHMK BUNZpOBaNKM Ta PO3YMHANK CUPUA rapo-
xnopwvg ¥ 20mn OXM, gogasanw 767mr (5,0mmone)
xnopberaokcazony ta 1,29r (5,0mmone) DIEA 1 ne-
peMiuysann 36roq npu KT Bupanann posunHHWK y
BaKyyMl Ta o4 Wany TBepgMA 3anuwok dnew-
xpomaTtorpadIelo Ha CuUnikaren!, eniKYN rekca-
HoM/EA (1 1), oTpumaswn 128mr notpiGHol cnonykw
MC (EP+) m/ie 594(MH+)

IHTepmeiaT 117 - 2()-{2-6eHz01NheHINaMIHO)-3-
{4-ngpokcudbeHIN)-nponioHoBa KKcnoTa

1,63r notpiBHoOI cnonykd oTpwManw 3 1,79r
(4, 66MmManb) IHTepmegiaTy 23 cnocobBom 3 npuknagy
32 MC (EP+) mfe 334 (MH+23)

T-byTun[4(R}-{4-[2(5)-(2-



49

lHTepmegiat 118 - 2(3)-(2-6enHsoindeHinamiHa)-
3-{4-ngpokcudeHin)-nponicHaT (2-
xnopdreHiN)audeHINMeTUny, nNpuegHaHoro Ao noni-
CTUPONBHOI CMOMK

PosuwH 1,63r (4, 4mmone) HTepmegiaty 117 y
10Mn MeQOH Ta 5Swn eBogn o6pobunm 0,852
{(4,4mmvone) ngpokapboHaTy Uesn, nepemiyBanu
10xe npw KT, BMaanany poavyuHHWE | OTPUMaHY TBe-
pAy CINb Lesito cylunu ¥ sakyyMl Cycnedsio 480mr
Cl-tpyrunnonictupony ([1C) (saMileHHa 2,5mMmone!T)
y 4mn cyxoro AM® 204rop npm 50°C obpobnanu
60Mr (~1mmanb) euweonucaHoto cinnta yesie Cmo-
ny BIAGINLTRYBANK | NOCMAOBHO NpowmuBanv 10 pa-
3B AM®, 1 1 OMD/eTaHONOM, eTAHONOM Ta ETepOom,
opepkaBwK 2,33r cyxolfo nNpogykty 3amileHHs
{0,49MmMonk/T) Wiel obpobneHol cMonNW PO3paXxoByBa-
Ny Ha 6a3l aHam3y cnanweaHHAM 3HaigeHo C-
79,46, H-5,94, N-0,68

[HTepHMegiaT 19 - MeTun[2(S)-(T-
ByTokcukapboHinaMiHe)-3-{4-[2-(5-meTn-2-
theHIn)okcason-4-imetokcn]deH I} -nponioHaT]

159r notpibHol cnonykw oTpumanwn 3 150r
{(73,8MMONL) 2-(5-meTun-2-cbeHin)okcazon-4-
metaneny Ta 21,8 (73.8mMmone)  2(9)-(T-
ByTokcukapboHINaMIHE)-3-(4-r1 g pokcudpeHin)-
NPoNOHOBOI KUCNOTW CNOGOBOM OTRPMMAHHA IHTEpMeE-
glary 44 Ta oudwanu dnew-xpoMaTarpadgiere Ha
cunikaren!, enwotoloun etepo/AXM (1 18) MC (HP,
EP+) m/e 48LUUMH+)

IHTeprMediaT 120 - MeTun[2{S)-amiHO-3-{4-[2-(5-
MeTHMN-2-creHInjokcason-4-n)eTokcu]deHi)-
NponioHaT]

Ao posunny 15,92r (33,1Mmarb) IHTEpMeaaTy
119 y 300mn OAM npw KT goganv npw nepemiwy-
eaHHI 33Mn (10% 3a of'emom) TOOK, nepemiuysanu
5ron , racunu 0,1H NaOH Ta posginsnu wapw, opra-
HIYHWA NPOMUBANK BOROK, POZAUIANNA WapW, OpraHi-
YHUWA CYWMNKY cynbdaToM MarHio Ta BuaanAny pos-
YHMHHWE ¥ Bakyyml, oTPUMABLIK NCTRIGHY CNonyky, sk
moHoTpudbnyopauetar MC (HP, EP) mfe 381 (MH+)

IHTepMediaT 121 -  MeTun[2-g1aso-3-{4-[2-(5-
MeTHMN-2-creHInjokcason-4-n)eTokcu]deHi)-
nponioHaT]

240Mr noTpiBHol cnonykkn oTpumanu 3 500mr
{1,01mmone) IHTepmegiaTy 120 cnocobom cTpumMaHHA
IHTepMealaTy 9 3 oUUCTKOW dnell-xpomaTorpadieto
Ha cunikaren!, entkokdn rekcaHom/EA (7 3) MC (HP,
EP) m/e 364 (M-N3)"

lHTepmegiat 122 - Metun[2-10pdeHinamiHo-3-{4-
[2-(5-meTun-2-heHin)okcason-4-1n)eTokcu]deHn}-
NpoNIOHAT]

3,92r noTpiBHol cnonyky oTpumanwn 3 3,08r
{7,87MMonk) HTepmegiaTy 121 2,071 (9, 44Mmonk) 2-
iogaHimiHy Ta 100mr Rh:OAcs cnocobomM oTpuMaHHA
IHTEpMeRIZTY 3 3 OYWUCTKOW dnew-xpomarorpadicto
Ha cwnikaren), entwtoovn rekcaHom/EA (85 15) MC
(HP, EP") mfe 583 (MH+)

|HTepmegiaT 123 - MeTtun{2-[2-(4-
gopminberaoin)dgpernamiHo]-3-{4-[2-(5-meTun-2-
theHn)okcason-4-imeTtokc]deHin}-nponioHaT)

Cycnensio 356mr (2,58mmonk) KoCOs, 193mr
{(1,29Mmone)  4-hopMindeHINBOPOHOBOI  KUCNOTH,
18mr (26mmone) PdCI(PPhz): Ta 500mMr (0,86MMonk)

IHTepMeglaTy 122 y 13Mn glokcaHy Harpisanyd npu
100°C nig 1arm CO 24rop, oxonopxyeann go KT,
posnognany mix S0mn Bogn Ta SO0mn EA, posuvH B
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EA npowmueanu 50Mn 0,5M NaQOH, 50Mn sogn Ta
25mMn po3cony, CyWWNY cynsaTom MarHIiK Ta KOH-
LEeHTPYBANW OO KOPWYHEBOTO MAcHa, AKe ouuLLanu
dneul-xpomatorpadiero Ha 150r cunikarento, enwoke-
toqK rekcarom/EA (B85 15) ana eugineHHs 0,32r (64%)
HEMpopearypaBlICro BUXIAHOMS 10gMaY Ta 99,1mr
{(26mmone, 20%) noTpIOHOI CnonykKW, ¥ BUIMAGl XOB-
Toro macna MC (HP, EP) mfe 539 (MH+)

IHTepmeplaT 124 - MeTun(2-[2-(3-
dopminbeHsoim)deHnamiHol-3-{4-[2-(5-meTnn-2-
deHIn)okcason-4-1n)eToKkcu]heHIn}-NPonIoHaT)

CnocoboM, aHanoriYyHUM OTPUMEHHIO IHTepMegI-
aty 123, sukopucToByoun 3-chopmnberzcnbopoHoBy
KMCnoTy, sUfinunu (Bux1a 25%) noTpibHy cnonyey, v
BAMSAAl  ®OETOrC Macna MC  (HP, EP) mfe
S89(MH+)

IHTepmepiaT 125 - MeTnn[2(S)-(1-
MeTOKCHKapCoHIN-2-{4-[2-(5-meTwn-2-cheHimyokcason-
4-imeTokcK]dheHneTuNaMIHo)beH30aT]

PoauuH B84mr (1, 75Mmone) HTeprMediaTy 120 Ta
300mr {1,92mMonNs) METUN{YUKNOreKCaHoH-
Zrapbokcunaty) ¥ 50mn Tonyony 16roa  Harpieanw
MNig 3BOPOTHWM XONOoZuIbHWKOM B aTMocdrep! asoTy 3
nosywkery Dean-Stark (TemnepaTtypa macnadol DaHi
130°C), BUAANANK TONYOMN POTOPHUM BUNAPIOBAHHAM
I 3aMilyeany ioro SOmMn anisony Qo usoro posdnHy
Jopgasany 259ur 10% nanagio Ha aKTMBOBaHOMY
BYrnni, Harpieanw Ao 190°C | nepemiwysann 6rop
ng Nz Mcna oxonogxenHa go KT katanizatop Big-
hINETPOBYBANK Yepes Sr BpoyHMINEPUTY 3 NPOMUB-
Kot 200Mn EA $InBTpaT KOHUEHTpYBanW JO KOPWY-
HeBOro Macna, sike odvwany dpnew-xpomaTorpadisto
Ha 100r cunikareno, eniolodn rexcaHom/EA (4 1)
ans euaineHHa 390mr (86%) noTpiCHol Binol TBepgol
cnonykd T 102-103°C, MC (HP, EP+) mfe
S15(MH+)

IHTepmegiaT 126 - 2(5)-(1-meTorcrkapboHin-2-(4-
[2-(5-meTun-2-deHin)okcazon-4-
injeTokcu]deHInteTNamMiHO)DeH30HHa KMCNoTa

Cycnerzno 267mr {(1.9mmone) K:CO0s, 22,6Mr
{0,032mmMones) PACI(PPhs); Ta 375,2Mr (0,E4Mmons)
IHTepmeglaTy 122 y S0Omn glokcaHy Ta 0,1mn Bogm
nepemiwyeanu y 250mn-astornael Parr npu 125°C B
armocdpepl CO (1380kMa) 16rog , oxonoaxysanu Jo
KT, Bngananwm CO, pozbasnanu 250mn EA, po3umH B
EA npomueany 50mn 2M HCI Ta 50MN poacony, cy-
WHAH CyNbdATOM MArHiKo Ta KOHLEHTPpYBAanW RO KO-
pvyHEBOrC  Macna, sfke  oWvwand  dnew-
xpowmatorpadpieto Ha S0r cunikarento, enorlYK rek-
caHom/EA (11 3 0,1% HAU), orpumaBwwn 110mMr
(34%) notpiBHol BIncl Teepfol cnonykk TI1 173-
174°C, MC (HP, EP"} mfe 501 (MH")

IHTepMegIaT 127 -
MeToKcUKapEoHIn-2-{4-
napokcngeHinteTnnamMiHo)ber3oar]

PozunH 20,0r (100mmone) metun{L-TuposuHary)
Ta 28,8r (180mMMonk, 1,8ekB ) METUN{LWKNOrEKCAHOH-
2rapbokcunaty) y 300mn Tonyony 2rog  Harpieanu
niA 380PQTHWM XONOAUMNBHUKOM B STMOGhEp! a30Ty 3
BUAANSHHAM BoAM ¥ noeywky Dean-Stark [Mcns
OXCINOAXEHHA YTBOPEHOIO HOBTOro posuuHy o KT
BUA2NANW TONYON ¥ BaKyyMl | 32MWLLOK PO3YMHANM ¥
250mn aHIzony, gogasanu 5r 10% nanagiko Ha akTu-
BOBaHOMY BYTINMI | Harpieany go 200°C 6reg Micns
oxonoAxeHHA go KT katanmisaTop sladIibTpoBysanm
yepes CpoyHmineput P INbTPaT KOHUEHTRYBANNM ¥

MeTun[2(S)-2-(1-
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BaKyyMl A0 KOPWYHEBOrQ Macna, fAKe ouYvwanu
hnew-xpomarorpadiero Ha cunmikareni, enroyYm
rekcaHoM/EA (7 3) ANA BWAIMEHHA CBITNO-XOBTOMO
NpoayKTY, AKWA POsTUpanu 3 rekcadom/etepom (1 1)
Ta NsTpyBanU 3 oTpMMaKHaM 15,751 (47%) notpib-
Hol 6inol Teepgol cnonyku MC (HP, EPY) mle
330(MH")

lHTepmegiar 128 - Metwn[2-{4-[2-(Densokcazon-
2-INMeTUNamIHo)-eTokCcH]BeHaun}-2-[2-(3-
BeHsunokcudpeHIn)-3-ngpokcn-2,3-gungpo-1H-1Hgon-
2-kapbokcunat]

1,45r noTpiBHol cnonyku Burotoeumnn 3 2,09r
(5,49Mmone) HTepmeglaty 9, 2,00r (86,59mmons) (2-
amMiHOdeHIN)-(4-beH3unokcudeHIMMeTaHoHY
{Jd Org Chem 56(11) 3750-3752 (1991)) ta 120Mr
{0,27MmMone) mimepy audetaty pogio () cnocoBom
ANA IHTepMegiaTy 3 3 NOJANbLIOK OYUCTKOK Xpoma-
Torpadpiere Ha CHIIKArenl, BUEOPUCTOBYIOYN AK ento-
eHT rekcan/EA (32-11) MC (HP, EP) m/e 678
(3211656 (MH+)

IlHTepmegiat 129 - Metun[2-{4-[2-(BeH3okcason-
2-InMeTnnamiHo)-eTokcH]dbeH In}k-2-[2-(3-
BeHsnnokcubeHsoin)dpeHnaMmiHonponioHar]

Ho pozuwnny 1,451 (2,21MMone) InTepmeglaty 128
¥y 22m0 TONyoNy foAand Npu nepemMitlysaHHl 1, 1mn
{7,52MmMonk) 1,8 grasabiyurno[S,4,0)yHgey-7-eHy,
16rof Harpieanu nif 3BOPOTHHUM XOMOAWMEHUKOM
MicrnA oxonog#eHHA yTsopeHoro posuuHy go KT Bu-
A2NANK TONYON ¥ BaKyyMI | 3anvwok ounwanin xpo-
MaTorpadpIels Ha cUNIKaren!, entorUYn rekcaHoM/EA
(3 21 1) 3 orpumMannam 1,02r (70%) notpiBHol cno-
nysn MC (HP, EP) m/e 678 (M+Na') 656 (MH")

IHTepregiaT 120 - Metun[2-{4-[2-(beH3oKcas0M-
2-InmMeTunamMiHo)-eTokcH]beH In}t-2-[2-(3-
rigpokcubersom)cdeHinamMiHo]-nponioHaT]

Po3zuuH 800mr {0,91Mmonk) 1HTepmegiaty 129 y
9Mn EA Bigkavysanw 1a NpoOMUBaniv aproHom, MoTiM
aoaanu 300mr (50% 3a Macot) 10% nanajio Ha
AKTUROBAHOMY BYTINMI, CYCMEH3I BIAKAYYBanu Ta
npoMweany aproHoM [licnAa nepeMiWyBaHHA nNpM
1atm BOAHIO Npotdarom 16rog cymilw npodineTpoBy-
BaNy KpI3 DPOYHMINEPWT M4 CTPYMOM a3oTy QpraHi-
Ky 30MpanW, BUAANSANA PC3YUHHWE Y BaKyyMml | OTRH-
MyBany NOTPIBHY CNONyKyY, AKy BUKOPUCTOBYBaNW Ges
noAansiuol o4ncTkM MC (HP, EP) m/e 588 (MNa")
566 (MH")

lHtepmegiar 131 - Metun[3-{4-[2-(5-meTun-2-
theHinjokcason-4-injetokcun]dpening-2-{2-(4-
nponncynshamoinbeHsoin)peHInamMIHO}-NPCNIOHAT]

70Mr notpibHol cnonykd oTpuManw 3 190mr
{0,77MMonk)  4-nponincynedamoinber3onbopoHoECI
knenotn Ta 300Mr (0,52mmMonk) HTepmeglaTy 122
cnocobom oTpuMaHHA IHTepMeqiaTy 126 3 HACTYNHOW
OUUCTEOK xpoMaTorpadied Ha cunikaren, enKYKn
rekcaHoM/EA (2 2) MC (HP, EP) m/ie 704 (MNa') 682
(MH)

IHTEpMegIaT 132 - MeTnn(2-[2-(3-
amiHo6eH3oIn)deHInaMiHo]-3-{4-[2-(5-MeTun-2-
theHn)okcason-4-njetokcu]dpeHn}-nponioHaT)

640Mr noTpiBHOI cnonyku oTpumMand 3 400mr
{2,58MMonb)  3-amiHOBeH30NBOPOHOBO!I KMCNOTH Ta
1,0r (1,72mMmone) IHTepMegiaTy 122 cnocobom oTpu-
MaHHR HTepmegiary 126 3 HacTyNHOK OYMCTHEOD
XpomarorpadIeto Ha Cunikaren, eniiyM rekca-
HOM/EA (32) MC (HP, EP} me 598 (MNa') 576
(MH)
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IHTepmepiaT 133 - MeTtun(2-[2-(3-
MeTaHCyNbMmoHINamHoterzoinjdeHnamiHe]-3-{4-[2-
(5-meTun-2-ceHinjokcason-4-in)eTokcu]deH )} -
NponIoHAT)

o posunny 150Mr (026MmMonk) IHTepmMegiaTy
132 y 3un OXM goaanw npu nepemiwyeardH npu 0°C
0.06mn  (0,78mmone) nmipugiy 1A 0,02mn
(0.29MmoNe)  mMeTaH-cyNbOoHINXNOPKAY, NROTATOM
1,25roq Harpieanw go KT, npomweanw MaHCQC; Ta
BOAOI, PO3AINANW WAPKW, OPraHIMHWA CYLWWNW Cynk-
aToM HaTRI, BUAANANW POIYMHHWK ¥ BaKyyMI | 3a-
FAWUIWCK ouYnwank xpomaTtorpadisio Ha cunikaren,,
enlodn  rekcaHom/EA (1 1) 3 oTpwmanHam 60mr
(35%) notpiBHol cnonykw MC (HP, EP) mie €54
(MH')

IHTepMegIaT 134 - MeTtun({2-[2-(3-
MeToKcurapboHInamHobeHsom)deHInamiHo]-3-{4-[2-
{S-metnn-2-therinjokcazon-4-in)eTokcuheH -
NponIoHAT)

Ao posduHy 180Mr (0,31Mmone) IHTepmealaTy
132 y 3Mn OXM goganu npu nepemMiwysaHHl 85mn
(0,47MMonb) TpieTMNaMIHY, oxonogwnu go 0°C Ta
aoganw 0,27mn (0,34MmMone) MeTunxnopdopmIaTy,
NpPoTAroM Houl HarpiBany go KT, suganany posuuH-
HWK ¥ BakyyMl | 3anWweok ouuvany dnew-
xpomaTorpadielo Ha CUMIKaren, enioYN rekca-
HOM/EA (3 2) 3 orpumaHHam S50mr (25%) notpiGHol
cnanyku MC (HP, EP) m/e 634

IHTepmegiaT 135 - MeTun(2-[2-(3-
BeHannokcubeHsoinydeninamiHo]-3-{4-[2-(5-meTun-2-
deHIn)okcason-4-in)eTokcu]deHIn}-nponioHaT)

580Mr notpiBHOl cnonykn oTpumanud 3 480mMr
(2,06Mmanb) 3-6eHaunorcubeHson6opoHoBOI KUCNO-
v Ta 1,0mr (1,72vmone) IHTepmegiaTy 122 cnocobom
OTPUMaHHA IHTepMealaTy 126 3 HACTYNHOK OYUCTHO
xpomaTorpadield Ha CUMIKareni, enirYn rekca-
HOM/EA (17 34 1) MC (HP, EP) m/e 667 (MH")

IHTepmeplaT 136 - MeTun(2-[2-(3-
rigpokcnbensoin)deHinamino]-3-{4-[2-(S-meTun-2-
deHIn)okcason-4-in)eTokcu]deHIn}-nponioHaT)

PozuwnH 100mr (O,15MmMonb) HTepmegiaTy 135 y
1.5mn EA Bigkavysany 1a npoMUBanv aproHoM, ne-
TiM gofany 110Mr (100% 3a Macoto) 10% nanafnio Ha
AKTUBOBEHOMY BYTINMNI, CYCMEH3IO BIAKAUYBANW Ta
npoMueany aproHoM [licna nepeMiWyBaHHA npw
latm, BogHw npotArom 16rog cymiw npodinsTpoBy-
Bany Kpia DpOYHMINEPUT Mig CTPYMOM asoTy OpraHi-
Ky 30Mpany, BUAANSNW POYMHHUEK ¥ BAKYYMI 3 HACTY-
MHOK OUUCTKOK XpomaTorpadield Ha Ccunikaren,
enodd rekcaHoM/EA (7 3), | oTpumyeanun S8wmr
(37%) noTpiBHol cnonykn MC (HP, BLWA) m/e 588
(MNa") 577 (MH")

IHTepmegiaT 137 - MeTun(2-[2-(3-
rapbaHoinMeTokcubeHsoinydeninamino]-3-{4-[2-(5-
MeTun-2-deHIN)okca3’on-4-In)eTokcu] eI} -
NPOnICHAT)

Ao posunny 100mr (O,17MMonb) IHTEpMEgIaTY
136 v 2 mn BezsogHoro TIP noganu npw nepemiy-
BaHHI npwv 0°C 3mr (0, 19vmone) 60% cycnensn NaH,
yepesz  5SxB nepeMillysaHHs  goflann  24mr
(0,17MmMonb) 2-BpomaueTamigy, Harpieanu go KT,
posbaenanu sofolo Ta excTparyeann EA Wapw pos-
AINANK, OpraHiNHWA CyWWnU cynbaToM HaTpiio |
BWARNAINW PO3YMHHWE ¥ BEKYYMI, OTPUMEBLUW TEEPA MW
HOBTUA NPOAYET, AKWA CUULLIANM POSTUPAHHAM 3 rex-
caHomM, oTpyMaBwu 73mr (66%) notpiBHol cnonykn
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MC (HP, EP) m/e 56,2 (MNa") 634 (MH")

HTEpPMegIaT 138 - Metun(3-azngo-4-
OKCOMEeHTAHOAT)

Ho posuuny 2,23r (10,67MMone) MeTun(3-6pom-
4-ockconeHTaHoaty) y 11mn AM® aoganu npn 0°C 690
mr (10,67MMonb) asmay HaTpite, npotaroMm 2,5rog
Harpieany 4o KT, posbaBnann BOACK Ta BkCTRparyBsa-
nwv rekcanomfetepom (1 1) Wapw posginanw, opraxi-
YHUA oYK cynbhaToM HATPIKe | BMAANANU po3-
HYUHHWK ¥  BaKyyMI 3 HACTYMHOK  OYUCTKOK
xpomaTorpaddiclo Ha Ccunikaren), enioiyn rekca-
How/etepom (1 4—2 3), otpumaswn 1,071 (58%) no-
TpiBHOI crionykn MC (HP, MIWA) mie 172 (MH")

IHTEpMegIaT 139 - MeTun(3-aMiHo-4-
OKCOMEHTAHOAT)

Pozumn 1,081 (5,8vmone) HTepwemary 138 y
25mMn MeCH sikauysann Ta NPOMUBANM AProHOM,
noTiM gogdanu 290mr (30% 3a Macow) 10% nanagio
Ha aKTWBOBEHOMY BYTINMI, CYCMNSH3II0 BIfKAYYBaNW Ta
npomweany aproHom [licns nepeMIWyBaHHA npw
1aTm BOAHI NPOTAromM 4rog cymiw NpodinsTPoBY-
BaNW K13 BpOYHMINEPUT MIA CTpyMOM asoTy OpraHi-
Ky 3Bupanu, BUAANANN PO3UWHHMK ¥y BaKyyMml, OTpu-
maBwn  S40mr  (90%) noTpIBHO! cnonyku, ARy
BUROpMCcTOBYBanK 6e3s nopganswol ouuctkn MC (HP,
EP) m/e 146(MH")

IHTepregiaT 140 - MeTun{4-okco-3-[(nipynannH-4-
kapboHinjaMiHo]neHTaHoaT)

Ao posunHy 840mr (5,18MMons) IHTepMegiaTy
139 y 52mn OXM goganu npw nepeMiwyBaHH! npy
0°C 2,9mn (20,72mmone) TEA, vepes 5xs nepemiwy-
BanHa goganu 1,0mr (5,69MMoNb) 1I30HIKOTUHOINXIO-
puay, Harpieanu nporarom Houl go KT Ta po3basnanu
npy nepeMiwysarHl sofole Wapu posginsnu, opra-
HIYHUA CYWWNKY CYNbaToM HaTRI | BUAAMANW pos-
YHHHWK ¥ BaKyyMl 3 HacTyMHOK OYUCTKOKY XPOMETOr-
patierd Ha cunikaren, enwowdn  MeOH/EA
{011 19), opepxaswu 360mr (28%) noTpiBHO! cno-
nym MC (HP, EP) m/e 251 (MH")

lHTepmegiat 141 - Metun[(S-meTn-Z-nipnguH-4-
Inokcason-4-inyayeTtar]

Ao poauvHy 250mMr (1,0mMMonk) IHTepmegiaTy 140
y 7mn  6Geseogroro Tonyony gogany  0,28wmn
{3,0mmone) POCI: (ceika amnyna), Harpisana nig
3BOPOTHMM  xonoguneHukoMm 16rog Micnsa  oxono-
AxeHHa ao KT posbasnanu EA, opradiuHuad wap
npoMueany MaHCO:, cywunn cynsgaToM mardio |
BUAANANN PO3YUHHUE ¥ BAKYYMI 3 HACTYMHOK OYUCT-
KO XpomaTtorpadicto Ha cunikareni, enioioun Me-
OH/EA (119 3 0,17% NH;OH), ogepxaswn 180 mr
(78%) noTpibHOl cnonykn  MC  (HP, EP) m/e
233(MH"

lHTepmegiar 142 - 2-(5-meTvn-2-nipwguH-4-
INOKCa30M-4-In)eTaHon

200Mr noTpIBHOI cnonykkn oTpUMmanu 3 285mr
{1,23mMMoNL)  IHTEepMmegiaTy cnocebonM  OTPUMaHHA
IHTepMeglaTy 43 3 HACTYNHOI OYWCTKOK XPOMAaTOr-
padielo Ha cunikareni, emototodn MeOH/EA (1 19)
MC (HP, EP) m/e 205(MH")

IHTEpMegIaT 143 - Metun[2(5)-(2-
Denzoingerinamine]-3-{4-[2-(5-meTun-2-mpugnH-4-
Inokcason-4-1nyeTokcu]eH IM}-NponoHaT]

210Mr noTpiBHOI cnonyku oTpumMand 3 150mr
{0,73MMone)  IHTepmegiaTy 142 T1a  270mr
{0,73MMonb) IHTepmeglaTy 23 cnocoboM OTpUMaHHSA
IHTepmegiaTy 44 3 HACTYNHOK OMWCTKOK XPOMaTer-
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padicto Ha cunikaren|, enirYn  rekcaHoMm/EA
(1 1=18) MC (HP, EP) m/e 562 (MH")

IHTepmepiaT 144 - AmIg 4-1-
6yTokcukapboHinminepasnH-1 -kapboTioHoBOI KUCMO-
™

1,51 noTpibHo! cnonyky oTpumand 3 3, 1mr
(16,91mMons)  TiokapboHingumigasony Ta  3,0mr
(16,12mMons)  1-T-ByTokcUKkapboHINNINepasuHy cno-
cobom OTpPUMaHHS IHTepMeglaTy 53 3 HacTynHOK
OYUCTKOK PO3TUPAHHAM 3 eTepoMm MC (HP, EP) mfe
246 (MH")

ITepmegiat 145 - Metun  {{5-meTun-2-{4-r-
ByTokcukapboHInminepasuH-1-1nyTiason-4-injayerat}

1,18Mr noTpiBHol crnonyku oTpumann 3 1,2r
{4,89mmone) IHTepmegiaTy 144 1a 1,02r (4,8SmMone)
meTun{4-Cpom-3-okconeHTaHoaTy) cnocobom oTpK-
MaHHA HTepMeaIaTy 60 3 HACTYMHOK OUUCTEOK XPO-
MaTorpadpield Ha cunikareni, enwodn MeQH/OXM
(119) MC (HP, EP) m/e 356 (MH")

lutepmepiar 146 -  Metwn{5-meTwn-2-(4-r-
OyTokcukapboHINminepaswH-1-1n)Tiason-4-Njayetart

820Mr notpiBHOl cnonykd oTpumand 3 1.0r
(2, 81MmMonb) IHTepMegiaTy 145 cnocobom oTpuMaHHs
IHTepMeglaTy 43 3 HaCTYNHOK OUWUCTKOK XPOMaTor-
padicto Ha cunikareni, enworiodn MeOHEXM (1 19)
MC (HP, EP) m/e 328 (MH")

IHTepmeplaT 147 - Metun[2(5)-(2-
BeHacindeHINaMIHC]-3-{4-{2-[5-MeTun-2-(4-T-
ByrokcwkapboHinninepaswH-1-1njTiason-4-
InjeTokcu}geHIn)-NponioHaT]

480Mr noTpiBHOl cnonykn oTpuwmanu 3 300mr
{0,92Mmone) HTepMegaty 146 Ta 330mr
(0,87Mmonk) HTepMenlaTy 232 cnocofoM oTPUMAHHA
IHTepMeglaty 45 3 HaCTYNHOK OUWUCTKOK XPOMaTor-
padeicto Ha cunikareni, enwrilodn MeOHIXM (1 49)
MC (HP, EP) m/e 707 (MNa+) 685 (MH")

IHTepmegiaT 148 - MeTwnn[2(S)-(2-
BeHaoIndeHINaMIHC]-3-{4-[2-(5-MeTun-2-NInepasuH-1-
inTiason-4-njetokcw)deHu-nponloHar]

fo posunny 650Mr (0,95MmMonk) IHTepmegiaTy
147 y 10mn OXM poganw npu nepemMiwyBaHHl 1mn
TOOK, uepes 1.5rof nepemilyBaHHA NPOMWBANMK
gofolwy T2 MaHCO; Wapn po3finany, OpraHiYHWA
CYWNNY CyNbAaTOM MArHIo | BUOANANK POUUHHWEK ¥
BaKyyMI 3 HACTYMNHOK OYWCTKOK XpomaTorpadieo Ha
cunikaren, entoooun MeOH/EA (1 4), ogepxasn
176mr (32%) norpiCHol cnonykn MC (HP, EP) m/fe
607(MNa") 585 (MH")

IHTepmeplaT 149 MeTun[2(5)-
BeHaoindeHInaMiHe]-3-(4-{2-[5-meTun-2-{4-
MeTuncynboHIninepasH-1-1njTiason-4-
InjeTokcu}geHIn)-NponioHaT]

Jo poadnHy 170mr (0,29Mmone) IHTEpmegiaTy
148 y 3Mn XM gopanu npv nepemillyeadH npu 0°C
007/mn (0.87mMmore) mpuauHy Ta  0,025mn
(0,32MMonb) MeTaH-cynbOHINXNOPMAY, HarpiBanm
go KT, npomusanu MaHCO: Ta sogolo, posginAnw
WapK, OPraHiMHUEA CYWWnu Cynetbatom MarHiwo, Bu-
Janann pPo3YMHHWK ¥ BaKYYMI | 3alvWOK OvMLLaANK
xpomaTorpadield Ha CUMIKareni, enirYn rekca-
HOoM/EA (1 2) 3 oTpumanHam 140mr (74%) noTpiBHoI
cnonyku MC (HP, EP) m/e 663 (MH")

Iutepmepiat 150 - MeTun[2(5)-(2-{4-[2-(5-meTnn-
2-cbeHinmiazon-4-injeTokcu]deHint-1-
MeTokcHKapBoHineTunaMiHo)beHs0aT]

Cycnenairo 350mMr (1,37mmons, 1,10eks ) Tpudoe-
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HindocdiHy, 395mr (1,20mMonk) HTepMegiaTy 127
Ta 290Mr (1,32mmone) IHTepwegiaTy 106 y 10mn cy-
XOro Tonyony Harpisanu ao 80°C 18xs A0 po3ud-
HEHHA HTepmealaTy 127, npu UbOMY PO3YUH CTaB
BeabapeHUM Ta npo3zopuM [o HBOMo NPCTArOM SxB
kpannsMm goganu 250mr {1,26Mmonb, 1, 05ek8) Ai-
sonponinaseankapbokcunary, oxeriogxysann 4o KT |
nepemiwysany 16rog Tonyon BMAENSANW ¥ BaKyyMml |
3aNUWICK eHepriiHo nepemiuysand 1rog y 10mn
asodbazHol cymiw 1 1 etepy/1H LIOH gns cenekTtve-
HOro BUAANeHHA 3anuwky IHTepmegiaty 127 Wapwn
PO3AINANW 1| QPFraHIYHWA NPOMWBANK BOACHD, CYLUMUMK
CyNuaTomMm MarHi, BAARNANN PO3YUHHWE ¥ BaKyYM) |
ouvLany dnel-xpomaTorpadyBaHHAM Ha KOMoHLI 3
CUMiKarenemM, enwiHu rekcaHoM/EA (S 1), oTpuma-
swu 400mr noTpiGHoro Binoro Teepaoro NpogykTy
MC (HP, BWA) mfe 531 (MH+)

lHTEpMegiaT 151 Metun[2(S)-(2-{4-[2-(4-
x¥nopdreHiNcynsdhaHin}eTokcu]deHin}-1-
METOKCHKAPBOHINETUNAaMIHO)EEeH30AaT]

118Mr noTpiBHol crnonykd oTpumand 3 100mr
{0,30MmMonb) HTepmegiaTy 127 ta 69ur (0,36Mmonk)
Z2-{4-xnopceninmio)etadony  cnocobom  CcTpUMAaHHA
IHTepmegiaTy 130 3 HACTYNHOK OCYUCTKOW new-
XpomaTorpadielc Ha CUNIKaren!, eniolilyl rekca-
HOM/EA (5 1) MC (HP, BELUA) m/e 500 (M)

IHTepmegiat 152 - Metun[2(S)-(2-{4-[2-(5-HTpo-
2-nipuannorciieTorc]dein}-1-me-
TokcHkapCoHneTnnamiHo)bersoar]

109Mr noTpIBHOI CNONYKM oTpumMand 3 139mr
{0,754mmonk)  2-(S-HImpo-2-nipyaunokcl}eTaHony Ta
248mr (0,754mmore) HTepmegiaty 127 cnocobom
OTPUMaHHA IHTepMegiaTy 150 3 HacTyNHOK OYMCTROID
hnew-xpomarorpadiero Ha cumikareni, enroyYm
rekcaHoOM/EA (2 1) MC (HP) m/e 496 (MH")

IHTeprMeiaT 153 - MeTun[2(S)-(2-{4-[2-(5-xnop-2-
nipuavncynedaHinieTokcndbeHin}-1-
MeToKcUKkap6GoHIneTunamiHo)6eHsoaT)]

155Mr noTpIDHOI CNONYKKM OTpMManu 3 156mr
(0,824mmonk)  2-((S-xnoprnipua-2-wnmio)etatony Ta
271mr (0,824mmone) HTepmenlaTy 127 cnocobom
OTPUMaHHSA IHTepMeaiaTy 150 3 HAaCTYMHOK OYMCTHECKD
conew-xpomaTorpadpielo Ha cunikareni, enoKYK
rekcaHoM/EA (4 1) 1H AMP (CDCl5, 400mly) 5 8,39
{a, 1H, 23) 8,19 (a, 1H) 7,89 {ag, 1H, J=1,5, 8,0)
7,78 (g, 1H, J=2,5) 7,45 (an, 1H, J=2/4, 8,5) 7,14 (a,
4H, J=8&%) 6,86 (p, 2H, 8,5) 6,62 (1, 1H, 7,6) 8,54 (4,
1H, J=8,4) 4,33 (x, 1H J=6,7) 419 (1, 2H, J=6,7) 3,85
(c, 3H) 3,67 (c, 3H) 3,16 (m, 4H) 2,52 (1, 2H, J=67)
3,12 (agu, 2H, J=5,4,71,7,1)

lHTepmegiat 154 - Metun[2(S)-(2-{4-[2-(N-eTun-
2-meTunTonyigwH)eTokcn]deHin-1-me-
TokcHkapCoHneTnnamiHo)bersoar]

90mr noTpiBHO! Cnonykd oTpuMmanu 3 123mr
(0,687Mmonk)  2-(M-eTUN-M-TOMy AWH)ETAHONY Ta
226mr (0,687 Mmons) HTepmegiaty 127 cnocobom
OTPUMaHHA IHTepMegiaTy 150 3 HacTyNHOK OYMCTROID
hnew-xpomarorpadiero Ha cunikareni, enroyYm
rekcaHOM/EA (4 1) MC (HP) m/e 491 (MH")

IHTepMediaT 155 MeTun[2(S)-(2-{4-[2-(4-
AWMETMNAaMIHOdeHIN)eToKCH deHIn}-1-me-
TokcKKkapGoHineTinamino)bersoaT]290mMr  noTpIEHOI
cnonykw oTtpumann 3 110mr  (O.64mmonb)  4-
{avmeTvnamHo)pereTony Ta 200mr (0,61 wmmone)
IHTepmealaTy 127 cnocoboM OTPUMAaHHA IHTepmesd a-
Ty 150 3 HACTYNHOK OYUCTKOK XpomaTorpadleks Ha
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cunikareni, enotalodn TEA/rekcatom/EA (1 15 4) MC
(HP, EP) m/e 499 (MNa")

IHTepmeplaT 156 - MeTtnn[2(5)-[1-
MeTokcUHKapBonin-2-(4-{2-[5-meTun-2-{4-
MEeTWMNINepaswH-1-InjTiaszon-4-
InjeTokcu}deHn)eTrnamiHo)]beHs3oaT}

360Mr noTtpiBHOI cnonykn oTpuwmanu 3 187mr
{0, 77mmone) iHTepmemarty 71 1a 240mr (0, 74Mmmons)
IHTepmefiaTy 127 cnocofom OTpUMaHHA IHTepMedia-
Ty 150 3 HacTynHoW C4MCTKOK XpoMaTorpadield Ha
cunikareni, emototoun MeQH/EA (1 9) MC (HP, EF)
m/fe 553 (MH")

IHTepmegiar 157 -
xnopdeHin)eTokcu]deHin}-1-
MeToKcUKapBoHIneTUnaMiHo)beHaoaT]

230Mr notpiBHOl cnonykn oTpumand 3 100mMr
(0,64Mmanb) 4-xnopdbeHetony Ta 200Mr (0,51 mMmMonk)
IHTepmegiaty 127 cnocoGom OTpuMaHHA IHTepMegia-
Ty 150 3 HACTYNHOK CUYUCTKOK XpoMaTorpaden Ha
cunikaren, entololoud rekcaHoM/EA (31 3 1% TEA)
MC (HP, EP) m/e 490 (MNa") 468 (MH")

IHTepmepiaT 158 - 2-(4-
TpWhnNyopmeTokcudpeHImeTaHon

Jo PO3UMHY 1.0r {4,54mMMonNL) 4-
(TpudnyopmeTokcu)deHINoOUTOBCI KUCNOTH ¥ 15mMN
BessogHoro TM® npy nepeMiWyBaHHI KpanngMW fo-
danu npu 0°C Swmn {(9,08Mmons) 1M BH;TI® | npora-
rom 16rog pasanw Harpmwea go KT, noTiM 3HoB oxo-
nogxyeanw go 0°C, peakymo racwnv gogasaHHAM
15N Boau/oyTorol KuenoTw/AI® (11 3) nicna Ha-
rpieanHs 4o KT pO34WMHHUE BURANANU ¥ BaKyyMl, 3a-
nuwok po3faenany Bofow Ta ekcTparyeany EA LWa-
pv po3aINAnKW, opraHiMHui npomueann MaHCO; |
3HCB PO3AINANK, OPFaHI4HUHA CylnW  cynbdarom
MarHilo, POSUWHHUK BUAANAMNU Y BakyyMl | 3aNULLICK
OUUILANU XpomaTorpadIeld HA CUNIKaren!, enkioyn
rekcaHom/EA (1 1), oTpuMmaswu 540mr (57%) noTpib-
Hol cnonykn TLUX (rekcan/EA (1 1)) R=0,43

IHTepmegiaT 159 - Metwn[2(S)-(1-
MeToKCHKapCoHIN-2-{4-[2-(4-

TpuhnyopmeTokcudre-
HiMyeTokcw]beHIN}eTUNamMIHO)beH30aT]

280Mr notpibHol cnonykn oTpuMand 3 130mr
(0.64Mmanb)  HTepmegiaty 158  Ta  200mr
{0.61Mmmone) iHTepmeg iaTy 127 cnocobom oTpuMaHHA
IHTepmefaTy 150 3 HACTYMHOK OYWCTKOK XPOMaTOr-
padpieto Ha cumiKkaren|, enwtod rekcaHom/EA (3 1)
MC (HP, EP) m/e 540 {Mna")

Iutepmepiat 160 - Metun(2-{4-[2-(6eH3okcazon-
2-INMETUNaMIHC)ETOKCH DEH3NN}-3-T1H POKCH-3-heHIN-
2. 2-aungpo-1H-nieHo[3,4-b]nipon-2-kapbokcunat)

100Mr noTpiBHOI CNoNyKKW OTpUManu 3 198mr
(0,52MmMonk) HTepmegiaTy @ Ta 160mr (0, 79Mmonk)
2-aMiHo-3-6eHzoTiodheHy  (Hromatka © et al,
Monatch Chem 1973 104(6) 1513-19) cnocobom
OTPUMEHHSA IHTEpMEIaTyY 3 3 HACTYNHOK O4YMCTKOR
xpomaTorpadpero Ha cunikaren, entoroloud 20% EA y
rekcaHl MC (HP, XI) mfe 556 (MH")

Iutepmepiat 161 - MeTun{3-(4-ngpokcudern)-2-
[2-(4-BibeHinkapboHin)deHinamiHC]-nponioHaT}

830Mr noTpIbHOI cnonykw oTpumankm 3 1,83mr
(5, 7MMonb) MeTUN(O-b6eH3un-L-Tupo3uHaTy) Ta
1,59mr {5,7Mmonk) 2-(4-
deHinbenzoinjyuknorekcarody {Child RG et al,
J Pham Sci 1877 66(4) 466-76) cnocobom oTpw-
MAHHA HTEPMEeAIaTy 23 3 HACTYTHOK OYUCTKOM Xpo-

MeTwn[2(S)-(2-{4-[2-(4-



57

marorpadIsio Ha cunikareni, enooun EArekcaHom
(19) MC (HP, XI) m/e 452 (MH")

IHTeomeiaT 162 - Metun(3-{4-[2-(beH3oKcas0nM-
2-iINnMeTUunamiHo)eTokcK]deH In}-2-[2-(4-
BicheHnkapGoHIn)deHINaMIHo]-NponIoHaT)

Ao posunny 0,78r (1,73Mmonk) iHTepmegiaty 161
y MmN AMO goganwn S7mr 80% NaH, a nomim 0,47r
{1,73mMone) HTEPMegiaTy & v Smn AWM | npoTArom
18rof, nepemiwysanu npu 80°C, noTivM peakyo ra-
CUNKN [OAGBAHHAM SMN BOAW, KOHUEHTPYBaNMW focyxa
Ta Tpudl no 30mn EA exctparysanwn 3 30mn sogw
OpraHIYHWA Wap CYLUWNK CYNbgaTom MarHio, KoHue-
HTPYBAnW | 3anVOK oYnLany Xpomarorpadieto Ha
cUnIkaren), enworooud rekcaHoM/EA (1 1), oTpumasLLu
900Mr noTpiBHol cnonykd MC (HP, XI) m/e 626
(MH)

lHTepmegiat 163 - Metun {3-(4-napokcudpeHin)-
2-[2-(4-meTokcnbenaoimdeHinamiHo]-nponoHaT}H

2,311 noTpiBHOI XOBTCI TBEPAO! CNOMYKM OTpU-
Manu 3 4,64 (20mMMone) 2-(4-
meTokcubeHsoinjuuknorekcaroHy {Howard A S et al |
Tetrahedron Lett 1979 (15) 1339-40) Ta 6,43mr
(20mmone) NAPOXTORUAY meTun(Q-CeHann-L-
TUPOauHaTy) cnocoCoM oTpMMaHHA IHTepmegiaTy 161
3 HAcCTYNHOK CYMCTKOK XpomaTorpadyeld Ha cunika-
reni, emwotodn EAfrekcaHom (19) MC (HP, XI) m/e
406 (MH")

lHTepmegiat 164 - Metun(3-{4-[2-(BeH3oKcason-
Z-InmeTnnamiHo)eTokculdenim-2-[2-(4-
mMeTokcHbBeH30IN)deH NamMIHO]-NPONIOHAT)

340Mr noTpiGHol cnonykn oTpumanud 3 S00mr
{1,23MMone)  IHTepmegiaTy 163 1a  330mr
{1,23MMonb) HTEpMegiaTy 6 cnocobom OTPUMAHHS
iHTepmegiaTy 162 MC (HP, XI) m/e 581 (MH )

IHTepregiaT 165 - Metun(3-{4-[2-(beH3oKcason-
2-iINnMeTUunamiHo)eTokcK]deH In}-2-[2-(4-
MeTUNBeH30Im)beHINaMIHO]-NPONICHAT)

810Mr noTpiBHol cnonykkn oTpumanu 3 600Mr
{1,58mmone) HTepmegiaTy 9 Ta 1000mr (4,73MMonb)
Z-amino-4'-meTunGensoderory (Frye SV et al,
J Org Chem 1881 56(11) 370-52) cnocobom oTpu-
MAHHS IHTEPMERIATY 3 3 HACTYMHOK CWMCTKOK Xpo-
maTorpadpicio Ha cunikareni, entototovn 30-50% EA e
rexcanl MC (HP, ESP") m/e 586 (M+Na®)

lHTepmegiar 166 - Metwn(3-{4-[2-(Densokcazon-
2-INnMeTUunamiHo)eTokcK]deH Im}-2-[2-(2-
MeTUNBeH30Im)cbeHIn amIHO]-NponICHaT)

800Mr noTpIGHol crnonykn oTpuMmanud 3 628wmr
{1,65MMonb) HTepMegiaTy 9 Ta 523mr (2,48Mmonk)
Z-amino-2'-meTunGensoderory (Frye SV et al,
J Org Chem 1881 56(11) 370-52) cnocobom oTpu-
MAHHS IHTEpMEnIaTy 3 3 HACTYMHOK CYMCTKCHK Xpo-
maTorpadpielo Ha cunikaren, enwtoun 20-40% EA e
rexcanl MC (HP, XI) m/e 564 (MH")

Mpwknag 1 -  3-{4-Densnnorcudpenin)-2(8)-{1-
MeTHMN-3-0KkCco-3-heHnnponeH NaMiHe]-npenioHaT
AWUrknorekcunamMoHivPosund 5.42r (20mMene) O-
BeHsun-1-TposuHy, 4,4mMn (22MMONB) AWLMKNOreK-
cunamiHy Ta 3,24r (20mmone) BeHsomaueToHy Yy
100Mn MeOH npw nepeMilWyBaHHI TRINK N1 3BOPOT-
HAM XCMOAWIBHWUKOM NPOTAToM 24ro4 , NoBINbHO Ao-
Aany 500mMn abconkTHOMO eTaHoNy | BIAITHANMY 3 KO-
nBU MeTaHoN 3 TIEK X WBNAKICTIO

PosuuH ocxonogunu go 0°C, nepemiwysany 30xe
I bibTpyBanKm Binui ocap Tpwdi no 15Mn npomMuea-
nv xonogxum (-20°C) abcontoTHUM eTaHonom 1 Ccy-
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WK, oTpuMaBwy 7,6r notpibHol cnonykn MC (HP,
BWIA+) mfe 597 (MH+), 182 (DCAH+), AHanz
(CssHigN2Q4) Posp C-76,47, H-8,10, N-4,69, 3Hang
C-76,44, H-8,10, N-4,63

Mpurnag 2 - Merun [3-(4-BeHannokcudbeHim)-
2(S)-(1-meTnn-3-okco-3-tbeHINnponeHINaMiHo)-
NRONICHAT]

Jo posyuny 2,881 (SMmonb) peqyoBuHU 3 NpuKkia-
ay 1 1a 1.50r (10,8Mmone) BessoaHoro kapboHaTy
Kario y 30mn BeszsogHoro AMD npu nepemMilyeaHHI
ofHieo nopuietlo goaanu 0,37mn {(BMMone) MeTwnio-
anay CycneHsilo nepemiwysany npotaroMm 1rog ,
notiMm gogfanmw we 0.5mn (8Mmone) MmeTwmogway |
nepeMillysann npotaroM 20xe , noTiv Aoganu 100mnN
etepy | 100mn poacony | po3ginunu ¢asn OpraHiu-
HWA Wap ekcTparyeany WicTs pasie no 200Mn poaco-
oM, cylWnK cynbthaToM MarHio, (insTRyBany, KoH-
LeHTRpYBanw i 3HWHKEHWM TWCKOM | 3anuwok
ounand dnew-xpoMatorpadgieto Ha SiQ;, entoooun
rekcaHoM/EA (5 1—1 1), otpumasw 1,4r noTpibHol
cnonykn MC (HP, ESP+) m/e 430 (MH+), Ananiz
(Cy7H27NOy) Posp C-75,50, H-6,33, N-3,26, 3Hain
C-7541, H-8,35 N-3,28

Mpurnag 3 - 2(S)-(BGeHzoinyurnoreks-1-
eHinamiH)-3-(4-6eH3vnokcndieHn)-NPONICHAT  AUUK-
KIOTeKCUNaMOHIHo

PoauvH 3,351 (SMmone) O-BeH3un-1-TUpOo3uHY,
1.0mMn (BmmMone) AuyuEnorekcu-namiHy T2  1,01r
(Smmone) 2-BeHzoinyuknorekcaHoHy (Denny W A et
al, d Med Chem , 1978, 21(5), 430-7) y 25mn MeCH
NpPK NepemMIWyYBaHH Py i 3BOPOTHUM XONOgWb-
HWKOM NpoTAroM 24rog PosdwH oxonogunm go 20°C,
PO3YUHHWE BMNAPIOBANMU NI 3HUMEHUM TUCKOM | 3a-
FWIWICK oHUWani donew-xpoMaTtorpadieo, enoiodn
rekcaHoMm/EA {1 10 1)—-CHCIlz/MeQH (10 1), oTpu-
Maswu 1.4r notpibHol cnonyeu 1TH AMP (OMCO-dg,
400MIMyy 8 1200 (g, 1H, 8,4) 7,3 (v, 10H) 7,13 (a4,
2H, J=8,5) 6,85 {pn, 2H, J=85) 501 (c, 2H) 4,02(m,
1H) 3,05 (m, 1H) 2,82 (m, 2H) 2,73 (an, 1H, J=8,5,
13,7) 2,25 (M, 1H) 2,03 (M, 3H) 1,93 (m, 3H) 1,66 (m,
3H) 1,53 (g, 2H, J=12,3) 1,30 {m, 2H) 1,20 (m, 20H)
1,03 (M, 2H), MC (HP, ESP+) mfe 456 (MH+)

Mpuknag 4 - 2-(2-BenzoincexinamiHo)-3-(4-
BeH3nNoKcKudeHIN)-NponioHoBa KUCNoTAa

[o posunHy 185mr (0,62mmone) IHTepMegiaTy 2 v
8mn sogw/giokcany (1 1) poganw S00mr (11, 9mmMone)
MOHOTIEPaTy rapokcuay nimio | nepeMiWwysany npw
50°C npordArom 1 rog Posunn oxonogwnu go KT,
Aopann 1M posuun docdaTHol kMenoT oo pH 5.5,
YTBOPEHY CYCNeH3Io ABI4I No 25mn ekcTparysann EA
MoegHaHWid opraHMHWA Wap cywunud cynedartom
MarHio, INETPYBanM, KOHUSHTRYBaNW NiA SHWKSHUM
TWCKOM | 3aNniWOK ovvLany xpomatorpadieo Ha
cunikaren:, enwokoourd JXMMeOH (9 1), oTpumasLLu
133mr notpibHol cnonyku 1H AMP (CDCls) & 8,87
(we, 1H) 7,60-7,538 (g, 2H, J=6) 7,94-7,32 (m, 10H)
7.23-7,21 {a, 2H, J=39) 6,90-6,88 (M, 2H) €,67-6,56
(M, 2H) 4,98 (c, 2H) 4,39(m, 1H) 2,30-3,10 (m, 2Hj),
MC (HP, BELLA+) mfe 452,1 (MH+)

Mpuknag 5 - Metun[3-(4-6enannokcuderin)-2-(2-
SeHzongeHInaMIHe)-NponioHaT]

Jo pozumny 130mr (0,S0mMmonk) HTepmegiaty 1
{(Kawamatsu Y et al , Arzneim -Forsch 30(4) 585-9
1980y T2  113mr  (0,50mmMons)  BeHsun[2-
aMmiHoGeHs3oaTy] ¥ SMn Tonyony npu 80°C poganw
npv nepemiwysadH 3mr (0,0067wmmMons, 0,24eke )
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amepy auetaty pogiio {ll), po34wH nepemiwysanu
npu 30°C Sx8 | oxonogxyeann Ao KT, po3uvHHWMK
BUNAPIOBANMN MIJ 3HUXEHWUM TUCKOM | 3AMULLOK OUl-
wanu new-xpoMarorpathierd, EMNCIYN  TeKca-
HoM/EA (5 1), orpwmMaswu 130mr nmoTpiBHOI cnony-
kn TH AMP (CQCI;, 400mIy) 58,18 (g, 1H, 7.3) 7,85
(ag, 1H, J=1,4, 7.9) 7,35 (M, 11H) 7,12 (g, 2H, J=8,5)
6,87 (g, 2H, J=8,5) 6,60 (1, 1H, J=7.5) 6,53 (g, 1H,
J=8,8) 5,30 (¢, 2H) 5,01 {5, 2H) 4,32 (x, 1H, J=6,4)
3,65 (c, 3H) 3.14 (g4, 1H, J=8,0, 13,6) 3,08 (pa, 1H,
J=7.2,13,7), MC (HP, ESP+) mfe 496 {(MH+)

Mpuknag 6 - MeTun[3-{4-6eHaunokcudeHin)-2-(2-
BeHsondeHINamMIHO)-NpoNICHAT]

S54mr notpibHol crnonykd otpuManw 3 150mr
(0,50mMmMone) IHTepwegaty 1 (Kawamatsu Y et al,
Arzneim -Forsch  30(4) 585-9 (19800 1@ 110wr
{0,51MMonNe) 2-amiHoBeH3aHIMIAY cnocoBoM 3a npu-
knagom S 1H AMP (CDCls, 400mly) & 7,83 (c, 1H)
7,66 (p, 1H, 7.9) 7.54 (n, 2H, J=8,0) 7.47 (5. 1H,
J=7.9) 7,35 (m, 8H) 7,13 (M, 3H) 6,85 (a, 2H, J=8.6)
6,68 (1, 1H, J=75) 661 (a, 1H, J=8,4) 4,96 (c, 2H)
4,30 (k, 1H, J=7,2) 3,64 (¢, 3H) 3,10 {m, 2H), MC {HP,
ESP+) m/e 481 (MH+)

Mpwvknag 7 - MeTun{3-(4-6enanncrcudrerin)-2-[2-
{mnepwanH-1-kapboHinideHinamiHo]-NponioHaT,

90Mr notpibHol cnonykd oTpuMany 3 150mr
{0,50MmMonk) HTepmegiaty 1 {(Kawamatsu Y et al,
Arzneim -Forsch  30(4) 585-9 (1980)) Ta 103mr
{0,50MMoNL) 2-aMiHoteHIN)-nNnepuEH-1-INMETaHOHY
(Ahern TP et al, CanJ Chem (1976) 54(2), 260-8,)
cnocobom 3a NpUKNaAOM 5 3 HACTYMHOK OYUCTKOH
hnew-xpoMaTorpadpield, enolodn  rekcaHom/EA
(1 1) 1H AMP (CDCls, 400mMy) 3 7,40 (m, 5H) 7,21 (T,
1H, 8,2) 7,54 715 (m, 3H) 6,93 (g, 2H, J=8,7) 6,73 {1,
1H, J=7 4) 8,59 (a, 1H, J=8,2) 5,21 (wg, 1H, J=8,3)
5,06 (c, 2H) 4,30 (pa, 1H, J=7.9 8,8) 3,69 (c, 3H)
3,45 (m, 4H) 3,10 (m, 2H) 1,55 (m, 6H), MC (HP,
ESP+) mfe 473 (MH+)

Mpuknag 8 - 2-(3-6ensoinTiogeH-2-1namiHo)-3-(4-
BeH3unokcugeHIN)-NponIoHOBa KMCMoTa

Ao posunny 100mr (1,78MmMonk) nigpokcuay ka-
N ¥ 1Mn BoAK A0RENW NPY NepeMILLYBaHHI RO3YMH
120mr (0,25mmonb) iHTepwemary 3 y 10Mn MeOH
nepemilysanu npw 20°C npotarom 2roj , Aofanu
5% posduH consiHol kMenoTw go pH 2, goganu 50mn
BoaMn | Tpudl no 20mn ekctparysany OXM [MoeaHani
QpraHivHI a3k CyWWny cynbgaTomM Mardia, KoHUeH-
TRYBANW MIA 3HNKEHUM TUCKOM | 3aIWLLICK O4MLLANK
¥pomaTorpadieto Ha cunikaren!, entototodn EA/ETOH
{1 01 1), orpumaswu 27mr noTpiBHal cnonykn 1H
AMP (OMCQ-dg, 400mIy) & 9,68 (g, 1H, J=6,9) 7,45
{m, 10H) 7,14 (p, 2H, J=8,0) 6,86 (g, 2H, J=8,0) §,80
(g, 1H, J=5,6) 8,27 (5, 1H, J=5,5) 5,03 (c, 2H) 3,23
(wa, 1H, J=9,0) 3,06 (g, 1H, J=9,8), MC (HP, ESP+)
m/fe 458 (MH+)

Mpwknag 9 - 2-(2-6eHzoinTiodeH-3-InamiHo)-3-(4-
BeH3nnokcugeHIn)-NponIoHoBa KMCroTa

Ao posunny 300mr (535MmMonk) nigpokcuay ka-
NI ¥ 2MN BOAK A0KENW NPY NEpPeMILLYBaHHI RO3YMH
280mr (0,59MMonb) HTepumegiaTy 4 y 10Mn MeOH |
nepemiwysanu npuw 20°C npotarom 2rog, gopanuy
50mMn Bogw, S0MN poseony Ta 3mMN OUTOBOI KUCINGTY |
TpWul no 20mn ekcrparysanu XM [NoegHaH! opraHi-
YHI basK CyWwnu CcynNbaaTom MErHIK, KOHUEHTpYBa-
NV TIA 3HAKEHNM TUCKOM | 3anWLWOK OUMWLLENKM Xpoma-
Torpacpieto Ha cunikaren, entoroud JXM—EAETOH
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(9 1), otpumaswu S0Mr notpiBHol cnonykw 1H AMP
(OMCO-de, 400MTy) & 8,95 (a, 1H, J=7.7) 7,62 (m,
3H) 7,45 (m, 3H) 7,30 (m, SH) 7,09 (g, 2H, J=8,4) §,80
(a8, 2H, J=8,2) 6,60 (g, 1H, J=55) 4,96 (c, 2H) 4,05
(m, TH) 3,13 (wa, 1H, J=11.,8) 2,90 (gy, 1H, J=1.6,
3.4), MC (HP, ESP+) m/e 458 (MH+)

Mpurnag 10 - Metwn{3-(4-6eHaunokcudpeHn)-

2(S)-[(4-orco-4H-xpomMeH-3-kapBoHIn) amiHo]-
nponicHaT}
Jo pozundy 360mr  (2mmons)  xpomeH-3-

kapboHoBol EMCNOTH ¥ 25mN XM goganu npw nepe-
MiLysaHHI npwn 0°C kiNska Kpanens AM® Ta 1mn 2M
posquHy okcanmnxnopuay ¥y AXM | nepemiwysanm
nporarom 3rogq npu KT, goganu 643mr (2mmMons)
napoxnopuay  mMeTun{O-bensun-L-twposwHary) Ta
200mr (2mmone) TEA v 15mn OXM 1 nepemiwysanmn
nNpoTarom Houl PO3YWHHUK BHAANANW M SHWHEHUM
TUCKOM | 3anUWoK ouuwany LCC Ha SI1O;, entokooumn
rekcaHoM/EA (13 7), oTpumaswu 83wmr noTtpiBHol
cnonykn MC (HP, EP+) mfe 458 (MH+), O® BEPX
{Dynamax C-8 25cm x 4,1mm, 50-90% CTHLCN y sogl
30,1% TCOK, 15xe , 2Mnixe ) Yy=10,44%8

Mpurnag 11 - 2-(2-6eHaoindeHnamiHo)-3-{4-[2-
{MeTunnIpuaWH-2-INamiHo)eToKcH]deHIN}-NPoNIoHOBa
KUCnoTa

PozunH 300mr (5,2Mmonb) NAgpoKCHAY Kanio 1a
300mr (0,57mMmonk) IHTepMealaTy 21 vy 10mMn eTaHony
30xB rpiNy MA 3B0POTHUM XOMOAUNBHUEOM, XOBTUA
posyuH oxonogxyeanw go 20°C, poaaeanu 0,3mn
(5,2MMonk) oUTOBOI KWCNOTKH, NOTIM Kpannamu 30mn
Bogn [Mepemiwysanw npu 20°C 30xe ., BigdineTpe-
BYBalv TBEpOY asy Ta NpoMueany Tpudl no 20mn
BoAud, oTpumaswid 180 mr noTpiBHol cnonykd MC
(HP, ESP+) mfe 496 {(MH+), AHani3
(CaoH2aN2041/2H:0) Poap C-71,41, H-5,89, N-8,33,
3naipg C-71,97, H-598, N-8,33

Mpurnag 12 - 2(S)-(2-6eHzondeHinamiHo)-3-{4-
[2-(meTunnipnauH-2-InamiHo)eTokcH]deHIrn}-
NPOnICHOBa KMCNOTa

PozunH 1,851 (3.63mmonk) IHTEpmegiaTy 26 y
30mMn TIM®, 10Mn MeCH T2 10Mn BOogW Npu 0°C kpa-
nnamu obpobrann 5,45Mn (5,45mMone, 1,5eks ) 1M
rapokcuaoM Nmi MNepeMilyBany NICNa HarpIBaHHA
Ao 25°C 2rog , NeTiodl CNoNykW BUEAMANA Mg 3HWKe-
HUM TUCKOM (<25°C), obpobnanw BogHWi wap EA,
niakucnioeand o pH 1 1H HCI 1 ekcTparysann EA
MoeaHaHI opraHiuHl ha3n KOHLEHTPYRANUW nig 3HWxke-
HWM THUGKOM | 3anyWOK OYMWANW POSTHRAHHAM 3 EA
CINeTpyBaHHAM oTpuManu 1,24r noTpiBHoro Teepgo-
ro #xoetoro npogyery HogatkoBl 0,50r (97%) oTpu-
MANW KOHUSHTRYBAHHAM (PINETRATY, POITVPEHHAM 3
EA Ta dinkTpyBanHaM MC (HP, XI) mfe 518 (MNa+t)
496 (MH+), Anamiz (CioHoM:04-0,8H:0) Posp C-
70,65, H-6,05, N-8,24, 3radg C-70,74, H-525, N-
792

Mpurnag 13 - Etun[2-(2-6eH3oindeHinamMiHo)-3-
{4-[2-(meTrnnIpuaMH-2-1NamMIHO)eToKC K| peHIT)-
nponicHaT]

PozunH 100mr (0,1Smmone) IHTepMmegiaTy 21 Ta
100mr (0,65MmMone) 1,8-miazabiyuknolS,4,0lyHpey-7-
eHy ¥ SMn Tonyony Npy NepeMiWyBaHHl 12rog Harpl-
BaNW NI 3BOPCOTHUM XONOAWUNBHWUKOM  POSUMHHWEK
BUAGNANM Yy BakyyMl | 3anWWoK ouuwanu dnew-
xpomaTtorpadIer Ha cunikaren, eyl rekca-
HOM/EA (4 1) 3 oTpMaHHAM 70Mr NoTpIBHOI CNoNyKK
MC (HP, ESP+) mfe 524 (MH+), TIUX (rekcan/EA
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{4 1)) Rf=0,30

Mpvknag 14 - 2-(1-meTnn-3-0kco-3-
theHInnponeHiNaMIHe)-3-{4-[2-(MeTUnNIpUAUH-2-
INAMIHO)ETOKCK]heHIM}-NPONIOHaT  AWLWKNOrekcuna-
MOHIO

Cycnensito 105mr (0,33MMonk) IHTepMegaTy 22,
0,066mn  (0,33mMonNb)  SUUMKNC-TEKCWNamMIHyY 1A
58,5mr {(0,36mMone) 1-BeHzoinayeTody y 7mn MeOH
npW NepeMIlyBaHHI PINK NI 3BOPCTHUM XOMNOAWNb-
HUKOM npoTarom 24 rog , goganu 120 mn abcontor-
HOro eTaHony | NpK aTMocERHOMY TUCKY BIAITHANMK 3
KonBH GyMILL METaHOMY 3 ETaHONOM A0 3aNULWKOBOrQ
ob'emy NpUONK3HO SMN, | KOHUEHTPYBaIW CYMIW NPK
3HUMEHOMY TUCEY Ao of'eMy npubnusHo 2mn flo sa-
nvwky npy 0°C poganwu 3mn BeseogHoro eTepy, ne-
pemiwyeanu npu -5-0°C 30xe 1 doneTpyBann Ocag
TpWUI No SMN npomusany xonogHum (-50°C) eTepom,
oTpumaBwK 105mr noTpibHOI cnonykm  MC  (HP,
ESP+) mie 460 (MH-DCA-f), 182 (DCAH+), AHams
(CagHszMNs04) Posp C-73,09, H-8,18, N-8,74, 3Halg
C-73,03, H-8,13, N-8,72

EHaHTIOMEPRK 2-(1-meTun-3-okco-3-
theHnnponeHinamMiHe)-3-{4-[2-(meTunnipnguH-2-
NaMIHO)ETOKCK]|PEHIN}F-NPONIOHATY  AWLWKINOrekcKna-
MOHIKO PO3AINANUY XIPANbHOK XpomaTorpadleo (cno-
cb  SFC, rwonoHka  Semi-Prep Chiralpak AD
{25x2cm), pyxoma daza
CO/MeOH(0 1%ET-NH)Y(75 25), nomk  50mnfxe,
Tuck 20700kMa, ob'em eBnycky SOmn, T 40°C, petek-
TyBaHHA npu 350HM, KINBKICTE BRYCKY 15Mr), oTpu-
MaBLUK 4.7mr (S)2-(1-metun-3-okco-3-
theHnnponeHiNamiHo)-3-{4-[2-(MeTunnipnauH-2-
INamMiHO)eToKCU]deHIN}-NPonIoHaTY JIETVNaMOHIID
(KTB1.9x8) T1a 55mr (R)Z2-(1-meTun-3-0kco-3-
theHInnponeHLlaMIHO)-3-{4-[2-(MeTUnNIpUAUH-2-
INAMIHO)ETOKCK]heHIM}-NPONIOHaTY AIETUNAMOHIKD
(KT 68,8x8) ) 1H AMP (COCIs, 400mlu) & 11,76 (a4,
1H, J=8,8) 9,46 (wc, 2H) 8,11 (a, 1H, J=4,2) 7,77 (a,
2H, J=7,8) 7,40 (m, 3H) 7,37 {a, 2H, J-75) 7,09 (a,
2H, J=83) 8,75 (a, 2H, J=8,2) 6,50 (M, 2H) 5,52 (¢,
1H) 4,24 (m, 1H) 408 {1, 2H, J=5,3) 382 {1, 2H,
J=5,3) 3,21 (m, 1H) 3,10 (c, 3H) 2,96 (m, 5H) 1,61 (c,
3H) 1,33 (m, €H)

Mpuknag 15 - 3-{4-[2-(Bensokcason-2-
INTMETUNAMIHO)ETOKCH]heHI}-2-(2-
BeH3ongeHINaMIHO)-NPoNIQHOBa KMCoTa

24mr noTpIGHO! cnonykd otpumany 3 110mr
(0,2mmone) HTepmegiaty 10 12 110Mr (2, 1MmONe)
rigpokcuay kanio cnocobom 3a npuknagom 12 3 Ha-
cTynHow oudcTroo OO BEPX enioioloun ayetoHmpu-
nom/Bopore (15—-80% nporarom 30xe) MC (HP,
BELIAY mie 536 (MH+), MC (BP, BELUA) m/e 536283
{MH+), CasHxN2Os mianoeigae 536,2185, O® BEPX
Uy=21,2-1,77xB

Mpwknag 16 - 3-{4-[2-(6eHsorcazon-2-
nMeTuNamiHo)eTokcu]hern2-(2-
BeHaoiNdeHInamMIHo)-NPOoNIcCHOBa KWCNOoTa

209Mr noTpIGHOl cnonykn oTpuMand 3 234mr
{0,43MMonk) IHTepmeglaTy 10 cnocoboM 3a npukna-
AoM 12 3 HacTyNHOK CYMCTROID PO3TWPEHHAM 3 eTa-
Honom/rekcaHom MC (HP, XI) mfe 558 (MNa+) 536
(MH+), AHania (CsHzoNzOs 1,1H;0) Posp C-89,20,
H-5,66, N-7,57, 3Haig C-69,45, H-582, N-718,
TWX (EA/MeQH (9 1)) Rf=0,23

Mpwknag 17 - 3-{4-[2-(6eHsorcazon-2-
namHo)eTtokcu]penint-2(S)-(1-metnn-3-okco-3-

58502 62

eHINNPoONEHINAMIHO)-NPONIOHET
MOHItO

MNoTpibHy  cnonyky npuroTyeann 3 250mr
{1.0mmMmone) HTepmegiaTy 8, 0,22Mn (1, 1MMons) AW-
yvkrorekcunamiHy Ta  180mr  {(1,11mmone) 1-
6eHzomayeToHy cnocobom 3a npuknagom 14 1H
AMP (AMCO-dg, 300mIy) 8 11,47 (8, 1H, J=8,9) 7,84
(M, 2H) 7,45 (M, 4H) 7,31 (g, 1H, J=7.3) 7,18 (m, 4H)
7,03 (r, 1H, J=7.,5) 6,86 (p, 2H, J=8,3) 5,60 (c, 1H)
4,25 (1, 2H, J=4,9) 407 (m, 1H) 3,91 (1, 2H, J=4.8)
3,26 (c, 1H) 3,14 (pgu, 1H, J=4,3, 14,2) 301 (M, 2H)
281 (an, 1H, J=8.8, 13,7) 1,99 (¢, 3H) 1,80-1,05 (m,
20H), MC (HP, BLWIA+) m/fe 500 (MH-DCA+), 182
(DCAH+)

Mpuknag 18 - 3-{4-[2-(OeHzokcazon-2-
1namiHo)eTokckH]herinm-2(S)-[3-(3-10gdheHn)-1-metnun-
3-0kco-3-¢heHInnponeHINamMIHO]-NPONIOHAT  JULUMKMC-
reKCUNamMoHILo

MoTtpiBHy cnonyky (370mr) npurotyeanu 3 350Mr
(1,0mmMone) iHTepmegiaTy 8, 0,22Mn (1,1mMmonb) gwu-
yuknorekcunamiy  Tta  290mr  (1,0mmons)  1-(3-
deHIn)byTaH-1,3-a10Hy cnocofoM 3a  nNpuKNagom
141H AMP {(OMCO-ds, 300mlMy) & 11,48 (g, 1H,
J=89) 7.84 (v, 2H) 7,42 (g, 1H, J=7.8) 7,20 (m, 4H)
7,03 (1, 1H, J=7.5) 6,86 (M, 3H) 5,9 (c, 1H) 4,25 (1,
2H, J=5,1) 4,08 (m, 1H) 3,92 {1, 2H, J=5,4) 3,27 (c,
3H) 3,15 (gA, 1H, J=3,8, 13,4) 3,02 (M, 2H) 2,82 (na,
1H, J=8,8, 137} 2,00 (¢, 3H) 1,80-1,05 (m, 20H), MC
(HP, BEWA+) m/e 626 (MH-DCA+), 182 (DCAH+)

MNpuenan 19 3-{4-[2-(beHaokcazon-2-
INMeTunamiHo)eTokcu]deHIn}-2-(2-6ensoin-4-
MeTWNdhEeHINAMIHO)-NPOMNIOHOBA KMCNOoTA

5mr notpiBHol cnonykm  otpuMany 3 100Mmr
{0.2mmonb) HTepmeniaTy 11 cnocobom 33 npwkna-
4oM 11 3 HacTynHo ouncTro OP BEPX entororum
ayeTtoHmpunom/eogo (15—-»80% nporarom 30xe )
MC (HP, BWWA) m/e 550 (MH+), MC (BP, BWA) mfe
550,2349 (MH+), C33H3:N305 Bignoeigae 550 2342

MNpuenan 20 3-{4-[2-(beHaokcazon-2-
INMeTUnamMiHojeTokcu]deHIn}-2-(2-6eHzoin-4-
xnopdeHINaMIHe)-NPoNIoHOBa KMCHoTa

Peakuyno npoBegeHo 3a 3aXVCHUM eKpaHoM A0-
daBaHuam npw 80°C go 200mr (0,5Mmone) IHTEpMe-
Altaty 9 Ta  150Mr  (0,6MMonk)  Z-amiHO-5-
xnopbeHaodeHoHy y  10mn Tonyony  24mMr
(5,3vmMone) aimepy ayetary pogio (I} Asor HeradHo
BMBOAMNN 3 peakyll PosuuH rpinn 2rog , oxonogy-
Bany Ao KT, po3YMHHWE BRAGNANW ¥ BEKYYMI | 3and-
WOK oyullan XpomaTorpadyBaHHSM Ha cunikaren,
BUKOPUCTOBYIOUM AK enoeHT rekcan/EA (7 3—4 6)
OunweHnid 3anvok nepedocuny y 10mMn eTadony |
Aopasanu 01r (2,0MMonk) NApPoKCUAY Kanio, rpurin
2ropg npu 80°C, oxonogxyesanu go KT | posBaenann
20Mn eogw Kpannamu go pH 5-6 gogaeanu neogsHy
OLTOBY KWCMOTY, XOBTHA ocag 3Gupanu, npoMueani
BOAOH, & NOTIM rEeKCaHOM, CYLLWNK Y BaKYYMI | 38Iu-
WOK oyullan XpomaTorpadyBaHHSM Ha cunikaren,
BAKOpPUCTOBYIOUM fAK eneHT MeOH/OXM(1 9) [lpe-
Aykr 36upanu Ta nepexpucTanizoeyeanu 3 XM 3 1%
MeOH, oTpumaswm 29, 7mr notpibHol cnonyrn MC
(HP, BELUA) mie 570 (MH+), Ananiz (CizHzsN10-Cl)
Posp C-67.43, H-495, N-7,37, 3nadg C-6736, H-
495, N-7,35

Mpurnag 21 - 3-{4-(1-BbeH3oKcaszon-2-
IMynmpon guH-2R-inokcudeH}-2-(2-
6eH30INdeHINaMIHO}-NPaNIOHOBA KCNoTa

AWyUrKnorskcuna-
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Ao pozuwHy 130mr (0,23MmMank) IHTepMeg iaTy 34
y 6mn Bogw/glokcany (1 1) popana npyd nepemiwy-
gaHHl 10Mr (0,23MMonk, 1ekB ) napokcuay NImiw, ne-
pemiysanu npu KT npotaroM 12rof | NIAKUCIKMNK
ao pH 2, cymiw evnunu y S0Mn EA 1 npomunu 10mn
poseony OpraHIMHWA Wap CYWKNK cynbdgartoM mar-
HIKO, KOHUEHTPYBAIM NI 3HMKSHWUM TUCKOM | 3aruLok
ounany new-xpoMaTorpamIety  Ha  ChriKaren,
enwoour  AXM/MeCHfouToea kucnota (91 0,1),
oTpuMaswu 127Mr notpibHol cnonykd MC (HP, ESP)
mfe 548 (MH+), O¢ BEPX (Vydac C-18 25cm x
4.6mm, 10-80% CH:CN y Bogl 3 0,1% THOK, 25xB ,
1n/xe ) Yy=13 46xe (10=3x8)

Mpuknag 22 3-{4-(1-BeHzokcason-2-
njnipongvH-2R-inveTokew)dreHin}-2-(2-
BeH3ongeHINaMIHO)-NPONICHOBA KMCNOTa

150Mr noTpiBHoI crnonykd oTpumanu 3 170mr
{0,30mMMone) IHTepmegiaTy 31 cnocobom 3a npukna-
aoM 12 MC (HP, EP) T/e 562 (M+), TIUX (EA/MeQH
(9 1)) Rf=0,34

Mpwknag 23 3-{4-(1-6eHzoKcazon-2-
N)niponignH-2S-InMeTokcK) e} -2-(2-
DeHzoIngeHINamIHo)-NPoNIOHOBa KNCnoTa

2,14r noTpICHOI cnonykw oTpwmanwk 3 2,26r
(3,93MmMone) IHTepMenlaTy 30 cnocoboM 3a npukna-
AOM 12 3 HACTYMHOK CHUCTKOK POSTUPAHHAM 3 eTe-
powirekcadHom MC (HP, EP) m/e 562 (M+), Ananis
(CuHz1N:0<:0,9H:0) Peosp C-70,67, H-5,72, N-7,27,
3Harkg C-70,65 H-6,01, N-7,28

Mpwknag 24 - 3-{4-[2-(6eHsorcazon-2-
nMeTuNamiHo)eTokcu]dern}-2-(2-
unKnorekcaHkapboHINderHInNaMiHo)-NPONIoHOBA  KWUC-
noTa

44mr noTpiBHol cnonykl oTpuManu 3 61mMr
{0,11MmMonb) IHTepmegiaTy 12 cnocoboM 3a npukna-
gom 21 3 HacTynHow  o4yncTroK,  donelu-
xpomarorpadIer Ha  cwkaren, ENOIOIYK
IXM/MeCH (91) MC (HP, AP mfe 5423, O®
BEPX (Vydac C-18 25cm x 4,6 MM, 10-90% CH:CN y
Bogl 2 0,1% T¢OK, 25xe, 1mnixe) by=1451xe
{t0=3xB )

Mpvknag 25 3-{4-[2-(Cenzokcazon-2-
INMeTWNamIHo)eTokcU]heHIN}2-(2-6eHaoin-TiodeH-3-
(NaMIHO)-MPONICHOBA KUCNOTA

44mr notpibHol cnonykd oTpuMany 3 113mr
{0,20MmMonb) IHTepmegiaTy 13 cnocoboM 3a npukna-
aom 21 3  HacTynHOW  cuuCTKOw,  dnew-
xpomarorpadIer Ha  cwkaren, ENOIOIYK
OXMMMeCH (19 1) MC (HP, AP} mfe 5422 (MH+),
Od BEPX (Vydac C-18 25cm x 4 6wmM, 10-90%
CH:CN vy Bom 3 0,1% TOOK, 25xB,
1mnfxe ) Yy=12,60xs (t0=3xB )

Mpvknag 26 - Tpwdnyopauyetar3-{4-[2-
{BeHaoKcason-2-INMeTUNaMIHO)eTOKCU eI} 2-
BEeH3UNNPONIOHOBCI KUCMOTH

Ao poauvHy 90,8Mr (0,2042MMonNk) IHTEpMedaTy
15 y 2mn sogw/TT® (1 2) poganu npwn nepemilyBaHHI
9,8mr (0,4085mMMonNb, ZeKkB ) Ngapokcway Nimio, nepe-
Miwysanu npw 80°C npotarcm 19rog , oxonogKysanu
| ekcTparysany EA Bogvuid wap nigkuwenyun 1H HCI
I ekcTparysany EA OpraHivHWA Wwap cylwund cynb-
chaTom MarHio, KQHUEHTPYBaNW nig BakyymMoM | 3a-
nywor oduwany O® BEPX Ha cunikaren!, entomrioqm
15-80% CH.CMN vy Bogl 3 0,1% TOOK, oTpumasww
87,3Mr noTpibHol Binol aMopdpHol cnonykn MC (HP,
EP) mfe 429 (M-H), MC (BP, BWA) T/e 431,1965
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(MH+), CasH2;N-04 BignoBigae 431,1938

Mpuknag 27 - Tpudnyopauerar3-{4-[2-
{BeHa0Kkca30M-2-1INMeTUNAMIHO)eToKCK heHIn}2-(2-
BpombeHaun)-NponIoHOBOI KMCMOTK

31mMr noTpiBHol cnonyku oTpyuMany 3 51,9Mr (O,-
991 mmone) IHTepmeglaty 16 cnocoBom 3a npukna-
AoM 26 3 HacTynHOK ouucTkor OO BEPX Ha cunika-
reni, entoorumn 15-80% CH=CN v sogl 3 0,1% TOOK
MC (HP, EP) m/e 507 (M-H), MC (BP, BLWA) mfe
508,1085 (MH+), Ca:H2:BrN-O4 ianosigae 509,1075

Mpuknag 28 3-{4-[2-(6eH3okcazon-2-
InMeTunamMiHa)eTokcuH]deHIn}2(S)-[{4-okco-4H-
xpomer-3-kapboHIn)amiHo]-NpCnIoHOBA KMCMoTa

Ho poaundy 120mr 0% NMaH y 10mMn AM® npu
0°C aoganu npw nepemiwysaHHl 990mr (3, 0mMonE)
MeTun{M-kapbobeHzokcu-I-Tposukary) ¥y 10 mn
AM®, nepemiwypanu 4o NPoO30pOCTI PO3YUHY Ta go-
aasanu 810mr (3,0mmone) M-2-[(M-meTvnamiHoeTwn-
1-meTuncynedoHaT)-1,3-berHsokcasony vy 10mn OMD
I nepemMiwyBanu npu KT npoTAroM Houl, sujananu
POSHUHHWEK NIA 3HUXEHWM TUGKOM, 3aNULWOK PO3YHHA-
nu 8 EA Tta npomusanu 1H HCI, NaHCO; Ta Bogow
EA eunapwnn, otpumaswu 300 Mr #x0BTOrO macna
{(MC (EP+) m/e (M+H=504) Macno posuvHanu y EA,
Aopasanu 30mMr 10% Pd/C 1 napysanu npw aTMocde-
pHOMY TUCKY NPOTATOM HOuI, KaTanizaTop BlgdIneT-
pOBYBENK | BAAANANK PO3YUUHHWE, oTpUMaswK 190mr
HOBTOMD Macna aMIHOECTEpPY, AKe BMKOPUCTOBYBaNM
Oez noganbwol  ouynucTtkm  Hdo  pozduHy  90mr
(0,5MMons) xpomeH-3-kapBoHoBOI KUCnoTW ¥ 15mMnN
OXM npw 0°C pgoganw npy NepemMIWyBaHHI KUIbKa
Kpanene AM®, a notiM 0,25mMn 2M po3duHy okcanun-
xnopnay y AXM CTtpumaHui po3vuMH nepemiysanm
3rog npu KT a2 gogasanwy 180mr (0,5vmone) paHiwe
BAFOTOBNEHOMo AamiHoecTepy Ta 5S0Mr (0,5Mmons)
TEA vy 15mn XM | nepemiuysand NpPOTAroM Houl,
BMAANANM PO3UMHHWK MIA 3SHWXEHWUM TUGKOM, 3anM-
WOK po3vYMHANK ¥y cymiwl 1M Ta sogw | gogaeanu
0,5mn 1H NaQH, cymiw nepemiwysanu 3rog Doganm
30mr (0,5MMONB)OUTOBOI KMCIMOTH | BUAANWIW pO3-
YMHHWUK MA 3HUKEeHUM TUckom CUpUF NpoayKT Ooum-
wanv npenapatueHols O BEPX, oTpumaswu 11mMr
notpiBHal cnonykn MC (HP, EP+) m/e (M+H+) 528,
MC (BP, BWUA) m/e 431,1965 (MH+), CaxHarN204
Bignosigae 431,1938 OO BEPX (Dynamax C-8 25¢cm
X 4, 1M, 50-90% CH;CN vy ol 3 0,1% TOOK, 15x8
2mnfxe ) My=3,20xe

Mpurnag 29 - 2(S)-(2-6eHzondeHInamiHo)-3-{4-
[2-(meTun-2-cbeHinokcason-4-myeTokcu]dpeHin;-
NPOMNICHCBA KNCNOTE

PoauuH 210mr (0,37mMMonk) HTepMedlaty 35 y
20mMn 64 Trd/soan cbpobnanu 13mr (0,56MmMoNk,
1,5eke ) nigpokcuay nmio  MNepemiwyeanu npu KT
3rog, mcns yeoro TWX (510, 7 3 rekcan/EA) noka-
3ana HasBHICTL BENWKO! KINbKOCT) BUXIZHUX peareqTIB
npn Yy=51, a Takox Jekinbkox HOBUX KOMINOHEHTIB Ha
noyatky PoauuH oBpcbunu fonaTkoBUmMU Bmr rigpe-
KCUAY NITI0 | NepeMIWyBani wWe 2rof, nicns Yoro
TWX nokasana BIFCYTHICTE BUXIAHWX peareHTis Pos-
YWH He#Tpanisysany gogaesarHAm 1mn 1H HCI, po-
TORPHWM BuNapoBaHHAM sugananm TIP | yrBopeHy
HOBTY Cymil Tpuul noe 20mn ekctparyeand CHCIs-
MoegHaH ekcTpakTy Tpuul no 20MN NpoMWBany Bo-
OO, CYWWNW CynbdaToM MarHilo, KOHLUEeHTpyBanW
nig 3HWKEHUM TUCKoM, oTpumabwmn 0,20r (99%) no-
TRISHOrO MunonogIbHore #eetoro npoaykry 1H AMP
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(OMCO-ds, 200mlMy) 5 8,86 (g, 1H, J=7.8) 7,91 (m,
2H) 7,84-7.33 (m, 10H) 7,13 (8. 2H, J=8.3) 6,82 (m,
3H) 6,62 (T, 1H, J=7,5) 4,54 (M, 1H) 4,15 T, 2H,
J=6,5) 3,10 (v, 2H) 2,90 (T, 2H, J=6,5) 2,34 (¢, 3H),
MC (HP, EPY Te 547 (MH+), Aranis
(CauH3gN20<:0,3H20) Peosp C-73,98, H-5,59, N-5,07,
3Harkg C-73,91, H-5,62, N-5,00

MNpwknag 30 - 2-(2-6eHzoindeHinamiHo)-3-{4-[2-
{4-xnopdeeHimTiazon-4-INnMeTokcH]deHIn}-
NPONIOHOBA KNCNOTA

154Mr noTpIbHOI cnonyk oTpumand 3 200mr
{0,34Mmone) IHTEpMERIaTY 36 cnocoboM 3a npukna-
A0M 12 3 HacTYNHOK OUWUCTKOK POITUPAHHSAM 3 ale-
ToHTprnomM/xnopocgopmom (1 1) MC (HP, BLUA) mfe
572 (MH++2) 571 (MH++1) 570 (MH+) 569 (M+),
AHam3 (C3:HsN204CIS) Posp C-67,54, H-4,43, N-
492, 3nang C-67,36, H-4,51, N-4,80

MNpwknag 31 - 3-[4-({2-6eHzoimigason-1-1neToknu)
theHn]-2-(2-BeH3zondgeHINaMIHO)-NPONIOHOBA  KUCHO-
T2

58mr noTpIBHOI cnonykyn oTpumanu 3 90mr
(0,17Mmone) IHTepmenlaTy 40 cnocoboM 3a npukna-
A0M 12 3 HACTYNHOK OYNCTKOK PO3TUPAHHAM 3 EA Ta
O4MCTKo npenapatueHol O¢ BEPX 3 eukopucTaH-
HAM konoHkkn C-18 ta CH:CN/Bogow 3/2 Ak entoeH-
ToM MC (HP, XI) m/e 506 (MH+), 460, 281, 145, MC
(BP, BLUA) m/e 506,2091 (MH+), CaHa7N:Os BIANO-
sifae 506,2080

MNpwknag 32 - 2(S)-(2-bersoindeHinamiHo)-3-{4-
[2-(5-meTnn-2-(4-meTorc k) peHInokcazon-4-
in)eToKkcu]deHIn}-NPONICHOBA KNCNOTa

Pozumn 180mr (0,32mmone) HTepmegiaty 44 y
Mn 60,11 TroHMeOH/eoan npu KT obpobunu
0,50Mn (0,50Mmone, 1,6eke) 1,0M posduHy ngpo-
kcuay nime y Bogl [Nepemiwysanu 18rog npu KT,
nicns yeoro sunneani y S0mn EA ta geivi no S0mn
ekcTparyBanw 1H HCI, cpradivHvi wap BIigaimnanmy,
CYLLUMMN CyNbhaTOM MArHI0, KOHLUEHTPYBAMNW NIy Ba-
KyyMoM OUUCTKOWK MOBTOrO TEEPAOro NPOAYKTY Po3-
TupaHHam 3 EAfeTepomM (1 1) Ta cywkow nig sakyy-
MOM OTPUMaNK 96Mr NoTpIBHOro aMopgPHOro }OBTOro
npoaykry MC (HP, BLWWA) m/e 578 (MH+) 577 (M+),
O® BEPX (Dynamax C-8 2bcm x 4,1mm, 30-80%
CHyCN y  Bopjl 3 01% TOOK, 20x8 ,
1mn/xe ) My=25,59x8

MNpwknag 33 - 2(S)-(2-benscindennamiyo)-3-{4-
[2-(5-meTnn-2-(4-cbnyop)deHinokcason-4-
in)eToKkcu]deHIn}-NPONICHOBA KNCNOTa

205Mr noTpiBHOI cnonyku oTpumMand 3 280mr
{0,48MmMonk) IHTepmegiaTy 47 1a 0,73mn (0,73mMmonk,
1,5eke ) 1,0M po3duHy ngpokcuay nNimw y BOFI cno-
cobom 3a npuknagom 32 MC (HP, BWUA) mfe 566
(MH+) 585 (M+), AHamiz (CaHxN2OsF} Posp C-
72,33, H-518, N-4,96 3wang C-7224 H-523, N-
491

MNpwknag 34 - 2(S)-(2-bersoindeHinamiHo)-3-{4-
[2-(5-meTnn-2-(5-MeTUnTIEH-2-1n)oRCca-30r-4-
in)eToKkcu]deHIn}-NPONICHOBA KNCNOTa

297Mr noTpISHOI cnonykn oOTpumManuv 3 440mr
(0,76Mmone)  HTepMemiaty 111 T2 1,10Mn
{1,10MmMonk, 1,5eke ) 1,0M poadnHy NEPoKSURY NITIO
y sofl cnocobomM 3a npuinagom 32 MC (HP, BUWA)
mfe 568 (MH+) 567 (M+), Anam3z (CiaHiMN:0sS5)
Posp C-69,95, H-5,34, N-484, 3naipg C-69,31, H-
5,34, N-4.91

MNpwknag 35 - 2(S)-(2-bersoindeHinamiHo)-3-{4-
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[2-(5-meTnn-1-deHin-1H-mpason-3-in)eTokcu]deHin}-
NPOMNICHCBA KNCNOTE

7Amr noTpibHol cnonykn oTpumand 3 100Mr
{0,18mMmonk) HTepMeiaTy 48 Ta 0,27mn (0,27mMMonb,
1,5 eks ) 1,0M po3sdnHy NgpoKCURY NITIK ¥ Bogl cno-
cobom 3a npuknageom 32 MC {HP, BWA) mie 547
{(MH+) 546 (M+), Anamiz (CsH31N2Os) Posp C-
74,84, H--5,73, N,7,70, 3Hang C-74,88, H-579, N-
762

Mpurnag 36 - 2(S)-(2-6eHzondeHInamiHo)-3-{4-
[2-(5-meTun-2-ninepwauH-1-Inokcazon-4-
INjeToKcH]deHIN}-NponIoHoBa KMCnoTa

A7mr noTRIDHOI cnonykw oTpumanu 3 270mMr
{0, 48Mmonk) HTepMeiaTy 52 Ta 0,70mn (0, 70mMMons,
1,5eke ) 1,0M posdnHy rigpokcuay Nimo y Bogl cno-
cobom 3a npuknagom 32 MC (HP, BWA) mfie 555
(MH+) 554 (M+), O® BEPX (Dynamax C-8 25cM x
4, 1mm, 30-80% CH:CN v Bogl 3 0,1% TPOK, 30xs ,
Tmnfxe ) My=18,54x8

MNpuenan 37 - 2(S)-(2-BeHzoindeHINamiHO)-3-{4-
[2-(5-meTun-2-mopdonik-4-immason-4-
INjeToKcH]deHIN}-NponIoHoBa KMCnoTa

456Mr noTpIBHOrC amMoppHOro X#0BTOMO NPOAYKTY
oTpumanu 3 810mMr (1,38mmone) IHTepmegiaty 56 Ta
2,00mn (2,00Mmons, 1.5ek8) 1,0M posuuHy napo-
KCURY Nimio ¥ Bogl cnocobon 3a NpyknagoM 32 3 Ha-
CTYMHOK  QYWCTKQK  XOBTOro Macna  dnew-
xpomatorpadI€o Ha cunikaren|, enkiiodn xnopodo-
pvmom/MeCOH (12 1) Ta postwpaHHaAM 3 EAfeTepom
11 TN 148-151°C, MC {(HP, BWA) mfe 573 (MH+)
572 (M+), Ananis (CizH3:MN:0:5-HCIl) Paosp C-63,20,
H-5,64, N-6,91, 3naig C-83,68, H-5,70, N-6,73

MNpuenan 38 - 2(5)-(2-BeHzoindeHINamIHO)-3-{4-
[2-(5-meTun-2-{4-mpraun)Tiazcn-4-1njeTokcu]deHin}-
NPOnICHOBa KMCNOTa

102Mr noTpiBHoro amopcbHOrO XOBTOTO NPOAYKTY
OTpMManK 3 165mr (0,29mmone) IHTepmegiaty 59 1a
0,43mn ({0, 43Mmons, 1.5ek8) 1,0M posuuHy napo-
KCURY Nimio ¥ Bogl cnocobon 3a NpyknagoM 32 3 Ha-
CTYMHOK OUUCTKOK hnew-xpomaTorpadieto Ha cunl-
kareni, entotovn  xnopodgopmom/MeCH Q1) Ta
poaTupaHHAam 3 EAJetepom 11 TN 155-158°C, MC
(HP, BLUA) mfe 564 {(M+), AHanis
{CzaH2aN2045-2HCI) Pozp C-62,16, H-5,08, N-6,59,
Chavpg C-62,41, H-4,82, N-6,83

MNpuenan 39 - 2(5)-(2-BeHzoindeHINamIHO)-3-{4-
[2-(2-AUMETUNAMIHO-5-MeTUNTIZ30N-4-
InjeToKcu]deHI}-NPoNIoHoBa KMCNoTa

Ao pozuuny 150mr (0,27Mmone) HTepMmegiaTy 62
y fmn 60,11 Tro//MeOH/sogn npn KT goganw
0.42mn (0 42mMmone, 1,5eks ) 1,0M posuwny ngpo-
KCUAY MITIO ¥ BOJ), Nepemiwysany Srof, npu KT, nic-
NS UeOro KOHUEHTPYBAanW Mg BakyyMmoM 3anuwok

posumHunn  y  Trd  Ta mgrwecnunn  0,022mn
(0,42mMmonb, 1,5eke ) KoHUEHTpOBaHOI CynbdhaTHOI
kmcneTn  OunCTKOK  ®oBTore  Macna  donew-

xpomaTorpadpero Ha cunikaren, entorolou EAMeOH
{11 3 1% napokcway aMoHIKO) oTpuManu 39 Mr no-
TpIBHOro amopdHoro Xoetoro npoaykty MC (HP,
BWA) mie 531 (MH+) 530 (M+)  Ananis
(CapHz1N204S-H:O) Posp C-65,79, H-68,07, N-7,67,
Bnarg C- C-685,74, H-587, N-7,54

Mpuknag 40 - 2(5)-(2-6eHzondeHInamiHo)-3-{4-
[2-(5-meTun-2-(S-meTwnizokcason-3-nmason-4-
InjeTokcu]dreHIN}-NPONIOHOBA KMCMOoTa

220Mr noTpIBHOre aMopPHOro XoBTOMO NPOAYKTY
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orpumani 3 450mr (0,7 7mMmork) IHTEpMepiaTy 66 Ta
1,20mn (1,20Mmone, 1,5eks) 1.0M posunHy ngpo-
KCUAY NITIKO ¥ BOAI cnocobom 3a npuknafom 32 3 Ha-
CTYMHOK OUUCTKOK dbnell-xpomaTtorpadied Ha cuni-
Kareni, enwoloud xnopodopmor/MeOH (9 1) Ta
postupaHHaM 3 etepom MC (HP, BLWWA) m/e 568
(MH"), Ananiz (CssHagNsCsS:H;Q) Poap C-65,82, H-
5,34, N-7,17, 3nadg C-65,46 H-512 N-7,13

MNpwenag 41 - 2(S)-(2-benscindennamyo)-3-{4-
[2-(5-meTun-2-(4-metnn[1,.2,3nagiazon-S-in)niazon-4-
in)eTokcu]deHIN}-NPonIcCHOBA KMCMoTa

120Mr noTpiBHOro aMopddHOro HOBTOr0 NPCAYKTY
orpuMany 3 230mr (0,38Mmore) IHTepMegiaTy 69 Ta
0,575mn (0,58mmonk, 1,5eke ) 1,0M posuuHy nigpo-
Kcuay NIt y Bogl cnocobom 3a npwknagom 32 3 Ha-
CTYNHOK DYMCTKOK diNew-XpomMarTorpadisto Ha cuni-
kareni, enwototoul xnopodopmom/MeCH (91) MC
(HP, BLLA) T/e 585 (MH+), O¢® BEPX (Dynamax C-8
25¢cm x 4, 1mm, 50-100% CH:CN y sogi 3 0,1% TOCOK,
30xe , 1mnfxe ) Yy=16,52xB

Mpwvknag 42 - 2(8)-(2-benaomndennamno)-3-{4-
[2-(B-meTuUn-2-(4-meTunniNepasuH-1-iNyTiason-4-
njeToKkcH]deHIn}-NPONIcHoBA KWCNOTa

CycneHzire 1,93r (7,40mmone, 1,10eks ) Tpudcpe-
HindocdiHy, 2511 (6,70Mmonk) HTepMegiaTy 23 Ta
2,20r (6,70mmons) iHTepmegiaTy 71 y 40mMn cyxoro
Tonyony Harpieann Ao 95°C 15xB A0 PO3UWHEHHSA
IHTepMegIaTy 23, NpW UbOMY PO3YMH CTAB KOBTUM Ta
nposopum fo Heoro nporarom 10xe kpannsimu go-
garm 1,23r (7,04mwmone, 1,05eke ) pieTwnasogukap-
Borkcunarty, oxonogxysann fo KT | nepemiwysanm
16rog Tonyon BUJaNANW y Bakyyml | 3aMWLLOK OYK-
wanu cnew-xpomaTtorpadyBaHHamM Ha KONOHLU 3
cunikarenem, enototodn EAMeOH (10 1) 3 1% ngpo-
KCUAOM amoHilo, oTpumaswu 3,06r notpiBHoro npo-
AYKTY AK X0BTe Macno, npwbnusHo 130Mr akoro pos-
YWHWAW ¥ eTep! | goBenwy pH gc 1 1,0M poauwHom HCI
y eTepr MoBTUA ccafl BIAMINETPYBANN Ta BUCYLLIUNK
¥ BaKkyymI, oTpumMaswm 100mr rigpoxnopugy MC (HP,
BLUA) mfe 599(MH+), O¢® BEPX {Dynamax C-8 25cM
x 4, 1mm, 30-80% CH:CN y som 3 0,1% T®OK, 30xs ,
Tmnfxe ) Yy=17.79%8

Mpuknag 43 - 2(5)-(2-6eHsoindeHinamiHo)-3-{4-
[2-(2-(3-auMMEeTUNAMIHONPONINAMIHO)-D-METUMTIA30M-
4-injeTokcH]cbeHIM}-NponioHoBa KMCHoTa

522Mr noTpIGHoro aMopdHOrQ KOBTOro NPOAYKTY
oTpumany 3 695mr (1,15Mmone) IHTEpmeglaTy 74 1a
1,750 (1,75Mmone, 1,5eks) 1.0M posunHy ngpo-
KCUAY NITIKO ¥ BOAI cnocobom 3a npuknafom 32 3 Ha-
CTYMHOK O4YUCTKOK dneL-xpoMaTorpadied Ha cuni-
karen|, enwtorodn MeOH, Ta postupanHam 3 EA MC
{HP, ELLUA) m/fe 587 (MH+), Ananiz
CagHzgN204S-H-0) Peosp C-61,81, H-644, N-873,
3Haig C-61,93, H-6,20, N-8,77

MNpwenag 44 - 2(S)-(2-benscindennamyo)-3-{4-
[2-(2-(2-MeToKCHEeTUNAMIHO)-S-MeTUTIA30N-4-
in)eTokcu]deHIN}-NPonIcCHOBA KMCMoTa

473Mr noTpiBHoro aMopdHOro MOBTOrO NPOAYKTY
orpuMany 3 807mr {1,58Mmore) IHTepMegiaTy 76 Ta
12,40mn (2,40mMonk, 1,5eke ) 1,0M posuuHy nigpo-
Kcuay NIt y Bogl cnocobom 3a npwknagom 32 3 Ha-
CTYMHOK OUUCTKOK dbnell-xpomaTtorpadied Ha cuni-
kareni, enwototoul xnopodopmom/MeCH (9 1) MC
{HP, BLLA) m/ie 560 (MY, AHanz
(C31H33N:0sS:HCI-H:0) Poap C-60,63, H-591, N-
6,84, 3nanp C-60,61, H-5,55 N-6,83
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Mpuknag 45 - Metun [2-(1-kapGokcu-2-{4-[2-(5-
MeTvn-2-doeHinTiazen-4-
InjeTokcu]dreHIteTUNAaMIHO)BeH30aT]

280Mr noTpibHoro Binoro TBepAOro NpPoOAyKTY
otpumManu 3 400mr (0,75mMmonek) IHTepmegiaTy 150 Ta
1,50mn (1,50 mmone, 2,0eke ) 1,0M posunHy rigpo-
KCHAY NI ¥ Bogl cnocebom 3a npuknagom 32 3 Ha-
CTYMNHOK OUUCTEDID (hriew-xpomarerpadIeto Ha cuni-
kareni, entotooud xnopodopmom/MeOH (O 1) MC
(HP, BLUA) mie 517 (M"), Anania (CagH2sN2055-Ha0)
Po3p C-6515, H-565, N-524 3naidg C-6560, H-
535, N-5,23

Mpurnag 45 - Metun[2-(1 -kapBokcu-2-{4-[2-(4-
xnopceHncynbda-
HimeTokcK]dbeHnteTnnamiHo)beHzoaT]

40mMr noTPIDHOIrO CBMNCHKOBTYBATO-KORNYHEBOIO
TEEpPAOoro NpoAykTy oTpumanu 3 118mr (O 24Mmonk)
iHTepmeglaty 151 ta 0,47mn (0, 47mmonk, 2,0eks )
1,0M posuuHy ngpokcugy nmio y soal cnocobom 3a
npunagom 32 3 HacTymHOK o4YWcTKo  donew-
xpomaTorpadIer Ha curikaren|, enrdn xnopodo-
pmomM/MeCH (9 1) MC (HP, ELLA) mfe 486 (M), O®
BEPX (Dynamax C-8 25cm x 4,1Mm, 50-100% CH:CN
yeogi 30,1% TOOK, 30xe , 1mnfxe ) My=16,81xs

Mpuknag 47 - Metun[2-{1-kapBokcu-2-[4-(1-
deHinniponiguH-2-
INMeToKCH)heHIN]eTUNAaMIHO}BeH20aT]

CycneHsano 85mr (0,26mmones, 1,10ekB ) Tpude-
HiNdocdHy, 100mr (0,30MmMons) IHTepMeglaTy 127
Ta 80mr {0,36mmonb) (S)-(-)-1-(4-HmpodeHin)-2-
niponigud MeQH y 5Mn cyxoro Tonyony Harpieanm 4o
30°C 15xB Ao posynHeHH:A HTepmeglaty 127, npw
LbOMY PO3YWH CTAB XOBTUM Ta NposcpuM [lo HeOro
npotsirom 5xe kpannaMu gogany 68mr (0,33Mmons,
1,2eks ) gnsonponnasogukapborcunaTy, oxonogy-
Banu go KT | nepemiwysanwu 16rog Tonyon supana-
W Y BaKYYM) | 3a5TWWOK IHTEHCHBHC 300BTYBaNy npo-
TaroM Troff 3 10mn 11 etepy/1H LICH ana
GENeKTWBHOMO BUJANEHHA 3anWWKE IHTepMedIaTy
127 Wapu po3ginany | opraHiMHUA NpoMMBANKM BO-
A0, cyWnnKu cynbdaToM MarHio Ta BUWAENANW pos-
YMHHWK ¥y BakyyMml [pogyer ounwanud dnew-
xpomaTorpadyBaHHAM HA KOMOHL 3 CMMIKarenem,
enwtooud EASrekcanom (1 3), oTpumMaein B4mr no-
TPIBHOTO XOBTOrO NPOAYKTY, SKUFA PO3HUHWUIK ¥ Smn
TreHMeCH/Boan (4 0,1 1) npn KT Ta goganwn 0,35mn
{0,35mmone, 2,0eke ) 1,0M posurHy NAPOKCHAY NITIK
y BoAl | nepemiwysany 4rog npw KT, & nomm sunu-
ganu y 20Mn EA Ta asiMi no 10mn eketparyeand 1H
HCI OpraHiMHWA WwWap eig4namnud, cyWuMny cynesdartom
MarHilo Ta BMAENANW POSYMHHWK ¥y BaryyMml [1poaykT
ounwanu cnew-xpomarorpadpybaHHAM Ha KONOHYI 3
cunikarenem, entotoyn xnopo-copmom/MeQH (@ 1),
oTpumMaen 30Mr NoTpIBHOro XoBTOro npoaykTy MC
(HP, BWA) m/e 520 (MH+), AHam3a CzsHzaN:107-H:0)
Posp C-62,56, H-581, N-7,82, 3nakg C-62,18, H-
550, N-7,86

Mpurnag 48 3-{4-[2-(BeH3okcazon-2-
INMeTUNaMIHO)eToKCH]dreHIN}-2-(2-
UuknoneHTaHkapboHINgeHINaMIHO)-NpoNIoHOBa  KWC-
nora

66Mr noTpiBHOro nNpoAykTy oTpuManu 3 S50mr
{1.07mMmonk) IHTepMmealaTy 77 Ta 67 5mr (1,61mMMons,
1,5eke ) ngpokcuay nmio cnocobom 3a npurnagom
32 3 HacTynHoW ouncTKOK dnell-xpomMaTorpadIsto
Ha cunikareni, enwooydn OXM/MeOH (98 2) MC (HP,
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EP) mfe 526,2 (MH"), O¢ BEPX (Vydac C-18 25cm x
4.6, 30-80% CH=CN y Bogl 3 0,1% TPOK, 25x8B,
IMnfxe ) Yy=21,20x8 {{;=3x8 )

Mpuknag 49 - 3-{4-[2-(Bensokcason-2-
INTMETUNAMIHO)ETOKCH]heHI}-2-(2-
uurnorenTaHkapborindgeHinamiHo)-NponioHoBa  KUC-
nora

39mr noTpiIbHOro npogykry oTpumanym 3 130mr
{0,23MmMone) HTepMeniaTy 78 Ta 14,5mr (0,35mMmMonb,
1,5ekB ) rigpokcuay nNiTiKo cnocofom 3a NpukNagom
32 3 HacTyNHOK O4YWCTKOW drelw-XpaMaTorpagieto
Ha cumkaren, entrodn AXMMeQOH (98 2—-90 10)
MC (HP, EP) mie 554,1 (MH"), O® BEPX (Vydac C-
18 25cm x 4,8mm, 30-80% CH:CN y pogl 3 0,1%
TOOK, 25xB , Tmn/xB ) Yy=24.86x8 (1=3x8,)

Mpvknag S0 - 3-{4-[2-(Cenzokcazon-2-
INMeTWNamIHo)eTokcu]heHIn}-2-(2-
uuKnorekcaHkapBoHintbeHINaMIHO)-NPONIOHOBA  KUG-
noTa

139mr notpiBHore npopykTy oTpumani 3 390mMr
{0,68mmMone) IHTepMmegiaTy 79 Ta 34,4mr (0,82mmone,
1,2ek8 ) rigpokcuay nimio cnecobom 3a MNpUKNagom
32 3 HacTynHOK C4YUCTKOK dnel-XxpomaTorpadieo
Ha curikaren, emwooyn AXMIMeOH (98 295 5),
MC (HP, EP) m/e 558,0 (MH), O® BEFPX (Vydac C-
18 25cm x 4,6mm, 30-80% CH:CN y eogl 2 0,1%
TOOK, 25xB , 1Mnfxe ) Yy=22,62 xe {t:=3x8)

Mpwknag 51 - 3-{4-[2-(6eHsorcazon-2-
InMeTunamiHo)eTokcu]dern}-2-(4-
yuknorekcaHkapbonin-2-meTun-2H-nipason-3-
(NaMIHO)-MPONICHOBA KUCNOTA

68mr noTpiBHoro NpogykTy oTpumann 3 175Mr
{0,31MmMonb) HTepmegiaty 80 ta 16mr (0,37mMmonk,
1,2ekB ) ngpokcugy nNimio cnocobom 3a NpWKIagom
32 3 HACTYNHOW OYMCTKOH rew-XxpomaTorpadieto
Ha cunikaren, enwooun AXMMeOH (98 290 10)
MC (HP, EP) m/e 544,1 (MH), O® BEPX (Vydac C-
18 25cm x 4,6mm, 30-80% CH:CN v Boal 3 0,1%
TOOK, 25xe , TMN/xB ) Yy=14,66x8 (1;=3x8)

Mpwknag 52 - 3-{4-[2-(BeH30KCazon-2-
INMETUNAaMIHO)eTokcK]heHIn}-2-(3-6en3oinTiodeH-2-
NaMIHO}-MROMNIOHOBA KMCNOTE

77mr noTpIOHOro npogykry oTpumanum 3 145mr
(0,26Mmone) HTepMemiaTy 81 Ta 14mr (0,34mmons,
1,3ekB ) rigpokcuay nNiTiko cnocofom 3a NpUKNagom
32 3 HacTyNHOK O4YWCTKOW drelw-XpaMaTorpagieto
Ha cumkaren, entrodn AXMMeQOH (98 2—-90 10)
MC (HP, EP) m/e 539,9 (MH), O BEPX {(Vydac C-
18 25cm x 4,8mm, 30-80% CH:CN y pogl 3 0,1%
T®OK, 25xe , 1Mn/xe ) Yy=18,16xe (t,=3xB )

Mpvknag 53 - 2-(2-
yukneorekcaHkapbonngerinamiHo)-3-{4-[2-(5-meTun-
2-cbeHiNokcazon-4-1N)eTokcH]dreHIM}-NPONIOHOBA  KUG-
noTa

750Mr notpibHoro npopykTy oTpumanu 3 1,08r
{(1,90mMMoNL) eHanTiomepy 1 HTepmegiaty 83 T1a
120Mr (2,86Mmone, 1,5eKB ) rigpokcyay niTiko cnoco-
Bom 3a npuknagom 32 3 HACTYNHOK OUUCTEO dnell-
xpomaTtorpadleto Ha  cHnikaren, eniooYn
OXM/MeOH (95 5) MC (HP, EF) m/fe 551,2 (MH),
OP BEPX (Vydac C-18 25cm x 4.6wmm, 30-80%
CH:CN v Bogt 3 0,% TOOK, 25xB,
IMnfxe ) Yy=18,22x8 {{;=3x8) Diacel Chiral OD-H
83 (4,6 x 250Mm, SM, 0,7mnixs , NovaTkoBMA oB'cM
3mn, Y& 230um, 60/40 /Pll/rekcan, 30xe),
Uy=7,44xe , 99,99% ee

58502 70

Mpuknag 54 - 2-(2-
yuknorekcarkapboringernamHAo)-3-{4-[2-(5-meTvn-
2-tchbeninokcason-4-1n)eTokcH]eHIN}-NPoNIOHOBA KUC-
nota

78mMr notpibHOro MPogyKTy oTpuMany 3 220mr
(0,39MmManb) eHaHTIOMEpRY 2 IHTepMealaTy 83 1a 24mr
{0,.58mmone, 1,5ekB ) ngpokcuay NimMKe cnocobom 33
npuknagom 32 3 HACTYNHOW OYWCTEOK new-
xpomaTorpadieo Ha  cuniKkaren!, EnKIYN
AXMIMeOH (85 5) MC, O¢ BEPX 1aeHT1YHI 3 npw-
knagom 53 Diacel Chiral OD-H (4,6 x 250mMm, 5SmM,
0,7unfxe, novyaTkoBMA ob'sM  3Mn, YO 230w,
60/40/PO/rekcan, 30x8), Yy=11,67x8 , 89,3% ee

MNpuenan 55 - 3-[4-(1-BeHsckcason-2-INAipuauN-
3-inoken)cpbeHin]-2-(2-beHsondeHINamMiHo)-
NPOMICHOBa KUCAOTa

115Mr noTpiBHoro npoaykTy otpumanu 3 200mr
{0, 36MmonNL) meTun(3-[4-(1-6eH3okcazon-2-
1nnipuaun-3-inokcu)dreHin]-2-(2-6ensoindgyeHiNamMiHo)-
nponicHaTy) Ta 18ur (0,43mMons, 1,2eks ) rigpokcuay
niTio cnocobom 3a npuknagom 32 3 HACTYNHOK O4KC-
TrOW dnew-xpomaTarpadbiela Ha cunikaren, enio-
oun AXM/MeQH (90 10) MC (HP, EP) mfe $46,0
(MH), O® BEPX (Vydac C-18 25¢cm x 4,6mm, 30-30%
CH:CN y ol 3 01% TOOK, 26x%8 |
Imnfxe ) Uy=17,92xe {{;=3xe )} Diacel Chiral OD-H
(4,6 x 250Mm, S5m, 0,7Mnfxe , noyaTkoBKiA o6'cM 3mn,
Y& 230Hm, 60/40/0,1 /PNirercan/TEA, 30xe ), Yy=6,8
Ta 10,0xB

MNpuenag 56 - 3-{4-[2-(5-MeTun-2-peHINokcason-
4-imyerokcn]denin}-2(S)-[2-(npnauH-4-
KapBoHIn)ceHInaMiHo]-nponiocHoBa KMCnoTa

815Mr notpibHoro npoaykTy otpumany 3 1,71mr
{3.05mmone) iHTepmemiaTy 87 Ta 192mr (4,57Mmons,
1.5ek8 ) rigpokcHAay nimio cnocobom 3a MNpUKNagom
32 3 HACTYNHUM posTUpaHHam y XM MC (HP, EP)
mfe 546 (MH ), O¢ BEPX (Vydac C-18 25cm x 4,6MmM,
30-80% CH:CN y Boal 3 0,1% ToOK, 25xs,
1vnfxe ) Uy=16,35x8 (1;=3x8) Diacel Chiral OD-H
{46 x 230mm, Sm, 0,7MNfxB , novaTroBmiA o0'em 3mn,
YO o 230Hm, 60400, 1/PH/rekcan/TEA, 30xB ),
Uy=9,21, 96% ee

Mpuknag 57 - 3-{4-[2-(5-MeTvn-2-beHinokcason-
4-imyetorcun]deHin}-2(S)-[2-(nipnauH-N-okcug-4-
kapboHIN)deH NaMIHC]-NpPonNIOHOBa KMCnoTa

52Mr noTpibHOre npoAykTy oTpuManw 3 70mr
(0,12mMmMonk) HTepmegiaTy 88 Ta 10mr (0,24mMonb,
2eKB )} NAPOKSUAY NITIO cnocobom 3a npuknagomM 32 3
HaCTYMHOK O4YUCTKOK new-XxpoMaTorpadield  Ha
cunikaren:, enoodn OXM/MeQH (90 10) 1H AMP
(OMCQO-ds, 400 MIU) 3 8,69 (p, 1H, J=7.2) 8,26 (m,
2H, J=7,1) 7,85 (m, 3H) 7,46 (v, 4H) 7,38 (m, 2H)
7,05 (0, 2H, J=8,4) 6,74 (m, 2H) 6,49 (m, 1H) 4,10 (m,
2H) 3,15 (m, 2H) 2,96 (M, 1H) 2,85 (m, 2H) 2,49 (c,
3H), MC (HP, EP) mfe 562 (MH-), O® BEPX (Vydac
C-18 25cm x 4,6um, 30-80% CH:CN y Bogl 3 0,1%
TP OK, 25xs , 1mnfxe ) Yy=15,92x8 (t;=3x8)

Mpuknag 58 - 3-{4-[2-({5-meTnn-2-theH nokcason-
d-metokcu]hern}-2(S)-[2-(nipnguH-3-
kapboHinydeH NamMiHo]-NponIcHOBa KWCNoTa

506mMr noTpiGHoro NpogykTy oTpumanu 3 S40Mr
(0,96MmManb) IHTepmegiaTy 89 Ta 122wmr (2,88Mmonk,
3eke } ngpokcKay Nimio cnocobom 3a npuknagom 32 3
HECTYNHOK OYUCTKOK  thnew-xpoMarorpadier  Ha
cunikaren, entoood OXM/MeOH (80 10) MC (HP,
EP) mfe 546 (MH), O¢® BEPX (Vydac C-18 25cm x
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4.6mm, 30-80% CH:CN y Bogl 3 0,1% TOOK, 25xB ,
1mnfxe ) Yy=16,35x8 (;=3x8) Diacel Chiral OD-H
(4,6 x 250m, 5m, 0,7MNfXB , NouaTKOBUA 0B'eM 3mn,
YO  230Hm,  60/40/0,1/PNirekcan/TEA, 30xB),
Uy=8,98, 78% ece

MNpwknag 59 - 3-{4-[2-(5-meTnn-2-cpeHinokcazon-
d-inyeTokcu]dennt-2(S)-[2-(npngvH-M-okcng-3-
kapboHInjdeHinamiHo]-NnponioHoea kucnoTa

o 100mr (0,18MmMonNk) IHTepMenaTy 88 y 5mn
OXM npu KT poganw S7wmr (0,33mmone, 1,5eke)
mCPBA, vyepes 24rog - we 1,5eke mCPBA, nepe-
MILYBANK 2rog , KOHUSHTPYBaNU JOCYXa Ta oYMLLLanK
hnew-xpomarorpadiero Ha cunmikareni, enroyYm
AXM/MeQOH (95 5), otpuMaswu 50Mr vwHTepmMedaTy
N-okcupgy MC (HP, EP) mfe 578,3 (MH") Mpponisom
cnocobom 3a nNpurnagomM 32 3 HACTYMHOK OUUCTKOK
conew-xpomaTorpadpielo Ha cunikareni, enoKYK
OIXM/MeOH (90 10), orpumany 20wmr noTpIGHOrO
npoaykty MC (HP, EP) mfe 562 (MH), O BEPX
(Vydac C-18 25cm x 4, 6mM, 30-80% CH2CN v BoAl 3
0,1% TOOK, 25xe , 1mnfxe ) Uy=1570xe {t:=3x8)

MNpwenag 60 - 2(S)-(2-benscindeHnamyo)-3-{4-
[2-(5-meTnn-2-heHinmpason-1-netokcu]dheHn}-
NPONIOHOBA KNCNOTA

77mr noTpibHoro npoAykTy oTpumann 3 110Mr
{0,20MMone)  IHTepMeglaty 91  T1a  0,285mn
{0,295mMmonk) 1M posuuHy ngporcuay NI cnoco-
Bowm 3a npurnagom 32 3 HACTYNHOK OYUCTKOK donelu-
XpoMaTorpadIeto Ha CHIKERIEN), entIYK XNopodo-
pMom/MeOH (90 10), Ta posTUpaHHAM 3 eTe-
pomirercaHoM MG (HP, EP) m/e 546 (MH"), AHani3
{CauH:1M:04-1,2H:0) Posp C-71,99, H-5,94, N-7,41,
3Haria C-71,96, H-5,85, N-7,33, O® BEPX (Vydac C-
18 25¢cm x 4,6mm, S50-100% CH:CN y eogl 3 0,1%
TeOK, 25xe , 1Mn/xe ) Yy=14,5xB (t:=3xB)

MNpwenag 61 - 2(8)-(2-6enzoindeHinamiHo)-3-[4-
{(1-mpuans-2-nniponignH-28-1nmeTokcudpeHIn]-
NpoONIOHOBa KUCMNOTA

1,17r noTpiBHoro npoaykTy oTpumanu 3 1,2r
{2,24MMonb) IHTepMegiaTy 93 Ta 3,4Mn (3,4MMonk)
1M pos3unHy ngpokcugy nmio cnocoboM 3a npukna-
AOM 32 3 HACTYMHOK OYMCTKCK POITVPEHHAM 3 eTe-
pomixnopothoprer MC (HP, EP) mfe 552 (M),
AHams (Ca:HziN2O04-HCI-0,6H:0) Posp C-87,56, H-
5,88, N-7.39, CI-6,23, 3mang C-6757, H-587 N-
7,31, CI-6,46

Mpuknag 62 - 2(5)-(2-beHsoindeHinamiHo)-3-{4-
[2-(1-meTun-4-cheHin-1H-IMgazon-2-
IN)eToKcH]dpeHN}-NPONIOHOBA KNCNoTa

70Mr NOTRIDHOrO NPOAYKTY oTpumanu 3 83mr
(0,15mMoNL) HTEepMegliary 93 1@ 0,223mn
{0,223mmonk) 1M posudHy nApokcuay NITiKe cnoco-
Bom 3a NpyKNagoM 32 3 HACTYNMHOK CHYUCTKOK PO3TH-
paHHAM 3 EA MC (HP, EP) mfe 546 (MH"), Anaris
(CauHz1N:04-HCI-0.5H0) Posp C-69.09, H-5,63, N-
7,11, CI-6,00, 3raig C-69,08, H-563, N-7,04, CI-
6,04

MNpwknag 63 - 2(S)-(2-benscindennamyo)-3-{4-
[2-(2-bypan-Z2-1n-5-meTunmipason-1-
in)eTokcu]deHIN}-NPonIcCHOBA KMCMoTa

PosumH 239Mr {0,911Mmone) TpudpeHingociHy
y 1,8Mn BezpogHoro TM® npu 0°C obpobnanu kpan-
naMu 0,143mn (0,911mmone,) AEAK, nepemiwysanu
10x8 , 1 gopgzBany Ao posuuny 342mr (0,911MmmMone)
iHTepmeplaTy 23 ta 175mr (0,911MMoNL) IHTEpMed a-
Ty 97 ¥ 1,8mn 6essogHoro TI® npu 25°C, nepemiwy-
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Banu 15rog npw 25°C | KOHYUEHTPYBaNWU ¥ BaKyymI
{@<25°C), | 3anwWoK tnew-xpomartorpadyysann Ha
KONOHL| 3 cUNIKkarenem, enoioiodd rekcaHoM/EA (1 1),
OTPUMABLIN CUPUA NPOMEKHURA ecTep, AKWUA M AponIsy-
Bany cnocoBomM 3a NpUknagomM 32 3 HACTYMHOK C4KC-
TKOK donew-xpoMaTarpadieo Ha KONoHUI 3 cUnikare-
neM, enorwdn  xnopodopmom/MeCH (81) Ta
pPOITUPaHHAM 3 eTepon, ogepxaswn 180mr (37%)
NoTPIBHOI CNONYKK AK XOBTHA TRepAud npoaykr MC
(HP, EP) mfe 538 (MNat+), 538 (MH+), AHanis
(C32H2aN20=1,2H:0) Poap C-68,98, H-5,68, N-7,54,
3naig C-6865, H-529 N-7,76, TWX {(umopo-
dopm/MeCH (9 1)) Rf=0,24

Mpuknag 64 - 2(5)-(2-6eHzoNdeHInamiHo)-3-{4-
[2-(5-meTun-3-benn[1,.2,4Tpiazon-1-
1njeTokcu]deHIN}-NPCNICHOBA KNCIoTa

141Mr NOTPIBHOMO NPOAYETY oTpuManu 3 180Mr
(0,32mMmMonb) IHTepmegiaTy 99 Ta 0,482mn (0,482
MMone) 1M posunHy ngporcugy nimo cnocoboM 3a
npunagom 32 3 HaCTYMHOK OYMGTKOK POITUPEHHAM
3 eTepom MC (HP, EP) mfe 569 (MNa+), 547 (MH"),
Anamz {CzzHz0N404-0,1H:0) Posp C-70,20, H-5,71,
MN-9,92, 3nang C-70,35, H-570, N-8,98, TWX (no-
pocpopm/MeOH (9 1)) R=0,25

MNpuknan 65 - 2(S)-(2-BeHzoindeHINamIHO)-3-{4-
[2-(3-meTokcUmMeTUN-5-meTun-2-deHin-3H-iMigason-
4-im)etokck]deHIn}-nponicHoBa KUCNoTa

324mMr noTpiBHoro npoaykty otpumanu 3 340mr
(0.56mmone)  HTepmegiaty 102 1@ 0.845wmn
(0,845mMonk) TV po3yrHy rigpokcuiy NiTio cnoce-
B0OM 33 NpUKN2A0M 32 3 HACTYNHOK OYNCTKOK PO3TU-
paHHam 3 etepor MC (HP, EP) mfe 612 {MNa+), 590
(MH"), Anaria (CsH:sN2Os 0,3H:0) Posp C-68,47,
H-5,84, N-665, 3nang C-6848, H-6,14 N-6,41,
TWX (opotopm/MeOH (9 1)) Rf=0,20 Mpwvrnag 66
- 2(S)-(2-6enszoindeninamiio)-3-{4-[2-(5-MeTun-2-
deHIn-3H-imigaszon-4-injetokcu]deHin}-nponioHoBa
kucnota162mr noTpibHoro nNpopykTy OTPUMaNM 3
200mr (0,36 mMonk) HTepMegiaty 104 Ta 0,536mMn
{0,536mmonb) 1M pozynHy rigpokcnay nimk cnoce-
B0OM 33 NpUKN2A0M 32 3 HACTYNHOK OYNCTKOK PO3TU-
paHHam 3 EAfetepom MC (HP, EF) mie 546 (MH"),
Anamiz {CuH31N204-1,0H:0) Posp C-68,05, H-5,71,
MN-7,00, CI-5,91, 3Haig C-88,03, H-574, N-6,94, CI-
598

Mpuknag 67 - 2(85)-(2-6eHzoNdeHInamiHo)-3-{4-
[2-(5-meTun-2-deHimmiazon-4-in)eTokcu]deHin}-
NPOMNICHCBA KNCNOTE

283Mr noTpiBHOro NpofyeTy oTpumanu 3 350Mr
({0.61Mmone)  iHTepmegiaty 107 T2  0,91mn
(0,.91Mmonk) 1M posduHy rigpokcuay nimw cnocobom
33 npuknNagom 32 3 HacTYNHOK OYUCTKOK POITUPEaH-
HAM 3 rekcaHomfetepom MC (HP, EP) mfe 586
(MNa+), 563 (M"), Anamz (CasHioN:045-0,3H:0)
Posp C-71,88, H-543, N-483, 5564, 3rnaig C-
71,91, H-5,44, N-4 .93, 8-5 62

MNpuknapg 68 -2(5)-{2-beHsoindeHINamiHO)-3-{4-
[2-(5-meTnn-2-(3-MeTunTIeH-2-1N)okcason-4-
InjeToKcu]deHI}-NPoNIoHoBa KMCNoTa

90mMr norpibHora npogykTy otpumany 3 100mr
(0.17mMmmone)  HTepwemiaTy 112 1@ 10,8mr
{0,258mmonb, 1,5ekB ) Ngpokcuay NMw cnocobom 33
npuknagom 32 MC (EP-) mfe 565 (MH-), AHanis
(Ca3H20N20s5-.0,4EA) Posp C-69,04, H-5,56, N-4,65,
Shavpg C-69,45, H-595, N-4,33

MNpuenan 69 2(5)-(2-{4-[2-(5-HITpo-2-
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nipuawnokcu)eTokcu]dpeHin}-1-
meTokcukapboHIneTNamHo)CeH3onHa kucnoTa

Poaund 109mMr (0,220MmonNk) IHTepMedIaTy 152 y
2Mn TT® 1a 2mn eTanony obpobunn Tmn 1M posuu-
Hy rigpokcuay niTio 1 nepemiwyesand 45xe Ddoganu
10mn sogu Ta ‘1mn 1M HCI 1 ekcTparyeanu geivl no
30mn EA noenHaHy opraHiky npomueany 30Mo pos-
CONy, Cywwnu cynbaToM Mardio, dnsTpyBany Ta
KoHUeHTpyBanu QuucTkow dnell-xpomaTtorpadieo 3
EA+0,1% HAY gk enweHTOM opepxann 25Mr (24%)
noTpIGHol cnonykw 1H AMP (CDCls, 400mMIMy) & 9,07
(n, 1H, J=27) 8,36 (an, 1H, J=28, 6,3) 7,91 {oa, 1H,
J=1,6, 6,3) 7,35 {1, 1H, J=7.,4) 720 (g, 2H, J=8,7)
6,88 (na, 3H, J=2,7, 7,7) 6,68 {1, 1H, J=7,4) 6,58 (a4,
1H, J=8,3) 4,77 (v, 2H J=4,6) 4,32 (m, 3H) 3,86 (c,
3H) 3,20 (gop, 2H, J=51, 7,7, 7,7), MC (HP) m/e 480
(MH-)

Mpwknag 70 - 2(S)-(2-{4-[2-(5-HTpO-2-
nipuawnokcu)eTokcu]dpeHin}-1-
meTokcukapGoHneTunamiHo)6eH30iHa kKMCnoTa

90mr noTpIOHOro npogykTy oTpumanum 3 155mr
{0,310Mmone) IHTepMeniaTy 153 cnocobom 3a npu-
knagom €9 AMP (CDCly, 400mlMy) & 8,38 (g, 1H,
J=2,4) 8,19 (g, 1H, J=6,9) 791 (a. 1H, J=8,1) 7,46
(an, 1H, J=2,5 7) 7,34 (1, 1H, J=7,1) 7,19 (n, 2H,
J=8,5) 7,13 (g, 1H, J=8,8) 8,87 (pn, 2H, J=75) 6,67
(T, 1H, J=7,5 6,57 (g, 1H, J=8,4) 4,30 (m, 1H) 4,18 (7,
2H J=68) 3,85 (c, 3H) 3,52 {r, 2H J=6,8) 3,18 (npA,
2H, J=51,7.5, 7,5), MC {(HP) m/e 485(MH-) 486(M)

Mpuknag 71 2(5)-(2-{4-[2-(N-eTnn-2-
MEeTUATONYI AUH)eTOKCU]heHIn}-1-
MeTOoKCUKapBoHIneTunamiHo)BeH30iHa kucnoTa

16Mr notpiEHoro npogykTy oTpuManu 3 90mr
{0,184mmone) IHTepmeriaTy 154 cnocobom 3a npu-
KnagomM 69 AIMP (CDCls, 400mIyy 8 8,19 (¢, 1H) 7,81
{a, 1H, J=6,7) 7,33 (1, 1H, J=8,4) 7,18 (g, 2H, J=7.,9)
7,11 (m, 1H) 6,82 (m, 1H) 8,67 (1, 2H, J=8,5) 6,56 (g,
2H, J=84) 6,53 (M, 1H) 430 (¢, 1H, J=68) 4,07 (M,
2H) 3,85 (¢, 3H) 3,69 {m, 2H) 3,43 (M, 2H) 3,21 (foa,
2H, J-53 7.7, 7,73 1,2 (m, 8H), MC (HP) mfe 475
{MH-) 476 (M)

Mpvknag 72 - 3-{4-[3-(Cenzokcazon-2-
inmiazsonmguH-4{R)-nmetokcn]dperint-2(S)-(2-
BeHaoiNdeHInamMIHo)-NPOoNIcCHOBa KWCNOoTa

PosuuH 100Mr (0,168mmonk) HTepmegiaty 116 y
5mn 2/211 3a oB'emom ayetoHmpuny/MeOH/sogun
oBpobnann 17,5mr (0,337vMonL) MoHOMNAPaTY rgpo-
kcway nimwe npotarom 2rog npw KT, racunu peakyiro
HaAMWULWIKOM MWMOHHOI KWCMOTW, METIYl PeuycBUHM
BUNaPIOBANM | PO3NOAINANU 3anuwok Mk EA Ta Bo-
Ao OpraHiky CyWUnW | TBEpAMIA 3aNWWOK NICHs po-
TOPHOTQ BUNARIBAHHA OYHUWEANK NpenapaTueHol C-
18 BEPX, otpumaswn SOMr notpiGHol cnonykn MC
(EP+) mfe 580 (M+1), Ananis {CaaHsN:zO:S5-2TOOK)
Posp C-55,02 H-3,87, N-5,20, 5-3,97, 3naing C-
54,38, H-380, N-519, S-391, TWX (xnopo-
chopm/MeOH (B 1)) Rf=0,41

Mpuknag 73 - 3-{4-[2-(Bensokcason-2-
UNTMETUNAMIHO)eToKCH]heHIn}-2-[2-(4-
TpudnyopmeTHnEeHson)deHinamHo]-nponioHoBa
KncrnoTa

Pozumn 250mr (0.44mmone) HTepmegiaty 113,
183mr  (1,3mmMons)  K:CO4  8.2Mr  (0,013mMmMonk)
PdCl:{PPhs); T2  91,4mr  (0,48Mmone) 4-
TpudnyopMmeTunEeHzonbopoHoBOl KMCNaTH ¥y 4,4MnN
alorcaHy nepemiwyeanu nig CO (latm, BanoH)
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20rog npw 100°C, yTBOpEHY KOPUYHEBY rETEPOreHHY
CYMIW po3nogany mix S0Mn Bogw Ta 50mn EA
PozurH B EA npomueany 25mn 2,0M NaOH 1a 25mn
poscony, cyLWNW HAaf CyNbghaTomM MarHiie | KOHUEHT-
pyBanu 40 KOPUMYHEBOIO Macna, sike xpomartorpadey-
Banu Ha cunikaren 3 EA/rekcanom (1 2) Ak enoeHTOM
3 oTpumaHHaAm 2068 mr (76%) meTwn(3-{4-[2-
{CeHzoKcason-2-InMeTvnnamMiHo)eTokcK]pern}-2-[2-(4-
TpuhnyopmeTnnbeHsoi1nyerHinamMiHo]-NPONIOHATY) AK
*oBTOro Macna MC (HP, EP+) mfe 818 (MH"), TLX
(EASrekcaH {1 1)) Rf=0,51 PoszunH 206,9mr
(0,335mMonL)  wmeTwnoBoro  ectepy ¥y SmMn
Trd/etanony1,0M LIOH (31 1) ngponisyeBanv cno-
cobom 33 npuknanomM 32 3 oTpuMaHHam 175mr (86%)
¥oeToI cnonykn TI 177-178°C, MC (HP, EP+) mfe
604 (MH"), Anara (C33HzsN20sF3-1,0H,0) Posp C-
63,76, H-4,86, N-6,76, 3radg C-63 44, H-471, N-
6,52

Mpuknag 74 3-{4-[2-(6eH3okcazon-2-
INMeTUNamMiHo)eTokcK]deHIn}-2-[2-(2-
TiocheHkapboHIN)deHNaMIHO]-NPONIOHCBA KUCNoTa

CnocoBoM 3a npuknanom 73 noTpibHy cnonyky
OTpUManu 3 InTepmegiaty 113 Ta 2-TiogeHEopoHoBOI
KACMOTK 3 KIHUEBUM BUXOFOM 27% AK MOBTWA TBep-
aud npogykr TM 76-80°C, MC (HP, EP+) m/e 542
(MH"), MC (BP, BLLA+) mfe Posp ana CigHarN:OsS
542 1750, 3Harn 5421750

MNpuenan 75 3-{4-[2-(beHaokcazon-2-
INMeTUnamMiHojeTokcu]dreHIn}-2-[2-(3-
TioheHKapBoHIN)dheHINaMIHO]-NPONIOHOBA KNCNoTa

Cnocobom 33 npuiagom 73 noTpIDHY chnonyky
OTPWUMaNK 3 InTepmerlaty 113 ta 3-tiopeHGopoHOBOI
KMCMOTH 3 KIHUEBWM BUxofom 28% AK XOBTUH TBep-
aud npogykr TM 85-85°C, MC (HP, EP+) mfe 542
(MH"), Ananiz (CsoHzrN3QsS-1,5H:0) Posp C-63,37,
H-5,32, N-7,39, 3nanp C-63,48, H-4,97, N-7,08

Mpurnag 76 3-{4-[2-(BeH3okcazon-2-
INMeTUnamMiHo)eTokcK]deHIn}-2-[2-(3-
TpudnyopmeTunGersai)cdeHinamMiHo]-nponioHoBa
kmcnoTaCnocoboM 3a npuknagom 73 noTpibHy cne-
nyky OoTpumanu 3  (HTepmeflaty 113 T2 3-
TpWnyopMeTUnbeH3oNb0poHOBCI KMCNOTH 3 KIHUS-
BMM BUXCAOM 28% AK XMOBTWHA TBepgui npogyrr Tr1
159-160°C, MC (HP, EP+) m/e 604 (MH+), Anani3
(Cs3H23N2OsF3-0 5H,0) Poap C-84,70, H-477, N-
6,86, 3naig C-64,77, H-4,75 N-6,83

Mpuknag 77 3-{4-[2-(6eH3okcazon-2-
INMeTUNaMIHO)ETOKCH erint-2-[2-(2-
TpuhnyopmeTnnbeHsoinycerinamMiHo]-NponioHOBAa
KWCNoTa

CnocoboM 3a npurnagom 73 noTpiBHy cnonyky
OTPUMATU 3 IHTEpMEZIaTY M3 T2 2-
TpudnyopmeTnnbeH3oNntopPoHOBOI KNCNOTH 3 KIHUEe-
Bl BuUxoaoM 70% AK XOBTWA TeepAui npoaykr Tl
102-106°C, MC (HP, EP+) m/e 604 (MH), Anaris
(Ca3H2sN20sF -1, 0H:0) Pozp C-83,76, H-486, N-
6,76, 3rang C-63,82 H-4,72, N-6,58

MNpuenan 78 3-{4-[2-(beHaokcazon-2-
INMeTUnamMiHojeTokcu]dreHIn}-2-[2-(3-
MeTokcuBeH3oIn)peHInaMiHO]-NPONIOHOBA KUCNOTa

Cnocobom 33 npuiagom 73 noTpIDHY chnonyky
OTRPUMEITK 3 IHTEPMEIIATY 113 Ta 3-
MeTOKCUBeH30NBOPOHOBCI KUCNOTH 3 KIHUEBUM BUXO-
Ao 61% ak xoeTWA Teepgwid npogykr TI 76-80°C,
MC (HP, EP+) mfe 566 (MH"), Ananis
(C33H3:1N20s1,8H20) Poap C-66,88, H-5,78, N-7,09,
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3Haig C-66,53, H-5,45, N-6,78

Mpvknag 79 - 3-{4-[2-(Cenzokcazon-2-
INMeTWNamIHo)eToKcu]heHIn}-2-[2-(2-
meTokcHbeH301N)deHINaMIHO]-NPONIOHOBA KUCNOTA

CnocoBom 3a npuknagom 73 noTpiBHy cnonyky
aTpyuMani 3 HTepmegary 113 Ta 2-
METOKCMEEH30NDOPOHCBO! KUCTOTH 3 KIHLEBUM BHUXO-
Aom 49% Ak XOBTWWA TBepaWW npoaykr T 98-102°C,
MC (HP, EPH mje 586 (MH'), Awxams
{Ca3H:1M:06-2,0H:0) Posp C-65,88, H-5,86, N-6,98,
3Harkp C-85,98 H-5,50, N-6,64

Mpuknag 80 - 3-{4-[2-(Bensokcason-2-
NTMeTUNAaMIHO)eToKCH]heHIn}-2-[2-(3-
meTunBeH3oim)ceHNaMIHO]-NPoONICHOBA KUCIOoTa

Cnocobom 33 npurknadomM 73 noTpibHy cnonyky
oTpUMaNHK 3 IHTEPMER ATy 113 T2 3-
MeTUNBeH30NBOPOHOBOI KUCMOTH 3 KIHUEBUM BUXO-
AoM 52% sk xoeTuid Teepgwui npogykT T 80-85°C,
MC (HP, EP+) m/e 550 (MH"), Ananis
(C33Hz1N:051,5H20) Posp C-88,74, H-5,94, N-7,28,
3Harkg C-68,49 H-5,68, N-7,00

Mpwknag 81 - Mgpoxnopng 2-[2-(4-
AWMeETUNaMIHOMeTNBeH30INeHinamiHa)-3-{4-[2-(5-
meTun-2-eHinokcason-4-injetokcu]heHn}-
NPONIOHOBOI KNCNOTU

Ao poauuHy 96mr (1,63mmone) IHTepMegiaTy 123,
0,85 (0,17mMmonb)  gleTinamivy T2 3,7Mn
{0,065mmonk) HAY y 4mn MeQH/TT® (3/1) goganm
20mr (0,33mmonb) waHoboporigpuay HaTpio, nepe-
MILyBanK Brof nig a3cToM Ta poabaenany S50Mn EA
I nporMuearm 20Mn 1,0M NaHCQ; ta 20Mn poacony
Lled poadwnH cyllMnu Hag cynbddaTom MarHiKo | KOH-
LEHTpyBanW AO KOBTOMO HAMIBTBEPACro NpoaykTy,
AKMA new-xpomarorpadyeany Ha cunikaren 3 EA
ANA ENIICOBAHHA MEHLL NCMAPHWUX NPOAYKTIB, @ no-
TIM 3 EA/MeQOH (B8/2) AnA entololBaHHA WMeTUNAa-
mMiHomeTunoeBoro ectepy MC (HP, EP) mfe 618
(MH"), TLUX (EA) Rf=0,13 Lielt npoaykT rgponisysa-
nw cnocoBbom 3a nprknagom 32 3 oTpUMaHHAM 28,0Mr
(27% ans obox cragid) #*0BTCl cnonykd Tr1 103-
105°C, MC (HP, EP) mfe 604 (MH"), MC (BP, BLLIA+)
T/e (MH+) Posp gnsa CaiyHarN:Os 604,2811, 3Haig
604,2816

Mpwknag 82 - Mgpoxnopng 2-[2-(4-
aMiHoMeTuNSensoImderinamiHol-3-{4-[2-(5-meTnn-2-
theHInoKkcason-4-INyeTokCU]PeHIM}-NPoNIOHOBOI  KAC-
notu

Ao posuuny 1687mr {0,284MmMonk) IHTepMegiaTy
123 y 20mn TT® gopganm 11mr (284mmons) Goponig-
pugy Hatpio, nepemiwysany 30x8 myp asorom Ta
racwnn 1mn auetoHy cna nepemiwysaHHs NpPoTA-
rom we 30x8 cymMill posbasnanu SO0Mn EA | npomMu-
gann 20mn 2,0M NaOH, 20mn 1,0M NaHCO: Ta
20mn poscony Lel poaduH cywwnu Hag cynbdaTom
MArHIK | KOHUEHTRYBaNW JO TEMHOKOPHYHEBOrO Mac-
ne, Ake dgnew-xpomarorpadyBany Ha cumkaren 3
EAfrekcaHoM (2/3) 3 oTpumanHanm 129Mr (7 7%) xoB.-
Toro Macna BeHsunoeoro cnupty MC (HP, EP) mie
5¢1 (MH"), TIWX (EAfrekcan (1/1)) Rf=0,33 do pos-
yuHy 97wmr (0,165mMonk) yboro cnupTy Ta 27,5wMn
(0,20mMone) TplieTunamAy ¥ 3mn XM goganw
14,01 (0,18MMONE) MeTaHcyNshOHINXNopUaY, ne-
pemilysanu 3rof nig asoTom Ta posbaenany 50mn
EA 1 npoMueanu 20Mn 2,0M HCA, 20mn sogu, 20mMn
1,0M NaHCO: 1a 20mMn poacony Le# po3unH cywu-
Ny Hag cynNbharom MarHio | KOHUEHTpyBann Ho
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105mr xoeTOro Macna BigNOBIAHOrO MesunaTy MC
(HP, EP) Te 669 (MH"), TWX (EAfronyon
(1/2)) Rf=0,74 [o poaunHy 105mr (0,156MMoNeL) Ube-
ro mesunaty y 2.5Mn AMO aoganu 31wur (0,18mMenk)
NaNz;, nepemiwyesanu 16rog nig ascToM, Aofanu
1vn 1 OM NaHCO; Ta snganunv po3vyMHHUK poTop-
HAM BUNAPKBAHHAM | 3ANUWOK PO3NOSIIIWIM MK
20mn Bogw 1a 50mn EA PosuuH B EA npommeanmu
20Mn BoAW Ta 20Mn posecny Lled po3dyuH cyllMnn
Hag cynkcaTom MarHio | KoHUeHTpyeanu go 96,3mr
*oeToro macna 6ensunasuay MC (HP, EP') m/e 616
(MH"), TWX (EAfrekcan (1/2)) Rf=0,45 [lo poaunHy
96mr (0,156Mmone) uscro asngy ¥ Smn TMO 1a 0,2mn
eoaun aopanu 45mr (0,172MmMone) TpudeHindochiHy,
nepeMiwysany 24rof nig asotom, posbaenanu 50mn
EA | npomueany 25mn 2,0M NaOH T1a 25uMn poscony,
CYWWNW HaJ CynNbhaToM MarHi | KOHUEHTPYBanu fo
XOBTOIO macnea, ske drew-xpomaTorpadysann Ha
cunikaren a xnopodopmom/MeOH (85/5) 3 oTpuMaH-
HAM 73Mr (75%) xoBTorc macna beHaunamiHoOMeTH-
noeoro ectepy MC (HP, EP") mfe 590 (MH"), TWX
(xnopodopmom/MeCH (9/1)) Rf=0,23 PosunH yboro
DeH3nNaMIHOMETINOBCIO ecrepy y Smn
TrO/ETQOHM,0M LICH (3/111), nepemiwysann 16rog
nig a3CTOM, BWAAMWMU PO3UUHHUK POTOPHWM BMNA-
PIOBAHHAM | 3aMWLIOK PO3YWMHWNW ¥ 15Mn BOAW Ta
npomMuny 25mn eTepy BoAHWA Wap NIGKMCNIOBaNA o
pH 2 2,0M HCI 3 oTpumaHHAM dnoKynNAPHOI CYCNeH-
3, AKY KOHLUEHTRYBANW A0 SMN Ta UeHTpUdyryBaiu 5
XBMAUH npu 7100xB ' BoaHui wap AekaHTyesany |
HOBTY neneTy pecycneHayeany y Bogl | TpWdi
UeHTpudpyryeanu no S xewnuH npu 7100xe ! Orpu-
MaHWA XOBTWA TBEpAWFA NPOAYKT CycneHaysand y
2mn Bogw | Niogpizysany OTpuMaHWiA X%0BTWA TBEp-
AWR NPOAYKT TPW4l cycneHayeann B EA Ta yeHTpudy-
rygand OTpumMaHy nNeneTy CYLWUMW ML BaKyyMOMm,
oTpuMaBWwmn 56 ,8mr (82%) xoBTOro nopowky noTpib-
Hol cnanyku TI 134-136°C, MC (HP, EP") mfe 576
(MH"), MC (BP, EWA" mfe (MH) Posp ans
CisHasN:Os §76,2498, 3raing 576,2495, TWX (xno-
pocdroproM/MeOH (4f1+1 kpanna HAWY) Rf=0,30

Mpurnag 83 3-{4-[2-(BeH3okcazon-2-
InMeTunamMiHo)eTokcK]deHIn}-2-[2-(2,6-
AumMeTunGeH3oin)deHINaMIHC]-NPoONIOHOBa KMCnoTa

Cnocobom 33 npuiagom 73 noTpIDHY chnonyky
OTpUManu 3 IHTepMediaTy 112 T2 2.6-
AUMeTUNBeH30NBoPOHOBOI KUCNOTU 3 KIHUEBUM BU-
xopoMm 13% Ak xoeTWA TeepgWA npogykr TM 85-
Q0°C, MC (HP, EP+) mfe 564 (MH"), MC (BP, BLUA")
mfe Posp gnd CuHzN:Os(MH') 564,2498, 3naiig
5762484

MNpuenagn 84 - 3-(2-{1-kapBokcu-2-[4-(2-{5-meTun-
2-tbeHInokcaszon-4-ineTokcw)dpeHn]-
eTunaMiHo}beH3oIn-beH3oiHa KnenoTa

o pozunry 75vr (128mmone) iHTepwemaTty 124
y Smn ayeTtoHy gogany kpannamu 11mn (128mmone)
2 67M peakTney Jones', nepemillysann yTBOPeHUA
TEMHO3EMEeHWA po3dMH 2rofg Ta rackny 1Mn 13onpo-
naHony [MMicnAa nepemiwysaHHA npotaArom we 15xs
cymiw posbasnanu S0Mn EA 1 npomueanu 20mn 2,0M
HCI, 20mn eogw Ta 20mMn poscony Llew posvwvH cy-
WKW HaA CcyNbaTOM MATHIO | KOHUEeHTpYBanW A0
KOpWYHEBOro Macna, Ake dnew-xpomaTtorpadysany
Ha cwrkaren 3 xnopodgpopmom/MeOH (4/1+0,1%
HAL) sk enoeHTOM 3 oTpyMaHHAM 25Mr (33%) xob-
TOro Macna meTmn({3-(2-{1-kapbokcu-2-[4-(2-{5-
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MeTHN-2-dheHinokcason-4-neTokcu)deHin]-
etnnaminorbenzom-teraoaty) MC (HP, EP) m/e 605
(MH"), TWX (xnopodopm/MeQOH (95/5)) Rf=0,20
Led meTUnoBud ecTep rigponizysanu cnocobom aa
npuknagom 32, oTpumaswy 24mr (98%) xosTOI TBE-
paol noTpiGHal cnonykw TN 107-110°C, MC (HP, EP
) mfe 589 (M-H-), AHamz {(CasHygN207.0,5H.0) Posp
C-70,11, H-5,21, N-4,67, 3Haig C-69,99, H-5,28 N-
451

Mpvknag 85 - 2-[2-(3-
rifpokcumeTunBenszoinjdeHinamiHo]-3-{4-[2-(5-
MeTUN-2-heHINoKCa30n-4-1n)eTokcu]heHIn}-
NponoHOBa KUCNoTa

Ao posuuny 257wmr (0,43MMone) IHTEpMeaaTy
124 y 10mn TI® goganwm 16,5mr (0,43mmone) Gopoer-
ARMAY HaTpue, nepemiwysanu 45xB nig asotom Ta
racunu 1mMn auetoHy [licna nepemillyBaHHS NpoTa-
rom we 10xe pogasanu 1mn 1,0M NaHCO; Ta Buga-
NSAM PO3YUHHME POTOPHWM BUNEPIOBEHHAM | 3anu-
wok posnoginunu Mk 20mMn Bogn Ta S50mn EA
PozuvH 8 EA npomusany 20wmn sogw Ta 10mn posco-
ny Lled pos3uuH cyllunu Haj cynbgartom MarHio |
KOHUEHTPYBanuW A0 XOBTOro Macna, fike donew-
xpomaTorpacpyBanu Ha cunikareni 3 EAfrekcaHom
{2/3) Ak entoeHTOM 3 OTpUMaHHAM 211mr (82%) xob-
TOro Macna meTun(2-[2-{3-
rifpokcumeTunBenszoinjdeHinamiHo]-3-{4-[2-(5-
MeTUN-2-heHINoKCa30M-4-1n)eTokcu]heHIn}-
nponioHaty)] MC (HP, EP’) mfe 581 (MH"), TLUX
{EAfrekcan (1/1)) Rf=0,39 Lei wmeTwnoewd ectep
rngponizyeany cnocobom 3a npuknagom 32, oTpumva-
BWK 43mr (97%) #0BTOI TBERAOI NOTPIDHOI CNOMYKA
Tr 87-90°C, MC (HP, EP) m/e 589 (M-H), Anams
{C1sH:2M206-0,5H:0) Posp C-71,78, H-5,68, N-4,78,
3Hang C-71,70, H-8,08, N-4,45

Mpuknag 86 - Napoxnopua 2-2-(3-
amiHoMeTuNGeH3oN)derInamiHel-3-{4-[2-(5-meTun-2-
cheHinokcason-4-injeTokcu]dbeHIn}-NponioHoBol  KWNG-
noTu

Cnocobom 3a npuknagom 82 mHTepmegiar 124
nepeTsopunK y noTpibHy cnonyky Tl 138-140°C,
MC (HP, EP) mfe 576 (MH), Anams
{C1sH:23M:0:5-0,5H:0) Posp C-67,19, H-5,72, N-6,72,
3Harkp C-87,25 H-5,92, N-635

Mpwknag 87 - Mapoxnopug 2-[2-(3-
AWMeETUNaMIHOMeTNBeH30INeHinamiHa)-3-{4-[2-(5-
MeTHM-2-deHINnokcason-4-1n)eTokcu]dheHuT}-
NPONIOHOBO! KMCIOTH

Cnocobom 3a npuknagom 81 HTepMepar 124
nepeTsopunu y noTpiBHy cnonyky 1M 120-124°C,
MC (HP, EP) mfe 604 (MH), Anams
(Cs7Hz7HCI-3H0)  Posp C-64,01, H-6,39, N-6 05,
3Harkg C-63,62 H-6,03, N-5,78

MNpwknag 88 - Metun(2(S)-{1-rapbokcn-2-[4-(2-
{5-meTun-2-cpeHinokcason-4-nteTokcH)deHn]-
eTnnamiHo-Deraoar)

Poaund 582mr (1,13MMoNB) IHTepuenlaTy 125 y
15mn TIOETOHA ,0M LIOH (3/111), nepemiwysanu
2roa nig asotom, aogaeanu 25mn 0,4M HCI | ekeT-
paryeanwn 150mn EA Ekctpakt npomusanu 25wmn
PO3CONyY, CYWWNK Hag CyNbMaToM HATRIK | KOHLEHT-
pyBanu go Gincro TBepgoro npoaykTy, kWi donew-
¥pomaTorpadpyeanuy Ha cunikaren! 3 EA K enweHToM
3 oTpuMaHHaM 450mr (80%) noTpiBHoI Binol cnonyku
TN 140-141°C,1H AMP (AMCO-ds, 400mlMy) & 12,95
(we, 1H) 7.94-7.88 (m, 3H) 7,77 (n, 1H, J=8,0) 7,49-
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7,45 (M, 3H) 7,35 (1, 1H, J-7,9) 708 (g, 2H, J=8,5)
6,82 (g, 1H, J=8,6) 6,69 (g, 1H, J=8,6) 8,59 (1, 1H,
J=75) 4,42-4.38 (M, 1H) 4,15 (T, 2H, J=6,7) 3,75 (¢,
3H) 3,09 (an, 1H, J=53, 13,9) 2,96 (pa, 1H, J=6,1,
14,0) 2,89 (1, 2H, J=6,6) 2,32 (c, 3H), MC (HP, EP")
mfe 501 (MH"), TIUX (EA) Rf=0,51, XipankHa xpoma-
Torpada (Chiralcel OD-H (4.6 x 250mwm, EAfrekcan
(3/7+0,1% TPOK), 0,7mn/xB), Yy=7,8x8 (OCHOBHWH
eHaHTIoMep), 7.2x8 (Apyrai eHaHTioMep) 88% ee,
[a]p=-9,8%, a=-0,109° c=1,11 (OXM) (He ckopekTOBa-
Ha Ha ee), AHam3 (CaH2MN20s) Posp C-69,51, H-
568, N-5,54, Bnaiip C-69,40, H-5,74, N-5,42

Mpuknag 89 - MNapoxnopuaz-
amiHoeTUNamiAy2(S)-{1-kapbokcn-2-[4-(2-{5-MeTun-2-
deHInokcason-4-In}eTokcn)deHIN]-eTUNaMIHC} -
6eH30|HOI KMCNoTH

fo posunHy 48 Swmr (0,98mmonk) IHTepmMegiaTy
126,5mr (37mmonk) MBHT, 20.4mn (146mmone) TEA
Ta 16,9mn {107 Mmonb) T-ByTn[N-(2-
amiHoeTuN)kapbamaty] v 5uMn XM gopanu 22 4mr
(117mmone) 1-eTin-3-(3-
AuMmeTunamiHonponin)kapBoaimigy,  nepeMiwysanmu
poaunH 18rog mg asctom, posbaenanwm S0Mn EA
npomuBany 25mn 0,5M HCI (aeiur), 25mn HacuJeHoro
MHLCI, 25mn Bogn, 25mn 2,0M NaHCQO: (geiul) Ta
10Mn poscony Lled posuvH cylwunu Hag cynedatom
MarHIo | KOHLUEHTRPYBANMW 40 KOPUYHEBQro MacHa, Ake
dnew-xpomMaTarpacdyeanm Ha CHnIkaren| 3
EAfrekcadom (1/1) Ak entoeHToM 3 OTPUMAaHHAM S7mMr
(59%) BeabapeHoro mMacna MC (HP, EP') mie 643
(MH"}, TLWX (EA/rercan (1/1)) Rf=0,35 Po3unH ysoro
npogykry y Smn TFG/ETOHA,0M LIOH (3/1/1), nepe-
Miwysanwn 16rog nig asoToM, BUAANAMNW PO3YMHHWEK
POTORHWM BUMAPRKBAHHAM | JANWLLOK ROIYNHANA ¥
10Mn BoAn, nigkucnoeand 2un 2,0M HCI | ekcTpa-
ryeand 50Mn EA

ExkcTpakt npomueanu 10mMn poscony, cywunu
Hag cynedaToM MarHi | koHueHTpyeanu go 6esbap-
BHOIC TBEPAOIC NPOAYKTY, SKMA RO3YAHANK ¥ 2mN
4,0M HCI v giokcan Ta nepemiwyeany 1rog mjg aso-
TOM, BUAAMNANMW AIOKCAH Mg BAKyyMOM 3 OTPUMAHHAM
42ur {(100%) noTpIBHo! rirpockoni4Hol GINol cnonykun
TN 110-115°C, MC (HP, EP") mfe 529 (MH"), MC
(BP, BWA™Y m/ie Posp ana CapHaNQs (MHD)
5292451, 3rakg 5292454, TWX (xnopodop-
Mom/MeOH (9/1)) Rf=0,04

Mpurnag 90 - MNapoxnopua3-
amMiHonponmnamay2(3)-{1-kapbokcn-2-[4-(2-{5-meTn-
2-cbeHinokcason-4-inteTokcupeHIn]-eTunamiHO}-
DEeH30WUHOI KMCIoTH

CnocoBoM 3a npuknagom 89 3 suxoaoM 95% IH-
Tepmeniat 126 3  BUKOPWCTaHHAM  T-ByTun[N-(3-
aMiHonpninjkap6amaty] nepeTeopun ¥ nNoTpIBHy
rirpockomyHy Biny cnonyky TI 95-98°C, MC (HP,
EP") m/e 543 (MH"), MC (BP, ELLA") m/e Posp ans
CaoH32NsOs (MH") 543,2607, 3naiig 543,2609, TWX
{(xnopocopmom/iMeQH (911)) Rf=0,Q4

Mpurnag 81 - Metunamig 2(S)-{1-kapbokcn-2-[4-
(2-{5-MeTun-2-dbeHinokcason-4-inteTokcngeHn]-
€TVNaMIHO}-BEH30RHOI KNCIOTH

Jo posuvHy 49.5wr (0,10mmone) IHTeEpmegiaTy
126, 6,7mr (49mmonk) IBHT, 41.3mn (0,30Mmonk)
TEA Ta 12,8mn {0,15SmMons) 40% po3quHy MeTun-
amMiHy y Bogdl y OXM goganu 22,7wr (0,12mMmone) 1-
etvn-3-(3-gumeTunamiHonponinikapbogimMigy, nepe-
MIWYBANK pPO3YWH 16rog ng asotowm, posdaBnanu
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50mn EA 1 npomueank 20mn 0,5M HCI (aeii), 20mn
HacuyeHoro MH;Cl, 20mn sogn T1a 20mMn 2,0M
NaHCO; Llei posunH cyllunn Haf cynedaTom Mmar-
HIKO | KOHUEHTPYBANK NO XOBTOro Macna, aAke doneuw-
xpomaTorpacpyeand  Ha  10r  cunarenw 3
EAfrexcaHom (1/1) Sk eniweHToM 3 OTPUMaHHAM
33,8Mr (67%) GesGapeHoro macna MC (HP, EP') m/e
514 (MH"), TWX (EAfrexcan (1/1)) Rf=0,31 Lle# npo-
AYKT rigponiayeand cnocobom za npuknagoM 32 3
oTpuMaHHAmM 33 4mr (100%) notpibrol Binol cnonyku
TN 85-90°C, 1H AMP (AMCQO-ds, 400mlMu) 3 12,71 (c,
1H) 8,24-8,20 (M, 2H) 7,90-7,88 (m, 2H) 7,49-7,45 (M,
4H) 7,21 (r, 1H, J=7,2) 7,10 ,(a, 2H, J=8,5) 8,82 (a,
2H, J=86) 6,60-6,53 (m, 2H) 4,23-4,22 (m, 1H) 4,15
(r. 2H, J=6,5) 3.02 (ga, 1H, J=5,6, 13,8) 2,92-2,87 (m,
3H) 2,68 (g, 3H, J=4,5) 2,33 (c, 3H), MC (HP, EP+)
m/e 500 (MH"), TWX (EAfrekcan (1/2)) Rf=0,08

Mpwknag g2 - 3-{4-[2-(BeH30KCazon-2-
INMeTUNaMIHO)eTokcK]deHIn}-2-[2-(3-
rigpokcnbersamn)deHinamMiHo]-nponioHoBa KUCHoTa

140mr noTpibHOro npopaykry oTpumMany 3 S00mr
{0,88MmMoNk) IHTepmefiaTy 130 Ta 111mr
{2,65MMOnNL) MCHOMAPATY MNAPOKSUAY NI cnocobom
33 NPWMKNaaoM 32 3 HACTYNHOK CHUCTEOK XPOMaTor-
padielo Ha cunikaren, entotodn OXM/MeOH (19 1)
MC (HP, EP) t/e 552 (MH"), O® BEPX (50-100%
CHiCN vy Boal 3 0,1% TOOK, 25xB) Yy=7 46x8

Mpuknag 93 - 3-{4-[2-(5-meTun-2-deHiNokcason-
2-injetokcw]cbeHin}-2-[2-(4-
nponincynedamvainbersain)deHinamMiHo]-nponioHosa
KncrnoTa

31Mr nOTRIDHOrO NPOAYKTY oTpumanu 3 70mr
{0,102Mmonk) IHTepMegiaty 131 Ta  21wmr
{0,31MMoOnNL) MCHOMAPATY NAPOKSUAY NITIK cnocobom
38 NpuKNagoM 32 3 HacTYNHOK OYUCTROK PO3THPaH-
HAM 3 rekcaHom/MeOH (18 1), a noTim 3 rekcaHoM/EA
(19 1) MC (HP, EP) mfe 668,3 (MH"), Q® BEPX (50-
100% CH:CHN ¥ BoOAl 3 01% TOOK,
25xe) Wy=14,52x8, Anam3z (CirHi7N:0:5-0,5H,0)
Posp C-65,66, H-5,66, N-621, 3naig C-85,82, H-
5,61, N-618

Mpwknag 94 - 2-[2-(3-amHoBeHzoIn)deHINaMIHo]-
3-{4-[2-(5-meTun-2-deHInokcason-4-
IN)eToKcH]dpeHN}-NPONIOHOBA KNCNoTa

35Mr nOTRIDHOrO NPOAYKTY oTpumanu 3 73mr
{0,13Mmone) HTepMeniaTy 132 ta 19mr (0,39MmMonNe)
MOHOMAPATY MApOKCUAY MITIK cnocoboM 3a NpUkna-
A0M 32 3 HACTYMHOK CHYUCTKOK XpomaTorpadietd Ha
cunkaren), enwwrodn OAMMeOH (1814 1), 1a
poaTpaHHamM 3 rekcaHom/MeOH (1€ 1), a nomim 3
rekcaHoM/EA (19 1) MC (HP, EP) m/e 562 (MH"), O
BEPX (0-100% CH:CN y Bogal 3 01% TOOK
25xB ) Yy=1651x8 , MC (BP, BLWLWA) m/e Pozp anA
CagHaNaO5 (MHT) 562,2342, 3naing 562,2338

Mpuknag 95 - 2-[2-(3-
MeTaHcynbthoHINaMiHoBeH3o)deHInamiHo]-3-{4-[2-
{5-meTun-2-cpeHinokcason-4-n)eTokcu]dpeHin;-
NponoHoBa KUCNoTa

23Mr nOTRIDHOrO NPOAYKTY oTpumanu 3 G0wmr
{0,10MMoNkL) HTepMeiaTy 133 Ta 1umr (0,28MMonNe)
MOHOMAPATY MgpoKkcUgy Nmi cnocoboM 3a Npukna-
A0M 32 3 HACTYMHOK CHYUCTKOK XpomaTorpadietd Ha
cunikaren, enotolodn JXM/MeOCH (91 3 1% ourosol
knenotw) MC (HP, EP) mfe 640,2 (MH"), O® BEPX
(50-100% CH:CMN vy Boml 3 0,1% TOOK
25xe ) My=1202x8 , MC (BP, BWA) mfe Pozp anAa
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C:5H3:N:0;5 (MH+) 640,2117, 3naiig 6402116

Mpuknag 96 - 2-[2-(3-
MeTokcuHKapboninamHobBeHacn)dheHINamiHo]-3-{4-[2-
(5-meTun-2-ceHinokcason-4-n)eTokcn]heHin}-
NPOMICHOBa KUCAOTa

28wur notpiBHoro npoaykTy oTpumann 3 50mMr
{0, 79mmone) iHTepmematy 134 ta 12mr (0,28Mmone)
MOHOTIAPATY MNAPOKCHAY NI cnocobom 3a npukna-
AoM 32 3 HACTYMHOK OYWNCTKOK XpomaTorpadieo Ha
cunikareni, enwtorodn AXMMeCH (9 1 3 1% ouroeol
KUCMOTK), Ta po3TUPaHHAM 3 rekcaHom/EA (9 1) MC
(HP, EP) mfe 642 (MNa") 620 (MH"), Od BEPX (50-
100% CH:CN y sogl 3 0,1% TPOK, 25xB ) HYy=13,73
x8 , MC (BP, BLWIA) mfe Posp ana CgnggNgoy{MW)
620,2397, 3Harp 6202384

Mpurnag 97 - 2-[2-(3-
rigporcubenzoinigerinaming)-3-{4-[2-(5-meTun-2-
deHinokcason-4-netokcu]deHn}-nponNcHOBa  KKC-
nota

13Mr noTpibHore npoAykTy oTpuManw 3 S0mr
(0,087mMMons)  IHTepmegiaty 136 T1a  13,6mr
(0,32MMonb) MOHOTIGpaTY MNEROKCUEY MITIO cnocobom
3a npuknagom 32 3 HECTYNHOK OYNCTKOK XPOMEATOr-
pacpiero Ha cwnikaren, enwworovn  OXM/MeQOH
(9119 3 1% oUTOBOI KACNGTH), T2 PO3TUPAHHAM 3
rekcaHom/MeOH (19 1) MC (HP, EP) m/e 561 (M-
H)', O® BEPX (50-100% CH:;CN y Bogl 3 0,1%
TOOK, 25xe ) “y=12121xe, MC (BP, BLIA) m/e
Posp ans CaHaMN:Os(MH"Y  563,2182, 3naiia
5632186

Mpuknag 98 - 2-[2-(3-
kapbaHonmeTokcnberaomyderinamiol-3-{4-[2-(5-
MeTun-2-deHinokcason-4-1njeTokcu]deHin}-
NPOMICHOBa KUCAOTa

16mr notpiBHoro npoaykTy oTpumann 3 73Mr
(0,12Mmanb) iHTepmegiaTy 137 Ta 16mr (0,38Mmank)
MOHOTIAPATY MNAPOKCHAY NI cnocobom 3a npukna-
AoM 32 3 HACTYMHOK OYWNCTKOK XpomaTorpadieo Ha
cunikaren, enwud rekcaHom/EA (91) MC (HPF,
EP) m/e 618 (M-H)", O® BEPX (50-100% CH:CN y
Bogl 3 0,1% TOOK, 25xs) Yy=10,06xe, MC (BP,
EIWIA) mie Posp ans CisHiN:O:(MH") 620,2397,
3naip 620,2384

MNpuknan 99 - 2(S)-(2-BeHacindeHInamMiHo]-3-{4-
[2-(5-meTun-2-nipyauH-4-Inokcazon-4-
INjeToKcH]deHIN}-NponIoHoBa KMCnoTa

191Mr NOTPIDHOMO NPOAYKTY OTpUuManu 3 210mMr
{0, 37mmone) iHTepmematy 143 1a 49mr (1,12Mmone)
MOHOMIFpaTy rgpokcuay Nimio cnocofom 3a npukna-
AoM 32 3 HAcTYMHOK OYUCTKOK XpoMaTorpadlelo Ha
cunikareni, entatooun XMIMeOH (8 1) MC (HP, EF)
mfe 548 (MH"), MC (BP, BIUA) mie Posp ans
CiiHN:Os(MH+) 548,2185, Znaiig 548,2194

MNpuenan 100 MNapoxnopua  2(S)-(2-
BeHacindeHINaMIHC]-3-{4-[2-(5-MeTun-2-(4-
MEeTWNNINepasuH-1-In)Tiazon-4-njetTokcK]deH Imy-
NPONICHOBO! KWCMATH

A29Mr NOTPIDHOMO NPOAYKTY oTpuMmanu 3 S00mr
(0.84mmone) cnonykn 3 npuknagy 42 ta 110mr
(2,52MMONL) MOHOMNAPATY MNAPOKCUAY NITIIO cNocobom
3a NpukNagom 32 3 HACTYMNHOK OYMCTKOK XPOMATOr-
pacdicto  Ha cunikaren, enwtorodn  EAMeOH
(322331 4), T2 MIAKNCIIEHHAM 0,75un
(0,74mmonk) 1M HCI y etepi BuaaneHHAM po3unH-
HUKA ¥ BakyyMml oTpumanu rigpoxnopug TLWX
(EAMMeCH (3/2)) R=0,17, MC (HP, EP) m/e 3585
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(MH), MC (BP, XI) m/e Posp ana CaaHiNi0.S
(MH") 585,2536, 3Hailg 585,2541

Mpuknag 101 - 2(5)-(2-6ensoindeHTamiHo]-3-{4-
[2-(B-meTun-2-(4-r-ByTokcukapbonwmnepasnH-1-
Un)TIason-4-njeTokcn]deHIn}-NnponioHoBa KWCnoTa

80mr noTpiBHoro npopykTy oTpumann 3 140wMr
{0,20mMmMone) IHTepMegiaTy 147 Ta 26mr (0,60MMonb)
MOHOTIAPETY NgpPoKcUIy NimK cnocobom 3a npukna-
AOM 32 3 HACTYNHOK CUYUCTKCOK XpomaTorpadieln Ha
cunikaren, emototoyvn EA/MMeOH (7 3—1 1) MC (HP,
EPF) m/e 669 (M-H)', MC (BP, GLA) mfe Peosp ana
CarHiaN4OgS (MHY) 671,2003, 3Haig 671,2915

MNpwknag 102 - 2(S)-(2-6eHzomndeHnamlHo]-3-{4-
[2-(5-meTnn-2-minepasuH-1-In)Tiason-4-
in)eToKkcu]deHIn}-NPONICHOBA KNCNOTa

Ho pozunHy B65mr (0,10MMoNs) Cnonykn 3 npu-
nagy 101 y 1mn 1,4-giokcady aoaanwu 1,5mn AN HCI
y 1,4-aickcaHl, nepemuwyeann 3rog npu KT po3dnH-
HUK BAAANANK Y BakyyMml | oudwany sanuwor OP
BEPX (30—50% CH.CN v soagl 3 0,1% T®OK npota-
rom 30xB ), oTpUMaBLIKW NOTPIBHWA NPOZYET AK MOHO-
Tpudbnyopauetar MC (HP, EP) m/e 571,2 (MH"), MC
(BP, BIIA)Y mie Posp ana CaHiNOsS (MH)
571,2379, 3nang 571,2382

byTokcukapboHinninepasyu-1-1n)Tiason-4-
NJETOKCH]dreHIN}-NPONICHOBO! KUCHOTK

MNpwknag 103 - 2(8)-(2-6enzoindeHinamiHo]-3-{4-
[2-(5-meTnn-2-(4-MeTuncynbdoHnmnepasvuH-1-
mmiason-4-netokculdreH Nt-NpPonNIOHOBa KMCNoTa

12mr noTpibHoro npoaykTy oTpumann 3 140wMr
{0,21Mmone) HTepMeniaTy 149 Ta 26mr (0,60MMoNe)
MOHOMAPATY MgpoKkcUgy Nmi cnocoboM 3a Npukna-
AOM 32 3 HacTYNHOK OYUCTKOK POSTAPEHHAM 3
EA/rekcadom (1 19) MC (HP, EP) 1/e 647 (M-H)+,
MC (BP, BLWA) m/e Poap ans CizHieNiQeS; (MHY)
649,2155, 3Hang B649,2151

MNpwknag 104 - Metun(2{S)-{1-kapbokcu-2-[4-(2-
{4-gumeTnnamiHodpeHINeTokc)deHIN]-eTUNaMIHO}-
BeHsoaT)

30mr noTpIOHOro npogykTy oTpumanu 3 290mr
{0,61MMone) HTepMeiaTy 155 Ta 71mr (1,83MMonNe)
MOHOMAPATY MgpoKkcUgy Nmi cnocoboM 3a Npukna-
A0M 32 3 HACTYMHOK CHYUCTKOK XpomaTorpadietd Ha
cunikaren), enoolodd EA/MeOH (1 0—-9 1) MC (HP,
EP} mie 461 (M-H)', MC (BP, BLIA) mfe Posp ana
CHzoN205 (MH") 463,2233, 3naitg 463,2228

MNpwenag 105 - 2(S)-{1-MeTokcnrapGoHin-2-[4-(2-
{5-meTun-2-(4-meTunninepazuH-1-1m-nason-4-
ineTokcu)eHIn]-eTuNaMIHG}-BeH3olHa KUCnoTa

150Mr noTpiBHore npopykTy oTpuMany 3 380mMr
{0,65MmMonk) HTepmegiaTy 156 Ta 92Mr (2,19MmMonk)
MOHOTMAPaTY rngpokcugy Nme cnocoboMm 3a npukna-
A0M 32 3 HACTYNHOK CYMCTKOH xpomaTorpadier Ha
cunikaren|, enwowdn EAMeOH (23523 3 1%
NHsOH—1 4 3 1% NH;OH 1a 1% sogm 1H AMP
(OMCO-de, 400mIMy) & 8,04 (g, 1H, J=68) 7,72 (g, 1H,
J=8,0) 7,26 (1, 1H, J=7,2) 7.04 (g, 2H, J=8,4) 672 (4.
2H, J=8,5) 6,59 (n, 1H, J=8,7) 6,47 (1, 1H, J=72)
4,06 (m, 3H) 3,74 (c, 3H) 3,26 (v, 4H) 3,03 (ma, 1H,
J=5,1, 13,8) 2,87 (ag, 1H, J=6,5, 13,7) 2,79 (1, 2H,
J=86,8) 2,34 (m, 4H) 2,19 (c, 3H) 2,17 (c, 3H), TWX
EA/MeOH MC (HP, EP) m/ie 537 (M-H)', MC (BP,
BEWA) mfe Posp ana CiHaNyOsS(MHY) 539,2328,
3Harg 539,2328

MNpwknag 106 - Metun(2{S)-{1-kapbokcu-2-[4-(2-
{4-xnopdoeHinteTokcn)beHIn]-eTunamiHo}-6eHsoaT)
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142Mr noTpiBHoro npogykty otpumanu 3 230Mmr
{0, 49mmone) iHTepmemarty 157 Ta 70mr (1,67Mmons)
MOHOMIFpaTy rgpokcuay Nimio cnocofom 3a npukna-
AoM 32 3 HACTYMHOK OYWNCTKOK XpomaTorpadieo Ha
cunikaren, entowodn EA/MeOH (1 0-181-81 3
1% NH4OH) MC (HP, EP) m/e 452 (MH)", MC (BP,
BELWA) mie Poap gna CasHuNOsCl (MH") 454,1421,
Bnarig 454,141

Mpuknag 107 - Metun(2(S)-{1-rapCokcn-2-[4-(2-
{4-TpucbnyopmeTokcnterinteTokcuydeHIn]-
eTunamiHo}-beH3oaT)

128Mr NOTPIBHOMO NPOAYETY oTpumManu 3 280mMr
(0,54Mmons) HTepmemiaty 159 Ta 72mr (1,72Mmonk)
MOHOTIgpaTy rgpokcugy nimo cnocofom 3a npukna-
A0M 32 3 HACTYNHOK OYWCTKON XpomaTorpadiero Ha
cunikaren, entioroun EAMeOH (10181 3 1%
NMH:OH) MC (HP, EP) mfe 502 (MH)+, MC (BP,
BLIA) mie Posp ana CosH4MNOCl (MH ) 504,1634,
Shavg 504,1647, TWX EA/MeQH (19 1) Rf=0,63

MNpuenan 108 - 3-{4-[2-(beHaokcazon-2-
INMeTUnaMiHo)eTokcu]dreHIn}-3-(4-
6eH30IMTIEHINaMIHC]-NPoNIoHOBa KMGMoTa

PozuwnH 100mr (O,18MmMonb) HTepmegiaTy 160 y
Swmn etadony Ta 1M BOAW HErpIBanu Nig 360R0OTHUM
xonoaunsHWKomM 3 30r KOH 45xB , toHUeHTpyBanu Ao
Macna, nigkdeniesanun 0,1H HCl go pHS Ta geivi no
20Mn ekcTparysanu xnopocopmMom  KoHUeHTpyBaH-
HAM Ta OMWCTKOK XxpomMartorpadIclo Ha cunikaren,
enooyn EA, a nomim 1% HAY B EA oTpumManu 45mr
noTpiBHOoI XoBTOI TBepAaol cnonykn MC (HP, EP) mfe
542 (MH)", TWX (EA 3 1% HAY) Rf=0,38

Mpurnag 108 - 3-{4-[2-(BeHzokcazon-2-
INMeTUnamMiHo)eTokcH]deHin}-2-{2-(4-
©iherinkapborin)deHnNamMiHC]-NpoNIOHOBa KMCNOTa

Jdo poadnHy 900mr (1,44mmone) IHTEpMegiaTy
162 y 50Mn meTaHony Ta 5Mn soAu aodanu 3 B00mr
(14,4mmone) KOH 1 Harpisanu nig 3B0poTHUM XOMo-
AuneHukoM 30xB , KOHUEHTRYBanW, pPo3noginany Mix
docdarHum Gypepom 3 pHY Ta EA KoHueHTpyBaH-
HSM OPraHIkn Ta OYNCTKOK XpomaTorpadieto Ha cun-
kareni, enwwioun 0-5% MeOH y JOXM, oTpumanwu
noTpiBHy XoeTy Teepay cnonyky 1H AMP (CDCls,
200mlMy) & 9,00 (we, 1H) 7,7-7.6 (M, 7H) 7,5-7,35 (w,
SH) 7,2-6,85 (m, 5H) 6,75 (m, 3H) 6,63 (1, 1H, J=7 5)
445 (we, 1H) 3,27 (c, 3H) 3,2 (g, 2H, J=5,7), MC
(HP, X)) m/e 612 (MH)"

Mpuknag M0 - 3-{4-[2-(BeHzoKkcazon-2-
INMeTUNamMHo)eTokcH erint-2-(2-(4-
MeToKcHbeH30INEeHINAMIHO]-NPONIOHOBA KUCNOTA

MoTpiBHY cnonyky oTpuManu 3 290mr {0, SmMone)
IHTepmeglaty 164 ta 31wmr {0,7SmMons) rgpokcway
i cnocobom 3a npuinagom 32 3 HACTYNHOK O4YMC-
TKOK POITUpaHHAM 3 rekcaHom TH HAMP (OMCO-ds
200mluy) 3 8,35 (g, 2H, J=7,3) 7,55 (8, 2H, J=86)
7,39-7,25 (M, S5H) 7,15-69 (m, SH) 6,8 (m, 3H) 6,66
(m, 1H) 4,3 (m, 1H) 4,15 (m, 2H) 3,8 (m, 5H) 3,2 (c,
3H) 3,0 (m, 2H), MC (HP, XI) m/e 566 (MH)",

MNpuenan 111 - 3-{4-[2-(beHaokcazon-2-
INMeTUNamMiHojeTokcu]dreHIn}-2-(2-(4-
MeTUNBeH30IM)deHINamMIHO]-NPONIOHOBA KNCNOTA

Jo poadnHy 760mr (1,35Mmmone) IHTEpmegiaTy
165 y 70mn meTadony ta 15mn sogw goganu 570mr
{13,5Mmonk) LIOH 1-Harpisany nig 3BO0POTHWM XOMO-
OUNEHUKOM 4rof , KOHUEHTRYBaMH, po3noginanud MIX
15Mn Bogn 7 Ta 15mMn xnopodpopmy, pH BogHol dasm
gosogunu 1,0H HCI go 6-7 ExctparysaHHsM xnopo-
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chopMomM Ta QUMCTKO XpoMaTorpadisio Ha cunikare-
ni, entotoloun EA, a notim EA 3 0,5% HALU, oTpumanu
90Mr noTpIBHOI cnonykd MC (HP, ESP) mfe 550
(MH)", TLUX (EA 3 0,5% HAL) Rf=0,44

Npwknag 112 3-{4-[2-(BeH30KCazon-2-
INMMETUNAMIHO)eToKCH]heHIn}-2-(2-(2-
meTunberzoydeHNamMiHO]-NPONICHOBA KMCNOTA

MNoTpIGHY  cnonyky  oTpumanm 3 687mr
(1.22mMMone) IHTepMenlaTy 166 cnocobom 32 npu-
knagoM 111 3 orpumanHam SO0Mr cuporo npogykTy
OuucTrota XpoMaTorpadblera Ha GUNIKAren|, enoYm
40-50% EA y rekcani, a notim 10% MeOH y OXM,
oTpumany 200mr noTpIDHOI cnomykn  21Mr YucTol
dpakyl oTpuManyd npenapatnsHo TLUX (2000 mik-
poH, enweHT EA 3 0,5% HAL MC (HP, XI) m/e 550
(MH)", TLUX (MeOH/OXM, 1/9) Rf=0,35

3aranbHuii cnoci® suroToeneHHs npuknags 113-
128

Wnpuuenodibuui npucTpld Batmada ana dineT-
pyeaHHa PTFE "Autovial" 3 pobounm of'emom 12mn
Ta MTOE meMbpaHow 31 CKNSHWM MIKPOBOMOKHOM
sapaHTaokmnu 100mMr (1,1MmMonk) HTepmegiaTy 118,
aam 4mn TP, SMN NpUAHATHOIC CNWMPTY, SMMONb
OEAK Ta Smmone Pns;P abc TBP B iHwux eunagkax
BUKOPWCTORYBANU SMmonb 1-1"-azobic(M, M-
avnMetundropdamigl Ta 11 XM TId Ak posquHHKK
Micna obepTaHHa Ha cTpywyeaul npubnuaHo 1,5rog
cMony obpobnAny cepisilo NPOMMBOK y TakoMmy no-
pagky Trd, MeOH, TMP, AM®, IXM, cywwnn 30xe 1
poswenntoeany cbpotkole 10% TOOK y TId® npoTa-
rom 1rog OineTpaT nig Bakyymo cBupanu y anapar
Baker spe-24G Glass Column Processor, BUNapoBa-
AW NI 830TOM Ta CYLLIMMK Y BUCOKOMY Bakyyml 24rog,
CHEeRXaBLWKW CUPWA NPOAYKT, SKWK Nigaasanu noga-
NbWA oudcTy 3a gonomorokws BEPX C18 Waters
Delta Prep 3000, konoHka YMC-Pak QDS AA12505-
2520WT 250X20mm | D S-5mm,120A, 0-100% B npo-
Tarom 1/2rog npw weugroctl 18mnfxe , KOHTponoK-
Yk npwn 220, B=0,1% TPOK B aueToHmpunl, A=0,1%
TOOK y sogl Konodka anda ananizy YMC-Pak ODS
AAT1 2505-2520WT 250X4.6mm | D S-5mm,120A, O-
100% B nporarom 1/2rog npu 1, SMnfxe , KOHTpORK-
toun npwu 220, B=0,1% TOOK & ayeTonmpuni, A=0,1%
T®OK y sBoOgI

Mpwvknag 113 - 2-(2-BensocindeHinamiHe)-3-{4-[2-
{(4-xnoptheHinjeTokcu]deHIM-NPoNIOHOBA KUCNOTA

Peakyleto IHTepmegiary 118 3 2-(4-
xNopdeHIM)ETaHoNoOM  BULWEONUGAHNNM  3aransHUM
cnocobom oTpUMaHo #oBTY cnonyky MC (HP, ESPY
mfe 538 (MH"), AHanis (CaoH2sNO4Cl TOOK) BEPX
Yy=22,43

Mpuknag 114 - 2-(2-BeHzcindeHinamiHe)-3-{4-[2-
{4-mMeTunTIason-S-In)eTokcH]beHIN;-NPonIoHOBa  KUG-
noTa

Peakyieo IHTepmegiaty 118 3 2-(4-weTunmiazon-
5-1m)eTaHoNomM BULLLEOTTMCEHNM 3aranbHin  cnocobom
OTPUMAHC XOBTY cronyky MC (HP, ESP") mie 487
(MHY,  Anamis  (CaHaeN:0.STOOK) BEPX
Uy=17.43

Mpuknag 115 - 2-(2-BeHzcindeHinamiHe)-3-{4-[2-
{4- xnopdpeHincynsdaHin}eTokcu]dxeHuT}-NPonNIcCHOBA
KncnoTa

Peakyieto IHTEpMegIaTy 118 3 2-(4-
xnopdreH NcynstaH ) eTaHonomM BALLECNINCAHWUM
3aransHWM cnocofom OTpPUMaHO XOBTY cnonyky MC
{HP, ESP) m/fe 532 (MH"), AHaniz
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(CaoHsNOLCIS TPOK) BEPX Yy=22,65

Mpurnag 116 - 2-(2-6eHzoiNdeHnamiHo)-3-[4-(4-
13onponnBeH3nnokcy)deHIN]-NPoNIcCHOBA KUCINOoTa

Peakyicio HTEPMEAIATY 118 3 4-
130NPONINGEH3NNCBUM CNMPTOM BWLLEONWCAHUM 3a-
ranbHUM cnocobom oTpuMaHo HOBTY cnonyky MC
(HP, ESP") mie 516 (M+Na') 494 (MH"), Awnars
(Ca2Hz1NO4-TEOK) BEPX Yy=23,36

Mpuenag 117 - 2-(2-6eHzoindeHiNamiHo)-3-[4-(4-
xnopbeHaunokcn)deHIn]-npoenioHoBa KWCNoTa

Peakyieio HTEepMealaTy 118 3 4-
xnop6eH3nnosUM CNMPTOM BUWECMNWCEHWM 3ararnb-
HWM cnEcODOM OTpuMaHO XOBTY cnonyky MC (HP,
ESP') mle 4856 (MH"), AHam3z (CzHuNOLCI-TOOK)
BEPX Yy=21,95

Mpuknag 118 - 2-(2-0enzoinderinamino]-3-{4-[3-
{4-meTokcudeHIMNponokcu]heHI}-NponicHoBa  KUC-
nota

Peakyieio IHTepMegiaTy 118 3 2-(4-
METOKCHCESHIM)NPONEHONOM BULWESONUCaHUM 3arab-
HWM cnEcODOM OTpuMaHO XOBTY cnonyky MC (HP,
ESP') mfe 510 (MH"), Anamz (Ca:HzNOsTOOK)
BEPX Yy=23,48

Mpuknag 118 - 2-(2-Cenzomndennammuo)-3-{4-[2-
{4-aumeTnnamiHodeHIN)eToKCH | heHIm}-NPonIcHoBA
KWCnoTa

Peakyieio IHTepMegiaTy 118 3 2-(4-
AUMETUNEMIHOMEHIN)ETAHONOM BULIEONWGAHUM 3a-
ranbHuM cnocobom oTpMMaHO HCBTy cnonyky MC
(HP, ESP) mle 509 (MH),  Anens
(CyHz:N2Q, TOOK) BEPX Yy=1681

Mpurnag 120 - 2-(2-6eH3oiNndeHnamiHo)-3-{4-[2-
{(4-6pomMdeHokcn)eTokcH]dbeHIM}-NpPONIOHOBA KNCHNOTa

Peakyicio IHTEpMEZIaTy 118 3 2-(4-
OpompeHOKCH)eTaHONoM BULLEONNCAHAM 3araibHum
cnocoBomM CTPUMAHD XOBTY cnonyky MC (HP, ESP)
mfe 560 (MH"), Ananis (CaHasNerOs TOOK) BEPX
Uy=21,28

MNpuenag 121 - 2-(2-6eHz0i1NdeHINAMIHO)-3-{4-[2-
(S-HITponIpuAWH-2-INokcu)eTokcu]deHIn}-nponioHoBa
KUCnoTa

Peakuyicio iHtepmemiaty 118 3 2-(5-HmponipugmnH-
2-INOKCM)ETAHOMOM BAWEONNCAHNM 3aranbHiM cno-
coboM OTPUMAaHO XOBTY cnonyky MC (HP, ESP’) mfe
528 (MH"), Anamiz (CxHasN;O7-TOOK) BEPX
Uy=20,02

MNpuenag 122 - 2-(2-6eHz0iNdeHINAMIHO)-3-{4-[2-
(3-{6-MeTUNNIpUAUH-2-IN}NPoNOKCK)ETOKCHdheHIn}-
NPOMICHOBa KUCAOTa

Peakyico  iHTEpmegliaty 118 3 2-(3-{6-
METUNMIPWAWH-2-II}NTPONOKCH)ETAHONOM BULLEDNUCA-
HWM 3aranbHUM cnocobBoM OTPUMAHO MOBTY CNOMYKY
MC (HP, ESP) mfe 539 (MH+), Ananis
(Ca3H2aNOs- TOOK) BEPX Yy=16,35

MNpuenag 123 - 2-(2-6eHzoiNdeHiNamiHo)-3-[4-(2-
NipKAUH-3-1NeToKcH]deHIN]-NPoNICHOBA KUCNOTa

Peakyieio IHTepMegiaTy 118 3 2-(2-
NIPVAUHIN)ETAHONOM  BUWESONWCAHUM  3aranbHum
cnocoBomM CTPMMAaHD KOBTY cnonyky MC (HP, ESP")
mfe 467 (MH"), Anamz (CaHzN:0,TOOK) BEPX
Yy=15,84

Mpuknag 124 - 2-(2-Cenzomndennamuo)-3-{4-[2-
(3-meTun-EH-okconipuaasnH-1-In)eTokcu]dheHn}-
NPOnICHCBA KMCACTa

Peakuyieww HTepmegiaty 118 3 2-(3-metun-6H-
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QKCoNIpMAa3NH-1-IN)eTaHONOM BULIEONMGAHUM 3ara-
NMeHUM cnocoBom OTPUMaHO XOBTy cnonyky MC (HP,
ESP+) mfe 498 (MH+), AHam3s (CiHxN:O0s-TPOK)
BEPX Yy=185,64

Mpwvknag 125 - 2-(2-benaomndennamnol-3-{4-[2-
{4-TpudpnyopMeTokcUbeHIN)eTokcu]heHIn}-
NponoHOBa KUCNoTa

Peakyleto IHTepMegIaTy 118 3 2-(4-
TpudnyopMeTorcMddeHIN)ETAHONOM  BULSCNHUCaHUM
saransHWM cnocoComM OTPMMaHO #0BTY cnonyky MC
(HP, ESP)} mle &850 (MH"),  AHam3
{C21H26NOsF:-TOOK)

Mpwvknag 126 - 2-(2-benaomndennamnol-3-{4-[2-
(3-u1aHoheHoKCH)eToKCH]heHIN}-NPOoNICHOBA KUCNOTA

Peakyieto IHTepMedIaTy 18 3 2-(3-
LaHoeHOKCH)ETAHONOM BHLEONWGAHUM 3ararbHUM
cnocobom oTpUMaHo #oBTY cnonyky MC (HP, ESPY
m/e 507 (MH"), Arania (Ca1HzsN20s -QOK)

MNpwknag 127 - 2-(2-6eHzcindeHinamiHo)-3-{4-[2-
{B-meTokcMNIpna MH-2-INcynbgaHn)eTokcn]deHIr}-
NPONIOHOBA KNCNOTA

Peakyieto IHTepMedIaTy 18 3 2-(6-
METOKCHNIPUAUH-2-1NcyNbaHIN)ETAHONOM BULLe-
ONUCAHWM  3araneHUM cnocoboM OTPUMEHO MOBTY
cnonyry MC (HP, ESP+) mie 534 (MH"), Anams
(CagH23MN205-S-TCOK) BEPX Yy=21 838

MNpwknag 128 - 2-(2-6eHzcindeHinamiHo)-3-{4-[1-
{4-HiITpodoeHIMNIponAUH-2-INMeTOoRC K JdpeHIr;-
NPONIOHOBA KNCNOTA

Peakyiero HTepmegiaty 118 3 (S)-(-)1-(4-
HITpodeHin)-2-niponiAnd MeOH sullecnucaHumM 3a-
raneHuMm cnocoBoM oTpUMaHo XOBTy crnonyky MC
{HP, ESP) m/fe 566 (MH"), Ananiz
(C33Hz1N: 0 TOOK) BEPX Yy=22,072

AneTepHaTMBHWIA IHTepMeglaT 23

BukopWucTaHO HWKYEHaBEAEHWA anbTePHAaTMBHWA
cnocit 1,00ekB {1,004 33 Maco) 2-
DEeH30INUMKNCrekCaHoHY {Denny WA et
al J Med Chem , 1978, 21(5), 430-7) 1,00eks (0,964
33 Macow) MeTunoeoro ectepy L-TupoauHy Ta 5 of'-
EMIB AMMETORCIETAHY MPIMK NI 3BOPOTHWM XOMogu-
MEHUKOM MPOTArOM HOMI, NOTIM BigraHanu 2-2,5 ob'-
EMIB PO3YMHHWKE | JABEIW CYCMIEH3Il OXOINOHYTH A0
KT TpoaykT BIADGINBTPORYBANK NI BAKYYMOM, Npo-
mueanu 0,5 of'emMaMn XONO[HOTO AWMETOKCIETAHY |
NpoTAroM Hodl cywunu nig eakyymom [Ho 1 ,00eke
{1,004 3a macow) yeoro npogykTy gogasany (0,104
3a macow) nanadio (10%) na akTMBOBaHOMY BYMINI,
0,75eke (0,274 3a Maco) h- HITpOTONyoNny Ta 8-12
of'emiB 1-6yTaHONY | IHTEHCUBHO MPINW NI 3BOPOTHUM
XONMoAWNEHWKOM npotsrom 4-18rog B arMocdiepl
A30Ty, NOTIV ¢hINETRYBANK NIA a30TOM Yepes BpoyH-
MITepuT  nNpoMuBann  2-3 ob'emammn  rapAdoro -
ByTanony Ta oxonoaxysany QIULTPar 40 30BHILWHBOI
TeMnepaTypu, NICNA YOrc 36UPanKn KPUCTanNW BaKyym-
HUM PINETPYBAHHAM, NMPOMHMBANMN XONOJHUM ETaHo-
FIOM Ta CYLWWNK ¥ BaKkyyMI

AnsTepHatMeHwA IHTepmegiat 117  (kmcnoTHWA
aHanor IHTepmeg aty 23)

BUkopHcTaHO HUXUeHaBeeHWA ansTepHaTUBHUA
cnocib o cycnensi HTepmegiaty 23 1,00eke (1,04
3a Macow) vy 1,2-25 ob'emax TMP npu 15-25°C popa-
Banu po3umH 2,2eke (0,244 3a macow) ngporcugy
HaTpI ¥ 1,2-1,4 ob'emax BogW 3 TAKOW WBWAKICTHO,
wob He nepesuwnTy 25°C, nomim HarpiBanw o 15-
25°C Ta nepemilyBany A0 BIACYTHOCT! BUXIAHWX Ma-
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Teplanie npu koHTpor TWX HAopasanw 2,2-2,Geks
(2.7-3,200) 2-3M HCI go gocarHenHa pH 3 3 Takow
WBKWAKICTIO, LWob He nepeenuTH 25°C, noTiM aoAa-
ganu 6-7 ob'emie EA | IHTEHCWBHO nepeMilyBani
cymiw 0,3-1rog , pozaunmany Wapwu | OpraHi4HUA npo-
Mueann 2-3 ob'emaMu poscony, KOHUEHTPYBamu Ao
1,5-2,5 ob'emis 1| gasann KpwctanisyBatucea AnA 3a-
BEPLIEHHA KpucTansayl gopasand 4-5 ob'emis ren-
TaHy, Kpuctanu eiadgINLTpoByBany, npomusand 4-5
ob'emMamu renTaHy | CyLKnn

IutepmepiaT 117 (Me3nnaTHWA aHanor okcasano-
Boro cnupTy 1A Maybrdge)

BukopwcTaHo HuxueHasegeHwd cnocib Fo cy-
cnensil 1,00eke (1,0u 3a wacow) 2-{5-MeTun-2-
deHinokcason-4-njetadony (npugbaHoro el May-
bridge), 10 ob'emie Tonyony Ta 1,1eke (0,7506) TEA
Jopgasanv npu 20-25°C 1,1eks (0,4206) weTaHcy-
NeOCHIN-XNOPWAY 3 TAKOK WBWAKICTHO, Wob He nepe-
eauTn 40°C, noTiM cymIW NpOTAroM 1rofg Oxono-
Axyeanu ao 20-25°C OpraHiuHUA Wap NpoMMBanu
3,5 of'emamn Bogn Ta 1,2 ob'emamMmn poscony, KoHYe-
HTpyBann go 5 ob'emis | nepemiwysann npu 25°C
nokw He sigbysanaca kpuctanisauyia [ns saBeplueH-
HS KpucTanizayn gogasann S ob'emiB rentany, nepe-
MiLLysanwn npu 25°C 1rof , TBepAWiA npofykr siadi-
NETPOBYBANW, NpoMwean 4 ob'sMamMu renTaHy |
CyLWMNY ¥ BaKyyMHIA Wwadpl npwn 50°C

AnNsTepHaTWBHUA npuknag 29

BukopwcTaHo HuxueHasegeHwd cnocib Fo cy-
cnensil ¢dedony, 1,00eks (1,0u 32 MacoKd) MHTEpPMe-
aiaty 117 y 1 ob'emi AMCO 1a 2 ob'emax Bogu goga-
ni 24eks  (0,26u 3a macow) Teepgoro NaOH,
nepemiwyeanu npy S0°C 1| kpannaMw gopasanu pos-
umH 1,28eke (1,04 32 MACO0) Me3MNaTy, IHTEpPMEed a-
TY 167 v 3 ob'emax AMCQO, wob He nepesuliuT 48-
52°C, nepemiwyeanu 22rof npu Wi Temnepatyp!,
oxornogxyeanw go 25°C Ta Tpudl npomueanu 6 of'-
emamMn meTun-T-ByTunoeoro eTepy BopHy dasy pos-
Oapnanm 2 ob'emamun etaHony, nomim 2 of'emamm
NBOARAHO! OUTOBOI KMCNOTH, NGNS YOro Npw IHTEHCHB-
HOMY MepemIlyBaHHI Epannamd foaasany € ob'emis
BOAW KonKn po3dvH NOYaB 3aTEMAPKOBATUCA Ta MyT-
HITW, AOASMW 3aTPaBOYHI KPUGTaNM, oTPMMaHUi ocag
BlIAINETPOBYBANK, NpoMueanu 6 ob'emamn sogn, 12
ob'emamun 1/1 eTaHoNy 3 BOAOK | CYLWWWIW ¥ BAKYYMHIRA
wadp npy 50°C YTBROpEHWA XOBTWA TBEpAWA npo-
OyKT nepekpwcTanizoeyeand 3 18 ob'emie 95/5 eta-
HOMy 3 BOAOK | CYLLWNKW ¥ BakyyMHIA wacdpl npu 50°C
A0 NOcTIAHOI MacK

Lpyrvi ansTepHaTuBHWA Npuknag 29

BukopuecTaHo HuxueHasefeHWdA cnocib Mo cy-
MiLLd ecTepy deHony, HTepMeniaty 23 1,0u 3a ma-
COK), 2-(5-meTun-2-peHinokcazon-4-1njeTaHony
(npugbaHoro el Maybndge) (0,654 3a macoro) Ta
TpudeHindgochiny (0,834 3a macow) v 3.5 ob'emax
Tonyony npv 40°C kpannamu gogaeany poadumd 0,66
of'emie Alsonponinascaukapbokcunaty v 0.5 ob'emax
Tonyony, wob He nepeenwutn 40-50°C [Micns zaee-
pWeHHA peakyl, wo koHTponieann BEPX, posuuH
KOHUeHTpyBanu npu 50°C y Bakyymi, Bugansrdn 2
of'emu TONyony, oxonogxysanw 40 KIMHETHOI TeM-
nepatypy, posbasgnann 4 of'emamu  MeTUN-T-
Bytnoeoro etepy | oxonoaxyeanu go 0°C Yepes
1rop cymiw pINETPYBANW AN BUAANEHHS 3anULKIE
TpudbeHingochIHOKCHAY | NpomuBany dinsTp 2 ob'-
eMamp xonogHero (0°C) meTun-T-ByTuNoBOro etepy,
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NpoMWBany oTpMMaHni posduH npn 0°C 2.5 ob'ema-
v 2.5H NaOH [Hopasanwm 2.5 ob'emun 2,5H NaOH 1
nepemilysan cyMill npy KT A0 3aBeplueHHA riapo-
niay (BEPX) Hopasanu 5 ob'emie AMCO Ta poaginga-
nv cbasn BopHy npomueanu 3 oB'emamu meTwn-T-
Bytunoeora etepy, posbaenann 2 ob'smamn eTaHo-
ny, notiM 2 ob'emamn NbOAAHOI OUTOBOI KWCIIOTH,
NGNS 4Cro NPY IHTEHCWBHOMY NEeReMILYBaHHI Kpan-
naMn gofaeanud 6 ob'emis sogn Konw posunH nouar
3aTEMapIOBaTUCH Ta MYTHITH, AOJaNMK 3aTpasoqHI
KPMCTanu, oTpUMaHui ocag BIADINETPOBYBANK, NpO-
musanu 6 ob'emamn 1/1 etaHony 3 Boaolo | yTBOpE-
HWA TEEepAVA NpogykT 30oBTYBanKn 3 6 ob'emamn ra-
payoro 1/1 eTaHony 3 BOAOK Ta MINLTPYBANW NPK
70°C YTEOpPeHWA TBepRWMA MOBTUA NPogyKT Nepekpu-
cTanizosyeanu 3 13 ob'emie 85/5 eTaHony 2 Bogow |
CYWWNK ¥ BakyyMHIA wadh npw S0°C go nocTifHo
macu

EdekTusHICcTs cnonyk (MeToaukK)

1 AHamia TwMyacoeol cnieTpaHoderuyn AMNMP-y
XIMEPHI nnasMign  ekcnpeci peuenmopie  pSGS-
mAITP-g ta pSGS-hATTIP-g, a Takox nepefparouy
nnaamigy (UAS)s-tk-CAT  paHiwe onucaHo
SAKlever et al, Cell 83 813-819, (1995},
J M Lehmann et al, J Biol Chem 12853-12956, 270,
(1998) Ananiz TIMYACOBOI CnIBTpaHcdekyl 3 BUKO-
PUCTAHHAM LUX NNasmi] BUKOHAHO 3MAHO 3 ONUCOM ¥
SAKlever et al, Cell 83 813-819, (1995),
J M Lehmann et al, J Biol Chem 12953-12956, 270,
{1995)

2 Anana ag'dsyeaHHA niranmie hAMNMNP-y 3s'a-
sytodl rmiraHgn AMNMNP-y goMenn {aMmiHokucnoth 195-
475) excnpecygany 3 10 MNCTUAWHOBUMI 32MNHLLIKAMI
Ha N-KIHY ¥ kmimuHax E coll Peyenmop 3 nmizoeaHwx
KMITAH OYULWAMNA 3 BUKOPUCTAHHAM KIHLUEBOMC eniTony
BuxigHuii Binkosuid posunH posGaenany go 200HM y
Dydoepl ana aHamay (50w Tpuc, S0MM KCI, pH 8,
20mM CHAPS, 2mM EATA, 10 M guTioTperrony (cei-
¥oro)) BesnccepeHs0 Nepej BUKOPUCTaAHHAM Cno-
Aykn anA pocnify rotyeany 3 6mM euxagHoro posadu-
Hy ¥y AMCO Byno 3pobneHo fppa nNocnigoeHI
posbasneHHA Cydepom pna ananizy y 10 pasis 3
OTPMMAHHAM KOHUEHTRpAWW cnonykw Ta Oyhepy
B0uM Ta 1%, eBignoeigHo fo pesepsyapy y Halniel-
WIA KOMOHYI NNATY AN MIKPOTUTRYBAHHA, B AKIA Dyno
67.5un bydepy AnNs aHanisy, jofaganud 12 5un pos-
BaBneHol cnonykW, NEPMIWYBaNW Ta NEepeHOCHNM
2510 UbOro PO3UKHY ¥ HACTYNHWUA pesepByap, B AKO-
My Aora smiwyeanu 3 S0un Bydepy (po3baeneHHA y
3 pasu) [lpouec noeTopkBanK A0 OTPUMEHHA KOH-
UeHTpayiHoro paay 3 11 koHYyeHTpayId ansa KoXHoI
chnonykw Ha nnaTl 3 96 pesepeyapaMu Hainpasiwwnid
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pesepbyap Dys KoHTPoNbHUM [NsA KoXHOro gocnigy
CTPYMOM NOBITPS BACYLLYBAN JOCYXa ¥ CKIAHIA KON-
B! NPUAHATHY KINBKCTL 3H-BRL 48 653 | pecycneHay-
Banu fo koHueHTpaun 400HM y Bydepr ANA aHamay
(S0MM Tpuc, 50mM KCI, pH 8, 20MM CHAPS, 2MM
EOTA, 10MM gumioTperrony {ceikaro)), 36obTysanu
Ta obpobnanwu 10 ¢ yneTpaseykom o KOXHOIo pese-
pBYapy 3 BMICTOM JOCIIANYBAHO! CNOMYKW ACAaBANW
pagcniradn [3H]-BREL 49 653 Ta peuentop [1naTu
2rop HkyByeanu npw KT nomim 30xe oxonofxysanu
Ha Neogy S0WN 3pasky 3 KOXHOrO pesepsyapy OAHO-
YACHO NEPEHCCUIM HA YPIBRHOBAKEHUA pE3EpPBYAPHURA
6nok ana rene-pinNsTpyeaHHa AGTG 96 (Advanced
Genetic s Technology Corp ), BAKOpUCTOBYIOMW 2BTO-
MaTudHWA gosaTtop Zymak Rapdplate Bnok posmi-
WYBaNK 3BEPXy CBIXOI NNatv ANA MIKPOTWTRYBaHHSA
Ta ueHTpudpyrysand @ 11009 4xe [o roxHoro pese-
peyapy gogasanu no 100N cyMHTMAAYIAHOI pIUHW,
nNaTv 3akpuBany | nepes nigpaxyHkoMm Ha Wallac
1250 Microbeta counter ypiBHOBAaXYBaNW W OHaAMe-
HWwe 4 roguHKu

HecneywndoiuHe 3B'S3yBaHHA BU3HEYaNW ¥ KOHT-
pon:=HOMY pe3epByapl 3 BMICTOM Hagnuwky [3H]-BRL
49 633, B gHImManK Bl 3HaYeHL ANS YCIX pe3epByapiB
1| Byaysand sanexHicTe CPM-38'A3yBaHHA Bl KOHUE-
HTpaUll CNonykd 3HadveHHs KI Bu3HaYanwW 3a HeniHIi-
HOW, WOHAWMeHWe KeaapaTudHo obpobKolo gaHwx
ANs NpOcTOl MOAEN! KOHRYPEHTHOrO 38'AsysanHHA AnA
ananzy sukopucToByBanu Kd ana [3H]-BRL 49 653 v
200HM 3 Axamsz in vive JHocnigd nposefieHo Ha
db/db muwax (n=40-48), eikoM npubnuaHo 60 A16,
SIKMX PO3AINUNK HA TPYNW £Na oBpoBKK NIKYBANBHUM
sacoboM abo cepegoenwem 8-12 TsapuH 3 KOXHOI
rpynk ByNo poamIWeHo no ABl Y METABONIMHUX KINTH-
Hax Nalgen |HWwx TBAapwWH po3miwany no 3-4 y craH-
OapTHUX CITYacTUX KAITWHAX [ocnifxyeaH! cronykun
POSBORMNM ¥ MPUAHATHOMY po3pIgxXyBadl TBapuHU
oaepxypanu abo pospigxysad, abo cnonyry y o3l
Swvr/kr y o6'emi Smn/kr geivil Ha foby eBogunu nepo-
pancHo uyepes kateTep npoTAarom 14715 Logoboel
BUMIDU ANS BU3HAYEHHA CMNOMUBAHHA BOAWU Ta 1%,
BUAINEHHS Geul, BAICTY TFOKO3W ¥ HIA Ta 3MIHA MacK
TINa NPOBOAMINKA HA MWWAX 3 MeTABONIMHUX KNTUH
TeapuH 31 3BUYafHVX KNITUH 3BaXysany npubnusHo
KOXHI 4 go0n gNs KOHTRONK 3MIHKW Mack Tina JUgHa-
KOBY KINbKICTL TBAPWH 3 KOXHOI rpynu sunpobysanu y
Aobu 0,47 Ta 14 Muweld aHecTesyeanu 13odnypa-
HOM, 3paski KPOBI CTPUMYBANMW GEPLEBOK MNYHKLEHD
Ta aHanisysanm Ans BW3HAYEHHA PIBHA [TIIOKO3N ¥
NNasmi, \HCYIIHY, 3ararbHOMC XONecTepuHy, TRWINI-
LepvgliB Ta HeecTepnbIKoBAHUX XKHUPHUX KWCnoT
(HEXKK)
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Tabnuus

Blonoriuni pesyneTaTd Ana cnonyk 1-128

Ne | AlMP-y % 3HUMEH-
NPUK- (KpaTH po3e SKZEI(EI‘}) T{H(Ehpfl-; HA TMOKO3N
nagy el 5 ¥ Nnasmi

1 26 860 55

2 23 100 1000

3 3

4 20 3000 1000

5 10 9000 >3000

8 4

7 5

8 720 21

9 639 70

10 170 3200

11 23 10 110

12 5 20 58

13 60 1300

14 18 1 30

15 1 40

16 1 20 63

17 1 80

18 5 10

18 65 185

20 120 180

21 150 530

22 I 20 65

23 1 50

24 1 30

25 1 70 .

26 670 1900

27 400 3200

28 25

28 02 20 70

30 50 300

3 450 145

32 1 25

33 0,1 30

34 0,5 10

35 5 1

36 40 380

37 1 50

38 1 160

38 865 3000

40 5 70

41 5 70

42 5

43 1000 1000

44 185 15

45 1 30

46 900 750

47 50 240

48 20 118

48 10 80

50 50 390

51 350 140

52 80 100

53 25 70

54 250 3000

55 460 1400
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56 1 10

57 150 1245
58 1 20

59 Q5 100
60 1 15

61 15 10

62 20 20

63 20 30

64 10 S0

65 140 40

66 230 20

67 02 10

68 1 10

69 100 290
70 200 250
71 150

72 5 30

73 25 115
74 55 800
73 100 75

76 10 110
77 65 155
78 200 40

79 30 S0

80 10 10

81 400 130
82 25 65

83 165 350
34 55

85 20

36 30 650
87 465 1160
38 05 £0
89 60 3000
o0 3000
91 20

92 400 20
93 55 100
94 10 40
95 700 380
06 300 280
97 20 5

93 375 10
99 1 70
100 1 40
101 1 70
102 80 20
108 180

104 800 3000
105 35 140
106 300 140
107 190 40
108 20 80
109 200 700
110 65 50
111 10 70
112 10 130
113 80 150
114 250 140
1135 165 200




91 58502 92
MpogoexeHHa Tabnuy, 122 500 625
123 620 280

116 165 470 124 810 130
117 1000 655 125 200 160
118 500 730 126 800 370
119 470 3000 127 460 160
120 350 65 128 20 70
121 320 100
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