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for ring, selected from group, consisting of
piperonyl, indanyl, naphtyl, possibly substituted
phenyl, benzodioxole and phenoxymethyl, (values of
radicals are given in the invention formula), their
pharmaceutically acceptable salts and pharmaceutical
compositions, containing them, which can be applied
for treatment of various central nervous system
disorders, especially such as anxiety, depression,
convulsions, epilepsy, migraine, bipolar disorder,
medication abuse, smoking, ADHD, obesity, sleep
disorder, neurogenic stroke,  cognitive
impairment, neurodegeneration and muscle spasm.
EFFECT: obtaining novel azole compounds and
their ~ pharmaceutically  acceptable salts and
pharmaceutical compositions, containing them, which

pain,

can be applied for treatment of various central
nervous system disorders.
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TekcT onucanus NpuBeAcH B (DAKCUMUIBHOM BHJIE.
O6mnacTh TEXHHUKH.

JlarHOe H306peTeHNe HAIpaBIeHO Ha HEHPOTEPANeBTHIECKHE a30JIbHBIC COCIMHCHNS,
conepxalue kap6aMOIBHYIO TPYIITy, KOTOPbIE IPUTOJHBI B Ka4eCTBE MPOTHBOCY IOPOKHBIX

arcHTOB.

YPOBEHb TEXHUKH.

Bo MHOrMX MHCTOYHMKAX OIIMCAHO, YTO apAJIKUIbHBIC a30JIbHBIC COCTUHCHMSA
30(pEKTUBHO TPUMEHSIOTCS B Ka4yeCTBE IPOTHBOCYAOPOXKHBIX, HIPOTHBOMHKPOOHBIX U
TANOrTAKeMIdecKAX areHToB. OJHUM #M3 TakUX CTPYKTYpHO ONpENeNIEHHBIX KJIacCoB
IPOTHBOBIAJIENTAIECKHUX JIEKAPCTB ABILIOTCA (APHIIAIKII)MMHAIA30)TBL.

B J. Med. Chem. 24, 67 (1981) u B J. Med. Chem. 24, 727 (1981) omucaus
napumunon  (2—(1H-nmunason-1-mn)—1—(2-HadTaTMHAT)ITAHOH M JEH3EMOT (a—(4—(2-
denmmotn)-  Qenwn)-1H-umunason-1-sraHon), OHH  SBISIOTCA  AByMS — HE3aBHCHMO
0OHAPYKEHHBIMH TpPE/CTABUTEISIMH  3TOM TpPYNIbl M 3alMINAIOT MEBINEH X KpBIC OT
MaKCHMAJIbHBIX TOHUYECKHMX CYJOPOTr, BBI3BAHHBIX DJIEKTPOLIOKOM WM NEHTHUJICHTETPA30JIOM,
HO He YCTPaHSAIOT KJIOHWYECKHEe CYIOpPOTH, BbI3BAHHBIC [CHTHJCHTETPA30JIOM, CTPHXHHHOM,
GUKYKYIMHOM MM IMEKPOTOKCHHOM. DTO I0KA3alio, 9T JIEHUMMOI ¥ HaQHMUIOH obnanaroT
npo(MIIEM aKTHBHOCTH, IOXOXHM Ha NPOQuiIb aKTABHOCTH (QEHUTOHHA HITH kapOamasenuna,
4TO OTAMYACTCA OT IpodHiel aKTHBHOCTH GapOHUTYpaTOB MM BATBIPOEBOH KHUCIOTHL bonee
Toro, 06a 3TH arenTa 0fNafaroT NIPHEMIIEMBIMH TEPAIIEBTUIECKUMH HHACKCAMH M 3allH THBIMA
nHAekcaMH. XOoTs (GOpMabHEIE OTYETHl O TINATEJIBHO KOHTPOJIMPYEMBIX KIIMHAYECKHX
WCTIBITAHUAX He OBLIM OMyOJMKOBAHBI, NIPEABApHTEIbLHBIE COOOIIEHNs MOKA3BIBAKOT, YTO 3TH
nexapcTBa 3¢ GEKTUBHEI JUIA SITHICITHKOB.

UccnenoBanys 3aBHCHMOCTH  AKTHBHOCTH OT  CTPYKTYPBI I[10Ka3blBalOT, HTO
NPOTHBOCYXOPOXKHBIE ~ CBOMCTBA O9TOM TpYNIBl CBA3aHBl C  HAJIMIHCM HeOOIBIION
KHCIOpOCOeprammell (yHKIHOHAIBHOR TPYNIEl (Tako# Kak KapOOHMI, STHICH- JIHOKCH,
METOKCH, AlJWIOKCH M THIPOKCHIBHAS IpyNNa) B IKATCHOBOM MOCTHKE B J0OaBICHHE K
HMHA30JTBHOMY KOJIBLY ¥ JMNO(QHIGHOH apyIBHOH 4YacTH, obneryaromeil MpOHUKHOBEHHE

gepes remarosHiedayecKui 6apeep.
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B J. Med. Chem. 24, 67 (1981) omucaHsl obnagalomue MPOTHBOCYIOPOXHBIM

meficTBueM npouspoxmble  1—(HadTHnankun)-1H-HMHIa3ona, HMeOIMMe  CIEAYIOUIYIO

cTpykTypHyto dopmyay (I) u (II):

_N
A n@

ey

rme A obosmauaer O, -OCH,CH,0-, -OCH,CH,CH,0-, —OCH(CH;)CH,CH,0-,
~OCH,C(CH3),CH,0-, (OCH3);, -SCH,CH;S~, ~SCH,CH,;CH,S-, (SCH3),, (SC;Hs),, (S-n-
C3H»)3, (8-i-C3Hy),, (S-i-C4Hg)z, (SCeHs), umu (Hz);

aJIKMJIbHAs LeNb 3aMeLleHa B [IOJIOXEHHH | HIIM B MOJIOXKEHHH 2 HaTATHHOBOTO KOJIbLA;

R o6o3navaer H, 6-Cl, 6-Br, 6-~CH;, 6-C,Hs, 6,7«(CH;),, 6-~OCHj;, 1-CHj;, 7-CH;,
7-C;3Hs, 4~CH(CH;); umu 6,7«(OCHj;),; 1

n o6o3Havaet uenoe yucao ot 0 1o 2;

P8 I
rae X o6osnawaer OH, OCH;, OC;Hs, O-n—C4Hy, OC¢Hs, n-OC¢H,Cl, 0—OC¢H4CH;,
OCOC,;Hs, OCOC¢Hs, SCH3, SOCH; nmu SO,CHj;
aNKWIbHAs LieNb 3aMelleHa B M0JIOKEHHH | WK B MOJIOXKEeHHH 2 HahTATHHOBOTO KOJIbLIA;
R o6osnavaer H, 6-Cl, 6-Br, 6~CH;, 6-C;Hs, 6,7-(CH3);, 6~OCHj;, 1-CHj;, 7-CH;,
7-C;Hs, 4-CH(CH;), unu 6,7-OCHj3),; u

n o6o3HayvaeT Hesioe yucao ot 0 no 2.

B J. Med. Chem. 24, 727 (1981) onucaHa IpoTHBOCYIOPOXKHASA aKTHBHOCTh N—(6eH30-
MJIATIKHI)AMHUIE30JI0B U N—~0—()eHUI—0-THAPOKCHAIKUII)IMHIA30JI0B, TNPEICTaBIEHHBIX

cleyroImuME oMy cTpykTypHbeIMH dopmynamu (III) u (IV):

(11T)
roe R obosnayaer 3,4-(HO);, 4-HO, 4-NO,;, 4-NH,, 4-CH;, CONH, 4-CH3;SO; NH, 4-
CeHsO, 4~(1—C4Hy), 4~(s—C4Hy), 4—(c—C¢H\,), 2-CsHs, 3-C¢Hs umu 4—C¢HsCH,CH, 1
X obo3snavyaetr CH,, CHCH3, CH;CCH3, CH,CH, nim CH(CH;)CHjy;

Crtp.: 5
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(Iv)

rme R obosmauaer 3,4-(HO),, 4-HO, 4-NO,, 4-NH, 4-CHs, CONH, 4-CH;S0O; NH, 4-
C6H50, 4—(t—C4H9), 4—(S—C4H9), 4——(C—C6H1 1), 2—C6H5, 3—C6H5 U 4-—C6H5CH2CH2 U
X o6o3mayvaetr CH,, CHCH3, CH3CCH3, CH,CH, nn CH(CH3)CHy;

B J. Med. Chem. 29, 1577 (1986) pacKkpsITEl 3aBUCHMOCT CTPYKTYpa — aKTHBHOCTD ¥
(ApHLIATIKHIT)IMHIA30JI08, 00NaalOMMX IPOTHBOCY AOPOXKHBIMA CBOUCTBAMH, KOTOPBIC MMEIOT

oburue ctpykrypusie dopmymsr (V) u (VI):

=N
NJ\/N\/) W)

rie Ar o6osmadaer Genso[b]ruen-2-un, GeHzo[b]Tuen-3-un, Gensodypan-2-ui, ¢enanTpen-2-
w1, 9,10-murumpodenantpen-2-mi,  9,10-1uruapodeHaHTper-3-u, HaQTaMHH-2-HJI M
Had TAIMH-3-UTT; U

X o603nagaer O wmm (H, OH);

s » 1 ==
n R4
¢ )
s R1 R2 7 R3

rne X o6osxagaer O, (H, OH), (H, OCOPh), (CH3, OH), ~SCH,CH,S, ~OCH,;CH,0—-, —
OCH,CH,CH,0-, -OCH(CH3)CH,0-, ~OCH,C(CH3);CH,O~ i (H, H);
ANKUTbHAS Leb 3aMelleHa B OT0KEHHA 1,2 Wil B OJTOXECHHH 4 (IIyOPCHHIOBOTO KOJIBIA,

R, o6osznauaer H, 9-CHj, 7-CH3, 7-C>Hs nom 7-OCHs, 7—-(CH3),CH umm 7-Br,

(VI)

R, o6o3nagaer H mmu 9—CH3,
R; o603HavaeT H, 0o—CHj; unn a—CoHs;
R4 o6o3nauaer H, 2-CH3, 2-C,Hs, 4-CHj3, unn 4-C¢Hsu
n obo3HagaeT nenoe yncio ot 0 1o 3.
Sra TpyNna UMUAA30IbHBIX IPOTHBOCYIOPOKHBIX CPENCTB OBUIa OYEHE CENCKTHBHOMN;

B TO BpEMs KakK MHOIHC COSIUHEHHUS TIPOSBINHN CHIBHYIO AHTH-3JICKTPOIIOKOBYIO

Ctp.: 6
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AKTHBHOCTH, Habmojanach Juiubs HeOONbmAs AKTHBHOCTh NPOTHB KIOHHYECKUX CYNOPOT,
BEIBBAHHBEIX [EHTHIEHTETPA30JIOM, WIH IIPH MNPOBEJCHNH ONPEACICHUS AaTaKCHH Ha
FOPHU30HTAILHOM 3KPaHe HUIH XKC TaKas aKTHBHOCTE BooGOIe He Habmonanacs. Bce akTHRHEIE
COEIVHEHHS STOH TIPYIIIbI, KOTOPhie MBI MCIBITHIBANH, 3 TAKXe ACH3UMON H HapUMHIOH
yBEJIMYMBAIM BpEMs CHA, BBI3BAHHOTO rexco6apOHTaioM, y MBIIIEH, BO3MOXKHO, MYTEM
OTIOCPENOBAHHOTO HMH[23011aMy HHIHOHpoBarus uuToxpoma P-450.

B Eur. J. Med. Chem. 28, 749 (1993) onucaHa IpOTHBOCYIOPOXKHAA AKTHBHOCTD 1-(4-
metunderm)-2—(1 H-umunazon-1-mi)staHoia.

B Eur. J. Med. Chem. 36, 421 (2001) ommcaHbl HEKOTOpbIe HPOHM3BOIHBIE 1—(2-
HadTII)-2—(UMHIA307-1-WI)3TaHOHA  OKCHMa H 3UpoB OKcHMa Ciegyomed oOuieH
crpykryprO# dopmyis! (VII) u ux dapManeBTHHECKH NPAEMIIEMBIC COJIH, obnagaromme Kaxk

IIPOTHBOCYIOPOKHBIMH, TAaK H AHTAMHKPOOHBIMH CBOHCTBAMH!

s (VII)

rge R BHOpaH M3 TPYINBL, COCTOSMIEH M3 BOAOPOJA, METHNIZ, JTHIA, HPONHA, AJlIANa,
HHKJIOTeKCHIIa, OeH3nia, 4-XxnopOeH3una u 2,4-1uxnopoeHsmia.

B narernte CILIA Ne 3 425 840 omucassl MPOM3BOJHEIE MMHPa30Ji—1-3TaHONa CIEIyIO-
meil  obmeit  crpykTypHOH  Qopmymer  (VII),  koropsie 001agal0T  MOJIE3HBIMH
(hapMaKONOTHYECKUMH CBOMCTBAMH U MOTYT NPHMEHATBCA B Ka9eCTBE THIOMTMKEMAIECKHX

areHTOB H IPOTHBOCYOPOXHBIX areHTORB!

R
£
H
R R,
o]
(o]
(VIID)
rae R 0603HauaeT 4neH IPYNIBl, COCTOSMIEHM K3 BOJOPOJAA M MCTHIIA, R; obo3HavyaeT wieH
I'PYTITBL, COCTOSIIIEH B3 (heHMNa i GEHOKCHMETHIIA, & R, 0603HagaeT WieH rPpyINbl, COCTOSIIEH
3 BOAOPOIa U HEHMNA; U HX HETOKCHYHBIC COJIH IIPUCOCHHEHIA KHCIIOT.

AKTHBHBIE HAydHO-HCCIEIOBaTe/Ib,CKHE paboThl  OBUIM M IPOJOJDKAIOT OBITH

HAIIPABIICHB! Ha MPAMEHEHHE a30IbHBIX COSIHHECHHH, COIEPX)AINX KapOaMOUIBHYIO TPYIILY,

Crp.: 7
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g nedenus paccrpoiicts LIHC, Takux Kak 0ecioKONCTBO, AENpeccHs, CyJOPOTH, IIUNEIICHS,
MHIPEHb, OHMIOJPHOE PacCTPOHCTBO, 3JI0yNOTpeOICHE JICKapCTBaMy, KYPEHHE, ADHD,
OXHPEHHE, PacCCTPONCTBO CHA, HEHPOreHHAas 60JIb, yXy/IILICHUE [103HABATCIIBHON CIIOCOOHOCTH,

yAaap, HCﬁpOHCTGHGp&HHH ¥ MBILICYHEIN CIIa3M.

Onucanue n300peTeHns.

TexXHHYECKOE PEIIEeHHE,

ﬂaHHOC H306pCTeHI/IC OTHOCUTCS K a30JbHBIM COE€IVMHCHUAM, COXECpKamHM KaPGaMO-

wibHYIo rpymny gopmyisl (IX) u x ux hapManeBTHHECKH IPHEMIIEMBIM COJLIM:

X

m nA
Y

R,RN
G

(IX)
rie G 0603HavaeT KOJLIO, BEHIOpAaHHOE W3 IPYIIIBI, COCTOSIICH W3 NHICPOHMNIA, HHIAHHA,
HadTrna, GpeHnta 1 GEHOKCUMETHIIA, IIPH 9TOM 3TO KOJIBLO MOKET OBITH 3aMEIIEHO OJHHUM
WM HECKOJIBKAMHA OJHHAKOBLIMH HJIH PAasHBIMH 3aMECTHTE/ISAMM, BBIODAHHBIMHU M3 TPYHIIHL,
cocrosmed w3 Bomoponaa, Humsmero C;—Cg a@IKula, raJoresHa, C1—Cg ankoxcu, C1—Cg
THOAIIKOKCH, THAPOKCH, mepdropaixuia, GeHoKCH, (eHunan- KUIOKCH, COACPNKAIETo 1-8
aTOMOB yIJiepoja MWiM (EHOKCHANKHIA, coxepxkamero 1-8 aToMoB yIiepoja, HpU ITOM
deHuMIbHAs rpymma B GEHOKCH, (EHOKCHANKMIE B (EHIIATKANOKCH SBIETCA HE3AMCIEHHOR
WIM 3aMEIEHHON aMHHO, MOHO- WJIH [¥3a- MEMEHHOH amuHorpymmod ¢ mmsmmMm Ci—Cg
ANIKATIOM, AMMIOTPYINOH, CynbQOHAMHIO, HHTPO, KapOOKCHIOM WIHM NEpPYTOPaIKUIIOM,
copepxamuM 1-8 aToMOB yriepona;
m obo3Havaer 1enoe gucno ot 0 o 6;
Y BBIOpaH M3 IPYIHIBL, COCTOSUIEH U3 BOXOPOJa, ranorena u Husmiero C—Cs akuna;
n obo3Hauaer 1enoe gucio ot O 1o 6;
A 0603HaYaeT a30IBHYIO IPYIITy 06wmel cTpyxTypHO# Gopmys (X-1) mwm (X-2):

~y-No

\N/ N‘\ "e
Q/\_t&)‘ N=<:
(X-1) X-2)

rie A; BEIGpPaH U3 IPYIIbL, cocTosmeH w3 aToMa asorta i CH;
Q BEIOpaH M3 IpYIIbL, cOCTOAMEH U3 BOAOPOAa, NephTOpaNKuia, rajloreta, aMuna, MOHO- 1

nu3amemméHHoH ankuinom amuHorpymmel ¢ C1—Cg  ankuioM, amHuro, JTHHEHHOI0 IR

Crtp.: 8
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passetBénnoro C—Cs ankua, C3—Cg LUKI0aIKIIA, apHIaIKIIa, MOP(}OJIMHO, MTUIIEPUIUHO,
IHPPONHINHO, THOAIKOKCH, COJEpX aleH C1—Cs, 6eH3uinTHO, THUEHMIIA, AMHMHOAJIKUIIA,
THAPOKCHAJIKMIA, CTHPHUJA, KapOOKCHIa, MHPHIHIA, HesaMeménaoro ¢enuna u GeHmna,
3AMEIEHHOTO0 ONHMM WM HECKOJIBKAMH 3aMECTHTEJIIMH, BBHIOpDAHHBIMH M3 TIDYIIEL
cocroseli u3 Bomopona, Husmero C;—Cg ankuia, apuiajKy- Ja, rajloreHa, C,—Cg anmkokcH,
dberHokcH, aMuHO, MOHO- I jusamerénHo# C—Cg aJIKHIOM aMUHOTPYII, HUTPO, THIPOKCH,
THOAJIKOKCH, GypaHuia, cy1bGpoHaMuI0 1 nepdTopaTKiIa;

R, u R, He3aBHCHMO BBIOpaHbI U3 TPYIIIBL, COCTOSINEH H3 BOIOPOAa, C(=0O)NH,, guzmero Ci-
C; AKHJIA, HEe3aMEIIEHHOTO WIH 3aMEMEHHOr0 GEeHnNIa ¥ HE3aMEIEHHOTO MK 3aMEIICHHOT0
dermnankuia, cofepxamero 1—8 aroMoB yriepoja, MM BMECTE C aTOMOM a3oTa obpazyror
AMU2306HOE, NHIEPa3sMHOBOE WIH (EHHIIIMIEPA3HHOBOE KONBIO HIH IHKIHYECKOE

AMHHOCOACPKAIIEe KONBIIO, IIPEACTABICHHOE CIIEYIOMIEeN CTPYKTYPHOH bopmynoit (XI):

U
(XD

rie A, BEIOPaH M3 IPYIIIbI, COCTOAMEH U3 aTOMa a30Ta H aTOMa YIJIEpoAa;
E 1 U MOryT 6BITh H HE3aBUCHMO BBIOPAHEI U3 TPYMIIb], COCTOSIIEH U3 BOJOPOAA, THIPOKCH U
O-xap6aMomIa, WK, B3STEIE BMeCTe, 00pasyloT OKCO;
W BHIOpaH M3 TPYIIE! KOJEN, COCTOSMER U3 MUIEePOHNNIA, NH/IaHUIIA, HadTHIIa, TETPa30INIIa,
TpHA30IHIa, THPAIIA 1 (EeHHUIIa, TIPH 3TOM 3TO KOJIBLO MOXCT OBITh 3aMEIMEHO OJHHM HIIH
HECKOJIbKMMH OJWHAKOBBIMH MK pew,HmMpi 3aMECTHTEJIIMH, BBIODaHHBLIMM M3 TPYIIIHL,
cocTostieit w3 Bomopona, mmsmero C;—Cg amkwmna, rajorena, C—Cs ankokcH, C—Cs
THOATKOKCH, THAPOKCH, nepdTopaikuia, GeHOKCH, (eHAIan- KHioKcw, coxepxkaumero 1-8
aToMOB yriepona, Win (GeHOKCHAJKHIA, cojepxaiiero 1—8 aToMoB yriepoja, NpH 3TOM
heHWTEHAS rpynna B GeHOKCH, GEeHOKCHANKUIE i (EHUIAIKUIOKCH SBIACTCS He3aMeIEHHON
WA 3aMEMEHHOM aMHHO, MOHO- WIH JHM3a- MemEHHOH amuHOrpymmod ¢ HusmmM C—Cg
ANKIIOM, AMHIOrPYINoOH, CyTbQOHAMHJIO, HHTPO, KapOOKCHIOM HIM NEPOTOPAIKHIOM,
comepxamuM 1-8 aTOMOB yIIepoaa;
j obo3nagaert renoe aucno ot 0 110 4;
t 0603HaYaeT 1e0e 9ucIIo oT 0 10 4, npearnoyTUTeNsHO oT 0 102.

COrJIacHO OJHOMY M3 BAPHAHTOB, COSIMHEHHUSI, COAEPXKaAlIUe KapOaMOUIbHYIO IPYIITY

AMEROT CIeIYIOMYIO CTPYKTYpHYIO dopmyy (XVII):

Ctp.: 9
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XVID)

rae X BeIOpaH U3 IpyIIbl, COCTOSIICH U3 HU3MIEro C—Cs anxuna, ranorena, C;—Cg alKOKCH,
C,-Cs THOQIKOKCH, THAPOKCH, (EHOKCH, (EHMTAIKHIOKCH, COAEPKAIIEro 1-8 aromos
yriaepona, umi (peHOKCHAIKHIIA, COJEpXKAlero 1-8 aToMoB yIiepoa, NpH 3TOM (beHuIbHA
rpynna B (eHOKCH, (eHOKCHANKWIE ¥ (CHHNAIKMIOKCH ABIACTCS He3aMelEHHOH UM
3aMeINEHHOM aMHHO, MOHO- MM JM3aMEINEHHOH aMMHOTPYIIOH ¢ HU3LIAM C1—Cs anxuiom,
AMHIOrPYIITIOH, CyabhOoHAMUI0, HHTPO, KapOOKCHIOM MITH nepdTopaIKuiIoM, COAEPKaIuM
1-8 aToMOB YIJIEPOAA,;

X, 1 X3 MOTyT OBITH OZMHAKOBBIMH HJIM Pa3HBIMH M HE3aBHCHMO MOTYT OBITH BBIOpaHBI U3
rpyINbl, COCTOSIIEH A3 BOAOPOAR, HHU3IIETO C,~Cjg ankuia, rajgorena, C—Cg ankoken, C1—Cs
THOAIKOKCH, TMAPOKCH, NepdTOpaiKiia, (EeHOKCH, (EHMNATKMIOKCH, COJACPKAIICTo 1-8
aTOMOB yrJepoja, WM (EeHOKCHAIKHIa, cojepXalero 1-8 aToMOB yryiepoia, IpH 3TOM
denunpEas rpynna B GeHOKCH, heHOKCHANKUIE ¥ HEHHNANKHIOKCH ABICTCH HEe3aMEIEHHON
WM 3aMEINEHHOM AMMHO, MOHO- MM [H3a- MCIEHHOH aMHHOTDYNNOH C HH3IIHM C1—Cg
ANKHJIOM, aMHOTPYNIOH, Cyl1bOOHAMHNO, HHTPO, KapOOKCHIOM HIH nepdTopaIKuiom,
conepxanumM 1-8 aToMOB yriuepoaa;

m oGo3HadaeT 1enoe gucio ot 0 1o 6;

Y BBIGpaH M3 rPYIITHL, cocTosImel u3 Bogopona i musmero Ci1-Cg amkuna;

n 06o3uagaeT nenoe ymcio ot 0 1o 6;

A 0603Ha4aeT a30MbHYI0 IPYIITy, OPEICTABICHHYIO CIEMYIOMER CTPYKTYPHOH dbopmynoHt (X-

1) wmm (X-2):

~. . N‘\ ~ b{ P N\\
o W
A
(X-1) (x-2)

e A; BBIGpaH M3 IpYNNEL, cocTosmel u3 aToma asora ¥ CH;
Q ompenenéx BIIIE; H

R171 Ry onpeencHpl BHILIE.

CoracHO JpYroMy BapHaHTy a30JbHOE COCIUHEHHE, COJCpKamiee KapOaMOMIBbHYIO

IpYIITy, IMEET CIIeIYIONIYIO CTPYKTYPHYIO opMyITy (XVII):

Crtp.: 10
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o L

v

rme Xs u X¢ HE3aBHCHMO BHIOpaHBI M3 rpymmsl, cocrosmed m3 ausmero C—Cg ankina,
ranorera, C;-Cg amxokcn, C;—Cs THOAQJIKOKCH, THIPOKCH, (EHOKCH, beHnnan- KHIIOKCH,
cogepxamero 1-8 atomoB yriepoza, GheHOKCHANKIIIA, CONEPXKaIIero 1-8 aToMoB Yriepoaa,
npu 5TOM (eHuIBpHas rpynna B (eHOKcH, (heHOKCHanKuiue M (GEeHHNAIKHIOKCH SBISCTCS
He3aMeIEHHOM UITH 3aMEeINEHHOM aMMHO, MOHO- WM Ju3aMeménnoi amunorpymmoi ¢ C—Cg
aNKHUNOM, aMHBJOTPYINOH, Cynb)OHAMHIO, HUTPO, KapOOKCHIOM HIM NEePQTOPAIKH JIOM,
coJepKaluM 1-8 aTOMOB yriepona;

X5 1 X7 MOT'YT OBITh OJMHAKOBBIMHM HJIH Pa3HBIMHU U HE3aBHCHMO MOTYT OBITH BEIOpAHHBIMHU H3
IpyIIE]L, cocrosmieil u3 Bogopoxaa, Husiero C—Cy ankuna, ranoresa, C—Cg ankoxcn, C1—Cg
THOAJIKOKCH, THAPOKCH, (HpeHOKCH, PeHHNaTKANOKCH, colepkaiero 1-8 aroMoB yrirepoza muiu
deHoKcHaKuNa, cozepxamero 1-8 aroMoB yriepoja, NIpH 3TOM (QeHHIbHasd Ipylna B
¢enoxcn, deHokcHankuie H (GEHHTAIKHIOKCH SBJIETCA HE3aMCIIEHHOH MM 3aMEIUEHHOH
aMHHO, MOHO- WM ju3aMmeménHodt amuuorpymnmo ¢ Ci—Cg anxkuioM, aMHIOTPYIIIOH,
CyNnbGOHAMHIO0, HUTPO, KapOOKCHIOM WM nepdTopainkuioM, cojepxammMm 1-8 atoMoB
yraepoaa;

m obo3navaer neoe yucio ot 0 1o 6;

1 0603KagaeT nenoe yucao ot 1 jo 6;

A 0603Ha4aeT a30JIbHYIO TPYIIY, IPEeJICTABIEHHYIO CeyIomel CTpyKTypHOH dhopMyok (X-

1) wma (X-2):

~uN, \N’N\‘
Ly

Q Q
(X-1) X-2)

rae A BpIOpan w3 Tpynnel, coctosmel u3 aroma azora u CH;
Q omnpenenéH BhIIIE; U

R u R; onpenencHsl BhINIE.

Cornacso JpyroMy BapHaHTy a30JbHOE COSIMHEHHE, cojepxkaiiee KapbaMOHJIBHYIO

rpymIly, IMEET CIIeIyOLy o CTPYKTYPHYIO hopmyry (XIX):

Crp.: 11
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Y (XIX)
rme Xz # Xo HE3aBHCHMO BHIOPAHBI M3 IPYIIIEL, cocTosinei u3 Bogopona, Husmero C1—Cs
ankuna, raoreHa, C—Cg ankokcu, C1—Cg THOAIKOKCH, THIPOKCH, PEHOKCH, hEeHMITAIKHIOKCH,
comepxamero 1-8 aromMoB yriepofa WM (EHOKCHaIKMIA, coiepxkamero 1-8 aroMoB
yraepoxa, Tpu 3ToM (eHWnbHas rpynna B (eHOKCH, deHOKcHankuie U (EHHIIAIKAIOKCH
ABJISETCS He3aMeIEHHOH WY 3aMEEHHON aMHHO, MOHO- HITH JTM3aMEIIERHOH aMHAHOIPYITIION
¢ ummaM C;—Cg aIKMIOM, aMHIOTPYMNo#, Cyl1bGOHAMHAO, HHUTPO, KapOOKCHIOM MM
nepdTOPATIKHUIOM, COTEpKalUM 1-8 aTOMOB yriepoaa,
m o6o3HayaeT menoe yucyo ot 0 1o 6;
Y BhIOpaH U3 rpymnisl, cocrosmedi u3 Bogopoaa i C;—Cg HU3IIETO alKuna;
n 0603Havaet nenoe uncno ot 0 1o 6; u

A, R u Ry yka3aHb!I BhIIIIE.

Cornacuo emgé OOHOMY BapHaHTy H306pCTeHI/I}I a30JIbHOE COCIMHEHHUEC, COJZepKallce

KapOaMOMJIBHYIO TPYIILY, HMEET CIEAYIONLYIO CTPYKTYpHYIO dopmyity (XX):

X
RN
ph,o\j\H‘/A
(XX)

rae Ph o3HavaeT GeHMN, MUNECPOHII, HHIAHHUI MM HadQTHII, KOTOPBIE MOTYT OBITH 3aMEIICHBL
OJTHUM WJIM HECKOJIbKMMH 3aMECTHTEJISIMY, BRIOpAaHHBIMU U3 TPYIIIBI, COCTOSIIEH U3 BOJOPO/A,
pmsmero C;—Cg anxuna, ramgoreHa, C;—Cg amkokcn, C,—Cg THOAIKOKCH, (EHOKCH,
(eHMnanKUIoKeH, cogepxkamiero 1-8 atoMoB yriepoja Wi (EHOKCHAIKWIA, CONCPKAIIETrO
1-8 aTroMoB yriepoaa, NpH 3ToM (eHwIbHas rpynna B (EHOKCH, (EHOKCHANKUIIE |
GeHMNAIKUIOKCH — SBJUIETCS He3aMEIUEHHOM WM  3aMEIEHHOH aMHHO, MOHO- MM
musaMeménaof amunorpynmoi ¢ C;—Cg alKuioM, aMHIOTPYIIION, CyIb(OHAMHUIO, HHTPO,
KapOOKCHIIOM, THAPOKCH HIIH epTOPAIKH- JIOM, COAEpXKauuM 1—8 aToMOB yriepo/a;

1 o603HayaeT 1enoe Yucio ot 1 go 6; u

A, Ry u R yka3ans! Beimie.

CornacHo OpyroMy BapHaHTy H300peTeHHs a30jbHOEe COeNMHEHHE, COJepiKallee

KapGaMOMIBHYIO TPYIIILY, HMEET CTPYKTYPHYIO dopmyiry (XXI):

Crp.: 12
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E U @
WL P
G ! A (XXI)

rne B, U, W, As, A, G, j u t ykasaHs! BeIIIE U 1 0003Ha4a€T L0 IUCIO 0T 1 10 4;

U 3aABIAIOTCA UX (bapMauequeCKn TIPHUEMIICMBIC COJIH.

CoequHEHHS COTJIACHO JaHHOMY M300pETEHHIO BKIIOYAIOT BCE ONTHYECKHE H
CTepeou30MepHbIe (OPMBI, BKIIFOYas PAlEMHYCCKHE CMECH, a TaKKE NPAKTUICCKH THCTHIC
SHAHTHOMEPHI, TaKHe Kak R— H S—3HaHTHOMEpBL. UTO KacaeTCs YMCTbIX IHAHTHOMEPOB, TO
PENOYTHTENEHO, 4YTOOBI ONTHYECKAs UHCTOTA 3THX OJHAHTHOMEPOB COCIHHCHWH,
coZepxanux KapOaMOMJIBHYIO TPYNIy W IIPEACTABICHHBIX o0mie#t cTpyKTypHOH QopmynoH
(IX), a Takxke ux (apMaleBTHYECKH NpHEMJIEMBIX conell Obuta Gombine 60% e, Honee
TIpETIOUTHTENBHO, Golee 95%ee U, HAMOOIEE NPEAIOYTATEINBHO, 6onee 98%ec.. Ob03HaUCHHE
«ee» O3Ha4yaeT 3JHAHTHOMEpHBIH H30BITOK. HampuMmep, OIMH 3HAHTHOMEP KOHKPETHOTO
COCMHEHNS CONEPXKHUTCS B CMECH SHAHTHOMEDPOB 3TOTO COEIMHEHHS B OOJIBIIEM KOJIMYECTBE
0 OTHOLIGHHIO K APYTOMY SHAHTHOMepY. JHaHTHOMepHO oboraméHHas (opma MOXeT
BKJIFOYATh CMECH YHAHTHOMEPOB KOHKPETHOTO COEIMHEHHS, B KOTOPOW KOHLEHTPAIH OJHOTO
3HAHTHOMEpA 3TOr0 COeqMHEHHs cocTaBiieT Gonee 50%, ob6braHO Gonee 60%, 70%, 80% wim
90% wminn emé Gonee (Hampmmep, Gonee 95%, Gomee 97%, Gonee 99%, Gonee 99,5%) mo
OTHOIIEHHIO K APYTrOoMY SHAaHTHOMEDPY 3TOr0 COSIMHEHHUS.

Ot coemuHenus ¢opmynsl (IX) ABIAIOTCS aKTHBHBIMH KakK I[POTHBOCYAOPOXHBIC
areHTsl. TakWme areHTHl NpUMEHsIOTCs npu JiedeHun paccrpoiicts [[HC, Takux xak
GeCIOKOMCTBO, JNETpPECCHs, CyHOPOTH, JIHICICHS, MHIPEHb, OHIIOIIPHOE pacCTPOHCTBO,
soynoTpebnenre  sekapcrsamy, Kyperme, ADHD, oxwupenwe, pacCTpOHCTBO CHa,
HedporeHHas 60Jib, YXyILICHUE MO3HABATENBHOH CIIOCOOHOCTH, yAap, HEHpONereHepauus H

MBIIIIEYHBIHN CIIa3M.

JIyumasi ¢popMa BonJiomeHus H300peTeHns.
B COOTBETCTBHH C JaHHBEIM m306peTeHmeM coenwHenue obmed dopmynsr (IX) u ero
(GapManeBTHYECKH IMPHEMJIEMBIE COIM MOTYT OBITh MONMYYEHbl IYTEM OCYIIECTBICHUS
CHEIYIOMHEX CTaui, HCXO/IS H3 PAEMIYIECKUX HIIH SHAHTHOMEPHO OOOTraIlEHHBIX CIMPTOBBIX

coequHeHuH obmel cTpyKTypHO#H hopmyis! (XII):

Crtp.: 13
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Y (XID)
roe G, m, Y, n 1 A yKa3aHbI BBIIIIE.
Hmxe moapo6HO GyayT OmHMCaHbl Ba CIocoba MONYYeHHs CIHPTOBBIX COCIMHEHUHA

obmel ctpykTypHro# dopmyns! (XII):

Cnocob I.

BsaumoeiicTBre 3nokcuaa ofmme cTpykrypHo# Gopmymsr (XIII):

S|
Y (xi)

rie G, m 1 Y yxasaHbl BBIIIE,

¢ azosioM popMmysl (XIV):

M

N

A=
Q
(XIV)

rac A] u Q YKa3aHBI BbILIC, C NOJIYYCHHEM PallCMHYCCKOTO HJIH SJHAHTHOMCPHO O6OFaIHéHHOF0

CIIMPTOBOTO coepuHexus obmei dopmyrsr (XII):

Y (XID)
rae G, Y, A, m ¥ n, yKa3aHsl BHIIIE.

CrnefyeT ykasaTb Ha TO, YTO CTEPEOXHMHS IPOAYKTa, NPEACTABIEHHOIO OOLieH
hopmyo#t (IX), 3aBHCUT OT CTEPEOXHMEH HCXOIHOTO coeaunenus obwert opmyer (XIII) 1
NPOMEXYTOYHBIX HPOTYKTOB, NPEACTABICHHBIX OOmIeH CTPYKTYpHOH (opmyoH (X10);
HCXOMHOe coequHeHHe obmel crpykTypHoit dopmynsl (XII) ¢ (R)-—xordurypamuen
IPUBOIHAT K MOJYYEHHIO TOJBKO CIIHPTA, IPEICTABICHHOr0 OOWICH CTPYKTYpHOH dbopmymnoH
(XII) ¢ (R)-KxoHdHrypanueii, a ACXOXHOE CoeTHHeRne 06mes cTpykTypHO# dopmy.sr (XIII) ¢
(S)-KxoHuUTypanmeli NMPUBOMUT K IONYYEHHIO TONBKO CHUPTA, NPENCTABJIEHHOro ofmmeH
ctpyxtypro#t dopmyno# (XII) ¢ (S)-xorurypa- nue.

[Ipy moMy4eHWM a30JbHBIX COEJMHEHMH, COIEpKall¥X KapOaMOMIBHYIO TIpYHILY,

IpeICTaBIEHHOr0 OfmeR cTpykTypHOH dopmynoit (IX) (PeakumoHmble cxembl 1 u 2),

Crp.: 14



10

15

20

25

30

35

40

45

30

RU 2418792 C2

CIIHPTOBBIE TPOMEKYTOYHEIE COCIMHEHHE OOMIEH CTPYKTYpHOH dopmymst (XII) ¢ (R)-
xoHurypanyeii 06ecrieYnBAIOT TOJBKO IOMydEHUE TPOAYKTa OOIIeH CTPYKTYpHOH HOpMYIIOH
(IX) ¢ (R)-KOHDHIYypauued, a IPOMEXYTOUHbIE CIUPTH OOLIEH CTPYKTYPHOH dopmyisr (XII)
¢ (S)-koHbuUryparueii 06pazyIOT TONBKO MPOAYKT OOIeH CTPYKTypHOH HopMyIIb! IX) ¢ (S)-
KoHpurypamuen.

[onpoGHOCTH YCNOBMI peakuud [pH OCYIIECTBICHMH crocoba 1 ciemyromme. K
pacTBOpY TIPOM3BOJHOTO asoya oObmiel CTPYKTypHOH (opMyis: (X1V) (0,5 — 1,0 axB.) ®
OCHOBAHHS, TAKOTO KAK THJIPH HATPHS, METOKCH] HATPHsI, STOKCHJI HAaTpHs, kapboHat HaTpH,
KapOoHAT Kayus, KapboHAT KalbIus, KapOoHAT JTUTHS (0~100 »xB.), THPUIMH, THITHIAMHUH,
JMH30MPOMMISTHIAMEH M TPHITHJIAMMH, B OpPraHHYECKOM PpacTBOPUTENE, TaKOM Kak
METHUIOBBIHM CIIMPT, 3THJIOBBIH CIHPT, A30NPOIHIIOBLIA CIMPT, JIMCO, aneronurpun, MO,
N-MI1, aneTon, MeTrienxiopus, xjiopodopm, MUBK, JIM3, stunauerar, Tr'®, 1,4-nuokcas,
6eH30J1, TOTyOII, KCHJION, TeKCaH, refnTal 1 quknorekcan (0-1 0000 5KB), MeUIEHHO NOOABIISAIHA
paleMHYeCKOe WIIM JHAHTHOMEPHO OO6OTamEHHOE JMOKCHIHOE MPOH3BOAHOE obreit
cTpykTypHO# dopmyis! (XIII). Cmech narpesanu g0 40-1 89°C B Teuenune 0,1-240 4 u 3aTeM
oxnaxaam 10 25°C. K 3Tolt cMecH mOGABISUIA OPraHMYECKHH pacTBOPHUTENb, TAKOH Kak
STHJIALlETaT, AMOTHIOBBIH 3¢up, OEH30J, TOIYOJ], KCHIION, METHIICHXJIOPUA, xnopodopwm,
renTaH, IHMKIOTEKCaH M TeKCaH, ¥ OPraHM4eCKHH CJIOH NPOMBIBAIM COJIEBBIM DPacTBOPOM.
ITomydeHHbIH OpraHUdecKuH CIIOH BHICYLIMBATH X KOHIECHTPHPOBAIX B BaKyyMe. OcTatok
COCTOSUT M3 JBYX PErHO-M30MEPOB, OMMH IPENCTaBJT COOOH as30J-1-MIBHOE COCTMHCHHUE
(saseiBaeMoe ganee «IN—a3om») M Jpyrou OpeicTaBiLsl co00# a30JI-2-UIbHOE COEIWHECHHE
(massBaemoe nanee «2N-asonm»). Ux paspensin xpoMarorpaduel Ha KOJIOHKE, JIOUPYS C

YBEITHYUBAIOUTMCSH OTHOIICHHCM BTHHaIIeTaT/ IEKCaH.

Croco0 II.

BaauMoelcTBrE AIKHITANOre I A obmen cTpyKTypHO# dopmyisl (XV):

(XV)
roe G, Y ¥ m yKa3aHbl BBIIIE,
n nesoe gucio ot 0 10 6;
X o6o3Hauaer raioreH, rakoi kak Cl, Bru [,
¢ azonioM obmeit cTpykTypHO# dopMyns! (XIV) ¢ mocaexyrome 06paboTko# GOpruApuIOM

HATPHSA C TOJTyIeHHEM CIIAPTOBBIX COSTHHEHNH 0OIeH CTPYKTYPHOH dbopmyns! (XII).

Crtp.: 15
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YenoBas mpoBeneHHs peakmum 1o criocoGy 1 BrmowatoT crexyromee. K pactsopy
IIPOH3BOMHOTO a30ya obmed crpykryprol dopmyns (XIV) (0,5-1,0 9KB) M OCHOBaHMI,
TAKOTO KaK THAPHJ HATPHUs, METOKCH] HAaTPHs, 3TOKCH] HaTpus, kKapOOHAT HATpHS, kapOoHaT
Kaums, Kapbosar Kaubius, Kapbomar mmrHg (0-100 5KB.), NHPHIMH, IHITHIAMHH,
JIHH30TPONHMISTHIAMAHE H TPUITHIAMHH, B OPraHHYECKOM pAacCTBOPHTENE, TaKkOM Kak
METIIOBBIH CIIUPT, STHIOBBIA CIAPT, u3onponwnoBeni cupT, JAMCO, auetoHHTpHIL, MO,
N-MII, aneToH, MeTHIEHXI0pH, X1opodopm, MUBK, [IMD, stunauerar, TI'®, 1,4-1H0KcaH,
GeH30M, TONYOJd, KCHJION, rekcad, rentan u muknorekcan (0-10 000 9KB), MEIJIEHHO
H06aBIAIA TIPOM3BOJHOE aiKWiranorenuga obmeit crpykrypHO# dopmynsr (XV). Cmech
narpesaym 1o 40-189°C B Teuenne 0,1-240 u u 3arem oxmaxnam go 25°C. K aToit cMecn
10GABIAIA OPraHHYECKHH PaCTBOPHMTENb, TAKOM Kak STHNANETAT, TUITHIIOBLIA 3¢up, GeHsorn,
TONYOJ, KCHJION, METHICHXJIOPHL, XJIopodopMm, TenTaH, NHKIOTEKCaH M TeKCaH, |
OpraHMJecKHil CIOH MPOMBIBAIM COJIEBBIM pacTBOpoM. [lomy4eHHBIH OpraHMYEcKud CIoH
CYIIIWIM ¥ KOHIEHTPHPOBAIM [OJ BaKyyMoM. DTOT oCTaTok coctosn u3 1N-aszoma u 2ZN-
asona. Mx pasgensim  xpomartorpaduelt Ha KOJIOHKE, OJIIOMPYS TpPH BO3pacTarolIeM
OTHOIIEHHWH HTHJIAIIETAT/TeKCaH.

CyInecTBYeT HECKONBKO METOJOB BBEJCHHS KapOaMOMJIBHOM TPYHIEI B CIIUPTOBBIC
COeMHEHHs, TaKue Kak npuMeHeHHe 1,1'-kapOoHMIIMHUMMIA30/IaMUHA, [HaHaTa HaTpUs —
KHCJTOTBI, KapOaMOMIIXJIOpHIIa, XJIOpCyibhaMOnIH30IHaHaTa - BOJIBI,
JMCYKIMMAIMIKap6oHaTa — aMuHa, pocreHa — aMuHa, Tpudocdrena — amuaa, Xaophopmuara
- aMHHa, TPUXJIOPALETHIXIOPH A - aMUHa, TPUXJIOPOKTHJIN30IHAHATA,
TPHMETHICHIWIN30LMANTa, |-XI0pKapOOHMWIOEH30TpHA301 — aMMHA H T.0. HekoTopsie
METO/bl TOJNYYEHHS a30JILHBIX COENMHEHHI, COIepKalMX KapOaMOMIBHYIO IpyIIry, oOmein
crpykrypHoit popmynsl (IX) mokasansl Ha PeaxnmonHo# cxeme 1 u PeakuuonHont cxeme 2

HUXKE.

Peaknnonuag cxema 1.

H ; N O
1) 1,1'Carbonyldiimidazole RiR,
s Ty RRaAH ) ] GMA
Y Y
(X1n axy

rae G, Y, A, Ry, Ry, m u n, yka3zaHs! BeIIIIe.

Crtp.: 16
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A30JBHBIE COEIUHEHHS, COAEPKANIEr0 KapbaMOMIbHYIO IpyIITy, oOmeH CTPyKTypHOHA
dbopmysl (IX) mOTydYam 10 PeaKIM| CIIMPTOBBIX COCINHEHHH ob1mmel cTpyKTypHOH HOpMYJIIBL
(XID) ¢ 1,1'-xapOOHMIIMMMHAA30JIOM H 3aT€M C aMHHHBIM OCHOBaHHEM obmmeii GopmyIbl

(XVI):

RiR:NH (XV]

rae R; i R; yxazassl BhIIIE.

Hrke NpuBEAEHBI YCIOBHS DEakuuH, [oKasaHHOW Ha Peaknumonno# cxeme 1. nd
KOHBEPCHH PallEMHYECKHX WIH SHAHTHOMEPHO 00OTAINEHHBIX CIMPTOBBIX COCMHEHAH obmei
cTtpykrypHO#l dhopmynsl (XII) B paneMudecKkye MM SHAHTHOMEPHO oboramEéHHbIe a307IbHBIC
COeIMHENHs], coepKaliie KapbaMoHIpHyo rpymmy, obmeit dgopmyner (IX) KoHIEHTparus
CITHPTOBBIX COeNMHEHUA ofbmelt crpykTypHo# dopmyist (XII) cocTaBiseT IPHMEPHO 0,005-
0,1 M, xonmuectBo 1,1-Kap6OHMIIMAMEA3071a COCTABIAET OT npumepHo 1,0 10 3,5 3Ks. Jt1y
peaKIIo IPeANOYTHTENBHO IPOBOAUTE Ipu TeMmeparype oT —10°C 1o 66°C. be3 ouncTka
MOJTYYEHHBIH MPOMEXYTOUHBIN TpoxykT obpabarhiBaioT 1-1000 5KB. aMHHHOIO OCHOBAHHS
ofmeit cTpykTypHO# dopmynsr (XVI) mpu temmeparype ot —10 g0 30°C ¢ momydeHHEM
coeMMAEHAs 061Iel CTPYKTypHOM dopmysl (IX). Uit 9Toro xap6aMOMITHPOBanMst MOTY OBbITh
pAMEHEHBI 3(pUPHBI PacTBOPUTEIb, TAKOH KaK JHUITHIOBBIA dbHp H TeTparupodypaH,
rajoug- CojepXammii YrieBOJOPOIHBIH PACTBOPHTENb, TaKOW KaK IMXIOPMETAaH WIH

XJI0pohOpM.

PeakumoHnas cxema 2.

Reaction Scheme 2 0
H J
s Acid R,R,N
m 3 —_ G
v NaOCN “ A
Y
(X1I) )

rne G, Y, A, Rq, Ry, m 1 n, yka3aHs! BHIIIE.

CreyiolIie ycloBAs NPUMEHSUIH coriacHo PeakuuonHO# cxeme 2. [l KOHBEPCHH
palEMMYECKHX WJIH 9HAHTHOMEDHO OOCOTAEHHBIX CHHPTOBBIX  COEIMHEHHH oOmmeH
cTpykTypHO# opmynsl (XII) B paueMutecKue UM SHAHTHOMEPHO oGoraInéHHbIe a30JIbHBIE
COeMHEHHS, COAEpKAIHAe KapOaMOWIbHY0 rpymry, obmelt popmynst (IX) KoHUEHTpaINd
CIMPTOBBIX COENMHEHMA 00mel cTpyKTypHOH $opmyibl (XII) cocTaBIgeT HIPAMEPHO 0,005

0,1 M, xonuyecTBO nuaHaTa HaTpusa cocrasieT 0,5—4,0 5KB ¥ KOJIMYECTBO KHUCTIOTHI — 0,54,0
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3KB. DTy peakKiHio IPOBOAKMTE NpH Temmeparype oT ~10 zio 66°C ¢ moydeHNeM COEIMHEHHH
obmeit dpopmymsr (IX). ns sToro kap6amMOMIMPOBAHUS MOTY OBITH IpUMEHEHB! YQUPHBIH
PacTBOPHTENb, TAKOW KaK IUITHIOBBIH s¢up u TerparuapodypaH, raaoHz- coaepKauun
YIIEBOIOPO/IHBIN PACTBOPHTEND, TAKOH KaK JUXIOPMETAH HIH XJIOpOpOpPM.

CpeI e NOYTHTENBHBIX COSTHHEHMH 001meH GopmyITsl (IX) HaxomsTCs COEIHHCHHS

GbopMyJIBL:
(o]
R4
Nt
R3/ \
=
7 ——G——(CHgly——nN |
Re
R7'—"' | ‘ \N/A‘

(IX-A),
rae Y ykazaH BEIIIE;
As, As 1 As HezaBHCHMO BEIGpaHHl 13 rpymnsl, cocroamei u3 CH mwm N ¢, mo MeHBIIEH Mepe,
omHuM 13 As, Ag U As seisoumes CH; 1, mo MeHbIneH Mepe, OJTHAM H3 IpYTHX Az, Asju As
spisomumMcs N;
R¢ # R; BpIOpaHsl U3 TIpYNIEL, COCTOSIIEH H3 BOAOPOAR, TralloreHa, nepdTopalKuia,
conepxarnero C;—Cg aJIKMII, THOAJIKOKCH ¥ aJIKOKCH,
R; u Ry oboznagaror amxui, sogopon, —C(O)-NHa um, B3STLIE BMECTE C aTOMOM a30Ta,
06pasyIoT MHAA30JIPHOE HITH (PEHUIITUIIEPa3sHHOBOC KOJIBLIO; X
y 0603HauaeT 1exoe 9ucio ot 0 10 4, MpenoYTHTENBHO, OT 0 1o 2,
WK BX (papManeBTHYECKH IPAEMIIEMbIE COITH;

coeuHEeHHE GOPMYJIBL

Re ©O
||
R|—'N""' C\ N{s_&
F 0 —CH; -—-cﬁ——-(CHa),——-r/ \‘
R7/ \ Y

(IX-B),
rme Rs, R4, Re, R7, Y, ¥y, A3, Ag H As yKa3aHbl BBIIIE; H

p o6o3HagaeT neoe gncio ot 0 10 1;
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HIIH €T0 (bapMaIICBTH‘IeCKH IIpUEMIIEMBIE COJIH; U

coequHeHue GOpPMYIIBL:

AN
R N
1’ /==
Z EH—— B — (CHy— I
RR;_\__'(\‘ ‘ 2}y N\A‘/Aa
Y

™ IX-C

rne Rg 1 R, B31THIE BMECTE C aTOMOM a30Ta, 06Pa3yIoT 3aMeCTATENb POPMYIbL:

*\}}Az—-—c'—(CHz)v

rae E, U, Ay, A3, A4 1 A5 yKa3aHbl BBIIIC;

K ¥ v 0603Ha4aroT menoe ucno ot 0 go 1;

7z 0603HauaeT heHus, HEHOKCH, aNKHI HITH 3aMEEHHBIH QEeHUIANKUIIOKCH, Te dbeHunbpHad
IpyIIa yKa3aHHOTO 3aMECTHTEIIs ABJETCA HE3AMEIEHHOM WK 3aMCIIEHHON OJTHUM — TPEMA
3aMECTHTEIAMH, BHIOPAaHHBIME M3 TPYIIIEL, COCTOSMEH! U3 ralorenHa, ankuma, nepoTopaikiia
I aJIKOKCH;

Y 0603Ha4aeT BOZOPOL, FAJIOTEH HIIH aJIKHII;

y o6o3nauaet nenoe qucio or 0 1o 1;

Rg # R, BiOpaHsl M3 TPYIIBL, COCTosMEH M3 BOJOPOJa, TaloreHa, NepdTOpasKuia,
THOAJIKH/IA, aJIKOKCH H aJIKHIIa;

JpyTo# rpyIio NpeAnOYTHTENBHBIX COCANHCHHUH ABJIIOTCA COCANHCHNS!

Tu
N"’R12
\
c=0
|
(') /N=C""R1a
Rei? (oCH )y (CHe™ CH_I:'_'N ~Z"
Ro"""" l 14
Ri™ Sy (IX-D)

rie Aj ykaszal Bbine; Rg m Ro 0603Ha4aroT BOJOPOJ, TallOTeH, HUZIIHHA aJJKOKCH, HU3MUHA

MKW, THIPOKCH, TPHGTOPMETHIL, AMHHO, MOHO- HJIA TU-HU3LINH ATKHIAMHHO, HUTPO HIH Rg
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1 Ro, KOrJa OHH 3aMeINaloT COCEJHHME aTOMBI YINIEpOJa ¥ Korja R0 0bo3HavaeT BOIOPOL,
MOTyT BMecTe 06pa3OBLIBATH [UKTO—HA3IIAN ANk, (QEHWI WM TeTepOUHKIIO—-HH3IMIUHA
anki, R 0603HaYaeT HHU3LIHMA aNmKOKCH, (EHMIOKCH, (eHnNaIKOKCH, BOIOPOJA, MHKIO—
HU3IIAH aJK@l, TaJoTeH, THAPOKCH, HM3LIMA aikwi, HHTPO, TPUTOPMETHII, MOHO- HIIH
HU3IMMH IUHATKWIAMAHO MM aMuHO; Rj; o6o3HayaeT BOIOPOZ, HURMMAN Ak, QeHnn Uin
denun — HU3MMH aNKui, MPUIEM deHuIpEas Tpynna MOXeT OHITH HE3aMEUIEHHON HIIH
3AMEIEHHON MOHO-HURIINM AJKHJIOM WM JTH3aMEINEHHOH HU3IINM ATKAJIOM, THAPOKCH,
HIGIIHAM 2IKOKCH MM TasoreHoM; Rz 0603HAYaeT BOAOPOM HIM HH3INAHM alkusl WK Ry
BMecTe ¢ Rj; ¥ aToMOM a30Ta, K KOTOPOMY OHH NPUCOCIUHCHEL, 00pasyroT 4—6-TH WIEHHOE
reTepo- apoMaTHHeCKOe KOJBLO, COJAEpXallee MAaKCHMyM 3 rerepoaroMa a3oTa; Ry
0603Ha4aeT BOAOPOJ, aMHHOKAapOOHMII MTH HU3INHHA aJIKILT; Ri3 0603Ha9aeT BOJOPOM, HUIIMH
ANKAJN, AMMHO, MOHOAIKWIAMHHO MIH JU—HH3IIHHA ATKANTAMHHOIeTEPOAPOMAaTHYECCKHI
pajMKail, aMAHOKapOOHMII WK denunn, rae GpeHunpHaAs pynna MOXET OEITE HE3aMEMEHHON
WM MOHO- MM [AA3aMEIEHHONW HH3IIMM ANKHIOM, THIPOKCH, HM3IIMM aIKOKCH WIIHA
rajJloTeHoM; ¥ 0 M p 0003Ha4aroT IeNbie YuCaa OT Onmol;

coemHenue oomel GopMyIILL:

(HZC)Z"—RM
N
|
F=°
0 N=C_R13
| 7~
— — CH—CH—N A
R (oHy;— (OHde = €11 ~"
1
Ry—— 14
Reo™ X IX-E

1 (

0603HaYaeT 4-6-TH WIEHHOE IeTepOIHKIOAJIKHIEHOE KOIBLO, CONCpXKamee MaKCHUMyM 1
JIOTIOTHATEIBHBIA aTOM a30Ta; A} yKa3aH BbIIIE; Rs, Rg, Rjo, Ri3 # R4 yka3zaas! BBILIE, O,zu
p o6o3navaror nesste wucna ot 0 mo 1; Ris obo3nauaeT QeHun, GeHuTKapOOHUIN, TISTH WA

IECTH WIeHHOE reTepoapoMaTH4YeCKoe KOJIbHO, coaepxailiee oT 1 1o 4 aToMOB a30Ta, Iue

Crp.: 20
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yKa3aHHbIC (DEHHI H F€TEPOapOMATHIECKOe KOJIBIO MOTYT OBITH HEe3aMEIEHHBIMH HJIM MOHO-
JUTH JTH33MEINEHHBIMY THAPOKCH, [HAPOKCH—HU3MIAM ATKATIOM, HU3IIHAM aJIKOKCH, TaNoTCHOM,
(eHMIOM BT TPUPTOPMETHIIOM;

coequHeHUE GOPMYJIBL:

I?12
r‘e—Rn
c=0
&
/N===T"R1a
Rs o N M
R'e N

IX-F

rie A ykaszas Bpmme; Rij, Rz Rj3 yka3aHbl BBINIE; ¥ Ry5 u Ry, B39THIE BMECTE C aTOMaMu
yriepona, XK KOTOPBIM OHH IPHCOCIMHEHEL, 06pasyloT MHKIOATKHIBHOE M (EHUIBHOE
KOJNBIO, KOTOPOE MOXET OBITh HE3aMEIEHHBIM WM 3aMEMEHHBIM [aJIOTCHOM, HHU3IINM
ATIKHTIOM, HU3LIMM aTKOKCH, THAPOKCH, TAJOTEHOM HIIH TPH(TOPMETHIIOM.

Coemunenns IX-A, IX-B, IX-C, IX-D, IX-E u IX-F aBNAIOTCS TIPEANOYTHTEIbHBIMA
papuaHTamMy coemuueHus (popmyist (IX). Oco0eHHO MpeNIOYTHTENLHBIMA COCTMHEHMAMH
bopmyn IX-A, IX-B, IX-C, IX-D, IX-E u IX-F SBISIOTCA TAaKuW€ COEOUHEHMs, B KOTOPBIX
a30TCOJIepIKallee KOJIBLO SBISETCA TEPTA30MbHBIM HIIM TPHA30JBHBIM KOJBLOM. Tpnazomns
TIpeJICTaBISIIOT CODOH COEIUHEHHS, B KOTOPBIX OHH H3 A1, Az, A3, Ag 1 As 0603HaIAET aTOM
a30t1a, a npyrue oGo3nadalor CH. Terpasomnst coequnenuit Gopmyn IX-A, IX-B, IX-C, IX-D,
[X-E u IX-F npencTapisfioT coboi TaKKe COCIUHEHHH, B KOTOPBIX 1Ba M3 Ay, Az, Az, Ag 1 As
0G03HAUACT aTOM a30Ta, a ocTasbHble ofoszsazator CH. B obmeM, cpemy TpuasoloB H
TeTpasonoB coexmuenuit ¢opmyn IX-A, IX-B u IX-C Haxomdrcd Tak¥e COEIMHCHHS, B
KOTOpPBIX Rg # Ry BHIGpaHE! M3 TPYIIBI, COCTOAMEH U3 BOAOPOAA, rajlorena, nepdTopaikuia,
amuna ¥ ankoker. Korna Ry u Ry B coemunenus ¢popmyrnsl (IX) o6o3nadaroT 3aMemEHHbIH
CHUIT WTH 3aMelEHHEIH GEeHHNaIKII, QEHITbHAs TPYTITa MOXKET OBITH 3aMEIlEHa B OJTHOM
AT HECKONBKHX TOJIOKEHWSX, MpEINOYTHTebHO, B ONHOM — TPEX TONOXCHHIX
AMHMHOTPYIITIAME MOHO- WM [M3aMCI(EHHBIMH  AlKHIaMUHOIPYIIaMH, aMHIOTPYIINOH,
AJIKM/IOM, QJIKOKCH M HHUTPO.

Coemunerus hopmyn IX-A, IX-B, IX-C, IX-D, IX-E u IX-F BKirouaroT Bce GHOPMEI
3THX COeJUHEHWH, BIIFOYas UX CTepeo-, TeOMETPUUECKUE U ONTHICCKUS H3OMEPHLIC (bOpMEL
Coemuuerns popmyn IX-A, IX-B, IX-C, IX-D, IX-E n IX-F mMoryT OBITH B BHIE palieMara, a
TafoKe MOGOH CMECH JTHX CTepeo-, T€OMETPHYECKHX HIM ONTHYECKHX (opM. CornacHo

IpeNOoYTATEILHOMY BapHaHTY JaHHOTO n306peTeHns coexuHenns Gopmyn IX-A, IX-B, IX-

Crp.: 21



10

15

20

25

30

35

40

45

30

RU 2418792 C2

C, IX-D, IX-E u IX-F cymecTByloT B gpcTofl W3oMepHO# ¢dopme, IO CyIIECTBY, HE
coaepaled ITHX JPYTHX U30MEPHBIX dopm. TToj TEPMHHOM «II0 CYIIECTBY HE COACPKAIIHNEY
MOHMMAIOT CIIy4yal, KOTZa KOHKPETHBIA H30MEp CYIUECTBYET B ypcToll M30MepHOH (opMe,
Takoi KaK YHCTHIM DHAHTHOMED, COCTAaBIAIOMIMHA, MO Mmenbmell Mepe, 95% mo Becy
cozmepXalnuil MakcHMyM 5% IO BeCcy IpYyI¥X H3OMEDHBIX $hopM, TaKkux KaK €ro Apyrod
SHAHTHOMED.

Hcrions3yeMblii B JAHHOM OIMCAHHH TEPMHH «RJIKAI», OIMH HIM B COYEeTaHUH,
03HAYAET OJHOBAJICHTHYIO NHMHEHHYIO MM DPa3BETBICHHYIO YIJEBOJOPOIHYIO ATKAJILHYIO
rpymmy, cofepxamyo oT 1 jgo 8 aTOMOB yriepona, NpEANOYTHTENBHO, HU3LIHA ANKHI,
cozmepxkarnuii ot 1 1o 6 aTOMOB YIIEpO/a, TAKOM KAaK METHJI, STHJI, H- IIPOTIFII, H3OMPOIIHI, H-
6yTui, BTOp.OyTHiI, H300yTH, TpeT.6y T, H-TIEHTUII, H-TeKCHI U T.IL.

TepMHUH «aJIKOKCH» O3HAHaeT JIHHEHHYIO HIH pasBeTBIIEHHYIO ATKOKCUTDPYIIY,
00pasoBaHHYIO U3 AJIKWUIIA, COAEPKAIIEro OT | 10 8 aTOMOB YTJIEPOAQ, IPEANIOYTHTENBHO, OT 1
70 6 aTOMOB yIIeposia, TAKYI0 KaK METOKCH, 3TOKCH, H-TIPOIIOKCH, M30TIPOIOKCH, H-OyTOKCH,
TpeT.OyTOKCH ! T.IL.

TepMuH «apiI» O3H24aeT OJXHOBAICHTHOE MOHO- WA OULHKIHYECKOE HE3aMEIEHHOE
apOMATHYECKOE YTIEBOJOPOLHOE KOJIBIO, TAKOE KaK denun wH HadTHL, TIPH 3TOM GeHUT
SBJIFETCS TIPEANOYTHTETHHBIM.

TepMuH «nepGTOP-—HA3MAA ANKAID» 03HAYACT MO00HM HHU3MINKA aJIKWI, B KOTOPOM BCE
BOZOPOMbl HM3INEH ATKAIBHOH TIPYNNEl 3aMEIICHBl MM  3aMCHCHEI dropom. Cpemn
HpeINOYTHTENBHBIX NEPPTOP-HU3IINX AJIKUIOB HAXOMATCH TpU(TOPMETAI, NEHTadTOPITHIL,
rerTa TOPIIPOTIEIL ¥ T.X., TIPH 3TOM TPHUGHTOPMETHI ABJAETCS 0CcOOEHHO TTPEANOYTHTEILHBIM.

TepMuH «IHKJIOANKWID 03HAYaCT IUKII0AJIKIIL, COfiepIKaIyil HU3IIHH alKuIl, KOTOPBIA
SRIISETCS MOHOBAJICHTHBIM HE3aMEMEHHBIM 3—6 WICHHBIM HACBIIIEHHBIM KapOOLHKIIN- YECKUM
YIIE€BOJOPOIHBIM ~ KOTBIOM. [IpefmOYTHTEIbHEIMA  IHKJIOATKHITLHBIMH 3aMECTHTEILIMH
ABJITFOTCS [IMKJIOTIPOTIAIL, KO0y TAJ, IUKJIOTEKCHI ¥ T.X.

TepMrH «reTEPOLHUKIOANKHI» OTHOCHTCA K 4-6 uJeHHOMY MOHOIHMKIHIECKOMY
HACHIIICHHOMY KOJIbLY, cojepxameMmy 3—4 aToma yriepoza H 1-3 aromMa a3zoTa HIH
KHCJIOPOAA.

TepMHH «reTepOapoOMATUYECKOe KOJBLO» OTHOCHTCA K OIHOBAJIEHTHOMY 4-6
YWICHHOMY MOHOLIMKIMYECKOMY TE€TepOapoOMaThHtecKoMy KOJIBILY, comepyameMy oT 4 1o 5
ATOMOB yIJiepojia u 0T 1 710 4 aTOMOB a30Ta.

Tepmun «dapMalleBTHIECKH [PHEMIIEMbIE CONH» OTHOCHTCA K OOBIYHBIM  COJIAM
TIpACOeMHEHHs K KHCJIOTaM MM K COJISIM MPHCOCTHHCHM K OCHOBaHHSIM, KOTOpBIE

COXPAHSIOT OHOJIOTHYECKYIO 3QGEKTHBHOCTE H cBoiicTBa coemureHuit popmyn IX-A, IX-B,
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IX-C, IX-D, IX-E u IX-F, u momy4eHbl U3 MOIXOMIAIIHX HETOKCUYHEIX OpraHW9eCKUX H
HEOPTaHWYECKAX KHUCIOT WM OPTaHMYECKHX F  HEOPraHMdCCKiX ocuopanuii. Connt
IIPHCOCMHEHAS K KHCIOTaM BKIIOYAIOT, HAIPUMED, COJH, TONyHCHHLIC 13 HEOPraHUYECKHX
KMCIIOT, TAKHX KaK COJISHAs KHCII0Ta, GPOMHCTO- BOAOPOAHAsA KHCJIOTa, HOUCTOBOJIOPOIHAS
KHCJIOTa, CepHad KHCJIOTa, Cylb(haMuHOBas KHCJIOTa, docdopHas KUCIOTa H a30THAA KUCIIOTA,
W CONM, NOJYYEHHBIE W3 OPraHMYecKMX KHCJIOT, TaKuX Kak [-TOIYyONCYIBPOKUCIOTA,
CANMIMNORAS KHUCJIOTA, METAHCYMb(OKHCIOTA, IAaBENEBas KHCNOTa, sHTapHad KHCIIOTA,
JEMOHHAS KHCIOTA, MayeBas KHMCIOTa, MOJOYHAs KHCNOTa, (Qymaposast Kuciota H T.IL
IlpuMepsl coJlelf MPHCOEIMHEHWA K OCHOBaHMAM BKIIOHAIOT CONM, MOJYICHHbIE M3
THAPOOKHCEH aMMOHHS, KATHS, HATPUS M YETBEPTHIHOrO aMMOHHI, TakMX Kak, HalpuMep,
rHIpO- OKHCH TeTpaMeTHIaMMOHHS. XuMuIyecKas MommbuKarus (GapManeBTHIECKOrO
cocqWHEHWs (a HMMEHHO, JieKapcTBa) C  [ONy4eHWeM  CONM  XOpOILIo H3BECTHA
(hapManeBTHYECKAM XHMHKAM H IPOBOIATCA C LEIBIO MOTYICHHS YAYYIIEHHEX (U3HYECKOH
H XAMMYECKOM CTabMIbHOCTH, THIPOCKOITMYHOCTH, TEKYJeCTH U PaCTBOPUMOCTH COeTMHEHUH
— cM., Hapumep, M. Ansel et al., Pharmaceutical Dosage Forms and Drug Delivery Systems
(6™ Ed. 1995), p.p. 196 and 1456-1457.

[IpuMepsl PaleMHYECKHX WIH SHAHTHOMEPHO 0BOTramEHHBIX a30JbHBIX COEIMHEHHH,
COAEpPKAMUX KapOaMOMIBHYIO TPYIIY M MPEACTaBICHHBIX ob6meit cTpykTypHO#H dopmynoi

(1X), BRIGHPAIOT ¥3 IPYIIIEL, COCTOAMEH M3 CIEAYIOMHX COEIMHEHUH:

Tabymna 1.

Ne CoeanHenne

1 | 1-(2-xnophennn)-2-[1,2,3]Tpuazon—2-ui-3THIOBEIH >¢up KapbaMHHOBOH KHCIOTH
2| 1+2-xy0pheHnn)—2—TeTPa3so—2-Hi-3THIOBBIH 3bup KapOaMHHOBOM KHCIOTEL

3 | 1-(4-MeToxcHpeHuT)—(2-TeTPa30N—2- M- TU/IOBBIH >(hup KapOaMHHOBOH KHCJIOTH
4 | 1-¢pennn—(2-Tetpason—2-HI-3TUIOBbIA SQHUp KapO0aMHUHOBOH KHCIOTEI

5 | 1-(4-xnoppenun)—(2-TeTpa3son—2-HI-3THIOBEIA 3¢hup kapOaMHHOBOM KHCIOTBE

6 | 1-(4-meroxcuderun)-2-1,2,3] TpHa30-2-HI-3THIOBbIH 5 up kapGaMHHOBOH

KHCJIOTBI
7 | 1-dennn—2-[1,2,3] TpHazon-2-HI-3THIOBBIH s¢up kapObaMHUHOBO! KHCJIOTEI

8 | 1-m-tommn—2—{1,2,3}rpuason—2-uia-3THIOBLIHA 3¢Up xapOaMHUHOBOH KHCJIOTBI

9 | 1-(3-xnoppenmn)-2-{1,2,3] TpHA301—2-HII-OTHIIOBbIH 3¢up KapOaMHHOBOH KHCIOTEI

10 1—(4-xnop<bennn)—2—[l,2,3]Tpna30n—2-ﬂn-3mn01sbxﬁ sdup KapbaMHHOBOH KHCIOTEI

11 | 2—rerpason—2-uy—1-I-TOJAI 3THJIOBEIHA s¢up KapbaMHHOBOM KHCIIOTBI

12 | 1-o-Tommn—2-[1,2,3] Tpuason—2-ui-3THIOBLIA 3hup KapbaMHHOBOH KHUCJIOTHI
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13 | 1-(4-surpodenmn)-2-{1,2,3]rprazon—2-ui-3TUNOBLLE SpUp KapOaMHHOBOH KHCJIOTBI

14 | 1—(4-muTpodernn)—2—TeTpa3ol-2—UI-3THIOBBIH 3¢pHp KapOaMHHOBOM KHCJIOTHI

15 | 1-(4-dTopdenmn)-2-TeTpaso-2—Hun-3THIOBbIH 3bup KapOaMHHOBOH KHCJIOTEI

16 | 1—(4-dTopbermn)—2-{1,2,3]rpuazon—2-u-3TANOBLIH 3QHp KapOaMHUHOBOM KHUCIOTBI

17 | 1-(3-xnopennn)-2—TeTpason-2—MI-3TUIOBRIH 3(up KapOaMIHOBO! KHCJIOTHL

18 | I-m-tommn—2—-[1,2,3] TpHa3oJ—2-WI-3THIOBEIH 3¢up KapOaMHUHOBOH KHCIOTHI

19 | 2-reTpason-2-uy—1-M-TOMHI-3TANOBEIH 3¢up KapOaMHHOBOK KHCIOTEI

20 | (R)-1—(2-xnopdeHun)—2-TeTpa3son—2-HI-9TUIOBEIA dpHp KapOaMITHOBO! KUCJIOTBI

21 | (S)-1—(2-xn0pdennn)-2—TeTpa3on—2—HI-3TAIOBbIH YQHp KapOaMHHOBOM KMCJIOTHI

22 | (R)-1—~(2-xn0phermm)—2—TeTpason—1-ui-3TuoBe 3gup kapGaMHHOBOH KHCIIOTEL

23 | (S)-1-(2-xn0pdeHun)—2—TeTpasoi—1-A-3THIOBELH 5hup xapOaMHHOBOH KHMCJIOTHI

24 | 2-Terpazon—2-mui—1-0-TONMI- STUNOBHIN 3GHp KapOAMHHOBOH KHCIIOTHI

25 | 1-(3,4-maxnopbenmn)-2-{1,2,3] TpHa30/-2-Hi-3THIOBBIH aup kapOaMUHOBO#H
KACJIOTBI

26 | 1~(3,4-muxsopdeHmn)-2—TeTpa3o -2 —HII-3THIIOBBIH 3¢dup KapOaMHHOBOM KHCIIOTHI

27 | 2-rerpason—2-mi—1—(3-TpEdTopMETHIGEHNI) STHIOBEIM 3¢up kap6baMHHOBOH
KUCJIOTHI

28 | 2-[1,2,3] tpuason—2-umi—1—(3-rprudropMeTHIEHIT) STHIOBBIH adup kapOaMHHOBOH
KUCJIOTbI

29 | 1+(2,4-muxnopdernn)-2—-[1,2,3]Tprason—2-ui-3THIOBEIA s¢up xapbaMHUHOBO#H
KHCIIOTHI

30 | 1—(2,4-muxyopheHu)-2—TeTpaso—2—1Ji-3THIOBbIHA 3¢up kapOaMHHOBOH KHCJIOTHI

31 | 2-Terpason—2-uin-1—(4-TpupTopMeTHIpEHNIT) STIIOBBIT SQup kapOaMHHOBOH
KUCJIOTBI

32 | 2-1,2,3] puason—2-un—1—(4-TpudTopMETHIDCHAT) STWIOBEIA 3pHp kKapbaMHHOBOK
KHCIIOTBI

33 | (R)-1—-(2-xnopdennn)-2-{1,2,3] Tpuazon—2-ui->THIOBLIA adpup xapbaMHHOBON
KHCJIOTBI

34 | (S)-1—(2-xmnopdennn)-2—-[1,2,3] Tprazon-2-UI-3THIOBBIA a¢up kapObaMHHOBOH
KHCJIOTBI

35 | 1-(2-x10pdheHHN)—2-TeTpasos—1 —HI-3THI0BELH 5¢up KapOaMHHOBOH KHMCIOTH

36 | (R)-1-(2-xnopbenmn)-2-{1,2,3] TpHuasoi-1 -AI-3THIOBLIMA 3dup KapOaMHHOBOH
KHICJIOTBI

37 | (S)-1—(2-xnopbenun)-2-1,2,3] TpHa30J—1 -WI-3THIOBEI adhup KapOaMHHOBOH
KHUCJIOTHL

38 | 1-(2-xsopdennn)—2-[1,2,3]tprazon—1-n1-3THIOBBIH s¢up xapbaMHHOBOH KHUCJIOTHI

39 |21 2,3 rpuason—2-uwi—1—(2-Tpud TopMETANPCHIT)STHIOBBIA a¢up kapOaMHHOBOMH

KUCJI0THI

Crp.: 24
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40 | 2-xn0p—1—Gennn—2—TeTpason—1—u-3THIOBbIA dpHUp Kap6aMIHOBOH KHCJIOThI

41 | (S)-1-(4-xnopheHn)—2—TeTpason—2—HJ-3TUIOBLIH adup KapOaMUHOBOH KMCJIOTEI

42 | (R)-1—(4-xn0ptheHnn)—2—TeTpaso—2—HII-3THIOBbIH 3¢up KapbaMHHOBOH KHCIIOTHI

43 | 1—(2-xnopheHnn)—2—(5-MeTHATETPa30lI—2—HIT) STHIOBHIH s¢up KapbaMHHOBOH
KHCJIOTHI

44 | 1-(2-xnopbeHnT)—2—(5-METHITETPa30N— 1 —AI)3THIOBBIH »¢up xapbaMHHOBOH
KHCIIOTBI

45 | (R)~1—(2-x10pdeHuI)-2—TeTPa3o—2—H1-3THIOBbIH IGHp MeTHIIKapOaMIHOBOH
KUCIIOTHI

46 | (R)-1—(2-xnopeHrn)—2—TeTpas’on—2—HI-9THIOBbIH s¢up sTANKapOAMHHOBON
KHCJIOTBI

47 | (R)-1-(2-x10peHNIT)—2—TeTpa3oJi—2~HI-3THIOBbIH 3¢up dheHmTKapOaMUHOBOH
KHCJIOTEI

48 (R)-2—TeTpa30n—2—Hn—l~(2-Tqu)T0pMeTHmpeHI/m) STHJIOBEIH 3¢ up KapbaMHHOBOH
KHCJIOTBI

49 | (S)-2-Terpazon—2-un-1-(2-TpHQTOPMETAIDEHMIT)ITHIOBBIH 3¢up KapOaMHHOBON
KACJIOTHI

50 | 1-(2-xnopdenmn)-2—(5-benuireTpazon-—2--1) STHIOBBH s¢up KapOaMHHOBOH
KHCJIOTHI

51 | 1-(2-xnophennn)-2—(5-GeHrITeTpa3on—2-Hi)3 THIOBLIA 5bHp MeTHIKapHaMH- HOBOM
KUCJIOTEI

52 | (R)~1~(2-xn0opern)-2—TeTpaso—2~Fl-3 THIIOBEIH 3(}Hp UKIONPONHI-
KapOaMIHOBOH KHMCJIOTEI

53 (R)—1—(2-xnop¢)ennn)—2—(5-Q)eHnnTeTpazon—Z—HH)stmBHﬁ sdup kap6aMu- HOBOA
KHCJIOTHI

54 | (R)~1—(2-xopdernn)-2—(5-perunreTpason—2-ui) STHIOBEIN 3QUp METHII-
KapOaMHHOBOH KUCJIOTEL

55 | 1-dbennn—3-TeTpason—2—mI-IPONUIOBLIA dQup KapOaMHUHOBOH KHCJIOTHI

56 1—(2-xnop(beﬂnn)—2—[5—(2,3-anxnopcpeﬂpm) TETpa30N—2—¥J1] STHJIOBHIH 2Qup
KkapOaMUHOBOM KHCJIOTEL

57 1——(2-XJIOp(b€HI/IJI)—-2—[5—(2,3-III/IXJIOp(i)eHHH)TCTpa3OJI—2~HJ'I] 3THJIOBEIHA 3QHUD
MeTHIKapGaMUHOBON KHCJIOTHI

58 | 1—(4-rumpokcueHmI)—2—TeTPaso—2—HiI-ITHIIOBIH 3¢up KapbaMIHHOBOH KHCIIOTHI

59 (S)—l—(2—xnop(beHHn)—2—(5—(1)eHnnTeTpazon—2—un)9TnJIOBLm a¢up kapOaMUHO- BOH
KHCJIOTBI

60 (S)‘l—(2-xnop(bennn)—2—(5-Q)eHnnTeTpaBon—Z—Hn) 9THJIOBEIH 3(GHUpP METHII-
kapOaMIHOBOH KHMCJIOTEI

61 (S)—l—(2—xn0pq)ennn)—2—(5-(beHnnTeTpason—l—Hn)ammelﬁ s¢up xapbaMuHO- BOA
KHCIIOTBI

62 (S)—l—(z-xnopQ)eHHn)—Z—(S—(’peHnmeTpewon—l——Hn)amnoxsmﬁ 3¢up MeTHII-

xapOaMHHOBOH KHCJIOTEI

Crtp.: 25
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63 | 1-bennn—3—rerpa3zos—1—uI-NPONMUIOBKI 3¢Hp kapOaMHUHOROH KHCIIOTHI

64 | 1-(2-xsopdennn)-3— teTpasos -2—UI-NPONUIOBHH 3¢Up KapOaMUHOBOH KHUCJIOTHI

65 | 1-(2-xnopdenmn)—2—-[5—(2,3-auxnopdpennn) rerpa3on—1—ui] STUIOBEIH 3pup
KapOaMHHOBOH KHCJIOTHI

66 | 1-(2-xmopdpennn)—2—[5—2,3-auxnopdenun)reTpazon—1—an]3TUIOBbIH 3hHp
METHJIKapOAMUHOBOM KHCIIOTHI

67 | 1-(3-x10pthernn)—2-TeTpa3on—2—Hia-MPONHUIOBEIM 3pup KapbaMHHOBOH KHUCIIOTHI

68 | 1-(3-xnopdenna)—2-TeTpazon—2—ui-NpoIHIOBLIE 3GUp MeTHIKapOaMUHOBOM
KHCJIOTHI

69 | 1-(3-xnopdernn)—2-teTpa3os—1—-ui-nponuioBsii 3Gup kapbaMUHOBOMH KHUCIIOTHI

70 | 1-(2-xnopdennn)-3-{1,2,3]rpuazon—2-uin-nponunosbli 3¢up kapOaMUHOBON KHUCIIOTHI

71 | 1A2-xnopdennn)—2—(5S-nupuanH—2-Ui-TETPa30—2—UI )3TUIOBLIH 3¢Hp
KapOaMHHOBOH KHUCJIOTHI

72 | 2—(5-amuHoTeTpazon—2—uin)—1—(2-xmopheHun) STUIOBLIH 3¢up KapOaMHHOBO#
KHCJIOTBI

73 | 1-(3-xmopdpennn)—2-1,2,3|tpnason—2-ui-nponusaoBbli 3Gup kapbaMHHOBOH KHCJIOTHI

74 | 1-(3-xnoppennna)-2-1,2,3)rpruazon—2-mwi-nponunoseli 3¢up MeruakapGamMu- HOBOH
KHCJIOTBI

75 | 1-(2-xnopdenmnn)—2—(5-mupuanH—2-HI-TeTPa30J—2—HI1)3THIOBEIH dup
9THJIKapOaAMHHOBOM KHCIOTHI

76 | 1-(4-xnopdeHnt)—2—TeTpa3oq—2—un-NpoNnuIoBsi 3¢bup Kap6aMHHOBOMH KHCIIOTHI

77 | 1+(4-xnopdenua)—2-TeTpason—2—ui-NporHaoBbi 3¢pup MeTHIKapOaMHHOBOR
KHCJIOTHI

78 | 1H4-xnopdennn)—2—teTpazos—1—ua-nponuioBbi 3Gup Kap6aMHHOBOMH KHACJIOTHI

79 | 1«(4-xnopbenun)—2-reTpa3os—1—ui-nponuaoBEIiH 3QUp MeTHIKapOaAMHHOBOMH
KHCJIOTHI

80 | 1(3,4—nuxnopdennn)—2—reTpa3osi—2—HI-IPOIWIOBbIH 3hHp KapbaMHHOBOH KHCIIOTHI

81 | 1-(3,4-nuxnopdennn)-2—-TeTpa3on—2—uiI-IponuaoBsIi 3Gup MeTunKapOamu- HOBOH
KHCJIOTBI

82 | 1H3,4—guxnopdennn)—2—-rerpa3oi—|—mi-IponwioBsli 3pup KapbaMHHOBOH KHUCJIOTHI

83 | 1+(3,4—muxnopdennn)—2—rerpazon—1-un-nponunossiii 3pup MeTunKapbaMu- HOBOH
KHCJIOTHI

84 | 1-(3,4—numeTokcH(EeHHT)—2—TeTpa30—2—HiI-3THIOBBIH 3¢ Hp KapOaMHHOBOH KHCIIOTHI

85 | (S)-1-(4-xnoppenun)-2—[1,2,3] Tpuazon—2-un-3TunoBelii 3¢up kapOaMHHOBOH
KHCJIOTBI

86 | (R)-1-(4-xnopdennn)—2—{1,2,3] Tpuazon—2-un-3THIOBBIHA 3¢up KapOaMUHOBOM
KHCIIOTBI

87 | (S)-1-(3,4-muxnopdennn)-2~[1,2,3]rpuason—2-ui-sTuinoBslii 3¢pup KapbaMuHOBOM

KHUCJIOTHL

Crp.: 26
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88 (R)—l—(3,4—11Hxnop¢)eﬂnn)—2——rerpason——Z—HJI-aTHJIOBLIﬁ 3up KkapbaMHHOBOM
KHCJIOTHI

89 l—(2,5—I[I/IXJIOp(bCHHH)—2—TCT‘pa3OJI—2——I/III-3TI/IIIOBI>II71 >thup KapOaMHHOBOX KHCJIOTHI

90 1—(2,5—z[nxnop¢>eﬂnn)—2f're1pa30n—l—nn-amnonmﬁ s¢up KapOaMHHOBOHA KHUCJIOTHL

91 (R)—1~(3,4-nnxnop¢)em&n)—2—[l,2,3}Tpnason—Z-nn—amnoamﬁ 3¢hup KapOaMHHOBOH
KUCJIOTEI

92 | (R1-(3 4-maxnopdenrnn)-2-[1,2,3]tpuazon-1 -MJI-3THJIOBEIN 3(Hp KapOaMHUHOBOH
KHCJIOTBI

93 l—(4—(1)eHoxcmpeHHJI)—Z-—TeTpazon—2—nn—3mnonmﬁ 3bup KapOaMUHOBON KHCIOTHL

94 1—(4—(1)eH0Kcn(beHnn)—Z—TeTpazon—1—nn—amnosmﬁ shup KapbaMHHOBON KUCIOTEI

95 | 1-(2,5-muxnopdenmwiy-2-[1 ,2,3]TpHason—2-1i-3THIOBbIHA 3QHp KapOaMHHOBOH
KACJOTHI

96 (S)—l—(3,4—11Hxn0p(beﬁnﬂ)—2——relpa30n—1—HH-BTHHOBmﬁ 5hup KapOaMHHOBOH KHCTIOThI

97 (S)—l—(3,4-nnxnop¢>eHHn)—2—TeIpa30n—l—HJI-BTHHOBLIﬁ >¢up KapObaMHHOBOH KHUCIIOTEI

08 1—(2,6—nnxnop(beHHn)—Z—TeTpaBOJI—Z—Hn-amnonmﬁ 5¢up KapbaMHHOBOM KHCJIOTBI

99 | 1—(2,6-muxnopdernm)-2—{1,2,3] TPHA30J—2-AII-3THIOBBIA 9HD KapOaMHHOBOH
KHCJIOTHI

100 | 1+2,6—maxnopernm)—2—{1 2,3 Tpra3os—1-HI-3THIOBEIR 3 Up KapOaAMITHOBOM
KUCIIOTHI

101 1—(2,4—unxn0p(1)eﬂnn)—2—'rerpa30n—1—Hn-aTHIIOBLIﬁ >¢up kapOaMHHOBO! KHCIOTHI

102 l—Ha(bTaJII/IH—Z-I/IJI—Z—-TCTPEBOJI—Z—I/UI-BTI/IJIOBHﬁ 5¢up KapOaMUHOBOH KUCIOTHI

103 (R)—l—(2,4—zmxnopcbeHHn)—2—TeTpa30n—2—un-3mnoamﬁ 3¢ up KapOaMHHOBON
KHCJIOTBI

104 1—HaQ)TaJII/IH-Z-HH—Z—TchzBon—l—Hﬂ-aTHnosmﬁ >¢up xapOaMHHOBOY KHUCIOTEI

105 ZﬁTeTpa30JI—2—I/IJI—1—(2,3,4-’I’pI/IMeTOKCH¢)CHI/UI) ATHUNOBEIA 3¢up KapOaMHHOBON
KHCJIOTBI

106 2—TeTpa30J1—l—HJI—1—(2,3,4-TpHMCT0Kcn¢>eHnn) 3THNOBBIH 3 Up KapOaMHHOBOH
KHCJIOTEI

107 2—Terpa30n—2—nn—1—(3,4,5-TpHMeTOKCHQ)eHHJI)aTmIOBLIﬁ 3¢up kKap6GaMHHOBOM
KHACJIOTHI

108 | 1-6enso [1,3] JTHOKCON—5-HJ—2—TeTpa3oN—2—HI-3THIOBBIHA 3Gup KapOaMHHOBOH
KHCJIOTBL

109 | 1-6ern3o [1,3] JAOKCOJI—5-RI—2—TeTpa3oii—1 —HiI-3THIOBEIH 2Gup KapOaMHUHOBOH
KHCJIOTEI

110 l—(4—11HMeTHnaMHHo(beHHn)—Z—TeTpamn—Z—Hn-3THJIOBLII71 3¢up KapOaMUHOBOH
KUCIIOTHI

111 2—TeTpa30n-—2—Hn—1—(2,4,6-mnmemn¢>eﬁnn) STHIOBEIA ¢up KapOaMHUHOBOM KHCIOTH

112 | 2—terpazon—1-um—1—(2,4,6-TpuMeTHIGEHIT) STHIOBBIA s¢up kapOaMHHOBOW KACIIOTHI

113

(S)—I—(2,4—11Hxnopd)eHHJI)—Z—Tcrpason—Z-nn—3THHOBLH7I >dup kapbaMHUHOBOH

Crp.: 27




10

15

20

25

30

35

40

45

30

RU 2418792 C2

KUCJIOTEL

114

(S)-1—(2,4—nmxnopdennn)-2-{1,2,3] TpHA30N—2-MI-3THJIOBBIA 3Qup KapOaMHHOBOH
KHCJIOTHI

115

(R)—l-(2,4—nnxnopd)eﬂnn)—2—[l,2,3] TPHA307-2-HNI-3TH/IOBBIA QU KkapbaMHUHOBOH
KHUCJIOTBI

116 | 2—emmn—1-TeTpaso—2—MI-MeTUIITHIOBEIA >¢up kxapbaMHHOBOM KHCIIOTRI

117 2—fbem1n—l—Tcrpa?,on—l~Hn—MeTHn3Tunonmﬁ s¢up xapbaMUHOBOW KHCJIOTEI

118 1—(4—’1‘p€’1‘.6yTI/IJI(I)eHHJI)—Z—TeTpa30]I—2—I/IJI-3THJ10BLII71 >¢up KapOaMHHOBOH KACIOTE!

119 l—(4»—TpeT.6yTnn(peHI/m)——2—TeIpa30n—l—nn-amuoamﬁ 3¢up kapOaMHHOBOH KHCNOTEI

120 | 1-(4—xmnop-3 -rpudTopmeTHIPEHAI)-2—{1 2,3 ]rprason—2-mi-3THIOBEIH 3¢up
Kapb6aMHHOBOH KHCIIOTHI

121 | 1-(4—xnop-3-tpudropmernadernn)—2-{1 2,3 rpuason—1-Hn-3THNOREIH 3GUp
kapbaMHHOBOH KHCJIOTbI

122 (S)—l—(2,6—nnxnop¢eﬁnn)—2—Tema30n—l—nn-amnosmﬁ s¢up KapbaMHHOBOM
KHCJIOTHI

123 (R)—l—(2,6—;mxnop¢enun)—2—rerpa30n—l—nn—smnosmﬁ a¢hup kapOaMUHOBOH
KHCJIOTBI

124 | 1-wnnan-5-un-2-reTpaso—1—miI-5TAI0BEI 2¢up xapOaMHHOBOM KHCJIOTHI

125 | 1-sHman-5-M-2-TeTpa3on—2—Hii-3THIOBbH 3¢Up KapOaMHHOBON KUC/IOTHI

126 | (R)-1 ~(2,6—muxnop(eHNIT)-2—TeTpasoN—2—ANI-OTHIOBBIH 3¢up kapbaMHHOBO#H
KHCJIOTBI

127 (S)—l~(2,6—111/IXJ1op(beHnn)—Z—TeTpa30JI~2—HJI-3THHOBLII71 3¢ up KapOoaMUHOBOH
KHCJIOTBI

128 | 2—(2,4-muxnopdennn)-1 —TeTpazo/—2—UIMETHISTAIOBbIH 3pup KapbaMHHOBOH
KHACJIOTEI

129 | O-1—(2—xstopdeHmn)—2—TeTpason—2—HI-3THI-aUIo(aHT

130 | (R)~1—(2,4-maxnopbennm)—2-{1,2,3] TpHa30]-1-HI-3THIOBBIHA 3Hp KapbaMIHOBOH
KHCIIOTH

131 | 1-(pernn—2-Terpa3osi—1—MI-3THIOBBIH 3QHUp KapOaMHUHOBOM KHMCJIOTEI

132 | 1-(3,4—1mudropdeHn)—2—TeTpa3on—2—Hi-3TANOBEIH 5¢up KapOaMUHOBO! KHCJIOTDI

133 | 1+(3,4—mudropdenmn)-2-TeTpasos—1—HI-3THIOBIN SGHUp KapOaMHUHOBOH KHMCJIOTHI

134 | 1-(3,4-nadroppennn)-2-{1,2,3] TpHa30J-2-HI-3THIOBBIA 3¢up KapOaMHHOBOH
KACJOTHI

135 | 1-(3,4-mudropdenmm)-2-[1,2,3]tpuasosn—1 -MJI-3THIIOBBIH 3Gup KapbaMHHOBOM
KACJIOTEI

136 | 1—(2—dTopdheHmn)-2-TeTpasos—2—HI-9THIOBLIA 3¢ up KapOaAMUHOBOW KHCIIOTBI

137 | 1~(2—dropdhenmn)—2-TeTpa3osn—]—HI-9THIOBbIA 3bup KapbaMIHOBOW KHACIIOTEI

138 | 1—(2—xy0pbenun)—2—TeTpaso—2—Ai-3THIOBBIH s¢up 4-OCH3MIUNEPUIHH-1-

KapOOHOBOH KMCIIOTHI

Crp.: 28
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143 1~(2—xnop(beHHJI)—2—TeTpa3on—Z—nH-aTI/IJIOBbIﬁ a¢up 4—peHwmIepasyn-1-
KapOOHOBOH KHCJIOTHI

144 1—(2—xnopc1)eHHn)—2—TeTpa30n—l—Hn-aTmIOBLn"A 3¢up 4-OeH3MTIANEpasnH-1-
xapOOHOBOM KMCIIOTHI

145 1—(2—xnop(1)eHnn)—Z—TeTpason—Z—nn-3mn013511“4 aqup 4-(4-dTopber3on)-
TIHTIEPHIMH- 1- KApOOHOBOH KHCTIOTEI

146 1—(2—xnop¢>eﬁnn)—2—TeTpa30n—l—nn-BTHJIOBLIﬁ a¢up 4-OeH3HIIHNCPHIHH-1-
KapOOHOBOM KUCJIOTEI

147 | 1-6ensun—4—[1—(2—xynopd eHHn)—Z—TeTpason—2—nn-3T0KCHKap60HHJI]- munepasus-1-
uil

148 2—(3,4~nnxnop¢)eHOKcn)—1—TeTpazon—Z—nn-MeTnnaTHHOBbIﬁ a¢up KapOaMHHOBOK
KHCJIOTBI

149 | 2-(3 ,4——nnxnop¢)CH0Kcn)——1—TeTpason—l—nn—MeTnnsTHHOBLIﬁ s¢up uMuAa301-1-
KapOOHOBOH KHCJIOTh!

150 2—(4—xnop¢>eH0KCH)—1—TeTpazon—l—nn—MeTHnaTHHOBLIﬁ 5¢up KapOaMHHOBOM
KHCJIOTBI

151 | 2—(4—xnopthenokcH)—1-TeTpason—1-Ai-MeTHIITUIOBBIH a¢pup uMHIa300-1-
KapOOHOBOH KHMCJIOTBI

152 2—(4—xnop¢)eﬂoxcn)—l—TeTpa30n—2—HH-McmnaTHHOBLII7I 5¢up kap6aMHHOBOH
KHCJIOTE]

153 | 1-¢enmi—2—TeTpason—1—HiI-3THIIOBBIH s¢hup 4-GeHsHIIHnepuIuH-1- kapOoHOBOH
KUCJIOTBI

154 | 1-enun—2-TeTpa3on—2—HI->THIIOBbIH bup A—BeH3UIHIIEPU IUH-1- KapOOHOBOH
KHCJIOTBI

155 | 2—(2—xnopheHoKcH ) 1—TeTpasos—2—Hil-Me THISTHIOBbIH a¢up kapOaMHHOBO
KHCJIOTBI

156 | 2~(2—xnopderoxcn)—1-TeTpason—2—Hi-MeTHISTHIOBIH 3dup 4-OeH3UIINIIE- PHU/IHH-
1- kapOOHOBOX KHCJIOTHI

157 2—(2—xnop¢>eH0Kcn)—l—TeIpa30n—l—nn-MeTmISTHHOBLIﬁ sup KapOaMHHOBON
KHCIIOTHI

158 | 2—(2—xnopbeHoKcH)—1-TeTpasost—1—uiI-MeTRIITHIOBBIH 3¢gup 4-OCH3MIIIHIIC- PUIAAH-
1- kapOOHOBOH KHCIOTEI

161 | 1+(2,4—xutTopdersn)—2—TeTpason—2-Hni-9THIOBBH s up kapOaMHHOBOW KHCIIOTHI

162 1—(2,4—11H(1)T0p(penun)-2—TeTpaaon—l—Hn-amnonmﬁ a¢up xapOaMHHOBOH KHUCIOTHI

163 | (S)-1-(2—xnopdennm)-2-[1,2,3] TpHa30.1—2-UiI-3THIOBEIH 3QHUp 4—-OCH3MIIHAIE-
pHUJTHH- 1- XapOOHOBO! KHCIIOTR!

164 (R)—1—(2—xnop¢)eHHJI)—2—TeIpa30n—2—HJI-9THHOBLH7I s¢up 4-OeH3uimuIe- puauH-1-
KapOOHOBOM KHCJIOTHI

165 | 1-(2,4-mmvetunbennn)—2-{1,2,3] TpHA30N-2-HI-9THIIOBEIH 3¢ Up KapObaMUHOBOH
KHCIIOTHI

166 (S)—l—(2—xnop¢eHnn)—2—TeTpa30n—Z-I/UI-aTnHOBLIﬁ >¢up 4—OcH3UIIHUNe- PUINAH-1-
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KapOOHOBOH KHCJIOTEI

167 | 1+2—xmnopthennn)-2-Terpa3os—2-Hi-3THIOBBIH schup [2—(3,4-uruapokcu- Gennn)
5THI]-KapOaMHHOBON KHCJIOTBI

168 1—(2——xnop¢)eﬂnn)-2—'reTpa30n—l-Hn—aTHJIOBbIﬁ sup [2—(3,4-1UrHapoKcH- GeHn)
5THII|-KapOaMHHOBOM KHCIIOTEI

169 | (R)-1-(2—xnophennm)-2-[1,2,3] TPHA307—-2-AI-3THIOBBIH 3 up 4-OcH3UIIHIIC-
puuH-1- KapOOHOBOH KHCIIOTEI

170 | 2—(4—xnopderokcn)-1-{1,2,3] TPHa30J—2-HJI-METHII-3THIOBEIA sup kapOaMHHOBOH
KHCJOTHI

171 | 2—(4—xnopdenoxcu)-1-{1,2,3] tprason-1 -HJI-METWI-3THIOBEIH 2G¥p KapbaMHHOBOH
KHCIIOTBI

172 2—(4—xnop¢)enoxcn)—l—TeTpason—2-m1-Memn-amnonmﬁ 3¢up 4—OCH3UIIIHIIE- PULIHH-
1- xapOOHOBO# KHCJIOTBI

173 | 2—(4-xmnopdeHoxcn)—1-reTpazon-1 -AJI-METHI-3TAIOBBIA ddup 4-OeH3umumne- pyauH-
1- kKapOOHOBOH KHUCJIOTBI

174 | 1-(2—xn0opeHmI)—2~TeTpasoy—2-ui-3THIOBBIA s¢pup 4—(4-MeTOKCHOEH3HI)-
[HNEpUIHH-1- KapOOHOBOM KHCIIOTEI

175 | 1-(2—xnopdeHmn)—2-TeTpasoy—2-H-3THIOBbIH sdup 4-(3,4-nuxnOpOEH3NI)-
MIUTEPUIANH-1 - KapOOHOBOH KHCIIOTH

176 1—(2—xnop¢>eHHn)—2—TeTpa30n—2-un-aTHJIOBbII‘JI 3¢up 4-—TupHIMH-4-WI-MCTHII-
IHNEpHIHH-1- KapOOHOBOH KHCIIOTRI

177 | 1~(2—xnopdennn)-2-TeTpason—2-niI-3THIOBEIH a¢up 4—(4-propbeH3w)- MUTECPHINH-
1- kapOOHOBOH KHCJIOThL

178 | 1-(2—xmnopdermn)-2-TeTpason-2-ul-3THIOBBIHA s¢dup 3—(4-¢propOensni)- MUNECPHIUH-
1- kapOOHOBO¥M KHCJIOTBI

179 | 1-(2-xnopbeHn)—2—TeTpasoi—2-Al-3THIOBbIA 3¢pup 4—(4-xn0pOEH3MI)- [IUIICPHIHH-
1- xapOOHOBOH KHCJIOTBI

180 | 1-(2-xmopeRm)—2—TeTpason—2-Al-3TUIOBbIA s¢pup 3—(4-xnopbennn)-
IUPPOUAKH-1- KApOOHOBOH KHUCIIOThI

181 | 1-(2—xnopderrn)—2—TeTpason—2-WI-3THIOBBIH 3¢up 3—heHuI-nuppoIuanH-1-
KapGOHOBOH KHCJIOTHI

182 1—(2—xnop(beﬁun)—2—1‘crpa30n—2-Hn-amnoamﬁ s¢up 4-[1,2,3] TpHazoN—2-ui- METUI-
munepuanH- 1- KapOOHOBOH KUCIIOTEI

183 | 1-(2—xnopdenrn)—2—TeTpason—2-ni-3THJIOBBIH 3¢up 3-TeTpazon—2-HIMETHI-
ANEepUIMH- 1 - KapOOHOBOH KHCIIOTE!

184 1—(2—xnop(beHHn)—2—TeTpa30n—2-HJI-:-\THJIOBHI?I shup 3-{1,2,3] Tpuason—2-ui- METHI
-UIepUIMH-1- KapOOHOBOH KHC/IOTEL

185 | 1—(2—x70pdEeHuI)-2—TeTpaso—2-HiI-3THNOBBIH s¢hup 4-OeH30UN-IUIEPUIUHE- 1-
KapOOHOBOW KHCJIOTHI

186 1—(2—xnop¢>eHHn)—Z—TeTpason—Z-Hn-amnosmﬁ adup 4—(4-XMO0pOSH30HI)-
MHIIEPUIIH-1- KapOOHOBOA KHCTIOTHI

187 | 1-(2—xnopdernn)—2-TeTpaso—2-KHiI-3THIOBEIH athmp 4—(4-METOKCHOSH30HUIL)-
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nunepuand-1 - kapOOHOBOW KHUCIIOTE

188 | 1-(2—xn0pdeHmr)—2-TeTpasos—2-miI->THIOBEIH dup 4-{1 ,2,3] Tprazon—1-ui- MeTun
-nunepuauH-1 - KapboHOBOH KHCIOTHI

189 | 1—(2—xyopheHmT)—2-TeTpaso—2-Hil-3TATOBIA sdup 4-TeTpazon-2-HiI-MeTUI-
NUIEPUANH-] - KapOOHOBOM KHCIIOTH

190 | 1-(2—xophenu)—2-TeTpaso—2-ui-3THIoBbHA 3¢up 4-{1 ,2,3] Tprazon—2-ui-
nunepranH-1 - KapOOHOBOM KHCIIOTHI

191 | 1+2,5-nuxnopdeHni)—2—TeTpazon-2—AI-3THIOBBIH 3¢up 4—(3,4-nuxyop- 6€H3MI) -
IUMEepUANH- 1 - KapOOHOBOK KHUCIOTHI

192 | 1-(2—xmopdeHun)—2~TeTpaso—2-mi-3THIOBbIH dQHp 4—(5-(peHnnTETPa3oN-2- HiI) -
nunepurH-1- kapboHOBOH KHACITOTHL

193 | 1+(2—xy0pheHm1)—2—TeTPaso—2- -3 THIIOBBIH s¢up 4-[1,2,3] tpuazosn—1-ui-
nunepuauH-1- KapOOHOBOK KHCIOTHL

194 | 1~(2,4-xuxnOpdhERmT)—2—TeTpasoI—2—HI-3TATOBEH SQHp 4—(3,4—nuxnop- GeH3mn) -
NUIEepHAVHE-1 - KapOOHOBON KHCIOTE!

195 | 1~(3,4—nuxnopdeHun)—2—TeTpa3on—2—AI-3THIOBEIH sbup 4—(3,4—muxsop- GeH3un) -
nvneprauH-1- KapOGOHOBOH KHCIOTHI

196 | 1-(2—xnopbenmn)-2-TeTpa3on-2-ui-3TRIOBbIH 3¢Hup 3—(4—xnopbeH3min)-
IHpPO/IUIHE-1- KapOOHOBOM KHCTIOTEL

197 | 1-(2—xnopdeHnun)-2-TeTpason—2-ui-3THIOBbIH 3QHp 4-(3,5-6uc-tpudrop-
MeTHIOeH3M)-TIuNepHIHUH-1- KapOOHOBOU KUCIOTEI

198 | 1-(2—xnopheHn)—2-TeTpasoi—2-WI-3THIOBBIH 3¢up 3—(5-MeTHnTETPa3zos—2-
WIMETH)-TIMNEePUIUHE-1- KapOOHOBOH KHCIIOTHI

199 | 1~(2—xnophenu)—2-TeTpaso-2-Ai-3THIOBEIH 3dup 4—(5-METHITETPA3ON—2-
WIMETHI)-ITUIIEPUINH- 1 - KapOOHOBO# KUCIIOTEI

200 | 1-(2—xnopdernn)-2-{1,2,3] Tpuazon—2-ui-3THIOBBIA spup 4—(3,4—muxnop- Gensun)
nunepuanH-1- kapOOHOBOH KHCIOTHI

201 | 1-(2—xu0pdenun)—2-TeTpason—1-miI-3TUIOBbIH 3QHp 4-(3,4—muxn0pOeH3m)-
nunepuarH-1- kKapboHOBO# KHCIIOTBI

202 | 1+(2,5-muxn0pheHAI)—2—~TeTpasoN—2~HiI-3THIOBBIA adup 3-heneTun- HTUPPOTUIVH-
1- xapOOHOBOH KHCJIOTEI

203 | 1-(2,4-muxnopdeHu)—2—TeTpaso—2—Hi-3TAIOBBIH a¢up 3-GECHETHI- THPPOJIHIHH-
1- xkapOOHOBOH KHCIIOTEI

204 | 1+(3,4—nuxnopheHnn)-2—TeTpa3on—2—HI-3THIOBEIH 3Qup 3—beHeTHI- TUPPOJIHIHH-
1- kapOOHOBOH KHCIIOTHI

205 | 2—(2-xnopdenoxcn)—-1-{1 ,2,3]TpHaso-2-AI-MeTHIS THIOBELH 3¢up 3-heHeTn-
TAPPOJIAIHH- 1 - KapOOHOBO# KHCJIOTBI

206 | 2—(2,4-naxnopdenoxen)—1-[1,2,3] TPHA30J-2-HI-MEe TR THIOBBIH 3QuUp
3-heHETHII-IINPPOTTHINH- 1 - KapOOHOBOH KHCIIOTHI

207 | 2—(3,4-muxnopdenokcn)—1-{1,2,3] Tprazon—2-uI-MeTHII TUIIOBBIA adup
3-(heHETII-THPPOIHIHH- | - KAPOOHOBOR KHCIOTEI

208 2—(2,5—11Hxnopd)eHOKcn)—l—Terpazon——2—nn-Memn3THn0BmI71 a¢up 3-beHETHI-
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NHUPPOJIMINH-1- KapbOHOBOW KHUCIOTH

209 | 2—~(2—xnopdernokcu)~1-{1,2,3] Tprazon—2-niI-MeTHIITHIOBBIH s¢up kapbaMHHOBOK
KHCJIOTHI

210 | 2—(3,4-muxnopdenoxcn)—1-[1,2,3] Tprason—2-mi-MeTHIITHIOBBIH s¢up
KapOaMHHOBOH KHCJIOTHI

211 | 2—(2,4-muxnopoesnokcn)—1-1,2,3] Tprason-2-Ai-METHISTHIOBbIA a¢up
KapOaMHUHOBON KHCIIOThHI

212 2—(2,5—nuxnop¢)enoxcn)—l—TeTpa30n—2—nJI-MeTHJIBTmIOBLIﬁ 3¢up xapbaMuHOBOMK
KHCJIOTHI

213 | 1(3,4—muxnOphERIIT)-2—TeTpa3oN-2—HI-3TAIO0BIH Qup 4—(4-propbensonn)-
nuneprarH-1- kKapOboHOBOH KHCJIOTEI

214 | 1=(2,4—muxnopdermn)—2~TeTpason—2—HI-3TAIOBHIH d(Hp 4—(4-propbenzonn)-
nunepuavi-1- kapboHOBOH KMCIOTEI

215 | 1~(2,5-muxIopdhern)-2~TeTpason—2—HI-3TANOBLIH SHup 4—(4-dpropbeHsonn)-
nunepyue-1- kapOOHOBOH KUCIOTHI

216 | 2—(2—xnopdenoxcu)-1-TeTpason-2-AIMETHI-3THIOBEIH SGUp 4-(3,4-muxnop-
GEeH3MT) MHIEPHIMH- 1 - KapOOHOBOH KHCJIOTEI

217 | 2-(2,4-nuxnopbeHoKcH)—1-TeTpa3oN—2—MIMe THII-OTHJIOBELH sdpup 4-(3,4-
JHXI0pOeH3IIT) NHUIEPHIUHE-1- KapGOHOBOH KHCIIOTEI

218 | 2—3,4-muxTOphHEHOKCH)— 1 -TeTPa30N-2—HIME THI-OTHIIOBEIH apup 4-(3,4-
JUXI0pOen3u1) MHIePH THH- 1 - KapGOHOBON KHUCIIOTHI

219 | 1-(2—xnopdenun)-2-TeTpason—2-ui-3THIOBbIH 5¢up 3—[2—(4-meToKCHEHHT) STHI)
MUPPOJTHINH-1- KapOGOHOBOU KHCIOTBI

220 | 1—heHnT-2-TeTpason-2-mI-3THIOBbIA IGHp 4—(3,4-nuxnopOCH3UT ) IHNEPH- AH-1-
KapOOHOBOH KHCIIOTHI

221 | 1-(4-GensunokcuheHmT)—2-TeTpasoi—2-HI-ITHIOBDbIH d$Up Kap6aMHHOBOH KHCIOTEI

222 | 1+(4-6emsnnoxcudenmn)—2-Terpason—1-ui-3THIOBbIH 5¢up xapbaMIHOBOM KHCIOTHI

223 | 1-(2—xsopbenu)—2-TeTpason—2-mI-3THIOBEH ddup METHJIKAPOAMUHOBOH KHCJIOTHI

224 | (S)-1—(2—xnoptherun)—2—TeTpa3on—2-Uil-3TUIOBEIA 5hHp MeTHNIKapOaMUHOBOA
KHCJIOTBI

225 | 1-(2—xnoppennn)-2-{1,2,3] TpHazon—2-Mi-3THNOBbIH o¢up 4-OeH3wmunepy- IuH-1-
KapOOHOBOM KHMCJIOTBI

226 | (S)~1—(2—xnopdennn)-2—{1,2,3] Tpuaszo—2-ui-3TUIOBBIHA s¢up 4—OcH3MI-

nunepuauH-1- Kapb60HOBOH KHCIIOTEI

Tpy IpMMEHEHHH COeNUHEHHA TI0 H300peTeHmO o0LIelH crpykrypHo# dopmyns (IX)

IS JedeHHs 3a00leBaHUM LCHTPAIBHONW HCPBHOH CHCTEMEL, 0COOEHHO AN JISUEeHUd

GeCIIOKOACTBA, NCIIPECCHH, CYIOpOT, OIMICTICHH, MHIPEHH, OHIIOIIPHOTO paccTpoiicTna,

370ynoTpeOIeHNA  JICKapCTBaMH, KYpPCHHUS, ADHD, oxXupeHHsd, paccTpoiicTBa CHa,

HeHApOrcHHOM GOMH, yXyIIICHHs N03HABATENLHON CIIOCOOHOCTY, yNapa i MBIIEYHOT0 CHasMa,
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IIPeIOYTHTENIEHO BBOJUTE ITH COSIMHEHMS NEPOPalbHO. ITpu mepopaJbHOM IPHMEHEHHH
coequHEHUS OOmeH CTpyKTypHoit ¢opmymst (IX), NpPEANOYTHTENBHO COCAMHATE  C
apmanesTadeckiuM HocuteneM. OTHOmEHHe HOCHTENS K COCAMHEHHIO dopmynnr (IX) He
SBJISETCS KPUTHUECKHM JUISL JOCTIDKEHHS JXENaTeIbHOro IEHCTBUS Ha LCHTPATLHYIO HEPBHYIO
cracTeMy XO03SHMHA, KOTOPOMy TpeGyeTcst Takoe JEYCHHE, OHO MOXET CHIBHO MEHATBCT B
3aBMCHMOCTH OT TOTO, OYHET M KOMIO3WIHUS IOMEIIATLCS B KallCylibl HIH (b opMOBaTECH C
nonydenuem TabneTok. I1pu TabneTHpoBaHKUH OBBIYHO JKETATEIBHO MPUMEHATH, IO MEHbIUEH
Mepe, CTONBKO K& (hapMaleBTHYECKOTO HOCHTENS, CKOIBKO  BBOXHMTCH AKTHBHOTO
HArpeueHTa. MOXHO IPUMEHATE Pa3NHYHBIC (apManeBTHIECKHME HOCHTENIM MM MX CMECH.
T[lomxonsmyHe HOCHTENH BKIIOYAIOT, HANPUMEpP, CMECH JIaKTO3BI, IBYXOCHOBHOTO docbara
KATBIES ¥ KyKyPY3HOTO Kpaxmaia. MoryT OvITs 00aBIEHbI TAKKE APYTHe (dapManeBTHYECKA
[pHEMJIEMbIE HHTPEIHCHTE], BIUTIOUAs CMa3bIBAIOLIHMe BEIIECTBA, TAKHE KaK CTeapaT Markti.

Coemmrennss ¢popmynsl (IX) MOryT COCTaBIATh KOMIIO3MLHM, M3 KOTOPBIX ¢
IPYMEHEHHEM OOBIMHBIX MHEPTHBIX aXbIOBAHTOB IOJNYHAIOT JICKAPCTBEHHBIC bopMmEl,
[OXOJIATIME U OPAIBHOTO WM APEHTEPanbHOTo BBECHHS. TaKue JIEKapCTBCHHbBIC bopMmEI
BKJTIOYAIOT TaGIETKH, CyCIEH3UH, PACTBOPHI H T.I.. KpoMe TOro, COCAMHEHUS 110 H300peTEHAIO
MOTYT BBOJUTECS B BHJE TBEPIBIX HJIM MATKHX KarcCyll. [TpuMepsI MOAXOAAIIAX MHEPTHBIX
ATBIOBAHTOB, KOTOPHIE MOTYT MPHMEHATBCS UL NOJYYCHHS OpajlbHbIX MM MapeHTCPaIbHBIX
JNeKapCTBEHHBIX POPM Ha OCHOBE COCIMHEHUH dopmymsi (1X), 04€BHIHE! JUIT CIEIHATIUCTOB B
NaHHOM 061acTH. DTH aIbIOBAHTHI BKIIOYAIOT, HANPHMED, BOAY, KCIIaTHH, JIaKTO3y, KpaxMmal,
creapaT MaTHUS, TallbK, PACTHTENBHBIE Macna, KaMely, [OJHATKAICHITTHKONM N T.II. Bonee
TOro, €CIM 3TO JKeJaTelbHO, B TaKWe COCTaBbl MOTYT ObITh BBEIEHBl KOHCEPBAHTBI,
CTAGUIIH3ATOPE], CMAYHBAIOLINE AreHTH, SMYJIbraTopbl, CONHA JUI H3MEHEHH OCMOTHHECKOTO
nasnenns, OypepHble BEIECTBA U T.IL.

TepaneBTHUECKOE TNPAMEHEHHE PAlEMHHCCKHX HWIM SHAHTHOMEPHLIX COeIMHEeHHH
obmeit crpykryproit dopmyaer (IX) m mx ¢apMaleBTHIECKH NPHEMICMBIX coneit OBIIO

MOATBEPXKACHO CAEAYIOIAMA HCIILITAHASIMHA.

MeToabl HCOLITAHAS B CBETJIOM — TEMHOM SAIIHKE.

OnsIT B cBeTiioM — TéMHOM smmuke (LDB), onue M3 CIOPHBIX ONBITOB, HCTIOIb30BAIH
IVl ONpENENEHHA AHKCHOJNMTHYECKOH aKTHBHOCTH HECKOJIBKHX JICKApCTB, TaKMX —Kak
nmasenaM, 6ycmupoH u T.4. (Allikmets et al., 1996; Belzung and Griebel, 2001; Cutler and
Aitken, 1991; Leyre et al., 2004). Ilpx mpOBEJCHWM [AHHOrO OIMbITa H3yHaIH
AHKCHONHTHYECKOE JEHCTBHE a30/bHBIX COETHHEHHH, COAEPKAIMX KapOaMONIBHYIO TPYIITY

obmeit crpykrypHoit dopmyinsl (IX) B (LDB) Ha Mprmax.
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YKUBOTHBIM BBOJHI/IM COCIHWHCHHUE 3a 30 muH mo omerta. CBETIBIM — TEMHBIH AITUK
COCTOST U3 KOHTeitHepa pasmepoM 45 cM X 7 ¢M X 7 em (L x V x H) u3 riekcurnaca 1 ObLI
pasenéH Ha 1Ba OTIACICHMH, OLHO GLUIO HOJMHOCTHIO HEMpPO3padHbM (TEMHOE OTHEJICHHE 3
ggpHoro miekcuriaca: 18 cM or o6melt JTMHBI SMIHKA), B TO BpeMsi Kak BTOPOE OTACTICHHC
ocsemanocy jammoi 100 Br, Haxondmeicd Ha TOTONKE J3TOTO OTAEICHHSA. Hebonsimoe
orepcTre (7 ¢M X 7 ¢M) B NIEPETOPOJIKe obecreunBano cBOOOIHBIN IIPOX0O] MEXAY CBETIBIM H
TEMHBIM OTICTICHISIMU.

Chayaia SKHBOTHBIX MOMEIIAIM B OCBEIIEHHOC OTAENCHAC M OTMCHAIH CKPBITBIA
nepuoj Tepexofa B TEMHOTY M NPOBEpSIH 3T0 B L.DB B TeueHHE 5 MHH [OCJie IIEPBOTO
HOSBICHHS B TEMHOM sulKe. JKHBOTHOE, Yy KOTOPOro 3TOT NCPHOA 611 Ooyee 2 MHH,
JCKITIOUAOCh U3 ombita. OTMedam oblee BpeMs, IPOBEACHHOC B OCBEIEHHOM OTIEJICHUH.
JlBukeBre OKMBOTHOTO MPOBEPANOCH TpH  TIOMOIIH kamepsl TV-CCD  ONBITHBIM
HabmojareneM, He 3HAKOMBIM C YCJIOBHAMM JKCIICPHMCHTA. Melme, y KOTOpo#l Bce HEThIpE
JTallb] HAXOJMJTACH B HOBOM OTHEJICHHH, PACCMATPHBAIIACh KAK NOMEHSABIIAS AIMHK.

CoemmHeHMs, 11 KOTOPHIX OTMedanock OoJbIIee BDEMS npebuiBanus (B %) B
OCBCIIEHHOM SIIHKE, ABJIIOTCS Oolee aKTUBHBIMY aHKCHOTHTHKAMMH.

MeToabl  MCHBITAHAS.  TOHMYECKOH  CyRODOTH, BBI3BAHHOH  MAaKCHMAJIbHBIM
3JIeKTPOMOKOM.

OHBLIT ¢ «MAKCHMATBHBIM 3JIEKTPOIIOKOM» SBIAETCA PaclpOCTPaHCHHBIM dapmaxo-
JOTMHECKHM METOIOM CKPHHHHTA UL NPOTHBOCYHOPOXKHBIX CPEACTB OT TOHHHCCKHX —
KIOHMYecKHX cyfgopor. B ombire ¢ MES [ IpOTHBOCYJOPOXKHBIX CPEACTE MPHMCHSTH
creAyrouyo MeToauKy. COeIMHEHHA, KOTOPBIC HYXHO 6BUIO HUCIIEITaTh, pacTBopsid B 30%
PEG 400 ¥ BBOAWIM BHYTPHOpIOWIMHHO (ip) H IIEPOPAJIHHO (po) xuBotHeM. llocne
ONpeNe/EHHOro  TIepHoja  BPEMEHH [eficTBOBallM Ha JKMBOTHRIX  MAaKCHMalbHbIM
snexTpomokoM (50 MA, 60 I'y, 0,2 ¢) mp¥ MOMOIIM KOPHEANBHBIX 3JEKTPOAOB, HUCIOJIB3YS
moxkep IITC Life Science Model. IIpoTuBOCYnOpOXKHas aKTHBHOCTH OpUla TMOKa3aHa Kak
3arMTa NPOTHB TOHWUECKOTO BHIIPAMIICHMS 3aJiHEH Jamibl, BEISBAHHOTO MES. Omnpeaensnu
BepurHEbl 10361 nonoBuHHON 3ddextuHOCTH (EDso), HCTIONB3YsS TPH pasHBIC NO3bL Ha, HO
MeHbIIell Mepe, 8 MbIIax B kaxao rpymme. CoeIMHEHNUS ¢ MEHBIIMMH 3HAUCHUAMH EDso n
Goee BHICOKON CKOPOCTBIO 3AlATHI ABJMOTCSA GoNee aKTHBHBIMM HPOTHBOCYIOPOKHLIMH
CpEICTBAMH.

MeTop onpeaesIeHHs KJOHHIeCKOH Cy10porH, BHI3BaHHOM MEHTHJIECHTETPA30IOM.

[IpoBoAmIM TAaKKe TECT II0 ONPENENCHHIO IPOTHBOCYZOPOXXKHOH aKTHBHOCTH €
[IPAMCHCHHEM  «IICHTHICHTETPA30Na (PTZ)». CoenvHenns, KOTOPhIE IPENATCTBYIOT

IPOSIBIEHHIO KJIOHMYECKHX CYAOPOT, BHIZBAHHBIX IIOJKOXHBIM BRezenueM PTZ, U3BECTHEI Kak
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COeMUHEeHUs, [MOBHIIAIOMME MOPOT OIWJIENCHHM, M OOBYHO  HCHOJNB3YIOTCH Ui
TIpeA0TBPALICHAS MAJIBIX SMMIENITHYECKUX IIPHIIaJIKOB.

Hcronb30Baim CIIEAYIOMYIO METOMKY. CIBITYyeMBble COSAMHEHUS PACTBOPSIIH B 30%
PEG 400 ¥ BBOAMIH >XKHBOTHEIM ip ¥ po. Uepe3 omnpenenéHHbIA NPOMEXYTOK BPEMEHH
KaXZIOMY >KHBOTHOMY BBOJWIM NOAKOXHO 100 MI/KT PTZ (moza CD97) m Habmojanu B
teuerue 30 MEH HOSBISIOTCS WM OTCYTCTBYEOT KIOHMYECKHE CIa3Mbl B TedeHHe 5 ¢. Jl03bl
nonosuHHOM 3(dexrusroctr (EDsg) ompenessi, HCHONb3ys TPH pasHBIC O3Bl Ha, MO
MeHbIIeH Mepe, 8 Mplmax B kaxaoi rpymnmne. CoefHHEHHS ¢ MEHBIIUMA 3HAYCHUAMH EDsp u
Gonee BBHICOKOH CKOPOCTBIO 3alMTHI SBIAIOTCA Ooyiee aKTHBHBIMH NPOTHBOCYAOPOXHBIMH
CpEICTBAMH.

MerToa onpeaesieHUs BbIHYKIEHHOT0 NJIaBaHHA.

«MeTon OIpencNcHus BEHYyKIeHHOro Inasanusy» (FST) s mpoBepky anTHuempec-
CaHTHOH AaKTHBHOCTH Takke OBUI TpoBeA€H. VMcmomp3oBain CIENYXOUIYIO METOTHKY.
UcnertyeMsie coenuraenus pactopsnd B 30% PEG 400 # BBOMIH KXHBOTHEIM ip u po. Yepes
30 MHH M3MepsUTH BpeMs HEMOJBHXXHOCTH, NPCBBIIAIOLICE 4 MuH U3 6 MUH DKCIEPHMEHTA.
CoenpHEHHS C OOJIBIIAM CHIDKEHHEM BpPEMEHH HEMOIBHKHOCTH (8 %) sBisTIOTCA OOJIEe
aKTHBHBIMH KaK aHTHIENPECCAHTHL.

MeToa onpeaesieHAs CBA3LIBAHMS ¢ PEHENTOPOM GABA-A (caitt TBPS).

CoeMHEHNS [0 H30GPETEHUIO HCTIBITHIBATY Ha CTIENUQIIECKOe CBA3bIBAHAE C caiiToM
TBPS (per.6yrunbuunkiodpochoTHoHaTa), CAHTOM aIOCTEPHISCKOro MOAYIATOPA GABA-
A penenropa, MogudHIEpoBanHoro G. Maksay and M. Simonyi, Eur. J. Pharmacol. 1985, 117
(2), 275, u Gee, K. W. et al,, J. Pharm. Exp. Ther. 1988, 246, 803.

DTOT MeTOX OCYIecTBAsM ¢ mpuMenerreM [35S] TBPS B xadecTse paquomranjia B
IPOMEITOM TOMOT€HaTe MeMOpaHEI MO3ra KpBICHL IIpenmapaTtsl MeMOpaHBl MOJNYYalH MO
npoueaype, onucanHo# Hrke. Kpric Spraque-Dawley (SD) Becom 230 T yMEpUIBISIH IPH
oBearTaBIMBAHAE H BECh MO3T GBICTPO YHANSIA H OTACISIHA MO3IXKEYKH. PacCeu€HHBIH MO3T
romorenusuposand B Teyerue 30 ¢ B 10 obnEMax (Bec/06) nensmoi 0,32 M caxapossl 1 50
MM Tpuc-tiuctpatHoro Gydepa ¢ pH 7,4, Hcronesys CTeXJIAHHBIM roMoreHar. ['omorenar
neHTpudyriposany npu 2000 Xg B TEICHHE 5 muH npu Temnepatype 4°C. Hanocanodnyro
xunkocts penertpudyrupoamm mpu 50 000 xg B TeUeHHE 20 muH npu Temreparype 4°C.
Ha/10cag04uHyI0 KHAKOCTb CIAMBAIA M IIOJyYCHHbIC TPAHYJBI CHOBA CyCUCHIMPOBATH B 10
obnéMax (Bec/06) nexssoro 50 MM TpHC-IMCTPaTHOTO 6ygpepa ¢ pH 7,4. 3ateMm
CYCTMIEHIMPOBAHHBIC T'PAHYJIE] nentpudyru- posamu npu 50 000 xg B TeYeHHE 20 MUH IIpH
temneparype 4°C. TlomydeHHbIe IpaHyJibl CHOBA CYCICHIMpOBaIA B 32 ob6wvémax (Bec/06)

nexsHoro 50 MM Tpuc-tmcTparHoro 6ydepa ¢ pH 7,4 n 0,05% Triton X-100 u uaKyOHpOBaH
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npu 37°C B Teuenne 60 MMH, WCIONB3ys BOIAHYIO Hanro. HKYyOUpOBaHHYIO CYCIIEH3MIO
nentpudyruposan  npu 50000 xg B TeHCHME 20 wmun npu Temneparype 4°C.
PecyCleHIMpOBAHHE ¥ LEHTPU(Y- 'MPOBAHUE OCTABIIMXCA TPaHyI TIOBTOPSUTH JIBAXKJBI TEM
ke Croco0OM M KOHEUYHbIe TpaHyJsbl peCyCleHINpOBaIN B 10 o6bémax (ec/o6) nemsinoro S0
MM TpHc-IHcTpar- Horo Gydepa ¢ pH 7,4, uro6bI 06ECTIEUNTD PacTpesieNieHue 2 Ml aliKBOTa
B Tpy6Kke MHMKPOHEHTPUGhYTH, KOTOPBIE HCMONB3OBAIM Cpasy e HIH BBIIEPKUBATH TIPH
temmeparype —80°C He Gonee 1 Mecall 0 UCTIOTL30BAHMUS.

Ilnst ompeneneHHs CBsA3bIBaHHSA C capitom TBPS 50 MK HCIBITYEMOI'O COEIMHCHUS
nobasnsmd K 100 MKr memOpaHHOro Oesika, CyCNEHIUPOBAHHOTO B 0,15 min 50 MM Tpuc-
unctparHoro Oydepa ¢ 200 MM NaCl, pH 7,4, B npucyrcreud 2 HM [35S] TBPS.
KynbTUBHpOBaHHE CMECH MPOBOJMIN B TEHCHUC 1,5 u mpu Temieparype 25°C, 3areM
(hMITBTPOBAIIA Yepe3 CTECKIIOBONOKHHCTHIH ¢uneTp Whatman GF/C, 3aTeM JBaX/Ibl TPOMBIBAIIH
4,5 Mn JeasHOTo HMHKyOanmoHHOTO Gydepa. ®uibTpsl MOMEWAIH B MPOOGHPKH ¢ 4 M
CLMHTHINAIMOHHOrO  pacTBopa.  Hecmerm@uueckoe — CBA3BIBAHHEC  ONPENCIAIH s
napaanenbHbIX HHKyGaumii ¢ 100 MKM MUKpOTOKCHHA.

Besmuunn 1Csy onpenensm, ucrnonesys Graphpad PRISM v. 3.00. CoeauHennsi ¢
MenpmuMi  BenmunHamu [Csp wim ¢ GOJIBLIHM % WHrMOMpPOBaHUSA SABJISIOTCA fosee
AKTUBHBIMH &JUIOCTEpPUUYECKHMH MOYJIATOpaMH GABA.

Onpeenenne TPAHCIIOPTA 10NIAMHHA (H3MEpPeHHe MO0 eHH JAofaMHHA).

OcylmecTB/ISIA  TAKKE ONpEENCHUE  «TpaHCIopTa nonamuna» (DAT) ans
MHTAOMPOBaHUS MOTTIOIEHNS JI0TaMHHa. Jlns Toro, uToObl ONMPENETHTh MHTHOMpOBaHUE
MOTIOMEHNs OMAMAHA COENWHEHMs 10 H300pETCHHIO AHATH3MPOBAIH, KaK OMUCaHO B
Zhaoping Liu et al., Neuropharmacology, 2001, 41, 464.

Kynbrusuposannsie knetkn CHO MHOUIMPOBAIN PeKOMOHHAHTHOM 1a3MHU 0,
DAT- pCDNA3, koTopas KOAUpYET TpaHCIIOpTep foNamMiHa Kpbic. Bpiny BRIOpaHb! HECKOIBKO
cyOKJIOHOB ¥ ONpEJENsIIH MOTJIOMCHUE [3H)] monamuua. Kion ¢ HaHOONBUIMM NOTIIOMICHHE,
06o3HaueHHb D8, 6bU1 BbIOpaH Ui ONPEAC/ICHH NEPCHOCA (Tpancrmopra) IoNaMHHa
COEIHHCHUSAMH.

Jlis ompeneNieHus TPaHCHOPTa JonaMuHa KICTKH D8 KynLTHBHPOBAIH B IUIAHIIETE C
48 nyHKaMH, HUCHONB3YH RMPI1640, comepxammii 10% @eTanbHO# Tensaybel CBIBOPOTKH
(FCS). Knetxu D8 KyabTuBHpOBAIH 10 60 000 KJI/MyHKY, KaXIYyIO JYHKY ITPOMBIBAIIH ONHH
pa3 docdarHs 3a0ydepeHHBIM PaCTBOPOM (PBS) ¥ npeakyJbTHBHPOBAIH B 100 MKn
cOalaHCHPOBAHHOIO COJIEBOTO pacTBopa Xosuka (HBSS) B Teuenue 10 Mun npu KOMHATHO#
temnepatype. bydep 3aTeM 3aMEHSITH 50 mx;1 HBSS, cofepxaliero HCIbITYyeMbIE COSTMHCHUA

v 350 M HBSS, conepiaiiero peakioHHEIE KOMIIOHEHTRI ([3H] monamuH, aCKOPGHHOBYIO
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KHUCJIOTY ¥ maprunus). KoHedHble KOHIICHTPAIHH [3H] normamuHa, aCKOPOMHOBOH KHCIOTHI U
naprimHa coctasisuie 151 #M, 100 MxM n 100 MxM, cooTseTCTBeHHO. KI€TKY BRIpAIUBATIH
B TedeHwe 20 MHH TPH KOMHATHOM TEMIEPAType M PCaKHHIO oOpBIBAIM  OTCACHIBAHHEM
(actimpanmeit) Oydepa u TIpoMbIBATE 3 pasa 1 M xomogHoro PBS. 3ateM KIeTKH
comobummuposad B 2N NaOH # HCHONB30BaNM  AIMKBOTBL JULA KOJIMYCCTBEHHOTO
onpenenenns nornomenus [3H] nomamuHa npy OMOINH CHMHTHJISIIAOHHOIO XHUIAKOCTHOTO
cuétunka. CoeMEerus ¢ Golee BHICOKOH HHIMGUPYIOMEH CIOCOOHOCTRIO (%) Goiee aKTHBHBI
KaK MHTHOMTOPHI IOTJIOIEHHS NOTaMHIHA.

PesynbTatThl, NOJIy4eHHbBIE TS coenMHEnMH 06mel cTpyKTypHO# dopmymnsl (IX) ¥ uX

(apMaLeBTHIECKH IPHEMIIEMBIX CONIEH TIO w306peTeHnIo, IpABeeHsl B Tadmue 2.

Tabmmma 2.
Coem | Mprmmu B MES mpiueit | Mpimn, PTZ | Mooy, FST TBPS % Hurubupo-
HEHHE LDB, % EDsommu % | EDsp win % yMeHbILe- MHruOupoBa- panue DAT
Ne npeObIBa- 3aLHUTEl 3ALUTHI HHE HHA % (pu 10
HHS B (MIK/YIK. (MITK/TIHK. HenonBwk- | (npu 100 MxM) MxM)
OCBEIEH- BpeMs) BpeMs) HOCTH, %
HOM SIIUKE
1 N.T. 10,7/0,51 24,5/0,54 N. S. 18,3% 47,3%
2 180% 8,6/0,5u 5,9/0,54 N. S. 11,2% N.T,
4 N.T. 66,7% N.T. 40,3% -2,3% 41,5%
(30/0,59)
5 N.T. 18,4/0,54 N.T. 71,7% 14,5% N.T.
7 N.T. 262/0,5u N.T. N.T. 3,5% -21,1%
10 N. T. 213/05u N.T. 45,1% 36,9% N. T.
20 285% 4,24/0,54 3,76/0,54 -24,3% 25,1% 7,1%
21 N.T. 142/0,54 28,8/0,54 N.T. 12,6% 20,9%
25 N.T. 100% N.T. 94,1% 74,8% 70,7%
(50/0,54, 1,
4u)
26 N. T. 100% N.T. 97,5% 66,3% 88,2%
(50/0,54, 1,
2, 44)
29 288,5% 144/14 16,8/1 4 N. S. 1C5=8,1 MxM -27,5%
30 143,6% 149/1u 12,2/14 N. S. 74,9% 15,1%
33 N. S. 9,72/0,54 8,18/0,54 26,2% 48,2% N.T.
39 N.T. 12,5/0,54 N.T. N.T. N. T. N. T.
42 N.T. 18,2/0,5 4 N.T. 44 1% N.T. N. T.
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45 N.S. 488/054 | 581/054 N. T. N.T. -58,1%
80 N.T. 33,3% N.T. 50,6% 64,8% N.T.
(30/2,4 1)
86 N.T. 21,4/0,54 N.T. N. S. 18,9% N. T.
87 N.S. 14,8/0,54 N.T. 925 50,1% 93,8%
88 N.T. 19,1/05q N.T. 88,4% 52,8% N.T.
89 167,4% 6,15/1y 145/ 14 N.S. 27,6% N.T.
91 N.T. 16,0/0,5 q N.T. 94.0% N.T. N.T.
96 N.T. 10,4/05u4 N.T. 95,8% N.T. 98,4%
98 N.T. 6,03/054 | 11,6/0,54 31,5% 29,9% N.T.
99 N.T. 11,6/054 100% N.S. 23,6% N.T.
(30/0,54, 2 4)
103 277.8% 192/1u 514/1u N.S. ICs=13,4 MKM N.T.
113 172% 13,0/14 20,7/1wu N.S. N.T.
114 172,5% 339/1u 169/14 N.S. IC5=107,4 MxM N.T.
115 245% 12,7/0254 | 8,43/1x N.S. IC5=4,3 MKkM N.T.
(10 mpk,
ip)
116 N.T. 100% 33,3% 30,0% N.T N.T
(30/0,5,14) | (30/05,1,
2u)
126 241,5% 2,7/054 506/05u 72,0% 0,3% N.T.
129 N.T. 13,7/0,5 4 100% N.S. 5.6% N.T.
(30/1 )
130 N.S. 24,0/0,54 80/05u 8,8% 42,8% N.T.
138 N.T. 100% 66,7% 35,9% 49,6% N.T.
(30/2 ) (30/4 )
148 N.T. 100% 66,7% N.S 76,1% N.T.
(30/0,549) | (30/0,5,49)
175 N.T 20,2/0,5 4 66,7% N. S N.T N.T
(30/ 4 1)
181 N.T 12,1/0,54 33,3% 30,6% N.T N.T
(30/1, 2, 49)
191 N.T 66,7% >30 50,6% N.T N.T
(30/0.5, 1,
2,44)
194 N.T. 11,9/0,54 33,3% 53,4% N.T M
(30/24)
195 N.T. 15,3/0,54 33,3% 31,9% N.T N.T
(30/0,5, 1 4)
196 N.T. 15,3/0,54 33,3%" N. S N. T N.T
(30/2,44)
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197 N.T. 6,3/054 100% N. S. N. T. N.T.
(30/0,5,4 1)
200 N.T. 100% N.T. 25,9% N.T. N.T.
(30/0,5,49)
201 N.T. 100% N.T. 54,0% N.T. N.T.
(30/1,2,4u)
202 N.T. 11,4/0,54 33,3% 81,2% N.T. N.T.
(30/1,49)
203 N.T. 100% N.T. 44.0% N. T. N.T.
(30/05,1,
2,449
204 N.T. 100% N. T. 51,2% N.T. N.T.
(30/0,5,1,
2u)
206 N.T. 100% 66,7% 51,4% N.T. N.T.
(30/0,5,1, (30/2,44)
2,4 4)
207 N.T. 100% N.T. 43,4% N.T. N.T.
(30/0,5,1,
4y)
208 N.T. 100% 33,3% 48,2% N.T. N.T.
(30/0,5,1, (30/4u)
4y)

% 3aIUThl ONPEACISIN 171 3 MbIIeH
MIIK: MI/KT
N. S.: HesnauurensHO (p > 0,05)

N. T.: He HCUBITLIBATIH

Kax ommcaHo paHee, palleMHYecKHe HIIM 3HAHTHOMEPHO obOorameéHHbIE a30JIbHbBIC
COeTMHEHMS, COTEPIKAIINE KapOAMORIIBHYIO rpyIy obmeH cTpykTypHO# dopmyisl (IX), i ux
(bapManeBTHYECKH  MpHEMJEMbIE  COMM O JAHHOMY uzobpeTeHHo  oDIanaroT
IIPOTHBOCYAOPOXHOH H AHKCHOJIMTHYECKOH aKTHBHOCTEIO B ombitax ¢ LDB, MES, PTZ u
TBPS. CoeHEHHUS, IPOSIBIIONIAE AKTUBHOCTD, CBA3AHHYIO C GABA, MOXHO IPUMEHATH 1S
JledeHHs PAcCTpOMCTBA CHA HJM MBIIIEYHOTO CrasMma. Kpome TOro, paneMHYeCKHe HIH
SHAHTHOMEPHO OOOTaIEHHBIE a30JIbHbIC COSAMHCHHS, COACPKAIINES KapOaMOMIIBHYIO TPYIITY
obuieit cTpykTypHO# dpopmynsl (IX), 1 ux ¢apMareBTHIECKH IpUEMIIEMbIE COJH 10 TAHHOMY
H306PETEHHI0 HMEIT AaKTHBHOCTh aHTHJICTIPECCAHTOB M CPOACTBO K HHTHOMPOBAHHIO
mornomenus poramvupa. CoelMHEHHs, [ICHCTBYIOMME Kak MHrHOATOPEl  NOTIOMICHHUS
JOTIaMMHa, MOTYT TIpuMeHsThes A nedenus ADHD, oxupenns wim 370yTIOTpeONCHHSA
JIeKapCTBaMH YUK KYypeHHS. CoenuueHHs € IPOTHBOCYJOPOXHOH W/HIH

npomrsoannnemnqecxoﬁ AKTHBHOCTIMU MOJXHO TakXe JOIIOJIHUTEIBHO HUCIIOJIB30BATh V1A
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JiedeHHA OMIOJSIPHBIX DPacCTPOMCTB, ULA npoGUNaKTUKH MHTPEHH U HelporeHHo# 6GoIu.
COOTBETCTBEHHO, PALEMHYECKAE AIM SHAHTHOMEPHO ODOTamERHEIC a30JBHBIC COCIHHCHIA,
comepxamue KapOamMOMIBHYIO TPYIITY obmeii cTpykTypHO# Qopmymsr (IX), u mX
apManeBTHYECKH HPHEMIIEMbIC COJH MO JaHHOMY M300pETEHHAI0 MOXKHO HPHMEHATH A
JIeYeHys PacCTPONICTB HEHTPANbHON HEPBHOH CHCTEMBI, ocobeHHO, OeCOKOHCTBa, NENPECCHH,
SITUJIETNICHH, MATPEHH, GUIIONIPHOTO PaCcCTPOHCTBA, 310yHOTpeONeHAS NEKapCTBaMy, KyPeHHUS,
ADHD (cHEIpoMa rHIepakTHBHOCTH ¥ Ae(HunTa BHHMMaH¥), OXXUPEHHA, PacCTPONCTBA CHA,
HelporeHHOH 601H, yXyIIIEeHHs HO3HABATELHOM cOCOOHOCTH, ylapa, HeHpoAereHepaluy i
MBIIIEYHOTO CIIa3Ma.

KoIM4ecTBo coeqHaeHns obel cTpykTypHol dopmynsl (IX) u ero GapManeBTHIECKH
IIPHEMIIEMBIX COJEH, COJEpXKalleecs B BBIIICOMUCAHHBIX JIEKAPCTBCHHBIX tdopMmax, SBIIETCA
nepeMeHHBIM. [Ipu CHCTeMAaTH4ECKOM JICUCHHH tonesneit 1[HC akTHBHBEIM KOJIHYECTBOM
coeuHeRMi 06medt cTpykTypHO# Ppopmyisl (IX) u ux papMarneBTHYECKH IPAEMIEMBIX conei
HX 1033 OOBIYHO cocTaBjseT oT mpumepHo 0,02 Mr 10 NPUMEPHO 250 mr/kr/nens (0,001-12,5
I/7IeHs U 0BBIYHOTO uenoBeka BecoM 50 KT), OHa BBOXHUTCS B BUJIE OJHOM J03bI WY AETHTCS
Ha HECKONBKO 03 HE3aBHCHMO OT criocoba BBeJIEHHs. bonee NpeAnovTuTenbHbIC BETHTHHbI
J03b1 COCTABIAIOT OT mpumepHo 0,15 MI/Kr/feHs o NpUMEPHO 250 mr/kr/nens. KoneyHo, B
3aBHCHMOCTH OT KOHKPETHOTO COEJMHEHHS M TOYHON MPHPOML! OTAETbHOHU 0OJIe3HH, MOTYT
Ha3HAYaThCA BPauoOM JIO3HI, JIe)KallHe BHE YKa3aHHBIX IIPE/ICTIOB.

[IpuMeprl, CIEIYIOIME HHKE, HITIOCTPHPYIOT NAaHHOE n3obpererue. Bee uacTH
YKa3aHbI 110 BECy, BCE TEMIIEPATYPEI JaHBI B Tpafycax 1{enbcus, ecii He yKazaHo uHOe. bonee

TOTO, €CNA HE YKa3aHO MHOe, crieKTpsl SIMP 65U1H H3MEpEHb! ITPU JUTHHE BOIIHB] 200 MI'n.

OcymecTBJieHHEe H300peTenn .

Hacrosmee n3o6peTeHne OyfeT Jierde IOHATh B CBETE HIXKCCICAYIOMMX NPHMCPOB,
KOTOpbIE IPHUBEEHB! ISl WIUTIOCTPAIlHY U300PETEHNA, HO HUKOHM 00pa3oM He OrpaHUYHBAIOT
€ro.

[TonydyeHne a30JbHEIX COEHAMHEHHH, CONEPXKAlIUX xap6aMOUITBHYIO TPYITy oOIeH

cTpykTypHO# bopMye (IX).

Ipumep 1.
1-(2-xn0oppennn)—2—[1,2,3] TPHa30Ji—2-HJI->THJI0OBLII 3¢up KapOaMHHOBOM KHCJIOTHI.

K pactBopy 2—-6pom—2'-xnopaneTopenona (2 MMOI) ¥ KapOoHaTa HaTpus (4 MMOI) B
tonyosne (100 M) no6asisimu 1H-1,2,3-Tpuason (4 mmon). PeakiMonHYIO CMeCh Harpepaiy 4

4§ oxJakaamd 1o 25°C. DTOT pacTBOP 3aTeM KOHUEHTPHPOBAIH B POTALMOHHOM HCIIAPUTEC
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B pas0aBIsM STIANETATOM. DTy CMECh NPOMBIBATIA COJSHBIM PaCTBOPOM. ITomyueHHBIA
OpPraHAYECKHH COM CYITHIN W KOHIEHTPUPOBANIM B BaKyyMe. CeIpo#t IPOAYKT PacTBOPSIIA B
meranone (50 M) m poGasmsinm Goprumpua Hatpus (8 mmon) memnensHo mpu 0°C ¢
MOy4EeHHEM CIMPTOBOTO COEIMHEHHS 0OmIeH crpykrypHo#t opmynel (XII), rme G
o6o3nauaeT 2-xnoppenn, m paper 0, Y o603HauaeT BOJOPOJ, N PABCH HYJIO U A o0o3Ha4aeT
2N-1,2,3-rpuasoi. [locne nepeMelMBaHKs] B TCUCHUE 1 9 mpu KOMHATHOM TEMIIEPaType 3TOT
pacTBOp KOHIEHTPHPOBATH B POTAllMOHHOM HCHApHUTEIE X pas6asmsuy stitaneraTom. CMech
IIPOMBIBATH ~ COMSIHBIM ~ pacTBOpoM.  Ilomy<eHHbIHA OpraHyvecKHi CIOH CyIIHIH H
KOHIEHTPMPOBAJIH NOJI BaKyyMOM. DTOT COHPT PacTBOPSUIM B METHJICHXJIOPHAC (50 M) H
no6asmsm 1,1'-kapSormmuuMuiason (8 MmoJ). PeakIHOHHYIO CMECh IEPEMEIIMBATH [PH
KOMHATHOH TeMIepaType B TeUeHHe 4 4 C MOCTIETYIOMHEM J00aBICHHEM n30BITKA THIPOOKHCH
amMonus (50 mia). Ilocne mepemenvBanus B TCUYCHHE 4 v mpu KOMHATHOW TeMIlepaType
OpraHu4ecKuil CJIOH BBUIEIATH MW IPOMBIBAIM  COJLIHBIM pactBopoM. IlomydeHHbIH
OpraHMYeCKHid CJIOH CYIIMIA M KOHIEHTPHPOBAIM IION BaKyyMOM. OcTaroK OvYHMILAIH
xpomarorpadueil Ha KOJOHKE (JTHIALETAT | TEKCaH = 1:2), momyyam 1—2-x70p- pernn—2—
[1,2,3]Tpuason—2-ui-3TENOBEIH QU KapOaMIHOBOM KHCJIOTHL

'H SIMP (CDCls) & 7,62 (s, 1H), 7,21-7,38 (m, 4H), 6,55 (m, 1H), 5,09 (br, 2H), 4,8 (m, 2H).
Ipumep 2.

1—(4-MeT0Kcu(l)eﬂn.rl)—2—[l,2,3]TpuasoJl—Z-ml-aTﬂJlonblﬁ 3¢up kapOaMHHOBOI KHCJIOTHI.

TosTopsm mpouenypy Ilpumepa 1, HCHONB3YA 2-6pomM—4'-MeTOKCHAETOPEHOH B
KavgecTBE PeareHTa BMECTO 2-OpoM—2'-XiopaneTo$eHoHa, MOTydaH 1—(4-MeToKCH- DEeHHN)—
2-[1,2,3] TpHa3oN—2-HI-3THIOBEI 3$HP KapOaMHHOBOH KACIOTHL.

'H SIMP (Acetone-dg) 8 7,65 (s, 2H), 7,35 (d, 2H), 6,92 (d, 2H), 6,15 (m, 1H), 5,75-6,1 (br,
2H), 4,7 (m, 2H), 3,81 (s, 3H).

TIpumep 3.

1-¢enna—2-[1,2,3] Tpuazon-2-ui-3THIOBbIH 3¢up kapbaMHHOBOH KHCJIOTBI.

Iopropsyim npouenypy Ilpmmepa 1, mcnome3ys 2—-6poMarieTopeHOH B KadecTBe
peareHTa BMECTO 2-OpoM—2'-XJIopaneToQeHoHa, Moyyaim 1-pennn—2-1,2,3]- Tpuason-2-
HI-3>TAIOBEIN 3GHp Kap6aMUHOBOH KHCJIOTHL
'H SIMP (CDCl3) 6 7,62 (s, 1H), 7,37 (br, 5H), 6,21 (m, 1H), 4,98 (br, 2H), 4,8 (m, 2H).
ITpumep 4.
1-(3-xa0p pernn)-2—-(1,2,3] TPHA30/—2-HI-ITHI0BEIH 3pHp KapOaMHHOBOMH KHCIOTRI.

IosTopsmn  mponexypy Ilpumepa 1, HCmome3ys 2-6poM—3'-XJT0paleTOPEHOH B
KayecTBe peareHTa BMECTO 2-6pom—2'-x7opalieTopEeHOH], MONyYaTnd 1—(3-xn0p- peHun)—2—

[1,2,3] TpMa307—2-HI-3THIOBBIA dQUpP KapOaMHUHOBOH KUCIIOTHL
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'H IMP (Aneron-de) & 7,67 (s, 2H), 7,6-7,2 (m, 4H), 6,25 (m, 1H), 6,15 (br, 2H), 4,81 (m,
2H).

IIpumep 5.

1—-(4-auTpodenmnia)—2—[1,2,3] TPHA30I—2-HI-ITHIOBBIH 3¢up Kap6aMHHOBOH KHCJIOTEI.

IlosTopanu mnpouenypy Ilpumepa 1, HO BMECTO 2—-6poM—2'-xJI0pareTopeHoHa
npuMeHsH  2—-OpoM —4'-guTpoaneTodeHOH B KayeCTBE peareHra, IOJIyHaiH 1—(4-
rurpodernn)-2-{1,2,3] Tprazon—2-ui-3THIOBLL SQHp KxapGaMHHOBOH KHCIIOTEL
'H SIMP (DMSO-dg) § 8,15 (s, 2H), 7,5 (m, 4H), 6,19 (m, 3H), 4,6-4,95 (m, 2H).

IIpumep 6.
1-(4-propdhennn)-2-{1,2,3] Tprazon-2-AI-3THIOBBIH 3¢up Kap6laMHHOBOH KHCJIOTBI.

IloBTopstmm  mpouenypy Ilpumepa 1, HCIOIB3ys 2—6pom—4'-propanieToheHOH B
KayecTBE pearcHTa BMECTO 2—OpoM—2'-XJIopaneTopeHoHa, IoMydany 1-(4-prop- dermm)-2—
[1,2,3] TpHa30I—2-HiI-3THIOBBIH 3pUp KapOaMHHOBOH KHCIIOTBL
'H SIMP (Aneton-de) 8 7,66 (s, 2H), 7,2-7,5 (m, 4H), 6,3 (m, 1H), 5,8-6,6 (br, 2H), 4,7 (m,
2H).

Ipumep 7.
1-m-Tosm1-2-[1,2,3] TpHA30/—2-HI-HTHIOBEIH 3pup Kap6aMHHOBOH KHCJIOTBI.

[ToBropsin mpouenypy Ilpumepa 1, ucmosibp3ys 2-6pom—3'-MeTHnaleTOQEHOH B
KauecTBE PEeareHra BMECTO 2—OpoM—2'-XJI0paneToeHOHa, MOJTy4dant 1—m-tonun-2-{1,2,3]
TPHA30J—2-HI-9TH/IOBbIH 3pUp KapGaMHHOBOH KHCIOTHI.

'H SIMP (Aneron-dg) & 7,67 (s, 2H), 7,1-7,3 (m, 4H), 6,2 (m, 1H), 5,7-6,3 (br, 2H), 4,7 (m,
2H).

IIpumep 8.

1-(3,4-maxoppenni)—2-[1,2,3] TpHAZOI-2-MI-ITHIIOBBIH 3¢np KapdaMUHOBOIH
KHCJIOTBI.

ToBropsinu mpouexypy [Ipmmepa 1, mpuMcHsAs 2-6pomM—3',4'-muxnopaneToQeHoH B
KauecTBE pearcHTa BMeCTo 2—-6poM—2'-XyiopaneTopeHoHa, HoTydany 1—(3,4-nuxnop- ermn)—
2-[1,2,3] Tpua3on—2-uN-3THIOBEIH 3bHp KapOAMHHOBOH KHCIIOTEL.

'H SIMP (Aneron-dg) & 7,67 (s, 2H), 7,57 (m, 2H), 7,36 (m, 1H), 6,19 (m, 1H), 5,9-6,3 (br,
2H), 4,8-4,9 (m, 2H).

IIpumep 9.

2-[1,2,3] Tpnazon—-2-ui—1—(3-rpudTopMeTHADEHAT) ITHIOBEIH 3¢up KapdaMHHO- BO#

KHCHAOTHbI.
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[losropsma mpouexypy Ilpumepa 1, DpAMEHsA 2-6poM—3'—(TpETOPMETHI)-
aneToeHOH B KadeCTBE DPEarcHTa BMECTO 2-6poM—2'-x1opaneropenona, moxydams 2-
[1,2,3]rprazon—2-mr—1-(3 ~TpudTOpMeTHIIhEHII)-3THIOBELH ddup xapbaMHHOBOH KHCIIOTEL.
'H IMP (Aueror-de) § 7,67 (m, 6H), 6,30 (m, 1H), 5,9-6,4 (br, 2H), 4,87 (m, 2H).

IIpumep 10.
1-(2,4-muxnopdennn)-2-1,2,3] TPHA30J—2-A-3THJIOBbIA > GUp KapbaMHHOBOH
KHCJIOTBI.

[losTopanu mpouexypy IIpumepa 1, TpHMEHSs 2-6pom—2',4'-ux;10paleToPeHOH B
KauecTBe pearenTta BMecTo 2-GpoM—2'-xyiopaneToeHoHa, MoTyali 1—(2,4-nuxsiop- deHnm)—
2-[1,2,3] Tprazon—2-Mui-3TAIOBLIH 2hUp Kap6aMUHOBOH KHCJIOTHL
'H SIMP (Aueror-de) § 7,68 (s, 2H), 7,5 (m, 3H), 6,50 (m, 1H), 5,9-6,4 (br, 2H), 4,8 (m, 2H).
IMpumep 11.
2-(1,2,3] Tpuazon-2-un-1-(4-rpudTopMmeTriadeHu) ITHJIOBRLIN 3QUp Kap6aMHHO- BO#
KHCJIOTBI.

[TosTopsym mpouenypy IIpumepa 1, HO HCTIONIL3OBAJIH 2-6poM—4'(TpHQTOPMETHIT)-
aneTopeHOH B KA4YeCTBE peareHTa BMECTO 2-6pom—2'-xJIopateTodeHoHa, [OoNydamd 2-
[1,2,3]Tpna30n—2-un—l—(4—1pmbT0pMemn@ennn)amnmmﬁ 3¢up xapOaMHUHOBOH KUCJIOTHL.

'H SIMP (Aneror-dg) § 7,72 (m, 6H), 6,29 (m, 1H), 5,8-6,8 (br, 2H), 4,8 (m, 2H).

Ilpumep 12.

2-1,2,3] TpHnazon—2-ui—1—-Q2-rpudropmerniadennn) 3THIOBLII 3¢Hup KapGaMHHO- BOH
KHCJIOTBI.

TosTopsmu mpouexnypy Ilpumepa 1, HO HCTIOJIB30BAH 2-6poM—2'—(TprdTOPMETHI)-
alleTroeHOH B Ka4ecTBE pearcHra BMECTO 2—6poM—2'-xyIopaneToheHOHa, ToNydans 2-
[1 2.3 ]tpuazon-2-uin—1—(2-Tpu TopMeTHI( e HA) STHIOBBIH 3¢up xapbaMHHOBOH KHUCJIOTHL
'H SIMP (Aneton-ds) & 7,7 (m, 6H), 6,64 (m, 1H), 5,7-6,4 (br, 2H), 4,75 (m, 2H).

IIpumep 13.
1-(2-xnoppennn)-3-[1,2,3] TPHA301-2-HI-NPONAJI0BEIH pUp KaplaMHHOBOH KHCIOTLI.

ITosTopsin mpouexypy Ilpumepa 1, npuMeHas 3—(2-x510ppeHAI) -3 —THAPOKCUITPOIIH-
NOBBIA 5(QUpP METAHCYTH(QOKHCIOTHL B KadeCcTBe pearcHTa BMECTO 2—6poM—2'-XJIop-
anerodeHOHa, HOJTyYaJld l—(2-xnop(1)eHnn)—3—[l,2,3]Ipna30n—2-nn-nponun0BHﬁ adup
KkapOaMUHOBOH KHCIOTBI.

'H SIMP (Anetor-de) 8 7,87 (d, 2H), 8-7 (m, 4H), 6,27 (br, 2H), 6,00 (m, 1H), 4,64 (m, 2H),
2,4 (m, 2H).
Ipumep 14.

1-(3-xnopdennm)-2-[1,2,3] TPHA30J1-2-HJI-IPOIUIOBBIA 3¢Hp Kap0aMHHOBOH KHCIIOTHI.
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IlosTopsmt  mpouexypy  Ilpamepa 1,  HO  NPUMCHSIH 2—6pom—1—(3-
X7IopheHI)IpoNai—1—0H B KayeCTBE peareHTa BMECTO 2-6pom-2'-x1opareroeHona,
nonydama 1—(3-xnop- dernn)-2-[1,2,3] TpHa30—2-HI-IPOIAIIOBEIH 3¢up KapGaMHHOBOH
KHCJIOTBI.

'H SIMP (Aueros-ds) 8 8,09 (s, 1H), 7,68 (s, 1H), 7,3 (m, 4H), 5,9-6,6 (br, 2H), 6,07 (m, 1H),
5,2 (m, 1H), 1,57 (d, 3H).

IIpuwmep 15.

1—(3—xnop(bennn}—2—[1,2,3]Tpna3on—2-ﬂn-rlponnﬂonblﬁ 3¢up MeTHIKap6aMHHO- BOi
KHCJIOTBI.

TTosTopsuu npoueaypy Ilpumepa 14, Ho IpHMEHIA M30BITOK METHJIAMEHA B KAa4eCTBE
pearenta BMeCTO H30BITKAa THAPOOKHCH aMMOHUSA, MOJyHany 1—-(3-xnopbennn)-2-1,2,3]
TPHA30JI—2-HI-TIPOTHIOBbI 3GHpP METHIIKAPOGAMIHOBOH KHUCIIOTEI.

'H amP (Anerton-dg) 8 8,06 (s, 1H), 7,65 (s, 1H), 7,3 (m, 4H), 6,5 (br, 1H), 6,05 (m, 1H), 5,2
(m, 1H), 2,66 (m, 3H), 1,54 (d, 3H).

Ipumep 16.

1-(2,5-auxaopennn)-2—[1,2,3] rprazon—2-ni-3THIOBbIH 3¢up xapbaMHHOBOH KHCJIOTBI.

[osTopsumm mpouenypy Ilpumepa 1, mpumen: 2—6pom—2",5"-uxnopaneTodpeHoH B
KayecTBE peareHTa BMecTo 2—6poM—2'-xnopanetoheHoHa, MoTydaiy 1—(2,5-nuxnop- GeHuI)—
2-1,2,3] TpHa3o—2-AI-3THIOBBIH 5¢Up KapOaMHHOBOH KHCJIOTEL.

'H SIMP (Aueron-dg) 8 7,69 (s, 2H), 7,46 (m, 3H), 6,35 (m, 1H), 5,9-6,58 (br, 2H), 4,84 (m,
2H).

Ipumep 17.

1—(2,6-nnx.r10p(l)elmn)—2—[1,2,3]Tpuaaon—Z-nn-aTnuonmﬁ 3¢up kKapbaMHHOBO#M KHCJIOTBI.

IopTopsanu npouenypy Ilpumepa 1, npHMeH:As 2—-6pom—2',6'-1uXNIopaneToPeHOH B
KAaYecTBE pearcHTa BMeCTO 2—0poM—2'-XJI0paneTodeHOHa, IOoNyJau 1—(2,6-muxnop- GeHn)—
2-[1,2,3] TpHazon—2-Hi-3THIORKIH 3GHp KapGaMHHOBOH KUCIIOTHL.

'H SIMP (Aneton-dg) 8 7,68 (s, 2H), 737-7,6 (m, 3H), 6,9 (m, 1H), 5,8-6,25 (br, 2H), 4,96
(m, 2H).

Ilpuamep 18.

1-(4—x10p-3-Tpudropmerniadennn)—2—[1,2,3] TPHA30J—2-HI-3THI0BBIH 3¢up
KapOGaMHHOBOH KHCIOTHI.

[osTopsuta mponenypy Ilpumepa 1, mpuMenss 2—-6pomM—4'—xs10p—3'—(TpHdTOPMETHII)-
aneToeHOH B KayeCTBE pearcHTa BMECTO 2-6poM—2'-xJoparierodenona, moxydand 1—-(4-
xnop—3-TpI/I(bTopMemmbeHHn)—.’Z—[l,2,S]Tpna30n—2-nn-3mnoamﬁ >pup xapbamu- HOBOH

KHMCJIOTBI.

Crp.: 44



10

15

20

25

30

35

40

45

30

RU 2418792 C2

'H SIMP (Aneron-dg) 8 7,9-7,6 (m, 5H), 6,26 (m, 1H), 6,2 (br, 2H), 4,88 (m, 2H).
IIpumep 19.

1-(2,4-mamerniadenna)-2—-[1,2,3] TPHA30JI—2-WI-3THIIOBBIH up Kap0aMHHOBOM
KHCJIOTBI.

[TosTopsin npouedypy Ilpumepa 1, npuMeHAA 2-6poM—2',4'- TUMEeTHIALETOPEHOH B
KayecTBe peareHra BMECTO 2—6po_M—2'-xnopaueTo¢)eHOHa, nomydam  1—(2,4-1uMeTHI-
dennn)—2-{1,2,3] TpHason—2-miI-3THIOBBIH s>¢up kapbaMHHOBON KHCJIOTEHL
'H SIMP (Auneron-ds) § 7,93 (s, 1H), 7,63 (s, 1H), 7,46 (d, 1H), 7,1 (m, 2H), 5,35 (br, 2H), 5,0
(m, 1H), 4,55 (m, 2H), 2,33 (s, 3H), 2,30 (s, 3H).

ITpumep 20.
4—(3,4-muxJiopOeH3nII) nHnepuInH—1-Kap6oHOBOA KHCIOTHI 1-(2-xnopdennm)—2-[1,2,3]
TPpHAa30Ji—-2-MII-3THJIOBbIH 3¢up.

osropsinu mpouenypy IIpumepa 1, HO NPUMEHSIH H36BITOK 4—(3,4-IUXII0pOEH3MI)-
NUIEpHIUHA B KAUeCTBe pearcHTa BMECTO M30BITKA THIPOOKUCH aMMOHHA, MOMTyHai 4-(3,4-
TXJI0pOEH3MI) TUIIepUIHH—1-KapOOHOBOH KHCJIOTBI 1-(2-xnopenmn)-2-[1,2,3] Tprazon-2-
MI-3THJIOBBIH dQup.

'H IMP (Aneror-ds) 8 7,9 (s, 2H), 7,48 (m, 3H), 7,36 (s, 1H), 7,22 (d, 2H), 7,02 (s, 1H), 4,07
(d, 2H), 3,15 (¢, 2H), 2,68 (d, 2H), 1,76 (m, 4H), 1,33 (m, 4H).

Ipumep 21.

1-(2-xs0phennn)-2-{1,2,3] Tprazon-1-HI-3THIOBLIA 3¢up kapbaMIHOBOH KHUCIOTHI.

K pactBopy 2-6poM—2'-xiopanerodenona (2 MMOJT) B KapOoHaTa HaTpus (4 MMOI) B
Toyone (100 ma) nobasmsum 1H-1,2,3-tprason (4 MMOJI). PeakIioHHYyI0 CMECh HarpeBaly ¢
0OpaTHBEIM XONOJHIRHHKOM 4 4 M OXJaXIAIH A0 25°C. DTOT pacTBOp KOHICHTPUPOBAIH B
POTANMOHHOM HCIApHTeNe M pasdaBisuIM STHIALETATOM. DTy cMech NPOMBIBAINA COJITHBIM
pacTBopoM. IToJy4eHHEBIH OpraHudecKril CIIOH CYIUIH ¥ KOHUEHTPUPOBAIH OA BaKyyMOM.
CrIpoit IPOIYKT pacTBOPsAIH B MeTaHoue (50 MJT) B 106aBysund GOprumpra HaTpus (8 MMOI)
memienno npu 0°C ¢ MOJTydeHHEM CIIMPTOBOTO COCIMHCHIUS obmeit popmyns (XII), rae G
0603HagaeT 2-xnopdenmi, m pasen 0, Y 0603Ha4aeT BOJOPO, N1 PaBCH HYIIIO U A ofo3HadaeT
2N-1,2,3-tpuazon. Ilocne nepeMemBanys B TEUCHUC 1 9 1Ipu KOMHATHOH TEMIIEPATYPE 3TOT
PacTBOp KOHIEHTPHUPOBAIU B POTALIHOHHOM HCIIAPUTENE H pa3bassuid -STIaneraToM. CMech
OPOMBIBATH  COJISHBIM ~ PacTBOPOM. IMonydYeHHBI OpPraHWYECKMH CIOH CYWIHIH M
KOHLEHTPUPOBAIA MOJ BaKyyMOM. DTOT CIHPT PacTBOPSIM B METHJICHXJIOPUAC (50 M) u
no6assm 1,1'-kapbonmnmuumuiason (8 mmon). PeaknMOHHYIO CMECh NEPEMCINMBATA IPH
KOMHATHOM TeMIIEpAType B TEYCHHE 4 U C NOCIETYIOIIIM nobaBiieHueEM H30BITKA THAPOOKUCH

amMonrus (50 mm). Ilocne nepemenuBaHWs B TCUCHHE 4 4 mpu KOMHATHOW TeMIlepaTrype
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OpraHMYeCKHH CJIOM BBUIETSIH H TPOMBIBAIM COJSHBIM  PacTBOPOM. TosryyeHHBIH
OpraHM4eCKHii CIIOU CYIMIMIM B KOHIEHTPHPOBAJIK IO/l BAKYYMOM.

1N—a3on mosyuand Takxke Kak 2N—ason B Ilpumepe 1, HO OTHOIUIEHHE MOOMIIEHON
basp1 ipu xpomaTorpaduy Ha KonoHke 6buto mpyruM. 1N—ason smisercs fosee MOJSIPHBIM,
yeM 2N-azon mpu xpomartorpaduy M BBIIELUICS IPH JMIOUPOBAHWH C BO3pacTAMOIIUMM
OTHOIIEHHMEM OTHNIANlCTAT:reKcaH mocie mouposanus 2N-asona, momydam 1-—(2-xiop-
dermn)—2-{1,2,3] Tpuazos—1-mi-3THNOBbIH 3pHUp KapGaMHHOBOH KHCIIOTHL.

'H SIMP (CDCls) & 7,57 (s, 1H), 7,53 (s, 1H), 7,05-7,35 (m, 4H), 6,20 (m, 1H), 5,64 (br, 2H),
4,66 (m, 2H).
Ipumep 22.
1-2,6-muxaopdenna)-2—[1,2,3|Tpnazon—1-na-3TAIOBBIH 3¢Ap Kap6aMHHOBOR KHCJIOThI.

IMosTopsnu npouexypy IIpemepa 21, mpumenss 2—6pom—2',6'- X 10palieTOPEHOH B
KauecTBE peareHTa BMeCTO 2—OpoM—2'-xyopaneTodeHona, nouaydany 1—-(2,6-muxmiop- beHun)—
2-[1,2,3] Tpuasos—1-ui-3THIOBEIH 3dup Kap6aMHHOBOH KHCIOTHI.

'H SIMP (Aueros-ds) 8 8,05 (s, 1H), 7,69 (s, 1H), 7,40-7,89 (m, 3H), 6,97 (m, 1H), 5,82-6,64
(br, 2H), 5,8-5,52 (m, 2H).

IIpumep 23.

1-(4—xa0p-3-rpudTopmernadennn)-2—{1,2,3]Tpna3on—1-uiI-3THTOBLIH I U
Kap0aMHHOBOH KHCIOTBI.

Iosropsuma npouenypy Ilpumepa 21, HO npHMEHSIH 2-6poM—4'—xnop—3'—(tpudTop-
MeTHT)aueToPeHOH B KayecTBE peareHTa BMeCTO 2—6poM—2'-XJ0paleTo(peHOHa U IOJIyYald
1-(4—xs10p-3-rpudropmerundenua)y-2-{1,2,3Jrpuazon—1-un-3TANoBEH 3dup KapOaMHHOBOR
KHCJIOTHL
'H AMP (Aneror-dg) & 7,99 (d, 1H), 7,81 (s, 1H), 7,68-7,65 (m, 3H), 6,20 (m, 3H), 4,93 (dd,
2H).

IIpumep 24.
1-(2-xn0pdherna)—2—-TeTpason—2-Hi-3THIO0BLIH 3pHp KapGaMHHOBOH KHCJIOTBI.

K pacteopy 2-6poM—2'-xopaneTodeHona (2 MMON) M KapOOHaTa HATPHA (4 mMom) B
tonyone (100 mn) noGasmsmm 1H-rerpason (4 mmoin). PeaknuoHHYIO CMECh Harpesann C
0GPATHBIM XOJNOMAIBHEKOM 4 4 M oxnaxam jgo 25°C. DTOT pacTBOP KOHLEHTPH- POBAIH B
POTANHOHHOM HCHIApHTENe M pasGaBisl STHIALETaTOM. DTY CMECh NPOMBIBAIIA COILIHBIM
pacTsopoM. [ToTydJeHHBIH OpraHHYeCKU# CIIOH CYIIMIH B KOHUCHTPHPOBAIH IO/ BAKYYMOM.
CbIpoif TIPOIYKT PacTBopsuli B MeTaHone (50 Mi) 1 J0GaBsimy Goprunpun Hatpus (8 MMoI)
meierHO py 0°C ¢ MONyYeHHeM CIHPTOBOTO COSIMHEHHs oOImeH dopmynsl (XII), rue G

o6o3rauaet 2-xnopdenmt, m pasen 0, Y o6o3HadaeT BOJOPO, N PaBeH HYO # A 0603Ha9aeT
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2N-teTpazon. [locie nepeMemMBaEHsS B TeUY€HHE 1 9 IpH KOMHATHOH TemIeparype 3TOT
PacTBOpP KOHIEHTPHPOBAIA B POTALHOHHOM HCTIAPHTENE H PA30aBIIsIi STHIANETATOM. Cmech
NPOMBIBATTH  COJHBIM  pacTBOpOM. IloJydeHHbIH —OpraHMYecKHi CJOH CYmHMI K
KOHIIEHTPUPOBAIY TIOJ BaKyyMOM. DTOT CIHUPT PAaCTBOPANIM B METHICHXJIODHAC (50 mn) u
nobGasmsuin 1,1'-kapGormnauuMiaazon (8 Mmour). PeakuuoHHYIO CMECh NEPEMEIINBAIN IIPH
KOMHATHOM TeMIepaType B TedeHHe 4 4 ¢ MOCTIEAYIOIMM Jo0aBenreM H30bITKA THAPOOKHCH
ammonns (50 mum). [Tocne mepememnBanHus B Tedenue 4 4 TpH KOMHATHOH TeMIepaType
OpraHMYecKHi CJIOH BBEMIM ¥ I[POMBIBAIM  COINAHBIM pacTBOPOM. IMonygyeHHbI#
OpraHuWyecKui Ccnof CYIIMIM H KOHLEHTPHPOBAIM IO BAKYYMOM. OcTaTox OYHINATH
xpomaTorpadueli Ha KOJOHKE (3THIANETAT : rekcan = 1:2), momyqam 1-(2-xnopdennn)-2-
TeTPa30N—2-HJI-3THIIOBEIH 3QHp Kap6aMHUHOBOM KHCIOTHI.

'H IMP (Aueron-ds) 8 8,71 (s, 1H), 7,32-7,51 (m, 4H), 6,56 (m, 1H), 6,18 (br, 2H), 5,09 (m,
2H).

IIpumep 25.

1—(4-MeToKCcH(pEHAT)-2—TeTPa30N—2-HI-dTHIOBEIH d¢up KapOaMHHOBOH KHCIOTEI.

[osTopsanu nponexypy Ilpuvepa 24, HO IPHMEHAIH 2—-0poM—4'-MeTOKCHaLETOYEHOH
B KauecTBE pearenTa BMecTo 2-OpoM—2'-xjopanerofeHoHa # IONyHald 1-(4-meTok-
cudern)—2—TeTpasosi-2-HI-3THIIOBbIH 3¢pup KapOaMHHOBOH KHCJIOTHL.

'H SIMP (Aueron-dg) & 8,45 (s, 1H), 7,30 (d, 2H), 6,90 (d, 2H), 6,18 (m, 1H), 4,18-5,19 (m,
4H), 3,83 (s, 3H).

IIpumep 26.

1-ennn—2-TeTpaso—2-1I-3THI0BbIH 3¢up Kap6aMHHOBOH KHCJOTBI.

Tosropsnm mponeypy IlprMepa 24, Ho npEMeRUTH 2-6pomMaueToQeHOH B KadecTse
pearenTa BMecTO 2-Opom—2'-xyopaneTopeHoHa H IONyHand 1-penun—2—reTpason-2- Hi-
5TUIOBEIN 3¢Hp KapOaMHUHOBOM KMCIIOTHIL.

'H SIMP (Aneror-dg) & 8,55 (s, 1H), 7,41 (s, 5H), 6,15 (m, 1H), 4,9-5,1 (m, 2H), 4,7-4,95 (br,
2H).

IIpamep 27.

1-(4-x10p P enni)—2-TeTpa3on—2-HI-3THIOBbIA 3pUp KapOaMHHOBOH KACJIOTHL.

TosTopsite mpouenypy [Ipumepa 24, HO NpEMEHATH 2-6poM—4'-xJ0paueTo(eHOH B
Ka4ecTBe pearcHTa BMecTo 2-OpoM—2'-x7opareTodpeHona u noryyans 1—(4-xnop- benm)-2-
TETpa30Ji—2-HiI-3THIOBBIH 3¢up KapOaMHHOBOH KHCIIOTBL
'H SIMP (Aneron-ds) & 8,73 (s, 1H), 7,47 (m, 4H), 6,3 (m, 1H), 5,8-6,3 (br, 2H), 5,13 (m, 2H).
IIpumep 28.

2-TeTpa3’on—2-ai-1-0-ToaHI-3THIOBEIH 3pHp KapOaMHHOBOH KHCIOTHIL.
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ITosTOopsinm npouexypy IIpmmepa 24, HO NIPHMEHSIH 2-6pom—4'—x1opaneToQeHoH B
KadecTBE peareHTa BMecTo 2—6poM—2'-XyopaneTodpeHOHa i NOJTyyaim 2-reTpa3zon—2- ui-1-1-
TOJNMJI-3TUIIOBBIH 3¢pup KapObaMHHOBOH KUCIIOTHI.

'H SIMP (Aueron-de) & 8,54 (s, 1H), 7,15-7,4 (m, 4H), 6,19 (m, 1H), 4,95 (m, 2H), 4,6-5,2
(br, 2H), 2,38 (s, 3H).

IIpamep 29.

1—-(4-HATpOdeHnIT)—2—TeTPa30/—2-AII-3THIOBBIA IpHP KapOaMHHOBOI KHCJIOTHI.

[TorTopsiu mpoueaypy IIpamepa 24, HO MPHMEHSITH 2—-6poM—4'-HHUTPOaNETODEHOH B
KauecTBE peareHTa BMecTo 2-6poM—2'-xiopaneTodenona, moxyyam 1—(4-HuTpo- benun)—2-
TETPa30Ji—2-UI-3TAJIOBBIA 3dHp Kap6aMHHOBON KHCIIOTHL
'H SIMP (Aueton-dg) 8 8,77 (s, 1H), 7,75 (m, 2H), 6,4 (m, 1H), 6,0-6,6 (br, 2H), 5,23 (m, 2H).
Hpamep 30.
1—(4-propdennna)—2-TeTpaso—2-HiI-3THIOBbIH 3¢up KapdOaAMHHOBOH KHCJIOTHI.

IMosTopsnu mpouenypy Ilpumepa 24, HO NPHMEHSIIA 2-6poM—4'—propaneTodheHOH B
KagecTBe peareHTa BMeCTo 2-Gpom—2'-xiopareropenona, nonyqans 1-(4-¢Top- denmn)-2—
TeTPa30J—2-H1-3TANOBEIH 3Hp KapGaMUHOBOH KHUCIIOTEI.

'H SIMP (Aueton-dg) & 8,72 (s, 1H), 7,51 (m, 2H), 7,22 (m, 2H), 6,35 (m, 1H), 5,8-6,4 (br,
2H), 5,13 (m, 2H).

Hpumep 31.

1-(3-x10p heHHT)—2—TeTPa30/1—2-AI-3THIIOBbIH 3PHUp KApOAMHHOBOH KHMCJIOTDI.

TMosTopsimu mpouexypy Ilpumepa 24, HO NPUMEHSIH 2-6pomM—3'—XJI0palleTOQEHOH B
KauecTBe peareHTa BMecTo 2-GpoM—2'-xnopanerodenona, momyyamu 1-(3-xmop- berun)-2—
TETPa30JI—2-HJI-3THIIOBEIH 3¢Hp KapOaMHHOBOM KHCIIOTHI.

'H SIMP (Aneron-dg) & 8,47 (s, 1H), 7,12-7,38 (m, 4H), 6,15 (m, 1H), 5,2-5,4 (br, 2H), 4,9
(m, 2H).

IIpumep 32.

2-TeTpa3oa—2-mi—1-M-ToJHI-3THI0BbIA 3(pHp Kap6aMIHOBOH KHCJIOTEL.

ITorropsima mpouenypy IIpumepa 24, npumensas 2-Opom—3 '“MeTITaleTOPEHOH B
KauecTBE peareHTa BMecTo 2-6poM—2'-xopaneToeHOHa | MoJTyJany 2-TeTpason—2- ui-1-u-
TOJAI-3THJIOBEIH 3QHp KapbaMHHOBOH KHCIIOTHL
'H SIMP (Aueron-dg) & 8,50 (s, 1H), 7,16-7,29 (m, 4H), 6,18 (m, 1H), 4,8-5,2 (br, 2H), 4,90
(m, 2H).

Hpumep 33.

2-TeTpas’os—2-ui—1-0-ToIHI-3TRIOBbLIN 3¢up Kap0aMHHOBOM KHCJIOTBL
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ITosTopsamu npouenypy Ilpmmepa 24, npuMeHssd 2—6pomM—2'-MeTUIalEeTOPEHOH B
Ka4ecTBe peareHTa BMECTO 2—6pom—2'-xyopaneTodeHoHa 1 NoTy3aan 2—TeTpa3zon—2- un—1-o-
TOJAN-3THIOBEIN 3¢ HUp KapOaMHHOBON KHUCIIOTBL.

'H SIMP (Aueron-de) & 8,55 (s, 1H), 7,25-7,43 (m, 4H), 7,05 (br, 2H), 6,66 (m, 1H), 5,25 (m,
2H).

IIpamep 34.

1—(3,4-MEX10peHnIT)—2—~TeTPa30.1—2-RA-3THIIOBBIH 3¢np kap6aMHHOBOA KHCJIOTHI.

ToeTopsumu mpouexypy Ilpumepa 24, HO NPUMEHATA B Ka4eCTBE pearcHTa 2—Bpom—
3',4'—muxopaneToheHoH  BMECTO 2—6pom—2'-xnopareTopeHoHa, IOTyJalH 1-(3,4-nu-
X710p(heHT)—2—TeTpa3oN—2-AI-3THIOBbIA 3GUp KapOAMUHOBOH KHCIIOTEL.

'H SIMP (Aneton-dg) & 8,78 (s, 1H), 7,38-7,68 (m, 3H), 6,25 (m, 1H), 5,89-6,62 (br, 2H),
5,18 (m, 2H).

Ipumep 35.

2—TeTpa3on—z-n.n—l—(3-'rpu(])TopmeTmI(l)eHn.ﬂ)-aTunonuﬁ >¢up kapbaMHUHOBOH
KHUCJIOTHI.

I[ToBTOpsiny mnpouexypy Ilpumepa 24, npuMeHAT 2-6pomM—3'-TpudTOpMETHIIALIETO-
deHoH B KayecTBe pearcHTa BMECTO 2-6pom-2'-xn0paneTodGeHoHa U NoIydau 2-TeTpazon—2-
wi—1—(3-TprdropMeTrIdeHr)-THIOBEH 3¢Hp KapOaMUHOBOH KHCIOTEL
'H SIMP (Aneron-dg) & 8,78 (s, 1H), 7,58-7,80 (m, 4H), 6,38 (m, 1H), 5,78-6,52 (br, 2H),
5,20 (m, 2H).

Mpumep 36.
1—(2,4-nuxI0pheHnT)—2—TeTpas’o—2-Hi1-3THI0BLIA 3¢up Kap6aMHHOBOM KHC/IOTBI.

[osTopsinu mpouenypy Ilpumepa 24, HO MPUMEHAIM B Ka4eCTBE pearcHra 2—-6poM—
2' 4'—muxnopaneTo@eHoH  BMECTO 2-6pom—2'-xnopaneroderona, momydamd - 1—(2,4-m-
XT0p(hEHMIT)—2-TeTpasoN—2-Hil-3THIOBBIH d(up KapOaMUHOBOH KHUCJIOTHL.

'H SIMP (Aueton-de) & 8,74 (s, 1H), 7,5 (m, 3H), 6,53 (m, 1H), 5,9-6,5 (br, 2H), 5,12 (m, 2H).
IIpamep 37.

2—TeTpa30J1-2-n.ﬂ—1—(4-Tpn(l)TopMeTnﬂd)eHnn)-aTmmelﬁ 3¢up kapdaMHHOBOIR
KHCJIOTBI.

IlopTopsnd mporexypy Ilpumepa 24, npHMEHAS 2—6poM—4'-TpHTOPMETHIALIETO-
(EHOH B Ka4eCTBE pearcHTa BMECTO 2—-6pom—2'-xy10paneTodheHoHa U MONyHalH 2-TeTpa3on—2-
i~ 1-(4-TpudTopMeTrde ) -3 THIOBEIH 3QUp KapOaMIHOBOH KHCIIOTEL.

'H AMP (Aneror-de) & 8,69 (s, 1H), 7,20-7,49 (m, 4H), 6,36 (m, 1H), 5,90-6,5 (br, 2H), 4,95
(m, 2H).
IIpumep 38.
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1-jenni-3-TeTpa3osi—2-ui-PONWIoBbIH 3¢up Kap0aMHIHOBOH KHCJIOTHI.

[orTopsinu mpouenypy [lpmmepa 24, mpEMeHs 3-xnmopnponHoeHOH B KadyecTBe
pearcHTa BMECTO 2—-6pom—2'-x10parieToQeHOHa M TOJTyJajH 1—¢enunn-3—reTpaszon—2-ui-
TIPOIHIOBEIH 5pup KapOaMHUHOBOH KHCIIOTHL.

'H SIMP (Aueron-dg) 8 8,73 (s, 1H), 7,44-7,31 (m, SH), 6,66 (br, 2H), 5,75 (q, 1H), 4,80 (m,
2H), 2,55 (m, 2H).

IIpumep 39.

1—(4-runpoxcndennir)-2-TeTpaso—2-niI-3THIOBLIH 3¢up Kap6aMHHOBOH KUCJIOTHI.

[MosTopsmu npouenypy Ilpumepa 24, HO IPAMEHSIM B Ka4eCTBE pearcHIa 2—6pomM—4'-
TUAPOKCHAIIETOPEHOH — BMECTO 2-6pom—2'-xnopaneTodeHona, moxydams 1—(4-rEapox-
crbeHnT)—2-TeTpasoN—2-Hi-3THIOBEIH 3¢up kapbaMAHOBOH KUCJIOTHL.

'H IMP (Aneros-de) § 9,04 (s, 1H), 7,28 (m, 2H), 6,87 (m, 2H), 5,92 (m, 1H), 5,65-6,25 (br,
2H), 4,74 (m, 2H), 3,05 (br, 1H),.

Ipumep 40.

1—-(2-x10p pennin)—3-TeTpaszos—2- Hi-IPONHI0BbIH 3¢up KapOaMHHOBO# KHCJIOTHI.

TosTopsmu npouexnypy [Ipumepa 24, HO IPUMEHSIA B Ka4CCTBE pCarcHTa 3—(2-xn0p-
heHET)~3-rHAPOKCHIIPOIIIIOBEIH  5¢up MeTaHCYTbQOXHUCTOTEl  BMecTO  2-Opom—2'-
xyopareTopenosa,  moIydann 1+(2-xnopdeHun)-3—TeTpasoi—2-uI-IPOMUNOBLIH  dup
KapGaMHHOBON KACIOTHI Ge3 BOCCTAHOBJIEHHS KapOOHMIA.

'H SIMP (Aueron-dg) & 8,74 (s, 1H), 7,56-7,30 (m, 4H), 6,20 (br, 2H), 6,00 (m, 1H), 4,93 (m,
2H), 2,55 (m, 2H).

Ilpumep 41.

1—-(3-xs10peHnIT)—2—TeTPa30J—2-HI-NPONHI0BbLIH PHp Kap0aMHUHOBO KHCJIOTBL

IosTopsia npouenypy IIpumepa 24, HO IPUMEHAIN B Ka4€CTBE pearcHTa 2—6poM—1-
(3-xyopdeHnm)ponas—1-o8  BMecro  2-6poM—2'-XJIOpaleTOQEHOHa,  MONyYanH 13-
XJIOPHEHIIT)—2-TeTPas0Ji—2-WI-IPOMHIOBBIA S Hp kapOaMUHOBOH KHCIIOTBL
'H amMP (Anerton-de) & 8,74 (s, 1H), 7,4 (m, 4H), 6,08 (m, 1H), 5,6-6,2 (br, 2H), 5,5 (m, 1H),
1,52(d, 3H).

IIpamep 42. ,
1-(3-xJ10p heHnT)—2-TeTpasos—2-HI-NPONHIIOBbIi dpup METHIKApGaAMHHOBOH KHCJIOTHI.

IMosTopsiiy mporexypy Ilpumepa 24, HO MPUMEHAIA M30BITOK METHUJIAMUHA KAaYeCTBe
pearcHTa BMECTO M30bITKa M'M/IPOOKHCH aMMOHMS, IOy ai 1-(3-xnopdennn)-2—1eTpazon—2-
HJI-TIPONTMIIOBEIH 3 Up METAIKapGaMHHOBON KHCIIOTEL.

'H SIMP (Aneror-dg) & 8,73 (s, 1H), 7,45 (m, 4H), 6,2 (m, 1H), 5,8-6,1 (br, 1H), 5,5 (m, 1H),
2,58 (d, 3H), 1,52(d, 3H).
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IIpumep 43.
1-(4-x710peHnI)—2—TeTPa3o—2-HI-IPONHIOBBIA 3¢Up KapdaMHHOBOH KHC/IOTHL.

TMosTopsnu npouenypy IIpumepa 24, HO IIPUMEHSTH B Ka9ECTBE pCarcHra 2—-6pom—1—
(4-xnopdennn)nponan-1-on  BMecTo  2-6poM—2'-xyiopaneTopeHOHa,  NOTydaIH 1—(4-
x10pdernT)—2—TeTpasos—2-AI-IPOIHIOBEIH KapOaMHHOBON KHCIIOTEL
'H SIMP (Auetor-dg) 8 8,75 (s, 1H), 7,45 (m, 4H), 6,10 (d, 1H), 6,08 (br, 2H), 5,52 (m, 1H),
1,51 (d, 3H).

IIpamep 44.
1—(4-x10pheHnT)—2~TeTpasoi—2-HI-NPONHIOBLIH 2(HDP MeTHIKAPGAMHHOBOH KHC/IOTEL.

TTosTopsimu mpoueaypy IlpuMepa 43, HO npUMEHANM M30BHITOK METHIAMHHA Ka4eCTBE
peareHTa BMecTO U36BITKa MHJAPOOKUCH AMMOHHS, IOy dJallH 1-(4-xnopdennn)—2—reTpazon—2-
HJI-IIPOTIMIIOBEIN 3(Hp METHIKApOAMHUHOBOH KMCITOTEL.

'H SIMP (Aueror-de) & 8,76 (s, 1H), 7,8-7 (m, 4H), 6,35 (br, 2H), 6,12 (d, 1H), 5,51 (m, 1H),
2,58 (d, 3H), 1,50 (d, 3H).

IIpnmep 45.

1-(3,4-qux0peanT)—2—TeTpa3oi—2-HI-NPONUIOBLIH 3¢up KapbaMHUHOBOH KHCIOTEL

ToBTopsiiu nponexypy 1lpumepa 24, HO NIPUMEHATH B Ka9eCTBE pearcHra 2-6poM—1—
(3,4-maxnopdenmn)nponas—1—oH BMecTo 2—-6poM—2'-XopaneTopeHOHa, NOJIyda 1-(3,4-
TEXTIOPGEHIN )2 —TeTpa30—2-HJI-IPOIHIIOBEIH KapOaMUHOBON KHUCIOTEL.

'H SIMP (Aneron-dg) & 8,75 (s, 1H), 7,8-7.2 (m, 3H), 6,12 (d, 1H), 6,1 (br, 2H), 5,57 (m, 1H),
1,57 (d, 3H).

IIpnmep 46.

1-(3,4-auxa0pdenn1)—2-TeTpa3oi-2-AI-NPONHJIOBEIH 3¢Hup MeTHAKAPGAMHHOBOH
KHCJIOTBI.

ToBTopsui npoueaypy IIpuMepa 45, HO IPEMEHANM H30BITOK METHIAMHHA Ka4eCTBE
peareHTa BMeCTO H30OBITKA THIPOOKHCH aMMOHHs, IIOIydald 1—(3,4-quxnopberun)—2—
TeTpazoJ—2-Hi-TPONKIOBEIH 3GHP METHIKapOaMHHOBOMH KHCIIOTEI.

'H SIMP (Aneron-ds) 6 8,74 (s, 1H), 7,8-7,2 (m, 3H), 6,35 (br, 1H), 6,12 (d, 1H), 5,55 (m,
1H), 2,60 (d, 3H), 1,55 (d, 3H).

IIpnmep 47.

1—(3,4-muMeToKCH (P €HIIT)—2—TeTPa30/1—2-HI-3THIOBbII 3pHp KapOaMHHOBOH KHCJIOTHI.

[ToBropsinu nponenypy Ilpumepa 24, HO TIPUMEHSIUTH B Ka4eCTBE pearcHTa 2-6pomM—
3'.4'-muMeTokcHaneTopeHOH BMecTo  2-6poM—2'-XjopanerodpeHoHa, IMOTyYaau 1-(3,4-

JIAMETOKCH(EHM)—2~TeTPa3o—2-1i-3THIOBBIA KapOaMHHOBON KHCIIOTEL.
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'H SIMP (Aneron-dg) & 8,04 (s, 1H), 7,35-8,15 (m, 3H), 6,7 (m, 1H), 6,2 (br, 2H), 4,92 (m,

2H), 1,35 (m, 6H).

Ipumep 48.

1-(2,5-nuxJ0p¢eHni)—2—TeTpaso-2-HiI-3THIOBLIH 3¢up Kap6aMIHOBOH KHCIOTHI.
ITosTopstmu mpouenypy IIpumepa 24, HO NPUMEHSUIM B Ka4€CTBC pearcHTa 2—-6pom—

2 5-muxopaneTopeHon  BMecTo  2-GpoM—2'-xnopaierodeHoHa,  MONydanH 1-(2,5-

JUXI0P(EHAT)—2—TeTpasol—2-HiI-3THIOBbIH 5hup KapOaMUHOBOH KACIOTEL.

'H SIMP (Aneron-ds) 8 8,74 (s, 1H), 7,25-7,63 (m, 3H), 6,53 (m, 1H), 5,8-6,75 (br, 2H), 5,15

(m, 2H).

ITpumep 49.

1-(4-penoxcnd eHnT)-2—TeTpPasz01—2- -3 THIOBbIH 3¢up KapoaMHHOBOH KHCJIOTEI.
[TosTopsnu mpouexypy IIpumepa 24, HO NIPUMEHSJIH B KaUeCTBE pearcHTa 2-bpom—4'-

denoxcrHaueToPeHOH  BMECTO 2-6pom—2'-xyopaneTodeHona, monyuam  1—(4-heHoKcH-

hermT)-2—TeTpason—2-ui-3TUIOBbI dhup KapOaMHHOBOH KHCJIOTBL

'H AMP (Aueton-dg) 8 8,73 (s, 1H), 7,49 (m, 4H), 6,95-7,25 (m, 5H), 6,26 (m, 1H), 5,8-6,39

(br, 2H), 5,12 (m, 2H).

ITpamep S50.

1—(2,6-aux10peHnT)—2—TeTpaso—2-HI-3THIOBRIH 3¢Hp KapOAMHHOBOH KHCJIOTBI.
[TorTopstma mpouenypy IIpuvepa 24, HO NPUMEHAIY B Ka4eCTBC pearcHTa 2—6poM—

2',6'-1uxyopaneToheHOH  BMECTO 2-6poM-2'-xnopanerodeHona,  momysann  1—+(2,6-

JUXIOPEHNT)—2~TeTpasoN—2-HI-3THIOBbIH 3Qup KapbaMHHOBOH KUCTIOTBL.

'H SIMP (Aneron-dg) & 7,99 (s, 2H), 7,2-7,7 (m, 3H), 6,95 (m, 1H), 5,8-6,4 (br, 2H), 4,86 (m,

2H).

ITIpumep S1.

1-HadTaTHH—2—MI—2—TETPa30J1—2-HiI-3THIOBLIH 3¢up kapOaMHHOBOH KHCIOTHI.
[TosTopsnu mpouexnypy IlpuMepa 24, HO IPUMEHSIIM B Ka4eCTBC pearcHTa 2-6pom-2'-

arleToHa)TOH  BMECTO 2-6poM—2'-x7n0palieTOQEeHOHa, [OIyHann l-HadTaMHE-2-AI-2—

TeTpPa30J—2-KUI-3THIIOBbIH 3¢up kapbaMHUHOBOH KHCIIOTBL

'H SIMP (Aneron-ds) 8 8,75 (s, 1H), 7,91-7,98 (m, 4H), 7,52-7,65 (m, 3H), 6,47 (q, 1H), 6,19

(br, 2H), 5,21 (m, 2H).

IIpumep S2.

2-Tterpason—2-uia-1-(2,3,4-TpEMETOKCH(pEHNI) ITHJIOBbIN 3up Kap6aMHHOBOIH

KHCJOTBI.
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TMosropsnu npoueaypy [lpumepa 24, HO MPUMCHAIH B KadeCTBE pearenta 2-6poM—
2'.3' 4'-TpUMETOKCHAlIETOQEHOH ~ BMECTO 2—6poM—2'-xJopaneTodeHoHa,  TIOTyHalth 2-
TeTpazon—Z—-un—l—(2,3,4-TpnmeT0Kcucpeﬂnn)arnnoabn“{ 3¢up KapGaMHHOBOA KHCIIOTHIL.

'H SIMP (Aueron-dg) & 8,70 (s, 1H), 7,03 (d, 1H), 6,83 (d, 1H), 6,41 (m, 1H), 6,00 (br, 2H),
5,07 (m, 2H), 3,99 (s, 3H), 3,87 (s, 3H), 3,84 (s, 3H).

M pumep 53.

2—TeTpa30n—2—nn—1—(3,4,5-Tpumeroxcmbenun) 3THI0BBIH Y¢pHUp KapOaMHHOBOH
KHCJIOTHIL.

TMosTopsimi mpoueaypy [Ipumepa 24, HO HCIONB30BAIY B KaUECTBE pearcHra 2-6poM—
3',.4',5'-TpUMETOKCHALETOPEHOH ~ BMECTO 2-6poM—2'-xnopanerodeHona, — IONyHaIH 2-
TeTpazon—2-ui—1—(3,4,5-TpuMeTOKCH(PEHHUIT)ITHIIOBbIH 3¢up kap6GaMHHOBOR KUCITOTEL.

'H SIMP (Auerton-de) & 8,73 (s, 1H), 6,79 (s, 2H), 6,21 (m, 1H), 6,07 (br, 2H), 5,03 (m, 2H),
3,85 (s, 6H), 3,74 (s, 3H).

Ipumep 54.

1-6en30[1,3)an0KcON-5-HI-2-TeTPa30—2—HA-ITHIOBBIH SPUP Kap6aMHHOBOH KMCJIOTBI.

ToBtopsimu mpouexypy Ilpuamepa 24, HO HCHOB30BaNA B KaHCCTBC pearcHra 1-
6enso[1,3]auokcon-5-nn-2-6poM-3TaHOH BMECTO 2-6pom-2'-xjopaneTodeHoHa, nonyyam 1-
6er3o[1,3]aMoKCON—5-H—2~TeTpa3on—2~HiI-3THIOBLIH d¢up KapOGaMHHOBO! KHCJIOTHL.

'H SIMP (Aueron-dg) & 8,72 (s, LH), 6,99-6,86 (m, 3H), 6,18 (m, 1H), 6,12 (br, 2H), 6,04 (s,
2H), 5,09 (m, 2H).

[Mpumep SS.

1—(4-auMeTHIaAMIHO B EHHIT)—2—TETPa30/i—2-HJI-3THI0BbIH IHp Kap6aMHHOBOH
KHCIOTBI.

TTosTopsinu npouenypy Ilpumepa 24, HO NPUMEHATH B Ka41€CTBE pearcHTa 2-6pomM—4'—
(IMMETHIIAMHUHO)alUeTOPEHOH BMeCTO  2—OpomM—2'-XJI0paleTodeHOHa, —MOJyHal 1-(4-
[MMETHIAMHHO(QEHMT)—2—TeTpa3oN—2-UiI-3THIIOBBIN 3QHp Kap6aMAHOBOH KUCIIOTBL.

'H SIMP (Aueron-de) & 8,86 (s, 1H), 6,78~7,34 (m, 4H), 6,12 (m, 1H), 5,7-6,25 (br, 2H), 5,02
(m, 2H), 1,35 (s, 6H).

IIpumep 56.

2-Terpazon-2—un—1—(2,4,6-TpumMernadennn) STHIOBLIA 3GHP KapOaMHHOBOMH KHCJIOTBIL

[TosTopsiu npouenypy Ilpumepa 24, HO NPUMEHAIH B Kay€CTBE pearcHTa 2—-6pomM—
2',4' 6'-TpuMeTHalieToGeHOH BMecTO 2-Gpom-2'-XyopaneTodeHoHa, MOMydanu 2-TeTpazon—
2-un-1—2,4,6-TpuMeTHIQEHKI) STHIOBLIH 3¢Hp KapOaMHHOBOMH KHCIOTEL
'H AIMP (Aueror-dg) 6 8,79 (s, 1H), 7,56 (s, 2H), 6,25 (m, 1H), 5,66-6,39 (br, 2H), 5,04 (m,
2H), 1,36 (s, 9H).
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IIpamep 57.
1—(4-Tper.06yTHA( HIT)-2—TeTPa30J—2-HI-3THIOBbIH 3GUp KapOaMHHOBOH KHCIOTDI.

[TosTopsiinu npouexypy ITpumepa 24, HO UCHIONB30BAM B Ka9ECTBE pearcHTa 2—6poM—
4'—1per.6yTunaneTodenon  BMecTo  2-Opom—2'-xyopaueTodeHOHa,  IOTydaly 1—(4-
TpeT. 6y TUI(EHHT)—2—TeTpa30I—2 -HI-3THIOBbIH 3¢Up KapOaMHHOBOH KHCIIOTHL.

'H amPp (Aueron-de) 8 9,07 (s, 1H), 7,44 (m, 4H), 6,25 (m, 1H), 5,75-6,2 (br, 2H), 4,96 (m,
2H), 1,33 (s, 9H).

Hpumep 58.

1-MHAAH-5—MJ—2-TeTpa3 0/i-2-WI-3THIOBbIH 3¢up Kap6aMHHOBOH KHCIOTEL.

TTosTopsnu npouexypy [Ipumepa 24, HO HCIONB30BATIM B KA4ECTBE PEarcHTa 2—-6poM—
| —MHIaH-S5—HJI-3TAHOH BMeCTO 2-OpoM—2'-xjopaunetodeHoHa, IONTydand 1-uHpan—S—un—2—
TeTpasoN—2-UI-3THIIOBEIN 3¢Up KapOaMHHOBOM KUCITOTHL.

'H samP (Anetor-dg) 8 8,72 (s, 1H), 7,31-7,22 (m, 3H), 6,21 (t, 1H), 6,01 (br, 2H), 5,06 (m,
2H), 2,17-1,75(m, 6H).

IIpumep 59.

1-(3,4-mudrophenn)-2—TeTpa3o—2-HI-3THIOBLIA 3pUp KapOaMHHOBOH KHCTOTEI.

TITosTopsimn npouenypy IIpumepa 24, HO IPUMEHSUIM B Ka4ye€CTBC pearcHra 2—-6poM—
3' 4"-qudropaneTodpenon  BmecTo 2-OpoM-2'-XJopaneTopeHoHa, NOJyHailH 1—(3,4-nu-
dbTophern)-2—TeTpa3o—2-Ha-3THIOBBIH 3QHUp KapOaMUHOBOH KHCIIOTHL.

'H aMP (Aneron-dg) 6 8,78 (s, 1H), 7,46 (m, 3H), 5,50-6,34 (br, 2H), 5,13 (m, 2H).
IIpumep 60.
1-(2-¢Topdenn)—2-TeTpa3os—2-HI-3THIOBLIA 2(Gpup KapdaMHHOBOH KHCI0THI.

TloBTopsiy nponenypy Ilpamepa 24, HO B Ka4ecTBe peareHTa NpUMEHsUH 2-0pom—2'-
dbropanerobeHon BMecTo 2-6pomM—2'-XyopaneTodeHOHa, IOTydald 1—(2-bTopdpennn)—2—
TETPa30J—2-HI-3TUJIOBBIH 30Hp KapOaMHHOBOM KUCIOTEL.

'H SIMP (Anetor-ds) & 8,74 (s, 1H), 7,44 (m, 4H), 5,60-5,81 (m, 1H), 5,13 (br, 2H), 4,97 (m,
2H).

IIpumep 61.

1-(2-xnopdenn)—2-TeTpazon—2-HI-3THI0BbIH 3¢pup 4-GeHsnanunepuIue-1-
KapOOHOBOH KHCJIOTHI.

ToeTopsm mporenypy Ilpumepa 24, HO B Ka4ecTBE peareHTa IPUMEHSIH H30BITOK 4-
e H3MIIMANEPH/INHA BMECTO H3GLITOYHOrO KOJIMYECTBA THIPOOKACH aMMOHHS, MoNy4dam 1—(2-
xnopeHu)-2-TeTpaz0—2-Al-3THIOBBIA adup 4-6eHsunnunepuanH-1-kapboHOBOH

KHACHOTEL.
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'H SIMP (CDCls) & 7,86 (s, 1H), 7,08-7,34 (m, 9H), 4,1 (m, 2H), 2,97 (m, 2H), 2,6 (m, 2H),
1,77 (m, 4H), 1,267 (m, 4H).

IIpumep 62.

1-(2-xJ0pdeHnI)—2—TeTPa3on—2-HI-3TAN0BbIH 3¢up 4-pennnnunepasnn—1-
KapOOHOBOH KHCJIOTHI.

ITorTopsutu mpoueaypy IIpumepa 24, HO B Ka4eCTBE peareHTa IPHMEHSIN H30BITOYHOE
KOTHMYECTBO 4-(eHUIMUIEpasHHEa BMECTO H3OBITOYHOrO KOJIMYECTBAa T'HIPOOKHCH aMMOHHUS,
nonyuana  1—(2-x0pdeHun)—2—~TeTpaszon—2-ui-3TUIOBEH 3pup 4-dpernn- mwunepasus—1-
KapOOHOBOH KHCIIOTBL
'H SIMP (Aueron-ds) & 8,77 (s, 1H), 7,54-6,82 (m, 9H), 6,63 (t, 1H), 5,19 (d, 2H), 3,73-2,89
(d, 8H).

IIpumep 63.
1-(2-x10perna)—2—TeTpazo-2-M-ITHIOBbIH d3pup 4—(4-¢propbdensun)nunepn- (uH—1-
KapOOHOBOH KHCJIOTDI.

TorTopsmu nponenypy [Ipumepa 24, HO B Ka4ecTBE pearcHTa IPHMEHSIN H30BITOYHOE
Konu4ecTBO 4—(4-PTOpOEH30MT)IUNEPHINHA BMECTO HM3OBITOUHOrO KOJHYECTBA T'HAPOOKUCH
aMMOHHS,  monydamn  1—(2-xnopdeHnn)-2-TeTpason—2-HiI-3TUIoBEH  3¢mp  4—(4-
¢ropbersonn)nunepunE—1-kapOOHOBOH KUCIIOTHL.

'H SIMP (Aueron-de) & 8,75 (s, 1H), 8,18-7,30 (m, 8H), 6,61 (t, 1H), 5,19 (d, 2H), 4,29 (m,
1H), 4,03 (m, 2H), 3,68 (m, 1H), 2,01-1,18 (m, SH).

IIpnmep 64.

1-6en3nia—4—[1—-(2-xJ0p denni)—2-TeTpa3on—2-niI-3TOKCHKapbonua| nunepasua-1-nii.

ITorTopsm mponeaypy Ilpumepa 24, HO B Ka4eCTBE PeareHTa IPUMEHSIIU U30BITOYHOE
KOJIMYECTBO 4—OeH3MImHITEpa3iHa BMECTO M30BITOYHOIO KONUYECTBA I'MIPOOKHCH aMMOHHUS,
nonydama  1—(2-xnopdeHnn)-2-TeTpason—2-uI->TIIOBEH 3up 4-OGeH3un- mnunepasus-1-
KapbOHOBOM KMCJOTEL DTO COEIMHEHHE PACTBOPAIM B METHIEHXJIOpHAE M JA00aBisLIH
ra3006pasHyl0 CONSHYIO KHCIOTY C LeIbI0 NomydeHHs 1-6emsun—4-{1-(2-xmopdenmm)-2-
TeTPasoJ—2-HI-3TOKCHKapOOHMI JIHnepasun—1-us.

'H SIMP (CDCl3) 8 8,50 (s, 1H), 7,6-7,2 (m, 9H), 6,58 (m, 1H), 5,087 (d, 2H), 2,47 (m, 4H),
1,73 (m, 6H).

IIpnmep 65.

1-(ennI-2-TeTpaso-2-mi-3TANIOBbIH 3¢up 4-GensmnnunepuauH-1- kapbonosoii

KHCJIOTbI.
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TTosTopsnu mponenypy [Ipumepa 26, HO B Ka4eCTBE pearcHTa MPUMEHSITH H30BITOK 4-
GEeH3MIMUIEPHIAHA BMECTO H30BITOUHOTO KOIMYECTBA TMAPOOKHCH aMMOHUS, NMOJyHaln 1-
eHnT—2-TeTpason—2-wi-3THIOBEIH odup 4-6eH3WIMHANIEPHINHE—] - KApOOHOBOM KUCIOTHL.

'H SIMP (Aueror-de) & 8,74 (s, 1H), 7,47-7,20 (m, 12H), 6,26 (m, 1H), 5,14 (m, 2H), 4,07 (m,
1H), 2,55 (m, 2H), 1,70 (m, 3H), 1,10 (m, 3H).

IIpumep 66.

1—(2,4-maTopdeHnin)—2—TeTpa3on—2-wI-3THIOBLIA 3(up Kap0aMHHOBOH KHCJIOTHI.

ITorTopsnu mpouexypy Ilpumepa 24, HO NPUMEHSIM B KaueCTBE pearcHTa 2—-6pom—
2' 4'-mudropanerodenon  BMeCTo  2-Opom—2'-XjopaleToQeHoHa,  MOmydany 1-2,4-
b TOphEHIT) - 2—TeTpasoN—2-HI-3THIOBELH 3pup KapOaMUHOBOH KMCIIOTHI.

'H SIMP (Aueton-ds) § 9,13 (s, 1H), 7,5 (s, 1H), 7,05 (m, 2H), 5,6-6,2 (br, 2H), 5,45 (m, 1H),
4,82 (m, 2H).

IIpuamep 67.

1-(2-x710pPeHnn)—2-TeTpaso—2-Hi-3THIOBbIHA dnup [2—(3,4-muruapoxcradenn)- T}
KapOOHOBOM KHC/IOTEIL

I[lopropsnu mpouenypy IlpuMepa 24, HO B Ka4eCcTBE pearcHra HCIOJIL30BATA
H3GEITOUHOE  KOMUUECTBO  2—(3,4-MUrMapoKcH(EHMI)ITHIAMHHA BMECTO  H30BITOYHOrO
KOIHYECTBA [HAPOOKUCH AMMOHHS, TOJydaiy 1—2-XI0pheHnn)—2-TeTpason—2-uil- 3TUJIOBBIA
adup [2—(3,4-MrEAPOKCHEHIIT)ITH|-KapOOHOBON KUCIIOTEL
'H SIMP (Aueron-dg) & 8,76 (s, 1H), 7,50-6,60 (m, 7H), 6,50 (t, 1H), 5,09 (d, 2H), 3,23 (m,
2H), 2,60 (t, 2H).

IIpumep 68.
1-(2-x10p heHnT)—2—TeTpa3os—2-HI-3THI0BbIH 3¢up 4—(4-MeTOKCHOECH3MI)-
nunepuaua—1- KaploHOBOMH KHAC/IOTHL.

[ToeTopsiny nporenypy IIpumepa 24, HO B Ka4€CTBEC pearcHTa NpuMCHIHN n30BITOYHOE
KOMMuecTBO  4—(4-MeTOKCHOEH3MNI)THIIEpHANHA  BMECTO  H3OBITOYHOrO  KOJIMYECTBA
THAPOOKUCH aMMOHHS, TTOJTyYaly 1—(2-x70pheHAT)—2~TeTPaso—2-HI-3THIOBBIH 3dup 4—(4-
MeTOKCHOE H3 1) IMITepHAYH—1 - KapOOHOBOM KHUCIOTHL.

'H IMP (Aneron-de) & 7,96 (s, 1H), 7,41 (m, 1H), 7,17 (m, 3H), 7,08 (m, 1H), 6,92 (m, 3H),
4,08 (d, 2H), 3,82 (s, 3H), 3,08 (t, 2H), 2,57 (d, 2H), 1,75 (m, 4H), 1,37 (m, 4H).

Ipumep 69.

1-(2-x10p eHnI)-2—-TeTpaso—2-Hu-3THIOBbIH dup 4—(3,4-qux10pdeH3n)mune-
puaun-1- Kap60HOBOI KHC/IOTHI.

[MosTopsiy mporeaypy Ilpumepa 24, HO B Ka4ECTBE pearcHra IpHMEHATH m30BITOYHOE

KoMMuecTBO  4—(3,4-IMXIOPOEH3MN)IANEPHIHHA  BMECTO  H30BITOYHOTO  KOJIMYECTBA
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THAPOOKHCH aMMOHHMS, MOTy4ay 1—(2-xnopdeHnn)—2-TeTpa3oi—2-Hi-3THIOBBIH sjup 4-
(3,4~ mExs0p 6eH3UT) IUNEPUIIH—1 - KapOOHOBOH KHCIOTEL.

'H SIMP (Aneror-dg) & 7,91 (s, 1H), 7,51 (m, 3H), 7,36 (s, 1H), 7,25 (m, 2H), 7,02 (s, 1H),
4,05 (d, 2H), 3,09 (t, 2H), 2,65 (d, 2H), 1,75 (m, 4H), 1,35 (m, 4H).

IIpumep 70.

1—(2-x10p pennt)—2—TeTpazos—2-HI->THIOBBIH 3pup 4-nHpuIHMH—4-HIMETHII-
nunepund—1- kKap6oHOBOH KHCIOTHI.

TosTopsim mpouenypy Ilpuvepa 24, HO B KadeCTBE pearcHra HCIOJIR30BAIH
M3GBITOUHOE  KONMYECTBO  A—TIMPHIHH—4—MJI-METHIINIEPUIARA  BMECTO  H3DBITOYHOTO
KOJIMUYEeCTBA TMIPOOKHCH aMMOHHS, NOJTyJalH 1—(2-X710pERMT)-2—TeTPas0l—2-HJI-3THIOBBIH
>Up 4—THpHIAE—4—HIMETHIITHIEPUIHHE—1 - xapBOHOBOW KMCIIOTEL.

'H SIMP (Anerou-de) 8 8,50 (d, 2H), 7,91 (s, 1H), 7,26 (m, 6H), 4,05 (d, 2H), 3,09 (t, 2H),
2,66 (d, 2H), 1,75 (m, 4H), 1,36 (m, 4H).

IIpumep 71.

1—(2-xs10p hernT)—2—-TeTpasoi—2-niI-3THI0BbIH s¢pup 4-(4—¢propéensn)nunepn- AuE—1-
Kap6OHOBOH KHCIAOTHI.

TloBTopsma Tpouenypy Ilpumepa 24, HO B Ka4eCTBES pearcHTa HCHOJIBL30OBATH
H36LITOUHOE KOTHYeCTBO 4—(4—(hTOpOEH3MN)IUIIEPHIHA BMECTO H30BITOYHOTO KOJNHHECTBA
TUIPOOKACH AMMOHHS, II0TYy4aIy 1—(2-xn0opeHmn)—2—TeTpason—2-uil- STHIOBBIH sdup 4-
(4—propbenswn)munepuE—1- KapOOHOBOH KHCJIOTL.

'H SIMP (Aneron-dg) 8 7,91 (s, 1H), 7,37 (s, 1H), 7,28 (m, 6H), 7,02 (s, 1H), 4,06 (d, 2H),
3,06 (t, 2H), 2,62 (d, 2H), 1,75 (m, 4H), 1,35 (m, 4H).

Ilpumep 72.

1—(2-x510p peHHT)—2~TeTPa30,—2-HI-3TAIOBbIH 3QHD 3—(4—propbenzun)nunepn- NuH-1-
KapOOHOBOI1 KHCJIOTHI.

TlosTopsmi mpouexypy Ilpmmepa 24, HO B KauecTBE peEAarcHTa HCIHOJTH30BAIA
M3GEITOYHOE KOTHYECTBO 3—(4—(TOPOEH3MWI)THIIEPH/IHA BMECTO H30BITOYHOTO KOJUHECTBA
THAPOOKHCH aMMOHHS, TOJIydalId 1—(2-xnopdenun)—2—TeTpasosi~2-1il- STHIOBBIA spup 3—-
(4—dropdersu)nunepuIHE—1 - KapGOHOBOH KHCJIOTHL.

'H SIMP (Aueron-dg) 8 7,88 (s, 1H), 6,99-7,32 (m, 8H), 3,95 (d, 2H), 3,06 (t, 1H), 2,95 (t,
1H), 2,61 (d, 2H), 1,75 (m, 2H), 1,31 (m, 6H).

IIpumep 73. ‘

1-(2-x10peHnN)—2—-TeTpa3o —2-n1-3THIOBBIH apup 4-(4-xjuopbensn)nunepy- IHH-1-

KapOOHOBOH KHCJIOTHL.
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[oBTopsmn mpouexypy Ilpmmepa 24, HO B KauecTBE pEarcHTa MCMOIL30BAIH
M3GBITOYHOE KONHYECTBO 4—(4-XJI0pOEeH3 M) IUICPHANEA BMECTO U30BITOYHOTO KOIHIECTBA
THIPOOKUCH aMMOHUS, MOJTyqay 1—(2-xnoptheHm)—2—TeTpason—2-ui- STANOBBIA dup 4
(4—xnop6eHsun)nunepuIuE—1 - KapGOHOBOH KHCIOTEL
'H SIMP (Aueton-de) & 7,92 (s, 1H), 7,31 (m, 6H), 7,04 (s, 2H), 4,05 (4, 2H), 3,06 (t, 2H), 2,61
(d, 2H), 1,75 (m, 4H), 1,33 (m, 4H).

IIpumep 74.
1-(2-x10pdennn)—2-TeTpasos—2-na-3THIOBbIH dGup 3—(4—xnop¢peHNT)INPPOJIH- THH—
1- xap60HOBOH KHCJIOTHI.

Tloropsmu mpouenypy Ilpuvepa 24, HO B KayeCTBE pearcHra HCIONL30BAH
M36BITOYHOE KOMMYECTBO 3—(4—X710pheHIT)IMpPOIMANHA BMECTO H3OBITOYHOrO KONHYECTBA
TMAPOOKHCH aMMOHHS, TOJIyYaln 1—(2-xnopdenmn)-2—TeTpason—2-ui- 3TUIOBEIH sbup 3—
(4—x70peHnN) PP IHH—1 -KapOOHOBOH KHCIOTHL.

'H SIMP (Aneron-ds) & 8,09 (s, 1H), 7,56 (s, 1H), 7,42 (m, 6H), 7,01 (s, 1H), 4,05 (t, 1H), 3,84
(d, 2H), 3,68 (m, 6H), 2,4 (m, 1H).

IIpamep 75.

1-(2-xJ10pennT)—2—TeTpa3o—2-HI3THII0BLII 3(up 3-¢geneTnamupposmann—1-
KapOOHOBOH KHCIOTHI.

[Moetopsinu mpoueaypy Ilpmvepa 24, HO B KadeCTBC pEarcHTa HCHONb30BANIM
H3GBITOUHOE KOTMYECTBO  3-(EHETHIIMEPPOIHANHA BMECTO HM3OBITOYHOTO — KOMHYECTBA
THIPOOKUCH aMMOHHUSA, ITONyJaslh 1—(2-x10peHIT)—2~TeTpaso-2-WISTHIOBbIH 3dup  3-
deneTHEpPpOIUANH—] -KapOOHOBOH KACTOTHI.

'H SIMP (Aneron-ds) & 8,06 (s, 1H), 7,51 (s, 1H), 7,24 (m, 7H), 7,01 (s, 1H), 3,86 (t, 1H), 3,68
(d, 2H), 2,71 (t, 2H), 2,25 (m, 3H), 1,82 (m, 6H).

Hpuamep 76.

1—(2-x10pdeHnn)-2-TeTpazo—2-LiI-3THIoBbI 3¢up 4-[1,2,3] TpHAa30JI—2-HJ1-
MeTHINHIEPHINH—1-KapOOHOBOM KHCIOTHI.

[Topropsnu mpouenypy Ilpumepa 24, HO B KadecTBe peareHTa HCIOIL30BAH
M36BITOYHOE KONMMaecTBO 4-{1,2,3]TpHason—2-AIMEeTHINHIIEPHINEA BMECTO H30BITOYHOTO
KOJIHYECTBA THAPOOKHCH aMMOHHS, NIOJTydaiH 1—(2-x10pheHnIT)—2—-TeTpaso—2-uji-3TUIOBBIH
apup 4-1,2,3]TpHa30N-2-HI-METHINHATIEPAIUH-1 -Kap60o- HOBOH KHCIOTHL.

'H SIMP (Anetor-ds) 8 7,92 (s, 1H), 7,71 (s, 2H), 7,37 (s, 2H), 7,03 (s, 2H), 4,42 (d, 2H), 4,05
(d, 2H), 3,15 (t, 2H), 1,75 (m, 4H), 1,33 (m, 4H).
IIpumep 77.
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1—(2-x10peHnT)—2—TeTpaso—2-HI3THIOBLIA pup 3-TeTpa3o/i—2-HIMETHI-
nunepuuA—-1-kap6oHOBOH KHCIOTHL.

I[loBTopstn Tpouexypy Ilpumepa 24, HO B Ka4eCTBE peareHTa HCIONB30BAIH
M36BITOYHOE  KOMMYECTBO  3-TETPA30—2-MIMETHINHICPHINHA  BMECTO  H30BLITOYHOTrO
KOTHUECTBA THAPOOKHCH AMMOHHS, HOXydamt 1—(2-xnopdenum)—2-TeTpason—2-mI-3THIOBBIH
3dup 3-TeTpason—2-UIMETHIIHIEPHIHE-1-KapOOHOBON KHCIIOTEI.

'H SIMP (Aneton-de) & 8,78 (s, 1H), 7,91 (s, 1H), 7,35 (s, 2H), 7,01 (s, 2H), 4,79 (d, 2H), 3,97
(d, 2H), 3,15 (m, 2H), 1,82 (m, 2H), 1,4 (m, 6H).

ITpumep 78.

1-(2-x10pennT)—2-TeTpa3on—2-MNTHI0BIH 3¢up 3-[1,2,3] TpHAa30J—2-H-
MeTHINHNepuIHH~1-KapboHOBOH KHC/IOTHI.

IlopTopsmu mpouenypy Ilpumepa 24, HO B KaueCTBE pEArcHTa MCIOJIB30BATH
H30BITOYHOE KONMH4eCTBO 3—1,2,3]TpHa3so/—2-HIMETH/INMHIIEPHINHA BMECTO H30BITOTHOTO
KOJIMYEeCTBA THAPOOKUCH aMMOHHA, TOTy4dallu 1—(2-x710pdheHmT)-2—TeTpa3on—2-HI-3TUIOBBIH
sup 3-[1,2,3] TpHa3oN—2-HI-METHIIHIIEPHIMH—1-KapOOHO- BOH KHCTIOTEL.

'H IMP (Aueror-dg) & 7,89 (s, 1H), 7,70 (s, 2H), 7,30 (s, 2H), 7,0 (s, 2H), 4,45 (d, 2H), 3,9
(d, 2H), 3,15 (m, 2H), 1,85 (m, 2H), 1,3 (m, 6H).

Ipumep 79.

1-(2-xJ10p peHnT)-2-TeTpa3on—2-HTHI0BLIH 5¢up 4-Gensonamunepuann-1-
KapOOHOBOH KHMCJIOTBI.

ITosTopstmu mpouexypy Ilpumepa 24, HO B KadecTBE pEarcHTa WCMOJIb3OBAIH
Y3OBITOYHOE KOJIHYECTBO 4—OCH3OMIMUIIEPHAMHA BMECTO HM30BITOUHOrO  KOJIMYECTBA
THIPOOKACH AMMOHHS, TONYy4aitH 1—(2-xnopdeHum)-2-TeTpason—2-IsTHIIOBBIH apup 4
GeH30MImUIepHINH—1 - KapOOHOBOM KMCIOTHL
'H SIMP (Aneron-dg) & 8,1 (m, 2H), 7,95 (s, 1H), 7,63 (m, 3H), 7,42 (s, 2H), 7,0 (s, 2H), 4,11
(d, 2H), 3,85 (m, 1H), 3,38 (t, 2H), 2,09 (m, 2H), 2,06 (m, 2H), 1,83 (m, 4H).

IIpamep 80.
1—~(2-xJ10peHMT)—2—-TeTPa30I—2-HIITHIOBBIH 3¢up 4—(4-xm10pGenszon)- nunepuIuH—1-
KapGOHOBOI KHCJIOTBI.

[ToBTopsnu mnpouenypy IlpuMepa 24, HO B Ka4eCTBE pearcHTa HCIOJIb30BAIH
M36BITOYHOE KOMAYECTBO 4—(4-XN0pOEH30MI)IUIIEPUIMHA BMECTO M30BITOYHOrO KOJIHIECTBA
FHAPOOKHACH aMMOHHUS, IIOJTyYally 1—(2-x10pdeHmT)—2~TeTpason—2-ui- STHIOBLH 3¢up 4—(4-
XJIOpOEH30 M) IANEPHINE—1 - KapOOHOBOH KHCIJIOTHL.

'H SIMP (Aneror-dg) § 8,11 (m, 2H), 7,95 (s, 1H), 7,59 (m, 2H), 7,41 (s, 2H), 7,03 (s, 2H),
4,11 (d, 2H), 3,85 (m, 1H), 3,38 (t, 2H), 2,09 (m, 2H), 2,07 (m, 2H), 1,83 (m, 4H).
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Ipumep 81.
1-(2-x10p ¢ eHnT)—2—TeTpason—2-I-3THI0BbIH 3(HP 4—(4-MeTOKCHOCH3OHI)-
nunepuauH—1- KapOoHOBOH KACIOTHL.

[Torropsamu mpouenypy Ilpmmepa 24, HO B KayecTBE pearcHTa HCIIONE30BAIA
M3GBITOUHOE  KOTHYECTBO  4—(4-METOKCHOEH3OMN)IMIEPUIMHA  BMECTO  H3OBITOYHOTO
KOJIMUYECTBA THAPOOKUCH aMMOHHS, ITOJTydalH 1-(2-xnopdernn)-2—TeTpa3on—2-ui- STUIOBbIH
sdup 4—(4-MeTOKCHOEH30M)IUIIEPHIUH—1 - KapOOHOBOH KHCIIOTEL.

'H SIMP (Aueton-ds) & 8,06 (m, 2H), 7,95 (s, 1H), 7,41 (m, 2H), 7,05 (4, 4H), 4,15 (d, 2H),
3,92 (s, 3H), 3,87 (m, 1H), 3,35 (t, 2H), 2,03 (m, 2H), 1,98 (m, 2H), 1,81 (m, 4H).

IIpumep 82.

1-(2-x10pdeHnT)-2-TeTpa3o—2-niI-3THI0BBIA 3¢up 4-[1,2,3] rpnazon—1-ui-
MCETHINHNEPHIHH—1-Kap6OHOBOH KHCIOTHI.

[opTopsima  mpouexypy Ilpmmepa 24, HO B KadeCTBE pearcHTa HCIIONb30BAIA
H36bITO9HOe  KommuecTBo 4-{1,2,3]TpHa3on—1 -HIMETHINANEPAINHEA BMECTO U3OBITOTHOTO
KOJMYecTBA THAPOOKHCH aMMOHHS, HOMydams 1—(2-Xyopdenun)-2-TeTpasos—2-HIaTHIOBbIA
adup 4-[1,2,3]rprazon—1-uMeTHmmunepHaEH—1 -Kap6o- HOBOM KHCIIOTEL
'H SIMP (Aneron-ds) 8 8,0 (s, 2H), 7,96 (s, 1H), 7,71 (s, 2H), 7,39 (s, 2H), 7,05 (s, 1H), 4,05
(d, 2H), 3,89 (m, 1H), 3,15 (t, 2H), 2,23 (m, 2H), 1,99 (m, 2H), 1,86 (m, 4H).

IIpumep 83.
1—(2-x10pheHnIT)—2-TeTpa30Ji—2-HJI-3THIOBBIH 3GHDP 4-TeTPa30/—2-WIMeTHII-
nunepuIua—1-kap6oHoBOH KHCIOTHI.

[TosTopsanmu mpouexypy [lpumepa 24, HO B KauecTBE pEarcHTa HCIIOJIB30BAIH
M36LITOYHOE  KOJMYECTBO  4—TeTpasoN—2-WIMETHINHUIIEPHIMHA  BMECTO  H30OBITOTHOIO
KOJINYECTBA THAPOOKHCH AMMOHHS, TONy4dany 1—(2-Xxnopherun)—2-TeTpason—2-Hi- STHIOBBIH
3up 4-TeTpazon—2-WIMETHINHIIEPHINHE-]1- KApOOHOBOH KHCIIOTEL
'"H SIMP (Aneton-dg) 8 7,97 (s, 1H), 7,7 (s, 1H), 7,42 (s, 2H), 7,09 (s, 2H), 4,96 (d, 2H), 4,15
(d, 2H), 3,18 (t, 2H), 2,17 (m, 2H), 2,14 (m, 2H), 1,97 (m, 4H).

Ipumep 84.
1-(2-x10pdeHuT)—2~TeTpa3o—2-HiI-3THIOBBIA 3GHp 4-[1,2,3] Tpna3zon—2-ui-
nunepuInH—1-Kap6oHOBOI KHCJIOTHI

[loTopsimn Tpouexypy Ilpumepa 24, HO B Ka4eCTBC pEarcHTa WCIOJIB30BANH
H36BITOYHOE  KOJM4ecTBO  4—[1,2,3]TpHason—2-MWINHIEPUIHEA  BMECTO  M30BITOYHOrO
KOJIMYeCTBA THAPOOKHCH aMMOHHS, NOTy4aln 1—(2-x110pGern)—2—-TeTpa3on—2-uil- STHIOBBIA

adup 4-1,2,3] TpHaso—2-WIMHUNEpHIAH—-] -KapOOHOBOH KHCIIOTBI.
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'H SIMP (Aneron-dg) 5 7,99 (s, 1H), 7,73 (s, 2H), 7,45 (s, 2H), 7,05 (s, 2H), 4,15 (d, 2H), 3,17
(t, 2H), 2,14 (m, 4H), 2,04 (m, 4H).

Ipumep 8S.

1-(2,5-1uxa0p heHna)—2-TeTpas’o—2-miI-3THJIOBbIA 3Pup 4—(3,4-quxnopbensn)-
nunepuIAH—1- kKapOooHOBOH KHCJIOTHI.

[Tosropsmua mpouenypy Ilpmmepa 48, HO B KayecTBE peareHTa HCHOIB3OBAIH
M36LITOYHOE  KOMMUEeCTBO  4—(3,4-auxopOeH3NI)UNEPHINHA  BMECTO A30BITOYHOTO
KOJIMYECTBA THAPOOKHACH aMMOHHs, [OJIydald 1—+2,5-maxnopheHnn)—2-TeTpason—2-
WITHIOBHIH 2¢up 4—(3,4-THXJIOP6EH3HII) THITePHIHH—1 - KAPOOHOBOM KHCIIOTHL.

'H IMP (Anetos-de) & 7,9 (s, 1H), 7,47 (d, 2H), 7,37 (s, 1H), 7,23 (d, 2H), 7,02 (s, 1H), 4,05
(d, 2H), 3,05 (t, 2H), 2,65 (d, 2H), 1,75 (m, 4H), 1,35 (m, 4H).

ITpumep 86.

1—(2-x;10p heHHIT)—2—TeTPa30/—2-MIB THIOBbLIH 3¢Hp 4—(5-pennnTeTpazon—2-mi)-
nunepuanH—1- KapOloHOBO# KACIOTHI.

[losTopsmm mpouenypy Ilpumepa 24, HO B KadeCIBE pearcHTa HCHONB30BAIA
H3GBITOYHOE KONHYECTBO 4—(5-HEeHHUTETPaso—2- M) IHIEPHIMHA BMECTO H30BITOYHOIO
KONMYECTBa TMAPOOKHCH aMMOHHS, IIOTydallH 1—(2-xn0phe M )-2—TeTpaso—2-HIdTHIOBbIH
sdup 4~(5-heHunreTpason—2-min)nunepuInE—1- 'KapOOHOBO! KHCJIOTBI.

'H SIMP (Aneron-dg) 5 8,18 (m, 2H), 8,1 (s, 1H), 7,57 (m, 6H), 7,07 (s, 1H), 5,3 (m, 1H), 4,25
(d, 2H), 3,56 (t, 1H), 2,45 (m, 6H), 1,31 (m, 2H).

IMpumep 87.

1—(2-x10pdenna)—2-TeTpa3oi—2-HITHIOBbIH ddup 4-[1,2,3] rpuazon—1-ni-
nunepuInH—1-kap6oHOBOH KHCJIOTDI.

IToBropsma mpoueaypy IlpmMepa 24, HO B KaueCTBE pearcHTa HCIOIL30BAH
w36piTogHoe  KommuecTBO  4—[1,2,3]TpMason—1-WinMmepHIMHA  BMECTO  H30BITOTHOIO
KOIMYECTBA I'IIPOOKHCH AMMOHHS, IIOTTyJaIl 1—(2-xnopdennn)-2-reTpaso—2-1ji- ITUIOBBIA
sdup 4-[1,2,3] Tprazosn—1-umunepuIuH-1-KapOOHOBOH KHCIIOTBL
'H SIMP (Aneron-de) 8 8,09 (s, 1H), 7,98 (s, 1H), 7,71 (s, 1H), 7,45 (s, 2H), 7,05 (s, 2H), 4,98
(m, 1H), 4,25 (d, 2H), 3,4 (t, 1H), 2,25 (m, 6H), 1,31 (m, 2H).
IIpumep 88.
1-(2 4-muxa0pdeHnIT)—2—TeTPasoN—2- NI THIOBLIA dgup 4—(3,4-muxaopbensu)-
NHNepAaIRH-1-KapOoHOBO KHCIOTEI.

T[ToBTopsyIM Tpouenypy, ommcanHyro B [Ipumepe 36, HO B Ka4ecTBE pCarcHra

ACHIONB3OBATH  HM3OBITOYHOE  KONHYecTBO  4—(3,4-IuXJIOpOEeH3HN)IUICPUIUHA  BMECTO

Crp.: 61



10

15

20

25

30

35

40

45

30

RU 2418792 C2

M30BITOYHOTO KOJIMYECTBA THAPOOKHCH aMMOHHS, IOJydalid 1-(2,4-nuxnopdernn)-2-
TeTpas0y—2-WIdTHIOBBIH 20Hp 4—(3,4- axnopGeH3 W) TN epHAHH—1 -KapOOHOBOH KHUCIIOTEL.
'H SIMP (Aueron-dg) 8 7,9 (s, 1H), 7,49 (d, 2H), 7,35 (s, 1H), 7,25 (d, 2H), 7,01 (s, 1H), 4,06
(d, 2H), 3,10 (t, 2H), 2,65 (d, 2H), 1,75 (m, 4H), 1,35 (m, 4H).

IIpumep 89.

1-(3,4-1ux10peHnn)-2—-TeTpa3o—2-HIBTHIOBLII 3hup 4—(3,4-naxJsiopoen3nii)-
nunepuauH—1-kap0oHOBO¥ KHCIOTBI.

[loBTOpsNH Tpouenypy, ommcaHyro B IlpuMepe 34, HO B KaiecTBE pearcHra
ACNIONB30BAMHM  HM3OBITOUHOE  KONHYECTBO  4—(3,4-muxnopOCH3UI)IMIEPHINHA  BMECTO
M30BITOYHOTO KOJIMYECTBA THIPOOKHCH aMMOHHSA, NOJydain 1—(3,4-muxnopdennn)—2-
TETPa30J—2-AIBTHIOBEIH 3Qup 4—(3,4-muxnop6eH3un)niunepuanH—1 -kapObOHOBOH KHCIIOTHL.
'H SIMP (Aueton-de) & 7,9 (s, 1H), 7,49 (d, 2H), 7,36 (s, 1H), 7,26 (d, 2H), 7,02 (s, 1H), 4,10
(d, 2H), 3,1 (t, 2H), 2,65 (d, 2H), 1,77 (m, 4H), 1,35 (m, 4H).

Ipumep 90.
1-(2-x10pdheHmT)—2-TeTPa30—2-WI THIOBBIA (Hp 3—(4-xa0p6en3na)nUppoJIn- AuH-1-
KapO0OHOBO# KHCIOTHL.

[loBTopsma mnpouexypy Ilpumepa 24, HO B KaueCTBE pearcHTa HCIOJIL30BAIH
H36BITOUHOE KOJHYECTBO 3—(4-XJIOPOEH3MI)IUPPOIHIMHA BMECTO U3OBITOYHOTO KOTHIECTBA
TMJPOOKHCH aMMOHHS, ITOTyJanH 1—(2-xn0pernn)—2-TeTpason-2- AIBTHIOBBIA abup 3-4-
XJIOPOEH3HIT)IUPPOITHIHH—1 -KapOOHOBOH KHCTIOTEL.

'H SIMP (Aneron-de) 6 8,0 (s, 1H), 7,50 (s, 1H), 7,34 (m, 6H), 6,99 (s, 1H), 3,42 (t, 1H), 2,84
(d, 2H), 2,61 (m, 3H), 2,09 (m, 6H).

IIpamep 91.

1—(2-x10peHmT)—2-TeTPa3oJi—2-KIITHIOBLII 3pHp 4—(3,5-6nc-TpudTOPMETHII-
Gen3na)nunepuanH—1-Kap6oHOBOH KHCJIOTBI.

IlosTopsmu mpouenypy Ilpumepa 24, HO B KadeCTBE peareHra MHCIOJIB30BAIM
H30BITOYHOE KOJIMIECTBO 4—(3,5-6uc-rpudTopMeTHIOEH3 N TANCPHINHA BMECTO
U36BITOYHOTO KOJIHYECTBA TAIPOOKHCH aMMOHHS, NOITy4aln 1—(2-xopbeHnn)—2—TeTpason—2-
U3 TAIOBBIN 3GHp 4—(3,5-6uc-TpuGTOPMETHICEH3MI)TUTIEPUIMH—1 - KAPOOHOBOH KHCJIOTEL.
'H IMP (Aneron-de) & 7,95 (s, 1H), 7,90 (m, 4H), 7,37 (s, 2H), 7,02 (s, 1H), 4,1 (d, 2H), 3,1
(t, 2H), 2,91 (d, 2H), 1,77 (m, 4H), 1,48 (m, 4H).

IIpumep 92.
1—(2-x10p heHmT)—2—-TeTPa30/1—2-HII THIOBBIH 3¢pup 4—(5-METHATETPA3OJI—2-HI-

MeTHJ)HNepUIHH—1- KapOOHOBOH KHC/IOThI.
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IMosropsia  mporexypy Ilpumepa 24, HO B Ka4eCTBE pEarcHTa HCIOJIb30BaIH
H3GBITOUHOE KOMHIECTBO 4—(5-METHITETPa30—2-HIMETHII)THICPHUIMHA BMECTO U30BITOYHOrO
KOJIMYECTBA THAPOOKHCH aMMOHHSA, TOydam 1—(2-xnopdermm)-2-TeTpason—2-HIsTHIOBBIH
adup 4—(5-METHNTETPa30I—2-HIMETHI)ITHIEPUIAH—1 - KapOOHOBOH KHMCIIOTEL
'H SIMP (Aueron-dg) 8 7,9 (s, 1H), 7,37 (s, 2H), 7,01 (s, 2H), 4,6 (d, 2H), 4,08 (d, 2H), 3,14 (t,
1H), 2,48 (s, 3H), 1,73 (m, 4H), 1,52 (m, 4H).

Hpumep 93.
1—(2,5-auxa0peHHIT)—2—TeTPa301—2-MIBTHIIOBBIH AP 3-¢peneTHIMUPPOIAINH-1-
KapOOHOBOH KHCJIOTBI.

[ToBropsmi mpouexypy Ilpumepa 48, HO B KaueCTBE pEarcHTa HUCTIONBL30BAIH
M3OBITOYHOE KOMWYECTBO 3-(PEHETHUIMHPPONIMINHA BMECTO H3OBITOYHOrO  KOIHYECTBA
T'MIPOOKHCH aMMOHUS, OTyJaaH 1—(2,5-mxnopdenuT)—2—TeTpa3on—2- WIS THIOBbIH 5dup 3-
denerrImrppoIHINHE—1-KapOOHOBOA KHCIIOTBL
'H SIMP (Aneron-de) & 8,05 (s, 1H), 7,52 (s, 1H), 7,28 (m, 6H), 7,00 (s, 1H), 3,8 (t, 1H), 3,34
(d, 2H), 2,72 (t, 2H), 2,15 (m, 3H), 1,70 (m, 6H).

IIpamep 94.
1-(2 4-muxsiopeHun1)—2-TeTpa3oi—2-HIBTHIOBLIIH IpHp 3-¢penernmuppoauE-1-
KapOOHOBOH KHCIOTBI.

[TosTopsima mpouexypy [Ipumepa 36, HO B KadecTBe peEarcHra HCIOJIb30BAIH
M3GBITOYHOE  KOMWYECTBO 3-(EHETHIIMMPPONMANHA BMECTO HM30BITOYHOrO  KOIUYECTBA
TMIPOOKHCH aMMOHHS, TOJTyYaTH 1+2,4-mux0pbeHmnn)—2-TeTpa3o—2-AISTAIOBBIH 3¢Hp 3-
deneTrnUPPOTAANH—-1 -KapOOHOBOM KHCIIOTHL.

'H SIMP (Aneros-dg) 6 8,05 (s, 1H), 7,51 (s, 1H), 7,28 (m, 6H), 7,01 (s, 1H), 3,75 (t, 1H), 3,34
(d, 2H), 2,74 (t, 2H), 2,20 (m, 3H), 1,75 (m, 6H).

IIpnamep 95.

1-(3,4-nuxJ10peHnT)—2-TeTPa30/—2-HIITHIOBLIA I¢up 3-penernmuppoauaua—1-
KapOOHOBOH KHCIOTBI.

[osTopsum mnpouenypy Ilpumepa 34, HO B KauecTBe pearcHTa MHCIONL30BAM
U30LITOYHOE KOIMHYECTBO 3-(DEHETHIMUPPOTHAHHA BMECTO H3OBITOYHOIO  KOIMYECTBA
T'HIPOOKHCH aMMOHHSL, nofydamy 1—(3,4-mxinopdenun)—2—TeTpason—2- I3 THIOBbIH a¢pup 3-
¢GeHeTHInHppoIHANHE—1 -KapOOHOBOH KHCIOTHL
'H SIMP (Aneron-de) & 8,05 (s, 1H), 7,51 (s, 1H), 7,27 (m, 6H), 7,00 (s, 1H), 3,76 (t, 1H), 3,35
(d, 2H), 2,72 (t, 2H), 2,20 (m, 3H), 1,75 (m, 6H).

IIpumep 96.
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1—(2-x10p heHmT)—2-TeTPa3o1—2-HIBTHIOBbIH 3 pup 3—[2—(4-meTokcupenn)- 3THI]-
nuppoANH—1-kap6oHOBOH KHCIOTHI.

ITopTopsmn mpouexypy Ilpmmepa 24, HO B KaueCTBE pearcHTa HCIOJB30BAIHA
H36BITOYHOE KONMYECTBO 3—[2—(4-METOKCH(DEHUI)ITAIITHPPOIIMAMHA BMECTO U30BITOTHOIO
KOJNMYECTBA THAPOOKHCH aMMOHHS, TONydans 1—(2-Xnopderu)—2-TeTpasoi-2-HITHIOBIA
sdup 3-[2—(4-MeToKCH(DEHNT)ITHI | THPPOTHIAH—1 -KapOOHO- BOH KHCIIOTEL
'H SIMP (Anetos-dg) & 8,05 (s, 1H), 7,51 (s, 1H), 7,17 (m, 2H), 7,00 (s, 2H), 6,86 (m, 2H),
3,78 (s, 3H), 3,67 (d, 2H), 3,32 (t, 1H), 2,65 (t, 1H), 2,36 (m, 3H), 1,71 (m, 6H).

Hpumep 97.
1-enni—2—TeTpasosi—2-RISTHIOBbIH 3GHp 4—(3,4-quxn0poer3u)munepnaua-1-
Kap0oOHOBOH KHC/IOTHI.

[Tosropsna mpouexypy Ilpmmepa 26, HO B KadecTBE pearcHTa HCIOJIB30BAIIH
M36BITOYHOE  KOJMMYECTBO  4—(3,4-MUXJNOPOEH3II)IMIEPHANHA  BMECTO  H3GBITOYHOrO
KOJHMYECTBA THAPOOKHCH aMMOHHS, TIOTydad 1-(eH:I—2-TeTpason—2-WIdTUIOBBIA dpup 4-
(3,4-1uxn0p6eH3nI) MUNEPUIHHE—1 - KApOOHOBOH KHCIIOTEL
H SIMP (Aneror-ds) 8 7,9 (s, 1H), 7,48 (m, 4H), 7,36 (s, 1H), 7,24 (m, 2H), 7,01 (s, 1H), 4,07
(d, 2H), 3,15 (t, 2H), 2,66 (d, 2H), 2,08 (m, 2H), 1,77 (m, 2H), 1,38 (m, 4H).

IIpamep 98.
1-(4-Gen3pnoKcndeHiT)-2-TeTpasos—2-HId TRIOBBIHA 3¢up Kap6aMHHOBOH KHCJIOTHI.

TTosTopsiny nporenypy Ilpumepa 24, HO B Ka4eCTBE pearcHTa UCI0Ib30BAIY 2-Opom—
4'-6ensuokcHaneTopeHoH  BMecTo  2—Opom—2'-XnopanerodeHoHa,  MONydald 1-(4-
GeH3HIOKCH(DEHMT)—2—TeTpa3ol—2-HI3THIOBEH 5¢up KapbaMHHOBOH KHCIIOTEL
'H SIMP (Aneron-de) 8 8,7 (s, 1H), 7,46 (m, 7H), 7,05 (m, 2H), 6,23 (m, 1H), 5,85-6,4 (br,
2H), 5,16 (s, 2H), 5,08 (m, 2H).

IIpumep 99.
1-(2-x/10p pennT)—2—TeTpaso—1-ui-3THIoBbIH 3¢up KapOaMHHOBOH KHCJOTHI.

K pactsopy 2-6pom—2'-xJoparerodenona (2 MMOI) H KapboHaTa HATpHS (4 mmon) B
tonyone (100 mm) mobaBmamu 1H-Terpason (4 mMMol). PEakMOHHYIO CMECh HarpeBald ¢
06paTHBHIM XOJIOAMIBHUKOM B TEYEHHE 4 4 M OXJIAXIAJH 110 TeMIICpaTypbl 25°C. JToT pacTBop
KOHIIEHTPHPOBANH B DOTALMOHHOM HCIApHTENE W Da30aBIIH JTHJIALETATOM. JTy cMech
IPOMBIBAIM COJMSHEIM pacTBOpoM. [lomydeHHBIA opraHHt{ecxﬁﬁ CIIOM BBICYIIHMBAIM H
KOHLIEHTPAPOBaNK IMoA BakyymoM. Cplpoii IPOXYKT pacTBOpsIH B METaHOE (50 M) n
MeUIeHHO TpH Temmepatype 0°C poGaBismi Goprujpuj HaTpHs (8 MMOJI) C TIOJy4eHHEM
CIIHpPTOBOro coemuHeHus obme# dopmynst (XII), B xoTopoH G o3zauaet 2-xJIOpQEHHI, m

paeH Hymo, Y O3HadaeT BOZOPOJ, N paBeH HYmO H A o3HadaeT 1N-rerpasonl [Tocme
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IepeMeINUBaHus B TeYeHue 1 9 IIpH KOMHATHO! TeMIIEpaType 3TOT pacTBOP KOHICHTPUPOBAIIH
B POTALHOHHOM HMCIAPHTeNe W pa3GaBisumd STHnaneraroM. CMech NPOMEBIBATH COJLIHBIM
pactBopoM. Ilomy4eHHBIH OpraHMYeCKWH CIOH BHICYIIMBATH M KOHUCHTPUPOBANM TIOX
BakyymoMm. CIHpPTOBOE COCJMHEHHE PACTBOPSJIH B METHJICHXJIOpHUIC (50 M) u nobasmsamm
1,1'-kapboHmni- quumunasoln (8 MmoI). PeakIMOHHYIO CMECh IEPEMEIINBAII IIPH KOMHAaTHOH
TeMIepaType B TeueHHe 4 9 C MOCTEAYIOIMM A00aBreHHeM H30BITOYHOrO KONMYECTBA
rugpookuc ammonus (50 mu). Ilocne mepemeInyBaHuWsS B TCUCHHE 4 4 mpu KOMHATHOH
TeMIIepaType OpraHHYeCKHH CJI0H BBUIEISIM M YPOMBIBAIHM  COJNAHBIM  PAaCTBOPOM.
IMonyyeHHEIH OpraHUYecKuil CIO¥ BEICYIIHBAIHA U KOHIIEHTPUPOBAJIH II0]1 BaKyyMOM.

Ipouexypa nonyderns 1N-asona 6sla TakoH ke, KaK | JULA TOMYHCHHS 2N-a3oia B
NpUBEIEHHOM  [pHMepe, 3a  HCKIIOYCHHEM  COOTHOIUCHHS noJABIXKHOH a3l
xpomatorpapudeckoif KONOHKH. 1N-aszon sBndgercs Oonee MONAPHBEIM, HeM 2N-a3on B
XPOMATOrpadiuecKux yCIOBHAX H BBLIE/AETCS MyTEM dTFOMPOBAHUS IPH YBETHIHBAIOMEMCS
COOTHOIIEHHH STHJIAIETATa B TeKcaHe, Mocie 3mouposBanus 2N-—asona momydama 1-(2-
XJIOPPEHNT)-2~TeTpa3osi—1 -Hn-3THIOBbIH 3pUp kKapOGaMHHOBOH KHCIOTEL
'H aMP (Anetor-de) 8 9,13 (s, 1H), 7,3-7,54 (m, 4H), 6,41 (m, 1H), 5,9-6,8 (br, 2H), 5,01
(m, 2H).

IIpamep 100.
1-¢ennii—3—TeTpason—1-HanponuIoBkli 3¢pup KapdlaMHHOBOH KACIOTHI.

[TosTopsima mpoueaypy Ilpumepa 99, mpumeHss 3-xy0pnponHodEeHOH B KaveCTBe
pearenta BMecTo 2-OpomM—2'-xnopauneTopeHOHa, H TIOTYYaIH 1-penun—3—reTpason-1-
HINpONUIoBEA 3QHp KapOaMHHOBOM KHCIOTHI.

'H SIMP (Aueror-ds) & 9,13 (s, 1H), 7,38-7,32 (m, SH), 6,08 (br, 2H), 5,71 (m, 1H), 4,63 (m,
2H), 2,53 (m, 2H).

Ipuvep 101.

1-(3-xs10p pern)—2-TeTpa3o—1-Hanpenuiossii 3¢up Kap0aMHHOBOH KMCIOTHI.

TNosTopsmu npouenypy [Iprmepa 99, nprmeHas 2-6pom—1—(3-xnopdennn)nponan—1-
OH B KadecTBE pearcHra BMECTO 2-OpoM—2'-XnopaneTodeHOHa, M MOJyHatd 1—(3-xn0p-
heHnT)—2—TeTpason—1-WIIponuIoBLi 3¢Up KapOaMHHOBOH KHCIIOTEL.

'H aMP (Aneron-ds) 8 9,1 (s, 1H), 7,1-7,4 (m, 4H), 5,95-6,5 (br, 2H), 6,0 (m, 1H), 5,3 (m,
1H), 1,65 (d, 3H).
ITpamep 102,

1—(4-xJ10pheHHIT)—2—TeTpa30J1—1-HIIPONHIIOBLIH 3¢up Kap6aMHHOBOM KHCIOTBI.
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IlosTOpsmu mpouenypy [Ipumepa 99, mpumenss 2—6poM—1—(4-xnopdenum)uponan—1-
OH B KaueCTBe peareHTa BMecTo 2-6poM—2'-xnopaneToheHoHa, d Toxydamd 1—(4-xmop-
denm)-2—TeTpasos—1 -HIMpPONHIOBkIH 3¢up KapbaMHHOBOH KHCJIOTHL.
H SIMP (Aneron-de) 8 9,20 (d, 1H), 7,6-7 (m, 4H), 6,4 (br, 2H), 6,05 (m, 1H), 5,35 (m, 1H),
1,66 (m, 3H).
Ilpnmep 103.
1-(4-x10pdrerna)—2-TeTpa3oi—1-HINponnIoBLIi 3GHP MeTHAKAPGAMHHOBOI KHC/IOTEL
IosTopsina mporenypy Ilpumepa 102, npuMeHss B KauecTBe peareHTa W30BITOYHOE
KOJMUECTBO METHIAMMHA BMECTO M30BITOYHOTO KOJIMYECTBA FHAPOOKHCH aMMOHHS, IOIy4aln
1—(4-xn0pd eHnn)—2-TeTpazon—1 -UIMpPOMHIOBEIH 3hUp METHIKApGAMUHO- BOJ KHCIOTEL
'H SIMP (Aneron-dg) § 9,17 (d, 1H), 7,6-7 (m, 4H), 6,72 (br, 1H), 6,07 (m, 1H), 5,34 (m, 1H),
2,67 (m, 3H), 1,65 (m, 3H).
IIpamep 104.
1-(3,4-aux 10 pdheHniT)-2—-TeTpa3o—1-mImponnioBbii 3¢pup kapdbaMuHOBOH KHCIOTHL
Tlosropsinu mponenypy Ilpmmepa 99, npumenss 2-6pom—1—(3,4-muxiopdenun)-
IIpOIaH—1-0H B Ka4ecTBe pearenTa BMecTo 2—-6pom—2'-xnoparerodenona, i noxysam 13,4
muxstopdeHnn)—2-TeTpa3on—1 -HImponuIoBEH 3¢ Hp KapbaMIHOBOH KHCIOTHL
'H SIMP (Aneror-dg) & 9,12 (d, 1H), 7,7-7,1 (m, 3H), 6,354 (br, 2H), 6,03 (m, 1H), 5,38 (m,
1H), 1,7 (m, 3H).
IIpamep 105.
1-(2,5-nuxnopdennn)-2-rerpa3osn—1-HHTHIOBLIH 3¢up KapOAMHHOBOH KHCJIOTHI.
TToBTOpsH mponenypy [Ipumepa 99, ucrmone3ys B kadecTBe peareHTa 2—Opom—2',5'-
JUXIopaneTodeHon  BMecTo  2-Gpom—2'-xnmopauerodenona, u - nomydamd  1—2,5-mu-
xnopbesun)-2-TeTpasos—1-msTmoBsH 3¢pup kapbaMHHOBON KHCIOTHL
'H SIMP (Aneton-dg) § 9,17 (s, 1H), 7,25-7,63 (m, 3H), 6,37 (m, 1H), 5,8-6,7 (br, 2H), 5,03
(m, 2H).
ITpumep 106.
1-(4-penoxkcndennin)—2—Terpazosi-1-AIdTHIOBLIH 3¢Up KapOaMUHOBOIH KHCIOTHI.
Iosropsnu npouexypy Ilpumepa 99, mcnone3ys B KadecTBe peareHta 2—OpoM—4'-
deHokcHaneToheHon  BMecTo  2-Gpom-2'-xiopaneropeHona, M momysamd  1—(4-
denokcuperm)-2—TeTpason—1-HiIsTHI0BEH 3¢up KapOaMHHOBOK KHUCIIOTEL
'H SIMP (Aueton-dg) § 9,09 (s, 1H), 7,42 (m, 4H), 6,90-7,22 (m, SH), 6,14 (m, 1H), 5,92
6,45 (br, 2H), 4,97 (m, 2H).
IIpumep 107.

1-(2,4-muxnopeann)-2-rerpa3oi—1-HTHIOBEIH 3¢up KapOaMHHOBOI KHCJIOTHL
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[Tosropsym nponexnypy IIpumepa 99, UCronb3ys B KadeCTBE pearcHra 2—6pom—2'4'-
nuxiaopaneTopeHoH BMecTo  2—-6poM—2'-xnopauneToeHoHa, M - TONyHauH 1—-(2,4-nu-
xnopdennn)-2-TeTpa3os—1-HI3THIIOBHIA 3bup KapOaMIHOBOH KHCIIOTEL
'H SIMP (CDCL) 6§ 9,16 (s, 1H), 7,60 (d, 1H), 7,39 (dd, 1H), 7,26 (m, 1H), 6,36 (m, 3H), 5,02
(m, 2H).

Hpumep 108.
1-HadTanun-2-1-2-TeTpasoi—1-mI THI0BbIH 3$Hp KapGaMHHOBOI KHCIIOTEL.

IMoeropsym mporenypy Ilpumepa 99, mcmons3ys B KauecTBE pearcHra 2-6pom-2'-
areroHa@TOH BMeCTO 2—OpoM—2'-xnopanerodeHoHa, H MOIydaTH 1-gadranmue-2-un—2-
TeTpa30Ji—1-WI3THIOBEIA 3¢up XKapOGaMHUHOBON KHCIIOTEL
'H SIMP (Auetor-dg) & 9,10 (s, 1H), 7,88-7,98 (m, 4H), 7,53-7,58 (m, 3H), 6,31 (t, 1H), 6,28
(br, 2H), 5,09 (d, 2H).

Ipumep 109.
2-rerpa3on—1-ua-1-(2,3,4-TpaMeToKCHBEHAN)I TUIOBBIH 3 hHp KapdaMHHOBOH
KHCJIOTBI.

TosTopstnm mpouenypy [Ipumepa 99, ucnosb3ys B Ka4eCTBE pearcHTa 2-6pom—2'3"',4'-
TPUMETOKCHAIETOPEHOH BMECTO 2-6poM—2'-xyopaneTodeHoOHa, ¥ Hoydany 2-TeTpa- 30-1-
wi—-1—(2,3,4-TpuMeToKcrbEHIIT) ATHIOREIH 3bup Kap6aMHHOBOH KHCIIOTBI.

'H SIMP (Aueron-dg) & 9,04 (s, 1H), 6,87 (d, 1H), 6,75 (d, 1H), 6,25 (t, 1H), 6,20 (br, 2H),
4,90 (d, 2H), 4,00 (s, 3H), 3,85 (s, 3H), 3,84 (s, 3H).

Ipumep 110.

1-6enso[1,3)aHOKCOI-5-HI-2-TeTPa30—1-HI>THIOBLIN 3GHp KaplaMHHOBOH KHCIOTHI.

ITosropsumu nporenypy [Ipumepa 99, ucnons3ys B KadecTBE peareHTa 1-6en30(1,3]-
JHOKCOJ-5-HI-2-6POMITAHOH BMecTo 2-6poM—2'-XJopaneropeHona, u monyyans 1-6enso
[1,3] IHOKCOM—5-My—2-TeTpasol—1-AI3THIOBbIH 3(up KapOaMHHOBOH KHCIIOTEL.

'H SIMP (Aueton-dg) 8 9,06 (s, 1H), 6,85-6,91 (m, 3H), 6,17 (br, 2H), 6,03 (s, 2H), 6,02 (m,
1H), 4,94 (m, 2H).

IIpumep 111.

2—rerpazon-1-mi-1-(2,4,6-rpaveTHId eHII) ITAIOBBII QHP Kap0aMUHOBOH KHCJIOTBI.

ITosTopsnu mpouenypy IIpumMepa 99, ucrnoib3yst B Ka4ECTBE pearcHTa 2-6pom—-2',4',6'-
TpuMeTHiIaneToheHOH BMECTo 2—6poM—2'-xiopaueTodpeHosa, H MoITydaly 2—-rerpa3on—l-un-
1—(2,4,6-TpumMeTriI(eHIII) STHIOBEIH 3bup KapOaMHHOBOH KHCIIOTEI.

'H SIMP (Aneron-de) 8 9,14 (s, 1H), 7,59 (s, 2H), 6,18 (m, 1H), 5,65-6,40 (br, 2H), 5,10 (m,
2H), 1,35 (s, SH).
IIpamep 112.
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1—(4-Tper.6y TR eHNT)—2-TeTpa3o—1-HI THIOBLIH 3up KapdaMHHOBOH KACIOTHL

TlosTopsime Tponeaypy Ilpumepa 99, HCIONB3ys B KauecTBe peareHra 2—-OpoM—4'-
Tpet.OyTHnaneTodeHoH  BMecTo  2—Gpom-2'-xyopaneTopeHoHa, M NOJTyHaiH 1-(4-
Tpet.6yTHN(EHI)—2-TeTpa3os—1 -HISTHIOBBIH 3$up KapOaMHHOBOH KUCIIOTEL
'H IMP (Aueron-de) & 8,74 (s, 1H), 7,46 (m, 4H), 6,11 (m, 1H), 5,80-6,2 (br, 2H), 5,10 (m,
2H), 1,34 (s, 9H).

IIpumep 113.
1-MHpaH-5-1I1-2-TeTpa30/1—1-HI3 THI0BLIH 2¢Hp KapOaMUHOBOH KHCIOTBI.

TlosTopsinu npouenypy Ilpumepa 99, ucmomesys B Ka4deCTBE pEareHTa 2—6pom—1-
MHJAH-5-HJI9TAHOH BMecTo 2—-Opom—2'-xnopauetodeHoHa, W TNONyYand 1-WHIAH-5-HI-2—
TeTpa30Ji- 1 -WIBTHIOBEIH 3(up KapOaMHUHOBOMH KMCIIOTEL.

"H IMP (Aneton-ds) § 9,05 (s, 1H), 7,25-7,16 (m, 3H), 6,08 (m, 3H), 4,95 (m, 2H), 2,1-2,03
(m, 6H).

IIpamep 114.

1-¢ennn—2-TeTpa3on—1-MISTHIOBBIH 3pUpP Kap6aMHHOBOH KHCIOTHI.

[TosTopsinu mpouenypy Ilpmvepa 99, ucrmonb3ys B KadeCTBE PEarcHTa 2-6pomM—
aneTodeHoOH BMeCTO 2-Opom—2'-xiopanerodeHoHa, W momydand 1-QeHmn—2-TeTpason-I1-
WISTHIOBBIHM 3¢ Hp KapOaMHUHOBOH KHCIOTEL
'H SIMP (Aneror-dg) & 9,04 (s, 1H), 7,44 (m, 3H), 6,07 (m, 1H), 5,57-6,45 (br, 2H), 5,30 (m,
2H).

IIpamep 115.
1-(3 4-mudrropdennn)-2-rerpa3o—1-nmTHIOBLIH 3PHp KaPOAMHHOBOH KHCIOTDL.

I[TosTopsun mpouenypy IIpumepa 99, ucnonb3ys B Ka4eCTBE pearcHra 2—6pom-3'4'-
madTopaneToPeHon  BMecTo  2-Opom—2'-xnopaneTodeHOHa, M NOIyYalHd 1-(3,4-nu-
dTopberu)-2-TeTpazon—1-uI3THIOBEIA 3GHp KapOGaMUHOBOH KMCIOTEL.

'H SIMP (Anteton-ds) 8 9,04 (s, 1H), 7,44 (m, 3H), 5,57-6,45 (br, 3H), 5,03 (m, 2H).
IIpumep 116.
1-(2-pTopdennn)—2-TeTpasos—1-AI THIOBLIH 3P Kap6aMHHOBOH KACJIOTBI.

TloBTopsin mponenypy Ilpumepa 99, HCIONB3ys B KadecTBe pearcHTa 2-OpoM-—2'-
dTop- anetodeHoH BMecTo 2—-GpoM—2'-XJopaneToheHoHa, B MOy Jay 1-(2-propdhennn)—2-
TeTpasoli—1 -AISTHIOBEIH 3QHup KapOaMAHOBOH KHCIOTEL
'H SIMP (Aneron-de) 8 9,14 (s, 1H), 7,29 (m, 4H), 5,6-6,17 (br, 2H), 5,32 (m, 1H), 4,84 (m,
2H).

Mpumep 117.
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1-(2-x0pdenn)—2-TeTpas’osi—1-MITHIOBLIA 3¢up 4—pennnmunepazun-1- kap6oHoroi
KHCJIOTHI.

I[lopTopsimu mpouexypy Ilpumvepa 99, HO B KadecTBe pearcHTa HCHOIB30BAIM
H3GBITOYHOE KOIHIECTBO 4—(eHUIIIANEpa3Ha BMECTO H30BITOYHOTO KOJIMYECTBA IHIPOOKHCH
aMMOHHUS, TIOJTy T 1—(2-x10pbeHnT)—2—TeTpasoN—1 -UI3THIOBEIH adup 4—
¢enunmunepasnH—1 - KapOOHOBOM KHCIOTBL
'H SIMP (Auneron-ds) 8 9,24 (s, 1H), 7,85-7,38 (m, 9H), 6,54 (t, 1H), 5,10 (d, 2H), 4,28-3,55
(d, 8H).

Ilpumep 118.
1-eHnI-2-TeTpasosi-2-HIdTHIOBDLIH 3¢up 4-GeHsuamunepua-1- KapboHOBO#
KHCJIOTHI.

[lopropsnu mpouenypy Ilpummepa 114, HO B KadeCcTBE peareHTa HCIOIBL3OBAIIH
MOGLITOYHOE  KOJMYECTBO — 4—OEH3WNNHNEPHINHA BMECTO HM30OBITOYHOTO  KOIMYECTBA
THAPOOKUCH  aMMOHHS,  IMOJTydau 1-dennn—2-TeTpason—2-WITHIOBEH  3¢pup  4-
OeH3WIIHICPHIUH-1 - KAPOOHOBOM KHMCIJIOTHI.

'H SIMP (Aneron-ds) 8 9,06 (s, 1H), 7,45-7,20 (m, 12H), 6,19 (¢, 1H), 5,10 (d, 2H), 4,05 (m,
1H), 2,55 (m, 2H), 1,75 (m, 3H), 1,10 (m, 3H).

ITpamep 119.

1-(2,4-madropdennn)-2-rerpazon—1-wnTHI0BLIH 3¢pHp KapOaMHHOBOH KHCIOTHL

[Tosropsanu mpouenypy Ilpumepa 99, ucmons3ys B KaueCTBE peareHTa 2—6pom-2',4'-
madToparieTopeHOH  BMecTo  2-OpoM—2'-XnopaneTrodeHoHa, M TONyHanH 1—(2,4-
¢ Topdern)—2-TeTpa3on-1 -HISTHIOBEIH 3$Hp KapOGaMHHOBON KHCIOTHL.

'H SIMP (Aueron-ds) 8 9,12 (s, 1H), 7,55 (m, 1H), 7,05 (m, 2H), 5,85 (br, 2H), 5,41 (m, 1H),
4,8 (m, 2H).

IIpuamep 120.

1-(2-xJ0p pennn)-2—TeTpa3o—1-mITAIOBLIA 3up [2—-(3,4-nuruapoxcudenn)-

3T Kap6OHOBOH KHCJIOTEI.

ITosTopsne mpouenypy Ilpumepa 99, HO B Ka4ecTBe pearcHTa HCIOJIB3OBAIH
M3OBITOUHOE  KOJMYECTBO  2—(3,4-IMTHIPOKCH(EHIT)ITIIAMEHEA BMECTO  H30BITOYHOIO
KOJIMYECTBA THAPOOKUCH aMMOHHS, IOydant 1—(2-xnopdennn)-2-Terpa3o—1-mi- STHIOBBIH
adup [2—(3,4-nurrapoxcudennn) 3Tun jkapGoHOBOH KHCITOTEL
'H SIMP (Aueron-dg) 8 9,14 (s, 1H), 7,50-6,56 (m, 7H), 5,53 (t, 1H), 5,07 (d, 2H), 3,25 (m,
2H), 2,57 (m, 2H).

Mpumep 121.

1-(4-6em3nnokcudennn)—2-reTpa3oi—1-mnTAI0BLIH Hp Kap0aMHMHOBOH KHCIOTEL
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Toeropsumet mponenypy [lpumepa 99, HCIONE3ys B KadecTBe peareHTta 2-Opom—4'-
GensmiokcHaneTodeHoH BMecTo  2-Opom—2'-xiopaneTobeHona, u monydamd  1—(4-
GeH3MITOKCH(EHII )—2—TeTpa30—1 -HISTHIOBEIH 3¢up KapOaMHHOBOH KHCIOTEL
'H IMP (Auetor-dg) 8 9,05 (s, 1H), 7,42 (m, 7H), 7,04 (m, 2H), 6,09 (m, 1H), 5,9-6,3 (br,
2H), 5,15 (s, 2H), 5,04 (m, 2H).

Ipumep 122.
1-(2-x10pdenna)—2—TeTpa3en—1-HIdTHIOBBIH dGHUp 4—(3,4-muxJiopbeH3nT)-
nHnepuInH—1- KapooHOBOH KHCIOTDI.

[ToBropsima  mpouexypy Ilpumepa 99, HO B KadecTBE peareHTa HCIOIb30BATIHA
M3GBITOUHOE  KOJHYECTBO  4—(3,4-IUXIOpOEeH3MI)IMIEPHIMEA  BMECTO  U30OHITOYHOTO
KOIMYECTBA THAPOOKHCH aMMOHHS, Notydann 1—(2-xmopdenun)—2—TeTpason—1- HISTATIOBBIH
sdup 4—(3,4-1ux10pOeH3MT) MUIIEPUINH~1- KapOOHOBOH KHCIIOTEL.

'H SIMP (CDCls) & 7,92 (s, 1H), 7,48 (m, 4H), 7,37 (s, 1H), 7,25 (d, 2H), 7,03 (s, 1H), 4,07 (d,
2H), 3,08 (t, 2H), 2,67 (d, 2H), 1,75 (m, 4H), 1,34 (m, 4H).

Ilpumep 123.

1--(2-x10p heHmT)—2—(5-METHIITETPa30/1—2-1JT) STHJIOBBIH 3pUp KapGaMHUHOBOH KHCIOTBL.

K pactBopy 2-6pom—2'-xiopauerodperona (2 MMOIT) ¥ KapOoHaTa HaTpHs (4 mmon) B
tonyone (100 mu) nobapmumm S—-merun-1H-tetpaszon (4 MMoJT). PeakiMoHHYIO CMeCh
HATPEBAJIA B COCYJE C OOPATHEIM XOJIOMMIBHUKOM B TEUEHHE 7 4 H 3aTEM OXJIKANH 110 25°C.
DTOT pacTBOp KOHIEHTPUPOBAIA B POTAIMOHHOM HCTIAPUTENE M PpasOaBisiii THIANETATOM.
ATy cMech MPOMBIBATH COJNSHEIM PacTBOpoM. [ToTydeEHbIH OpraHMYeCKMH CJIOH CYNIHIH A
KOHIIEHTpHpOoBak mon BakyymMoM. CEIpo# NpOAYKT PacTBOPSIHM B METaHOJC (50 mn) u
MeIUTeHHO H06aBsuM Gopruapua Hatpus (2,4 Mmoin) npu Temneparype 0°C ¢ monydeHnem
crApToBOro coeauHenus obmer dopmyner (XII), B xoToport G o3HauaeT 2-xnopbeHunn, m
paBeH Hymo, Y 03HayaeT BOZOPOX, N paBeH HYMIO B A 03HadaeT 2N—5-MeTHITETPaso. ITocne
nepeMeITHBaHKs B TeUeHHe 2 4 [IPH KOMHATHOM TeMIIepaType 3TOT paCTBOP KOHICHTPHPOBAIH
B POTAIMOHHOM HCHapuTene H pa3baBimami sTuinaneraroM. CMech NPOMBIBATA COJITHBIM
pacTsopoM. Iloy4eHHbIH OpraHHYECKHH CIIOH CYIIMIIH M KOHICHTPHPOBAIM HOJ| BaKyyMOM.
DTo COMPTOBOE COSINMHEHWE DAcTBOPSUIM B MeTmnenxnopune (50 mm) # nobamisind 1,1-
KapGOHMI- JMEMHa3on (8 MMoi). PeakuMoHHYR CMech NepeMeIUMBaI NPH KOMHATHOH
Temrieparype B Tedenre 30 MHH C TOCIEAYIOITEM JI06aBIEHUEM H30BITOYHOTO KOJNHYECTBA
rugpookncy amMMorms (50 mm). Ilocme nepemernuBaHus B TedeHHe 4 4 TIpH KOMHaTHOH
TeMIepaType OpraHHYecKHil CIOH OTHeNAnd ¢ [POMBIBATH  CONSHBIM  PacTBOPOM.

TloMy4eHHBIH OPraHWYecKuil CIIOJ CYLIMIM M KOHIIEHTPHPOBAIA NOA BakyymoM. OcTaTok
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OYMINANM XpoMaTorpaduell Ha KOJOHKe (TWiauneTaT :@: IEKCaH = 1:2), monywgamm 1-(2-
Xn0pdeHun)—2—(5-MeTHITETPa30—2- 1) THIOBBIH 3¢Up KapOaMHHOBOM KUCIIOTEL.

"H AMP (Aueron-dg) & 7,37-7,61 (m, 4H), 6,58 (m, 1H), 6,15 (br, 2H), 4,97 (m, 2H), 2,47 (s,
1H).

ITpumep 124.

1-(2-xs10pdhernn)—2—(5-penmrrerpason—2-uir) STUIOBBIA 3P Kap0aMHHOBOM KHCJIOThIL.

Tosropsnu mpouenypy Ilpumepa 123, HO B Ka4yecTBe peareHTa HCIOIB30BANH 5-
denmn—1H-Terpason BMecto S—Merun—1H-rerpasona u mosydanu 1-(2-xnopdenun)—2—(5-
dbeHMNTETpa30N—2- 1) STUIOBBIHA 3GHp KapOaMHUHOBOH KHCIOTEL.

'H SIMP (Aueron-ds) & 8,0-8,4 (m, 2H), 7,2-7,8 (m, 7H), 6,67 (t, 1H), 6,20 (br, 2H), 5,14 (d,
2H).

Hpumep 125.

1-(2-x10prennn)—2—(5-peHUTTETPa30N-2-AIT) ITHIOBBIN 3pup MeTHIKap6amMu- HOBOH
KHCJIOTBI.

[TosTopsmk mnpouenypy Ilpumepa 124, HO B KadecTBE peareHra HCIIOIb30BAJIH
H36BITOYHOE KOJNWYECTRO METHIAMHHA BMECTO H30BITOYHOrO KOJHYECTBA TI'MIPOOKHCH
aMvoHHs W modydams  1—(2-xmopdennn)-2—(5-herureTpason-2-1ui) STUIIOBBIA  3dup
METHIKapOaMUHOBOH KHCJIOTHL.

'H IMP (Aueron-ds) & 8,1-8,25 (m, 2H), 7,3-7,7 (m, 7H), 6,7 (t, 1H), 6,55 (br, 1H), 5,12 (4,
2H), 2,65 (d, 3H).

Hpumep 126.

1--(2-xnoppenni)-2—[5—(2,3-nuxnop dennr) Terpa3oi—2-ui] 3THIoBLIH 3¢up
Kap0aMHHOBOH KHCJIOTBI.

TlosTopsnu nponexypy [Ipumepa 123, HO B Ka4eCTBE pearcHTa HCIOJIB30OBAIH 5-(2,3-
maxnopbegun)-1H-tetpason BmecTo S-metun—1H-rerpasona u  monydan 1-(2—xnop-
dernm)—2—[ 5—(2,3-1uxn0pbeRnIT) TeTPaso -2 M| S THIIOBEIH a(¢pup xapbaMHHOBOM KHCJIOTHL.
'H SIMP (Aneron-ds)  7,38-7,85 (m, 7H), 6,63 (t, 1H), 6,24 (br, 2H), 5,21 (d, 2H).

Ilpumep 127.
1-—(2-xn0p(])eﬂnn)—2——[5—(2,3-zmx.110pd)eﬂn.m)TeTpamn—Z-ml] 3THJI0BbIH 3¢Hp
METHJIKAapOaMIHOBOH KHMCJIOThI.

Tlosropsmu mpouexypy Ilpumepa 126, HO B KauecTBE DPEarcHTa HCIONB30BATH
H36BITOYHOE KONMYECTBO METHIaMHHAa BMECTO H3OBITOYHOrO KOJIMYECTBA THAPOOKUCH
aMMOHWMS U TOJIy4aH 1-(2-xnophernn)-2-{5—(2,3-auxI0pHeHIT) TeTPa3os—2-1iI]- ITANOBIA

3(hup MeTHIKapOaMUHOBOH KHCJIOTBL
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'H SIMP (Aueton-de) & 7,35-7,85 (m, 7H), 6,68 (t, 1H), 6,57 (d, 1H), 5,20 (d, 2H), 2,68 (d,
3H).
Hpumep 128.
1-(2-xa0p dpernn)—2—(5—NHpAINH-2—AJI-TeTPa30Ji-2-H.1) 3THJIOBBIH 3¢up KapObaMUHOBOH
KHCJIOTBI.

ToeTopsmu mpouexaypy Ilpumepa 123, HO B KadeCTBE pearcHTa HCIOJB30BAJH 5—
mupuauE-1H-Tetpason BMecTo S—MmeTmii-1H-TeTpasona u moiydaiy 1—(2-xnop- derun)-2-
(5--TTHpHINH-2—AI-TETPa30—2-HJI |9 THIIOBBIA 3¢ up kapbaMMHOBOH KHCIIOTRI.

'H SIMP (Aueron-dg) & 9,28 (s, 1H), 8,75 (m, 1H), 8,43 (d, 1H), 7,62-7,40 (m, 5H), 6,64 (m,
1H), 6,25 (br, 2H), 5,18 (d, 2H).

IIpumep 129.

1—(2-x0pdeHm)—2—(5—-IHPHAHH-2—HI-TeTPa30—2-H1) THJIOBBIH 3PHUP dTAI-
Kap6aMHHOBOH KHCJIOTBL.

TloTopsimu mpouexypy Ilpmmepa 128, HO B KauecTBE pearcHTa HCMOIb30OBATH
H30BITOUHOE KOJIMYECTEO 3THJIAMHMHA BMECTO H30BITOYHOrO KOMHYIECTBA FHIPOOKUCH aMMOHUS
U T0JyYaaH 1—(2-xnopdenrn)—2—(5—IHpAIUH-2—AN-TETPA30N—2-11]- STHJIOBHI  3QHp
STHIIKapOAMIHOBOM KHCIIOTHL.

'H SIMP (Aueron-dg) & 9,28 (s, 1H), 8,75 (dd, 1H), 8,41 (m, 1H), 7,62-7,40 (m, 5H), 6,66 (t,
1H), 6,58 (br, 1H), 5,17 (d, 2H), 2,07 (m, 3H).

IIpumep 130.

2-(5-aMHHOTETPa30.1-2-H1)—1—(2-X10pPennIT) STHIOBLIA I¢up KapO0aMHHOBOH
KUCJIOTBI.

IosTopsanu upouexypy Ilpamepa 123, HO B KadecTBE peareHTa MCIOJILE30BAIK 5-
amuHO—-1H-Terpason BMecTo S—MeTH—1H-TeTpasona u noxyyaid 2—(5—amMuHOTETpa- 307-2-
1n1)—1—(2-x710pdeHIIT) ITUIOBKIH 3¢Up KapOaMUHOBOH KHCTIOTHL.

'H SIMP (Antetor-dg) 8 7,20-7,76 (m, 4H), 6,5 (m, 1H), 6,12 (br, 2H), 5,46 (br, 2H), 4,75 (m,
2H).

IIpumep 131.

1-(2-x10p pennn)—2—(5-MeTRITeTPa301-1-Hi1) ITHIOBLIH 3¢up KapbaMHHOBOH KHCJIOTHI.

K pactBopy 2-6poM—2'-xsopaneTodeHOHa (2 MMOJI) B KapOoHaTa HATPHs (4 mmoun) B
tomyone (100 mim) pobasisnu  S—meTmi-1H-Terpason (4 mmon). PeakumoOHHYIO CMech
HATPEBATH C OOPATHBIM XOJIOJUILHUKOM B TEUEHHE 7 4 M OXJIOX/AIA 10 TEMIICPaTyphl 25°C.
TOT PacTBOP KOHIEHTPHPOBAIM B POTAI[MOHHOM HCIIAPUTETIC H pas3baBIsLIH STHJIALIETATOM,
DTy cMech OPOMBIBATH COJSHEIM PacTBOpoM. TToiyHdeH b1 OpraHuecKni 101 BEICYIIHBAIH

¥ KOHIEHTPHpPOBaIH NOJ BakyyMoM. ChIpo# HpPOXYKT PacTBOPSIIM B METaHOINE (50 M) m
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MeUIeHHO mobaBmsmm Gopruapun Hatpus (2,4 mMmon) mpu Temmeparype 0°C ¢ monydennem
crpToBOro coemunenus obmeit dopmynsr (XII), B xoropoit G o3HadaeT 2-xmopbenni, m
paBeH HyJIO, Y 03HaYaeT BOJIOPOJ, N PaBeH HYIO U A 03Ha49aeT 1N-5-MeTHITETPa30I. IMocrne
IlepeMEIMBAHAS IPH KOMHATHOH TeMIIEpaType B TEYEHHE 2 4 3TOT PacTBOP KOHIEHTPHPOBAIIA
B POTAaIlHOHHOM HCHApHTele M pasbapisamy stunaneratoM. CMech NPOMBIBATH COITHBIM
pacTBopoM. [IOJyYEeHHBIA OpPraHHYECKMH CJIOH BBHICYMIHBAIM H KOHIEHTPUPOBAIH IO
BakyyMoM. CIIHPTOBOE COeJMHEHHE PacTBOPSUIM B MeTHeHxyopuzne (50 mi) u no6aBms;
1,1"-kapboHpmmaumMuaaso (8 Mmon). PeakMOHHYIO CMeCh NMEPEMEIIHBANM NIPH KOMHATHOH
Temmeparype B Tedenne 30 MHH C NOCIEXYIOIEM JOOaBIEHHEM U30BITOHHOrO KONHYECTBA
ranpooxucu ammonms (50 mur). Iocne nepemenmmvBaddsd B TeyeHHE 4 4 IIPH KOMHATHOH
TeMIeparype OpraHMYecKudl CJIOH BBIEIAIA M [POMBIBAIM  COJAHBIM  PacTBOPOM.
[Moy4eHAbIH OpraHuYeCK il CJI0H BBRICYIIMBAIH H KOHIEHTPHPOBAIH I10J] BAKYYMOM.

[Ipomenypa monydenns 1N-asona Obuia Takod ke, KaKk H UL NONydeHus 2N-asona,
ONHCAaHHOM B I[pHMepe, 33 WCKIIOYEHHEM COOTHOIICHHS MNOABMXHOH  (asel B
xpoMatorpaduueckoif kononke. 1N-a3on B yCNOBHAX Xpomatorpapuu sBiseTcH Bonee
nonapHeM, dem 2N-a301 M BBIIEHAICS MYyTEM OSJIOMPOBAHMA IIPH  YBENHYHBAIOMEMOCS
COOTHOINEHHH STHIANETATa B reKCaHe MoCie MOHpoBanus 2N—a3071a ¢ HEIBIO TOTyYeHus 1—
(2-x510pheHn)—2—(5-MeTUATETPa30N— 1 -HII)3THIIOBOTO 3pupa KapOaMu- HOBOH KHCIIOTHL
'H IMP (Aueron-dg) & 7,35-7,59 (m, 4H), 6,44 (m, 1H), 5,99-6,4 (br, 2H), 4,82 (m, 2H),
2,537 (s, 3H).

Ilpamep 132.
1-(2-xnoppennn)—2—[5—(2,3-muxaopdenni) rerpason—1-ui| STHIOBLIHA 3D
Kap6aMHHOBOH KHCJIOTDI.

TosTopsnn npouenypy [TpuMepa 131, Ho B KadecTBE peareHTa HCIIONB30BAIA 5—(2,3-
muxiaopdernn)-1H-Tetpazon  Bmecro S-mermi—1H-Tetpasona u  momyvyamd  1—(2-xsop-
dermm)-2-[5-(2,3-auxn0pdeHnIT) TeTPason—1 - ]oTHIOBEH dQHp KapGaMUHOBOM KHCITOTEL.
'H SIMP (Aueron-dg) 8 7,37-7,95 (m, 7H), 6,26 (t, 1H), 6,20 (br, 2H), 4,79 (d, 2H).

IIpumep 133.
1-2-xnopdennn)-2-[5—(2,3-aux0pdheHn) TeTpaso—1-uia) 3TAI0BBIH dGHp
METHIKAPOAMHHOBO KHCIOTBI.

ITosropsmu mpouexypy Ilpumepa 132, HO B Ka4ecTBe pEarcHTa HCIIOJB30BAIA
H30BITOYHOE KOJIAYECTBO METHIAMHMHA BMECTO H30BITOYHOrO KOJHMYECTBA T'HAPOOKHCH
amMMOHHA ¥ Toydama 1—(2-xnopdernn)—2-[5—(2,3-mxnopderun)TeTpason—1-1i}- STHIOBBIH

s¢up MeTHIKApOAMHUHOBOMN KMCIOTEL.
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'H IMP (Aneror-de) 8 7,36-7,94 (m, 7H), 6,47 (br, 1H), 6,29 (t, 1H), 4,79 (d, 2H), 2,65 (d,
3H).
IIpumep 134.
(R)—(+)-1—(2-x;10phenn.1)—2—TeTpaso—2- W3 THIOBLIA 3GupP KapOaMHHOBOH KHCIOTHI.

K pactsopy 1H-teTpasona (2,4 MMom) u kapOonata utis (4,8 mmou1) B DMF (100 m)
Me/UTEHHO 106aBs OKHCh (R)—2-XI0pcTHpoia (2 MMOI) € LEJNBIO MOIy3IeHHUs CIIMPTOBOro
coenuaeHus ¢ sHanTHOMepHO (R)-KoHQHMrypainueif, mpeacTaBieHHOro obuei dbopmyToit
(XII), B xoTopo#i G o3HadaeT 2-xnopdenun, m paset 0, Y o3HaqaeT BOJXOPON, N PaBCH HYIIO K
A osHauaeT 2N-TeTpa3on. PeakIMOHHYIO CMeCh IEpPeMEIIHBANA B TedeHue 4 9 IIpH
temmeparype 120°C u 3ateM oxnaxiamd jgo 25°C. JTOT pacTBOp KOHUEHTPHPOBaTH B
POTALIMOHHOM WCTIApHTeNe ¥ pa30aBIIaM JTHIAUETATOM. OTY CMECh NPOMBIBAIA COJLTHBIM
pacTBopoM. [1oydeHHDIH OpraHHYecKHi CI0H CYIIMIN ¥ KOHIEHTPHPOBATH TIOJ BAKYYMOM.
JTO CIOMPTOBOE COENMHEHHE PACTBOPSIM B MeTwinenxyopuzue (50 mi) n mobasmamy 1,1-
kapGonun- quaMuaazon (8 MMon). PeaklMOHHYIO CMeCh MEPEMEINBAIN B TEUCHHC 3 9 mpu
KOMHATHOH TeMIepaType ¢ MOCICAYIOIMM nobaBieHHEeM H30BITOYHOr0  KOTHYIECTBA
rugpooxucH ammorms (50 ). Ilocne mepeMelmMBaHEHS B TeYeHHE 5 9 IPH KOMHATHOH
TeMIlepaType OpTaHWYeCKHil CJOH OTHENsIM ¥ TPOMBIBAJIA  COJIHBIM  PacTBOPOM.
IToNTyYeHHBIH OPraHMYecKyi CIOH CYMIMIH M KOHIEHTPHPOBAIM MO BaKyymoM. OcraTok
ownmmand  xpomarorpagmeli Ha KoJOHKe (3THnaueraT . rekcan = 1:2), ®
NepeKPHCTAIITN30BEIBATH H3 AHXJIOpMeTana H stuiiosoro sbupa (1:1), momysama (R)-1-(2-
XNOphEeHmIT)—2—TeTpa3oa—2-HI3THIOBEIH 3Qup KapOaMHHOBOX KHCIOTHL.

Ontuyeckas umctota Oblma Bemue 99%ee. OnrTHyeckas 4YHCTOTa H3MEPATACh C
pcnonbp3oBaueM Metona JKXBP (kononka Chiracel OD-H, mogsuxmas dasa cocrosna us
aneTOHUTPHAA B BobI ¢ 0,1% TpHTOPYKCYCHOM KHUCIOTEL).

[a]p =+ 16.0°

'H SIMP (Aneron-dg) 6 8,74 (s, 1H), 7,38-7,54 (m, 4H), 6,59 (m, 1H), 6,16 (br, 2H), 5,09 (m,
2H).

IIpumep 135.

(S)—(-)-1-(2-x;10p peHnII)—2—TeTPa30J—2-UIBSTHIOBIH dGup KAapOAMHHOBOH KHCIOTEI.
ITosTOps/M TIpOUERYpY, omucanHywo B IIpumepe 134, HO B KauecTBe pearc¢HTa HCIOIb30BAIH
oKuCch (S)-2-xyjopcThposia BMecto OkmcH (R)-2-xmopcrmpona u noxydamd (S)-1-(2-
XJIOP(EHMIT)—2—TeTpa30ii—2-HI3THIIOBEIHA 3QUp Kap6aMHHOBOH KHCIIOTHI.

"H SIMP (Aneror-de) & 8,74 (s, 1H), 7,39-7,52 (m, 4H), 6,57 (m, 1H), 6,18 (br, 2H), 5,11 (m,
2H).

ITpumep 136.
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(S)-1—(4-x10pdennT)—2—TeTpazo-2-MIITAIOBBIH 3¢up KapdaMHHOBOH KHCIOTEI.
TlosTOpSITH TIpONETypyY, OnucaHHyto B IIpumepe 134, Hemonb3ys B Ka4ecTBE pearcita
okuch (S)—4-xmopcrupona BMmecto OokucH (R)-2-xnmopcTupona, M HOJyHAHA (S)-1-(4-
XJ10pdeHHT)~2-TeTpasol—2- IS THIIOBBIH 3 Hp KkapOaMUHOBOH KHCIOTHL.
'H IMP (CDCl3) 8 8,54 (s, 1H), 7,29-7,41 (m, 4H), 6,21 (m, 1H), 6,04 (br, 2H), 4,87 (m, 2H).
IIpumep 137.
(R)—l—(4-x.nopq)enn.u)—2—TeTpa30n—2-annnonmﬁ 3pup KapoaMHMHOBOH KHCJIOTHI.
TloBTOpSIM npouenypy, onucasnyio B [lpumepe 134, HCTIONB3YSA B KAUCCTBE pearcHTa
okuch (R)—4-xynopcTporna BMECTO OKMCH (R)-2-XJIOPCTHpOIa, H NOJyHaid (R)y-1-(4-
XJIOPhERH)—2-TeTpa3o—2-HIITHIOBEIA 3Gup kapOaMHHOBOM KHCJIOTHIL.
'H SIMP (CDCls) & 8,54 (s, 1H), 7,29-7,41 (m, 4H), 6,21 (m, 1H), 6,04 (br, 2H), 4,87 (m, 2H).
Ipumep 138.
(R)—1—(2-x.110p(l)eHuJ1)—2—TeTpa3on—Z-annnoBblifl 3¢gup MeTHa KapOlaMHHOBOH
KHCJIOTEL
TlosTOpsinA MpoLeypy, OmEcamHyio B IlpmMepe 134, HO B KayecTBe peareHTa
HCTIONB30OBATA H3OLITOUHOE KOJMMYECTBO METHIAMHHA BMECTO H3OBITOYHOTO KOJNHYIECTBA
TUIPOOKACH aMMOHHMSA ¥ TOJTydatn (R)-1-(2-x10pbennIT)-2—TeTpason—2- HISTHIOBEIM aup
METHIKapOaMHHOBOM KHUCIIOTHL.
'H SIMP (Aneron-dg) & 8,75 (s, 1H), 7,2-7,8 (m, 4H), 6,65 (dd, 1H), 6,5 (br, 1H), 5,1 (m, 2H),
2,65 (d, 3H).
Ipumep 139.
(R)—1—-(2-x;10pheHnI)—2-TeTPasoi—2- I THI0BEIH 3¢gup 3THIKAPOAMHHOBOH KHCIOTHI.
[ToTOpsiH MpoLEeypy, OmHmcanHyio B IIpmMepe 134, HO B KadecTBe pearcHTa
HCIIONB30BAIM HM3OBITOYHOE KOJHYECTBO OSTHJIAMHHA BMECTO HM30BITOYHOrO KOJIHMIECTBA
TMIPOOKHCH aMMOHHS M NOJyJaly (R)-1~(2-x710pheHnIT)—2—~TeTpasoN—2-HISTHIIOBbIA 3¢bHp
3TUIIKAPOaAMHUHOBOHN KHCITOTHL.
'H SIMP (CDCl) 6 8,57 (s, 1H), 8,15-8,47 (m, 4H), 5,12 (m, 1H), 3,40 (m, 2H), 3,0-3,2 (br,
1H), 1,22 (t, 3H), 1,09 (t, 2H).
IIpamep 140,
(R)—1—(2-x10phennit)-2~TeTpa3on—2-aI3THIOBLIA pHp dennnxapbamMHHOBOIA
KHCJIOTEL.
ITopropsny TpOLEAYpPY, OIHCAaHHYIO B Ilpumepe 134, HO B KauyecTBe pearcHTa
ACIIONB30BAI M3GBITOUHOE KOMMYECTBO (EHMUIAMHHAZ BMECTO HM30BITOYHOTO KOJIMYCCTBA
THOPOOKUCH aMMOHHS H IOIydaln (R)~1—(2-xn10pbeHun)—-2—TeTpason—2- HISTAIOBHIH a¢up

denmwIKapOaMMHOBOM KHCIOTSI.
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'H SIMP (CDCls) § 7,17-8,53 (m, 10H), 6,55 (m, 1H), 6,42-6,86 (br, 1H), 5,12 (m, 2H).
Ipamep 141.

(R)—1—(2-xs10p peHnT)—2—TeTPaso—2-HIBTHIOBBIH 3dup HUKJIONMPONHIKap0a- MHHOBOI
KHCJIOTBI.

[ToBTopsnu Tpouexypy, onmcanayio B Ilpumepe 134, HO B KauecTBE pearcHra
HCTIONB30BANTH  M3BBLITOYHOE KOJNMYECTBO IMKIONPONMIAMHHA BMECTO  H30OBITOYHOTO
KOJIMYECTBA THAPOOKHCH amMoHHs n momydamd  (R)-1-(2-xnoppennn)—2-terpason—2-
HWISTHIOBEIM 5QUp IUKIOMPOITHIKap6aMHHOBOM KUCTIOTHL.

'H SIMP (Aneror-dg) & 8,75 (s, 1H), 7,45-8,24 (m, 4H), 6,51 (m, 1H), 6,20-6,65 (br, 1H),
4,85 (m, 2H), 1,61-1,84 (m, 5H).

IIpumep 142.

(R)-2-reTpa3o—2—ui-1-(2-TpudTopmernadeHi) ITHIOBBIA 3pup kapbaMuHo- Boi
KMCJIOTHL.

[losTOpsmu mpouenypy, onucanayio B Ilpamepe 134, ucrnonb3ys B KaueCTBE pearcHTa
okucs (R)-2-tpudropcTrpona Bmécto okucH (R)—2-xmopcruponma, ®m momydama (R)-2-
TeTpasos—2—ui-1—(2-TpudropMe THIGEHMT) STHIOBBIA 9¢Up KapOaMUHOBOH KHCTOTHL.

'H SIMP (Aueron-de) 8 8,72 (s, 1H), 7,10-7,83 (m, 4H), 6,67 (m, 1H), 6,05-6,87 (br, 2H),
4,86 (m, 2H).

Hpumep 143.

(S)-2—rerpazon-2-nua-1-(2-rpudropMernideHn) ITHIOBLIH dPpUp KapbamMuHO- BOH
KHCJIOTHI.

[osTOpsu nporeaypy, onucanHyio B I[Ipumepe 134, ucnonb3ys B KauyeCcTBE pearcHTa
oxuch (S)-2-tpubTopcTHpona Bmecto okucH (R)-2-xmopctdpona u momydamu (S)-2-
TeTpason—2—ui-1—(2-rpudTopMeTHIIGEHIN) STHIOBBIH 3¢up KapGaMUHOBOH KHCIIOTEL.

'H SIMP (Aueron-dg) & 8,74 (s, 1H), 7,10-7,85 (m, 4H), 6,58 (m, 1H), 6,15-6,80 (br, 2H),
4,87 (m, 2H).

IIpamep 144,

(R)-1-(3,4- muxnopdennin)-2-TeTpas’o ] —2-HId THI0BbIH 3(PHUp KapOaMHHOBOI KHCJIOTEL

I[loBTOpsinm mpouenypy, omucarHyto B IlpmMepe 134, HO B KadecTBe pearcHTa
HCTIONB30BaMd OKHCh (R)—3,4-1uXII0pCTHPOIa BMECTO OKHCH (R)—2-XJI0pcTHpOIIa B MOTydaiy
(R)~1—(3,4-muxsopdennn)—2-TeTpason—2-HISTUIOBbIH 5Qup KapOaMUHOBOH KHCIIOTHI.

H SIMP (Aueton-de) & 8,73 (s, 1H), 7,8-7,2 (m, 3H), 6,25 (m, 1H), 6,2 (br, 2H), 5,18 (m, 2H).
IIpumep 145.

(S)-1—(3,4-muxaop dernr)—2-TeTpasoi—2-HIBTHIOBBIA 3pup Kap6aMHHOBO# KHCIOTHI.
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[TorTOpstH TIpolenypy, ommcaHEywo B Ilpumepe 134, HO B Ka4yecTBE pecarcHTa
HCIIOMB30BAH OKHCH (S)—3,4-IHXI0pCTHpOIIa BMeCTO OKHCH (R)—2-XJIOpCTHPONIa H TNOJIydatd
(S)-1—(3,4-muxnopdeHuI)-2—-TeTpa3o -2 -UITHIIOBBIK a¢up KapOaMMHOBOM KKCJIOTHL
'H IMP (Aneron-dg) 8 8,73 (s, 2H), 7,8-7,2 (m, 3H), 6,26 (m, 1H), 6,23 (br, 2H), 5,17 (m,
2H).

IMpumep 146.
(R)—1—(2,4-muxs10p eHnII)—2—TeTPa30J1—2-KII THIOBLIH 3¢pup KapOaMHUHOBOH KHCIOTHIL.

IToBTOpsNM TIpouenypy, omucanyo B Ilpumepe 134, HO B KadecTBe pearcHra
HCIIONB30BaH OKUCh (R)—2,4-TMXJI0pCTHPOIIA BMECTO OKUCH (R)-2-X0pCTHPONA M TOJTyHaIId
(R)—1—(2,4-maxnopdeHuT)-2-TeTpaso—2-HISTHIOBbIA 3¢up KapOaMWHOBOH KHCIOTHI.

'H SIMP (Aneron-dg) & 8,74 (s, 1H), 7,47-7,63 (m, 3H), 6,53 (m, 1H), 6,24 (br, 2H), 5,13 (m,
2H).

IIpumep 147.

(S)-1—(2,4-Aux10pheANIT)—2-TeTPa30JI—2-HIBTAJIOBLIH dpup Kap0aMHHOBOH KHCJIOTHI.

[IoBTOpSNM IIpOLEAYpPYy, OnHcaHHylo B Ilpumepe 134, HO B KauecTe pearcHra
JICTIONB30BAIE OKACH (S)—2,4-IMXJIOPCTHPONIa BMECTO OKHCH (R)-2-XmopcTupona | HOJyYaln
(S)-1—(2,4-mixtopheHuIT)—2—Te Tpaszo—2-UIBTHIOBEIT a¢up KapOaMIHOBO! KUCJIOTEL
'H SIMP (Aueron-dg) & 8,74 (s, 1H), 7,58-7,42 (m, 3H), 6,53 (t, 1H), 6,27 (br, 2H), 5,13 (m,
2H).

Mpnmep 148.
2—dennn-1-TeTpa3o—2-HIMeTHI THIOBbIH 3QHP KapdaMHHOBOH KHC/IOTI.

[ToBTOpsNH TponeNypy, oOmMcaHmyr B Ilpamepe 134, HO B KauecTBE DEArcHTA
MCTIONB30BAH 2-GEH3HIOKCHPaH BMeCTo OKHCH (R)—2-X7OpCTHpONa U ToTydaiy 2—(heHun-1-
TeTPa30N—2-HIMETHIITHIOBEIH 3G Hp kap6baMHHOBON KHCIOTHI.

'H SIMP (CDCls) & 8,52 (s, 1H), 7,34-7,27 (m, 5H), 5,42 (m, 1H), 4,81 (m, 2H), 4,74 (m, 2H),
2,98 (m, 2H).

IIpuamep 149.

2-(2,4-mnxJiop dpeHoKcn)—-1-TeTpasosi—2-HiIMeTHIITHIOBLIA 3¢up Kap0aMHHOBOH
KHCJIOThI.

[ToBTOpsIM TIpOTENYDY, OmucaHHylo B Ilpumepe 134, HO B KadeCTBE pearcHra
HCTIONB30BATH 2—(2,4-MUXTOPHEHOKCHMETHI)OKCUPAH BMECTO OKHUCH (R)—2-x710p- cTHpOJIA H
nonygama  2—(2,4-1ux10pheHOKCH ) 1-TeTpason—2-HIMETHIITHIOBBIH a¢hup KapOaMHHOBOK
KHCJIOTBL.

'H SIMP (Aneros-dg) § 8,76 (s, 1H), 7,38 (m, 3H), 5,03 (m, 2H), 4,89 (m, 1H), 4,71-5,01 (br,
2H), 4,31 (m, 2H).
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ITpumep 150.
2-(3,4-nux0pdheHoKcH)—1-TeTpa3’o-2-HIMEeTHIITHIOBLIHA Y(pup Kap6aMHHOBOM
KHCJI0TBI.

TlosTopsinu Tponeaypy, omucarHyio B Ilpmmepe 134, HO B KauecTBe DpearcHTa
HCTIONb30BaH 2—(3,4- X I0pHEHOKCUMETHINOKCHPAH BMeCTO OKHCH (R)—2-X110p- CTHpOTIA H
nonydams 2—(3,4-1ux10pheHOKCH -1 —-TeTpaso -2 -HIME THII3 THIIOBEIA 3¢up kapbaMHHOBOH
KHCJIOTBL
'H SIMP (Aueron-dg) & 8,75 (s, 1H), 7,53-7,02 (m, 3H), 6,07 (br, 2H), 5,56 (t, 1H), 5,15 (d,
2H), 4,35 (m, 2H).

Hpumep 151.
2—(4-xs0phenoxcn)—1-TeTpas’o—2-HIAMETHID THIIOBBIH 3¢up KapbaMHHOBOIH KHCJIOTBI.

[ToBTOpSiIH TIpONENYPY, ONHCaHHYI0 B IIpuMepe 134 ¢ HCHONB30BAHHEM B Ka4eCTBE
pearenTa 2—(4-X10pEHOKCHMETHT)OKCHpaHa BMecTO okucH (R)—2-XnopcTaponia u mosydany
2—(4-x110pheHOKCH )1 -TeTpaso—2-HIMETHISTHIOBEIH 3$Up KapOGaMUHOBOM KHCIIOTHI.

'H SIMP (Aneron-dg) & 8,76 (s, 1H), 7,50 (m, 1H), 7,27 (m, 1H), 7,04(m, 1H), 6,07 (br, 2H),
5,56 (t, 1H), 5,15 (d, 2H), 4,35 (m, 2H).

IIpumep 152.

2—(2-xa0pdhenokcn)-1-TeTpason—2-HIMETHIITAIOBBIIH dHP Kap0aMHHOBOMH KHCJIOTEL.

TToBTOpsnM mpouenypy, omucannyio B [Ipumepe 134, ¢ UCHOJB30BAHMEM B KAYeCTBE
pearenTa 2—(2-X710phEeHOKCHMETHIT)OKCHPaHa BMECTO OKUCH (R)—2-XJIOpCTHpOIIA H MOy IalIH
2—(2-x110pheHOKCH )1 -TeTpason—2-UIMETHIITHIOBEIH 3¢Up KapOaMUHOBON KHCTIOTEL.

H SIMP (Aueton-dg) & 8,76 (s, 1H), 7,47-6,98 (m, 4H), 6,07 (br, 2H), 5,60 (t, 1H), 5,20 (d,
2H), 4,39 (m, 2H).

IIpumep 153.

2—(2-x10pheHoKcn)—-1-TeTpaso—2-HIMETHIITHIOBbIHA 3Qup 4-0eH3HInunepH- aaH-1-
KapOOHOBOH KHCJIOTHI,

[loBTOpsinm mpouenaypy, omucaHHyro B IIpumepe 152, HO B KauecTBe pearcHTa
HCIIOTB30BATH 4-OCH3WIIUIIEPH/THH BMECTO H30BITOYHOI0 KOJHYECTBA TUIPOOKHCH aMMOHHSA
%} TI0JTyYand 2—(2-x110pheHOKCH -1 —TeTpa3’on—2-HIMETHIII TUIIOBBIH adup 4-
GeH3MIIIUITEPHTAH- | -KapOOHOBOH KHUCIOTBL
'H SIMP (Aneron-dg) 8 8,77 (s, 1H), 7,48-6,99 (m, 11H), 5,30 (t, 1H), 5,25 (d, 2H), 4,44 (d,
2H), 3,95 (m, 1H), 2,54 (m, 3H), 1,66 (m, 3H), 1,04 (m, 2H).

Hpumep 154,
(R)-1-(2-x10pdennin)-2—TeTpason—2-UIDTUIOBbIH 3GHD 4—OeH3nmunepuIuH-1-

KapOOHOBOH KHCJIOThIL
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TloBTOpsUIM Hpolenypy, onucanHyio B [IpuMepe 134 ¢ MCTIONB30BAHHEM B KAUCCTBE
peareHTa M3GBITOYHOE KOJNHYECTBO 4-GCH3MMIAIIEPHAMHA BMECTO H30BITOYHOTO KOJHUYECTBA
THAPOOKHCH aMMOHHMA H TOTy4allH (R)-1—(2-x70pdeHnT)-2-TeTpason—2- WIBTHIIOBEIHA adup
4—GeH3UIMHIIEpHIAH- | - KapOOHOBOM KHCIIOTBL
'H SIMP (Aneton-de) 8 7,91 (s, 1H), 7,28 (m, 7H), 7,03 (s, 2H), 4,0 (d, 2H), 3,12 (t, 2H), 2,6
(d, 2H), 1,74 (m, 4H), 1,33 (m, 4H).

[pnmep 155.
(S)—l—(2—xnopcbenn.n)—Z—TeTpazon—z-nm'mﬂonmﬁ s¢up 4—Genzuanunepuand-1-
KapOOHOBOH KHCJIOTBI.

[ToBTOpsM Tpouenypy, omucamHyio B IIpumepe 135, HO B KauecTBE pearcHTa
HCIIOJIB30BAM  HM30BITOYHOE KOJMYECTBO 4-OeH3uImUIepUAHA BMECTO H30BITOYHOTO
KOJMHYeCTBa THIPOOKHCH aMMOHHA W  IOJIy4and (S)-1—(2-xnopdeHn)—2-TeTpasos—2-
AISTIIOBBIHA 3GHp 4—-OeH3WnunepuIuHE-1- KapbOHOBOH KHCIIOTHL.

'H SIMP (Anetor-dg) 6 7,90 (s, 1H), 6,95-7,5 (m, 7H), 7,02 (s, 2H), 4,05 (4, 2H), 3,08 (t, 2H),
2,63 (d, 2H), 1,75 (m, 4H), 1,35 (m, 4H).

ITpumep 156.

2—(4-x10phenokcn)—1-TeTpa3o—2-HIMeTHITHIOBbIH 3¢up 4-OeHsmanunepu- (uH-1-
KapOOHOBOH KHCJIOThL

HoeTopsanu mpouexypy, omucamryro B Ilpamepe 151, HO B KaduecTBe pearcHra
HCTIONB30BATA  M3OBITOYHOE KOJNHYECTBO 4-OCH3MIIMNCPHINHA BMECTO H30BITOYHOIO
KOMMYECTBA THAPOOKACH aMMOHHUS H  IOJYy9allH 2—(4-xnopdeHokcr)—1-reTpason—2-
WIMETHII THJIOBBIH dHUp 4—OeH3WIITHANIEPHINH- | -KapOOHOBOH KHCIIOTEL.

'H SIMP (Aunetor-dg) 8 7,92 (s, 1H), 7,37 (s, 1H), 7,28 (m, 7H), 7,03 (s, 1H), 4,05 (d, 2H),
3,08 (t, 2H), 2,59 (d, 2H), 2,6 (m, 2H), 1,75 (m, 4H), 1,35 (m, 4H).

ITpumep 157.

2—(2,5-mux0peHoKCH)—1-TeTPa3o—2-AIMETHII THIOBBIH 3¢pup KapGaMHHOBOH
KHCJIOTHI.

I[ToBTOpsmm mpouexypy, omucannyio B IIpuMepe 134, HO B KadeCTBE pearcHra
HCTIONB30BaTH 2—(2,5-1uxJI0pHEeHOKCHMETHII)OKCHPaH BMECTO OKHCH (R)-2-x70p- CcTHpOJIA H
HOTy4daiy 2—(2,5-AuXI0pHEHOKCH )1 -TeTpason—2-HIIME THII THIOBBIH 3pup KapOaMUHOBOH
KUCJIOTBL
'H IMP (Aneror-ds) & 8,76 (s, 1H), 7,49 (d, 1H), 7,29 (s, 1H), 7,05 (d, 1H), 6,08 (br, 2H),
5,62 (m, 1H), 5,21 (d, 2H), 4,46 (m, 2H).

IIpumep 158.
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2—(2,S-auxnopq»enomn)—l—TeTpazoJl—Z—unmeTanmonmﬁ 3¢pup 3—denerni-
NHPPOIMINH-1-Kap6oHOBOI KHCIOTHI.

T[loBTOpANM HpouENypy, omucamHyioo B IIpramepe 157, o B KadecTBe pearcHTa
HCIIONB30BAH HM3OBLITOYHOE KONMYECTBO 3-(EHETHINUPPONMINHA BMECTO H30BITOYHOTO
KOJIMYECTBA THIAPOOKHUCH aMMOHHSA HA [MONydayIH 2—(2,5-maxsopdeHoKcH)—1-reTpa3osn—2-
HIMETHISTAIOBEIL 3GHp 3—(eHe THIMMPPOIIAIHH-1-KapOOHOBO! KHCIOTHL
'H SIMP (Aneron-de) & 8,06 (s, 1H), 7,52 (s, 1H), 7,29 (m, 6H), 7,02 (s, 1H), 3,82 (m, 1H),
3,37 (d, 2H), 2,99 (d, 2H), 2,71 (t, 2H), 2,2 (m, 3H), 1,77 (m, 6H).

IIpumep 159.
2-(2-xa0ppenoKkcn)—1-Terpazon—2-HiIMeTAIITHIOBbIH ypup 4—(3,4-quxaop- GeHsn)
nunepuanH-1-kap6oHoBOH KHCIOTHI.

TloBTOpSUIA TPOLEXypy, omucaHHylo B Ilpumepe 152, HO B KawdeCTBC pCArcHTa
HCIONE30BATE  M30BITOYHOE  KONMHYecTBO  4—(3,4-IuXNOpOCH3WT)IUIIEPHANHEA  BMECTO
U36BITOYHOrO KOJHYECTBA THAPOOKHCH aMMOHHS H IONydaln 2—(2-xnopdeHokcn )1
TeTPa30/—2-WIMETHIITIIOBEIH  3dup 4—(3,4- MAXJIOPOCH3 I ) IIMTIePHIKH- 1 -KapOOHOBOI
KHCJIOTBL.

'H SIMP (Aueron-dg) § 7,9 (s, 1H), 7,47 (m, 3H), 7,36 (s, 1H), 7,22 (m, 2H), 7,02 (s, 1H), 4,05
(d, 2H), 3,1 (t, 2H), 2,65 (d, 2H), 2,05 (m, 2H), 1,76 (m, 4H), 1,3 (m, 4H).

IIpumep 160.

2—(2,4-anxa0phenoKcr)-1-TeTpa3o—2-HIMeTHIO THIOBLIH 3¢up 4-(3,4-muxJop-
6eH3us) nunepuauH-1-kap6oHOBOH KHCIOTHIL

[ToBTOpsiiM mporenypy, omucanHyio B IIpumepe 149, HO B KauyecTBE pearcHra
MCIONMB30BANM  HM30BITOuHOE  KomuuecTBo  4—(3,4-ANXIOpOSH3W)IUICPHANHA  BMECTO
M30BITOYHOrO KOJHYECTBA THJIPOOKUCH aMMOHHUS M IOJIydaid 2—(2,4-muxnopbenokcu)-1-
TETPa30s—2-WIMETHIDTHIIOBEIA  3¢up 4—(3 4-nuxnopOeH3WI) MUIepHIrH-1-kap6o-  HOBOH
KACJIOTBHL.

'H IMP (Aueror-ds) & 7,91 (s, 1H), 7,50 (m, 2H), 7,36 (s, 1H), 7,23 (m, 2H), 7,02 (s, 1H),
4,05 (d, 2H), 3,08 (t, 2H), 2,66 (d, 2H), 2,08 (m, 2H), 1,76 (m, 4H), 1,37 (m, 4H).

IIpumep 161.

2—(3,4-IIHXJ10p(l)e}lOKCH)—I—TCT[)a30ﬂ—2—HJIMeTHJI3THJ10Bblﬁ 3¢pup 4-(3.4-1uxmaop-
feH3mI) muNnepuauH-1-KapOOHOBOH KHCIOTHI.

[ToBTOpsIM TpOUEdypy, ommucaHHyio B IIpmmepe 150, HO B KadecTBE pearcHTa
HCIOB30BAH  M3OBITOUHOE  KOMHYecTBO  4—(3,4-IUXNIOpOEH3WI)IUNCPUINHE  BMECTO

30BITOYHOr0 KOJIHYECTBA THIAPOOKHCH aMMOHMS M IIOJIydaln 2—(3,4-muxnopdesokcu)-1—
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TeTPa30J—2-HII-METHIITHIOBEIH  3(up 4—(3,4-muxopOeH3UN) THnepiIuE-1-kap0o-  HOBOH
KHCJIOTBL

'H SIMP (Aneron-dg) 8 7,91 (s, 1H), 7,47 (m, 2H), 7,35 (s, 1H), 7,23 (m, 2H), 7,02 (s, 1H),
4,08 (d, 2H), 3,10 (t, 2H), 2,65 (d, 2H), 1,99 (m, 2H), 1,75 (m, 4H), 1,3 (m, 4H).

IIpumep 162.

(R)—1—(2-xn0pd)ennn)—Z—TeTpa:;on—l-HJlaTvmosmﬁ 3¢Hp KapdOaMHHOBOW KHCJIOTHI.

K pacreopy 1H-Terpasona (2,4 MMOJI) i KapOOHATa JIATHS (4,8 mmon) 8 DMF (100 mr)
meienHo nobasisuy okuck (R)-2—xnopeTapona (2 MMOJI) C LEJIBIO NOTYYEeHNs CIHPTOBOrO
coenuuenns ¢ sHaHTHOMepHO (R)-KOHGMHrypanueH, NIpeICTaBICHHOIO obme#t popmynoi
(XII), B xoTopo#t G o3HauaeT 2-XMOP(EHMI, M PaBeH HYIIO, Y o3HayaeT BOAOPOJ, N paBcH
HyMO #H A o3HauaeT 1N—TeTpason. PeakunoHHYIO0 CMECh NEPEMCINHBAIA B TCHCHHE 4 4 pu
temreparype 120°C m 3areM OXJNaxAaIH 10 25°C. DTOT pacTBOp KOHIEHTPUPOBAIM B
POTAIIMOHHOM HKCIIAPHTENE W Pa30aBiLsilH STHJIALCTATOM. DTy cMech MPOMBIBANIY COJLTHBIM
pacTBopoM. IlosydeHHbIH OpraHuYecKuii CIOH CYMMIH ¥ KOHUCHTPHPOBAIHN MO BAKyyMOM.
DTO CHHUPTOBOE COEJWHEHHE PACTBOPSIH B METHUIICHXJIOPUZE (50 mxn) u gobasmuma 1,1
xapOonun- auuMupason (8 MMon). PeakmHOHHYIO CMECh ICpEMEINHBANH [IpH KOMHAaTHOMH
TeMIepaType B TeYeHHe 3 9 H 3aTeM J0DaBmsIH U30BLITOYHOE KOJIMYECTBO THIAPOOKHUCH
ammonns (50 mi). Tlocne mepeMemmBaHMs B TCYCHHE 5 Y IPH KOMHATHOHM TeMmIeparype
OpraHMYeCKdil CJOH OTAe/sUIM ¥ TIPOMBIBAIN  CONAHBIM  paCTBOPOM. [Toy4yeHHbIA
OpTaHMYeCKHUil CION CYIIHIM ¥ KOHUEHTPHPOBAIH 110/ BAKYYMOM.

IIpouenypa monydenus 1N-asona 6blia TakoH ke, Kak K JUIS TOIyICHHA 2N-azoia B
NpUBENEHHOM  IIPHMeEpE, 33  HCKIIOYCHHEM  COOTHOILICHHA NOABIXKHOH  (a3sl B
xpomarorpadudeckoil KonoHke. 1N-a30y ABIACTCA Gonee monspHbM, 4YeM 2N-a3on B
XpomaTorpaduuecKnx yCIOBHAX M BBLICSICTCA IYTEM SITIOMPOBAHMSA C YBCIHIMBAIOLIAMCA
COOTHOILICHHEM JTHIIANETATa B FEKCAHe IOCHE 3MIOUpoBaHui 2N—a30ia ¢ NEIbIo MOy CHUA
(R)~1—~(2-xn0pderu)-2—TeTpason-1 -1 THI0BOro ddrpa KapOaMUHOBOH KUCJIOTHL.

'H SIMP (Aneros-ds) § 9,14 (s, 1H), 7,31-7,59 (m, 4H), 6,42 (m, 1H), 6,0-6,75 (br, 2H), 5,03
(m, 2H).

IIpumep 163.

(S)-1-(2-xJ10p peHnT)—2-TeTpa30—1-HII THIIOBLIH 3¢up Kap6aMHHOBOH KUCJIOTHI.

[loBTOpsAIH IIpOLEIypY, OmHcaHHyw B IIpmmepe 162, HO B KayecTBE peEarcHTra
HCTIONB30BaM OKHCH (S)—2-XJIOpCTHPOIIa BMECTO OKHCH (R)—2-XJI0pCTHPOIA | IOy Jald (S)-
1—(2-xJ10pheHMT)—2—TeTPa3o—1 - HI3THNOBBIH d(HP Kapb6aMHHOBOM KMCIIOTHI.

'H SIMP (CDCl3) & 8,75 (s, 1H), 7,10-7,4 (m, 4H), 6,35 (m, 1H), 5,67 (br, 1H), 4,83 (m, 2H).

TIpumep 164.
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(S)-1—(3,4-nuxa0pdeHnn)—2—-TeTpason—1-HIITHIOBbIH 3¢up KapOaMHHOBOH KHCJIOThI.

[ToBTOpsimE HpoLexypy, omucanHyio B Ilpumepe 162, HO B Kad4ecTBE pEArcHTa
HCIIONB30BAIH OKUCH (S)—3,4-IUXIOPCTHPONIa BMECTO OKHCH (R)—2-X7opcTupoa v nosyyany
(S)~1—(3,4- muxnopderu)—2-Terpaso—1 -HIsTAIOBbIA 3¢up KapDaMUHOBOM KHCIIOTEL
'H SIMP (Aueror-dg) 8 9,16 (s, 1H), 7,59 (m, 2H), 7,35 (dd, 1H), 6,39 (br, 2H), 6,17 (t, 1H),
5,05 (d, 2H).

IlIpumep 165.
2—pennn—1-Terpazon—1-wIMeTHIITAIOBLIH GNP Kap6aMHHOBOH KHCIOTHI.

IToBTOopsn: mpouenypy, omucanHyro B Ilpumepe 162, HO B KauecTBE pearcHra
HCTIONB30BANH 2-GeH3MIOKCHpaH BMecTo okucH (R)-2-XJI0pCTHpONa ¥ moTydany 2—-perun—1—
TeTpa30Ji—1 -WIMETHIOTHIOBBIH 3GHp KapOaMHUHOBON KHCIIOTHL
'H IMP (CDCls) 8 8,62 (s, 1H), 7,39-7,27 (m, 5H), 5,29 (m, 1H), 4,78 (br, 2H), 4,60 (m, 2H),
2,90 (m, 2H).

IIpumep 166.
(S)-1-(2,6-muxnopdenni)—2-TeTpazoi—1-HI3THIOBBIA 3PUp Kap6aMHHOBOH KHCIOTBL.

[ToBropsyia mpomexypy, omucanayo B Ilpamepe 162, HO B KadecTBe pearcHTa
MICIIO;TB30BATH OKACH (S)—2,6-THXJIOPCTHPOJIA BMECTO OKHCH (R)-2-Xy10pcTHpoa | IoJTydany
(S)-1—(2,6-maxnopheHnT)—2—Te Tpa3o—1 -UI3THIOBEIH 3Gup KapOaMHHOBO#H KHUCIOTEI.

'H SIMP (CDCl) & 8,8 (s, 1H), 7,4-7,2 (m, 3H), 6,72 (m, 1H), 5,29-4,87 (m, 2H), 5,08 (br,
2H).

Ipumep 167.

2—(4-xnopdenoxcn)—1-rerpazos—1-HIMeTAHIITHIOBLIA 5¢Hp KapOaMUHOBOI KHCTOTHI.

TloBTOpsaM mpouenypy, omucaHHyro B IIpumepe 162, HO B KadecTBe pearcHTa
HCTIONB30BAH  2—(4-X10p)EHOKCUMETHIT)OKCHpaH BMecTo okucH (R)-2-xyopcTupona o
nonyuanmn  2—(4-xnopdeHokcn)—1-Terpazon—1-WIMETHISTUNIOBEIH 2(pup KapbaMu- HOBOH
KUCJIOTBI.

"H SIMP (Aneron-dg) § 9,17 (s, 1H), 7,32 (m, 2H), 7,04 (m, 2H), 6,18 (br, 2H), 5,44 (t, 1H),
5,00 (d, 2H), 4,22 (d, 2H).

IIpumep 168.

2—(2-xn0pdenoken)—1-TeTpa3o—1-HIMeTHIITHIOBbIH 3dHp Kap6aMHHOBOH KHCJIOTEL.

[loBTOpsid mpouexypy, omucamnyo B Ilpumepe 162, HO B KaueCTBE peEarcHTa
ACTIONB30BATH  2—(2-XIOpQEHOKCHMETII)OKCHpaH BMecTo okucH (R)-2-xsopcTipona o
nonyuamn  2—(2-XopdeHoKen)-1-TeTpasos—]-HIMETHISTHIIOBEH  5Up  KapOaMHHOBOH

KHCJIOTHI.
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'H SIMP (Aneron-dg) & 9,20 (s, 1H), 7,47-6,98 (m, 4H), 6,19 (br, 2H), 5,50 (t, 1H), 5,05 (d,
2H), 4,30 (m, 2H).

IIpumep 169.

2—(2-xJ10pdenHokcn)—-1-TeTpa3osi—1-HIMeTHIITHIOBBIA 3pHp 4-OeHININHNEpPH- AuH-1-
Kap6GOHOBOI KHCJIOTBI.

[loeTopsiiM mpolLenypy, omucaHyoo B IIpmmepe 168, HO B KauecTBe pearcHTa
MCIIONb30BAMH  H3OBITOYHOE KOJHYECTBO 4-OEH3WINMIEPHAMHA BMECTO H30OBITOYHOTO
KOMMYECTBAa THIPOOKACH aMMOHHS H noiydamd 2—(2-xnopoenoxcn)-1-tetpason—1-ui-
METHITHIOBBIH 3up 4—OeH3WIUIEPUIUH- | -KapOOHOBO! KUCIIOTHL.

'H SIMP (Aueron-dg) § 9,26 (s, 1H), 7,36-7,01 (m, 11H), 5,52 (t, 1H), 5,05 (d, 2H), 4,41 (m,
2H), 3,14-1,22 (m, 9H).

Ipumep 170.

2—(4-xn0pdenoxcn)-1-Terpazoi—1-HIMETHIITHIOBLIH YpUp 4—OeH3nMHIEPH- AHH-1-
KapOOHOBOI KHCIOTHI.

[ToBTopsinm mpouedypy, omucarHyto B Ilpumepe 167, HO B KadecrBe pearcHTa
HCIIONB30BANA  M3OLITOYHOE KONWYECTBO 4-OGEH3MIMHIEPUAMHA BMECTO H30BITOTHOrO
KOJIMYECTBA THAPOOKHCH aMMOHHSA M IOJTydald 2—(4-xnopdenoxcu)—-1-TeTpazon-1-uni-
METH/ISTHIOBBIHA 2hup 4—OeH3MTITHIEPHIHH-1-KapOOHOBOH KHUCIIOTHI.

'H SIMP (Aueton-dg) & 8,02 (s, 1H), 7,45 (s, 1H), 7,29 (m, 7H), 7,01 (s, 1H), 4,05 (d, 2H),
3,07 (t, 2H), 2,63 (d, 2H), 2,07 (m, 2H), 1,75 (m, 4H), 1,34 (m, 4H).

Ipumep 171.

(R)-1-(2-xs0ppennin)-2—[1,2,3] TpHa30/1—2-HIITAIOBBIA dpHp Kap0aMHHOBOH KHCJIOTDI.

K pactBopy 1H-1,2,3-tpuasona (2,4 Mmon) u kapbonara muras (4,8 mmon) B DMF
(100 m1) Memnenno nobasmsia (R)-2-Xn0pcTHpON (2 MMOJ) ¢ LENBIO IONYYEHAS CIMPTOBOTO
coemnHERHsT ¢ 3HaHTHOMEpHO (R)-KoHburypauwmeil, npeicraBieHHoro obme# GopMmyioH
(XII), B xoTopoii G o3HadaeT 2-XiopdeHuN, m paBeH HYMO, Y 03HayaeT BOJOPOX, N PaBEH
HYO B A o3Havaer 2N—1,2,3-rpuasoir. PeakitMoHHY 0 cMECh NEPEMCLIMBAIH B TCICHUE 4 1
npu Temmeparype 120°C u 3ateM oxnaxjamd a0 25°C. JTOT pacTBOP KOHLEHTPHPOBAJIH B
POTANIMORHOM HCIIapHTeNe H Pa30aBIsilM 3THIANETATOM. Ty CMECh IPOMBIBAIIM COJIHBIM
pacTeopoM. TIoNy9eHHBIH OpraHH4ecKul CIOH CYIIMIM M KOHINEHTPUPOBAIM MOJ BAKYYMOM.
ITO CHHPTOBOE COEAMHEHHE pacTBOPsUIM B MeTmienxiopuze (50 Mn) u pobasmsmwm 1,1'-
KapOOHWI- JUAMHIA3071 (8 MMOI). PCaKIMOHHYIO CMECh NEPCMCIIHBAIN IIPH KOMHaTHOH
TeMrepaType B TedeHHe 3 U C IOCTeAYIOIMM n0baBIeHHEeM H30BITOYHOTO KOJTMHYECTBA
ragpookucH ammorus (50 mu). Ilocnme mepemelmWBaHus B TeYCHHE 5 9 NPH KOMHATHOH

TEMIIEpAType OTIEIAIN OPTAHAYECKH CIIOMH i IIPOMBIBATIH CONEBBIM pacTBOpoM. [omydeHnpi
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OpraHMYecKuil CIOM CYIIHIH M KOHIEHTPHPOBAIA IIOZ BaKYYMOM. OcTaToK O4HILAIHA
xpomaTorparell Ha KOJOHKe (JTHIANETAT @ TEKCAaH = 1:2) ¥ ImepeKkpHCTAJIU3OBLIBAIM U3
JMxjiopMeTana u oTwioBoro adupa (1:1), nomydanu (R)-1—(2-xnopdenmn)-2-1,2,3]
TPHA30JI-2-HISTHIOBEIH 3¢Up Kap6aMHHOBOH KHCIIOTEL.

'H SIMP (Aneron-dg) & 7,69 (s, 2H), 7,6-7,2 (m, 4H), 6,59 (dd, 1H), 6,11 (br, 2H), 4,78 (4,
2H).

Hpumep 172.

S)—1-(2-xnopdpennm)—-2—{1,2,3] TPHA30.1—2-MIITHIOBbIH dQUp KapdaMHHOBOH KHCJIOTBI.

TlosTopsii Tpomenypy, OnucamHyro B lIprmepe 171, HO B Ka4yecTBe pearcHra
HCIIONB30BATH OKUCH (S)—2-XJIOpCTHPOIa BMECTO OKHCH (R)—2-XJIOpCTHPOIa H IOyl (S~
1-(2-xs0pdenun)—2-{1,2,3JTpuason—2-uISTHIOBbI SQHp KapOaMHHO- BOM KHMCJIOTHL.

'H SIMP (Aneton-dg) 8 7,71 (s, 2H), 7,7-7,1 (m, 4H), 6,60(dd, 1H), 6,14 (br, 2H), 4,79 (d,
2H).

Ilpumep 173.

(S)-1-(4-xnoppennn)-2-[1,2,3] TPHA30/—2-WIdTHJIOBbIH 3¢up Kap0aMHHOBOI KHCJIOTBI.

TToBTOpsTH TpoLexypy, omucasHyoo B IIpumepe 171, HO B Ka4ecTBE pearcHra
HCIIONB30BATH OKHCH (S)—4-X10pcTUpOIa BMECTO OKHCH (R)-2-XJIOpCTHpONa 1 MOJTyHalt (S)-
1—(4-xnopdenmn)-2—{1,2,3]Tpraszon—2-HI3THIOBbIA 3hup kapbaMHHO- BOX KHUCIIOTHL.

'H SIMP (Aneron-d) § 7,68 (s, 2H), 7,41 (m, 4H), 6,23 (m, 1H), 6,15 (br, 2H), 4,82 (d, 2H).
ITpumep 174.
(R)-1—(4-xnopdennn)-2-[1,2,3] TPHA30J—2-WITHIOBBIA YQHpP Kap0aMHHOBOH KACIOTHI.

IloBTOpSANM TpPOLENYpY, OMMcaHHyi B IIpamepe 171, HO B KadecTBe pearcHra
HCITONB30BAH OKHCh (R)—4-x1opcTrporna BMecTo oKHCH (R)—2-XJI0pCTHpOa B HOMyYali R)-
1<(4-xnoppennn)—2-1,2,3]Tpuaszon—2-HITAIOBBIA sdup xapOdaMHHO- BOH KHCTOTHL
'H SIMP (Aneron-de) § 7,67 (s, 2H), 7,41 (m, 4H), 6,22 (m, 1H), 6,09 (br, 2H), 4,80 (m, 2H).
ITpumep 175.

(S)-1-(3,4-muxnopdenna)-2-[1,2,3] TPHA30.J-2-HIITHIOBLIH dpHp KaplaMHHOBOH
KHCIOTDL.

I[loBTopsamH TpOLEAYpy, omucanHyio B IIpmmepe 171, HO B KadecTBe peareHTa
MCIIONE30BANH OKHCE (S)—3,4-THXI0pCTHPOIa BMECTO OKACH (R)-2-XN0OpCTHpONa ¥ MONyHalln
(S)——l—(3,4-I[HX.TIOp¢)€HI/IJI)—2—[1,2,3]1]3H&30)I—2-HH3THJ’IOBBII71 >hup KapbaMH- HOBOH KHUCIIOTHI.
'H SIMP (Aneron-dg) 8 7,67 (s, 2H), 7,7-7,2 (m, 3H), 6,19 (m, 1H), 6,16 (br, 2H), 4,84 (m,
2H).
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IIpumep 176.
R)-1-(3,4-muxaop dpennm)-2-[1,2,3] TpHAa301-2-RI3THII0BEII 3¢GHp KapbaMuHO- BOH
KHCJIOTBI.

I[ToBTOpSIM TIpOLEAYpY, OommcamHyro B IIpmmepe 171, HO B KadecTBE pearcHTa
pcronp3osa okuch (R)-3,4-muxnopcTipora BMecTo okucH (R)-2-x/10peTHpona U NoJTyHaly
(R)~1—(3,4-muxnopdenun)-2-{1 ,2,3]Tprazon-2-AI3THIOBBIH 3¢Up KapGa- MHHOBOH KHCIOTHL.
'H SIMP (Aueron-dg) 8 8-7 (m, SH), 6,18 (m, 1H), 6,16 (br, 2H), 4,84 (m, 2H).

Ilpumep 177.
(S)-1-(2,4-muxsaopdennn)-2-[1,2,3] TPHA30J—2-HIBTHIOBBIH Y$up KapGaMHHOBOH
KHCJIOTBI.

Topropsnu npouenypy, omucanHyio B Ilpumepe 171, HO B KadecTse pearcHra
HCIIONE30BANH OKHCH (S)—2,4-IHXI0pcTHpOIa BMecTo OKHCH (R)—-2-XJIOPCTHPOIa M NOMNyHain
(S)-1—(2,4-muxsopdennn)-2-{1 ,2,3]Tpuason—2-uIsTHIOBEIH 3¢Hup Kap6aMu- HOBOM KHCIOTEL.
'H SIMP (Aueron-dg) § 7,68 (s, 2H), 7,60-7,44 (m, 3H), 6,51 (t, 1H), 6,18 (s, 2H), 4,79 (d,
2H).
pumep 178.

(R)y-1—(2,4-muxnoppennn)-2-[1,2,3] TPHA30.1-2-HIDTHI0BLII 3¢up xapbamuHo- BOH
KHCJOTBI.

ToBropsm: mponexypy, omucamHylo B Ilpumepe 171, HO B KauecTBe pearchia
JICIIONB30BANH OKHCH (R)—2,4-IXIOPCTHPOJIa BMECTO OKUCH (R)-2-XJIOPCTHpPOJIA | MOy Haiy
(R)~1—(2,4-muxnopdernn)-2—-{1,2,3 ]rpuason—2-iI THIOBLIH sdup kapba- MHHOBOW KHCJIOTEL.
'H SIMP (Aneron-ds) 5 7,68 (s, 2H), 7,55-7,4 (m, 3H), 6,51 (dd, 1H), 6,12 (br, 2H), 4,81 (d,
2H).

Ilpumep 179.
(S)-1-(2-xsoppenni)-2-{1,2,3] TPHA30J—2-HIITHIIOBBII 3¢up 4-GeHsuanunepn- aan-1-
Kap0OHOBOH KHCJIOTHI.

[ToBTOpsanM TIpoLEeaypy, onucanHyio B [Ipmmepe 172, HO B Ka4yeCTBE peEarcHTa
HCIIONb30BANM  M3OBITOUHOE KOJMHYECTBO 4-OEH3WINMMIEPHAMHA BMECTO H30BITOYHOIO
KOJIMYECTBA TMAPOOKUCH aMMOHHUS M II0Jyqasn (S)-1—(2-xnopdennn)-2-[1,2,3]- Tpuazon-2-
M TJIOBDIH 3pup 4-OeH3UINUNEPHIHH- 1 -KapOOHOBOH KHCTIOTEL.

'H SIMP (Aneron-dg) § 7,91 (s, 2H), 7,3 (m, 7H), 7,03 (s, 2H), 4,05 (d, 2H), 3,08 (t, 2H), 2,63
(d, 2H), 1,74 (m, 4H), 1,35 (m, 4H).

Ipumep 180.

(R)-1—-2-xnopdennn)-2-[1,2,3] TPHA30J—2-HJITH/IOBBII 3¢up 4-—-GeH3NNTHIICPU- THH-

1-kap60HOBOH KHCJIOTHI.
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[loBTOpsimE Tpoueaypy, ommcamdyio B IIpumepe 171, HO B XauyecTBe pearcHTa
ACIIONMB30BANH  M3GBITOUHOE KONMYECTBO 4-OEH3MIMMIEpHANHA BMECTO H30BITOYHOIO
KOJMYECTBA THAPOOKUCH aMMOHHUS H IOTy4alld (R)}-1—(2-xnopdennt)-2-{1,2,3]- TpEason-2-
WISTHIOBBIH 2pup 4—OeH3WINHIepHIuH-1-kapGOHOBOH# KHCIIOTEL.

'H SIMP (Auetor-dg) & 7,98 (s, 2H), 7,27-7,55 (m, 7H), 7,08 (s, 2H), 4,05 (d, 2H), 3,02 (t,
2H), 2,59 (d, 2H), 1,70 (m, 4H), 1,29 (m, 4H).

Ilpumep 181.

2—(4-xnopenoxcen)-1-[1,2,3] TPHA30J-2-WIMETHIITHIOBLIH 3¢Hp KapbamuHo- BOil
KHCJIOTBI.

[ToBTOpsNA NpoLeAypy, oOmucarHyio B Ilpumepe 171, HO B KadecTBe pearcHTa
HCTIONB30BATH  2—(4-X10pPEHOKCUMETHII)OKCUPAH BMECTO  OKHCH (R)-2-xnopcrapona #
Noy4aliu 2—(4-xnop(beH0Kcn)—l—[1,2,3]Tpnason—Z-mIMt:TwIaTHHOBmﬁ s¢hup xapbamu- HOBOH
KACJIOTHL.

'H SIMP (Aneron-dg) § 7,70 (s, 2H), 7,3 (d, 2H), 7,0 (d, 2H), 5,7-6,3 (br, 2H), 5,5 (t, 1H), 4,83
(d, 2H), 4,22 (m, 2H).

Ilpumep 182.

2—(2-xaopdenoxcn)-1-[1,2,3] TPHa30.J—2-NIMeTHIITHJIOBBIH $Hp Kapbamumo- BOH
KHCJIOTBI.

[loBTOpATH MNpOLENypy, OmucanHyro B Ilpumepe 171, HO B KadecTBE pearcHia
ACNONB30BAIH  2—(2-XJOp(EeHOKCUMETHUII)OKCHPAH BMECTO  OKHCH (R)-2-xyopctrpona H
NOJTy4an 2—(2-xnopdenokcu)-1-{1,2,3]Tprazon—2-uIMETHIITHIOBBIA 3¢hup kapObamMu- HOBOH
KHCJIOTBIL.

'H SIMP (Aneron-de) 8 7,71 (s, 2H), 7,25 (m, 4H), 6,0 (br, 2H), 5,56 (m, 1H), 4,9 (4, 2H), 4,3
(m, 2H).

ITpumep 183.

2—(2-xnopdenoxen)-1-[1,2,3] TPHA30/1—2-HIITHIOBLIH 3¢up 3—(heHeTHIMAPPO- JHAUH-
1-xap00oHOBO# KHCJIOTBI.

TloBTOpsTE TIPOLIEAypY, OmmcaHHylo B Ilpumepe 182, HO B KawdeCTBe pearchta
HCIIOE30BAJIA  M3OBITOUHOE KOJIMHECTBO 3-(EHETHIIMPPONUIYHA BMECTO H30BITOYHOTO
KOMHYECTBa THAPOOKHUCH aMMOHUS M IIOTy4au 2—(2-xnoppernokcn)-1-[1,2,3]- Tpuazon-2-
WISTHIOBEIA 3GUp 3—()eHETHITHPPOITH/IIH-1-KapOOHOBOH KHCIOTEL.

'H SIMP (Aneron-dg) 8 8,06 (s, 2H), 7,51 (s, 1H), 7,25 (m, 7H), 7,01 (s, 1H), 3,75 (m, 1H),
3,34 (d, 2H), 3,01 (d, 2H), 2,7 (t, 2H), 2,15 (m, 3H), 1,82 (m, 6H).
Ipnmep 184,
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2—(2,4-mxsoppenoken)-1-1,2,3] TPHA30/1-2-HIMETHIITHIOBBIH 3Qup KapOamMH- HOBO
KHCJIOThI.

[ToBTOpsiH mpouenypy, omucanHyro B IIpmmepe 171, HO B Xa4decTBE peareHTa
HCNoNE30BaNH 2—(2,4-1ux0phHeHOKCHMETHI)OKCUPAaH BMECTO OKHCH (R)-2-xnop- cTuposia U
TI0JTyqalu 2—(2,4-muxnoppenoxcn)-1-[1,2,3] TPHa30/—2-AIMCTIISTHIIOBLIH s¢up
KapOaMUHOROM KHCJIOTHI.

'H SIMP (Aneron-dg) 8 7,71 (s, 2H), 7,5 (s, 1H), 7,36 (d, 1H), 7,19 (d, 1H), 6,01 (br, 2H), 5,55
(m, 1H), 4,88 (d, 2H), 4,32 (m, 2H).

Ipumep 18S.

2—(2,4-nuxsnopdenoxcn)-1-{1,2,3] TPHA30JI—2-WIMETHITHIOBBIM 3¢up 3—deHern-
NHPPOUIHH-1-Kap0OHOBOH KHCIOTHI.

[Toropsiim mpouexypy, omucanHyio B [lpamepe 184, WO B KauecTBE pearcHTa
MCIIONB30BANH HM3OBITOUHOE KOJHYECTBO 3-()EHETHINIMPPOIMINHA BMECTO HM3OEITOYHOIO
KOJIMYECTBA THAPOOKHCH aMMOHHA M IOJIydany 2—(2,4-muxnopdenoxen)-1-{1,2,3]- tpuazon—
- MIIMETIISTHJIOBEIH 3bup 3—(heHeTHImUppONHIHH-1-KapOOHOBOH KHCTIOTEL.

'H SIMP (Aneror-dg) 8 8,05 (s, 2H), 7,51 (s, 1H), 7,28 (m, 6H), 7,01 (s, 1H), 3,77 (m, 1H),
3,35 (d, 2H), 3,03 (d, 2H), 2,73 (t, 2H), 2,15 (m, 3H), 1,79 (m, 6H).

Hpuvep 186.

2—(3,4-muxJiopdenoxcn)-1-1,2,3] TPHA30J1—2-HIMETHII THIOBLIH d¢Hp KapbamMu- HOBOM
KHCJIOTBI.

TToBTOpsUM TIpOIEYpY, OmucaHHyo B llpHMepe 171, HO B KauecTBE€ peareHTa
pcrionb3oBay 2—(3,4- muxnopheHOKCHMETHI)OKCHPAH BMECTO OKUCH (R)-2-xnop- cruposna u
NOJTyYaIn 2—(3,4-maxnopdenoxcu)-1-[1,2,3] TpHa30J—2-HIMETHID THSIOBBIH adup
kapOaMHHOBOM KACIIOTHL
'H SIMP (Aneron-dg) & 7,71 (s, 2H), 7,50 (s, 1H), 7,34 (d, 1H), 7,19 (d, 1H), 6,03 (br, 2H),
5,56 (m, 1H), 4,89 (m, 2H), 4,35 (m, 2H).

IIpumep 187.
2—(3,4-nuxaopdenoxen)-1-[1,2,3] TPHA30J—2-HIMETHIBTHIOBLIH 3¢up 3—deHeTn-
NUPPOIHANH-1-Kap0OHOBOH KHCIOTHI.

TToBTOpSIM MpOLECAYPY, ONHCAHHYIO B ITpumepe 186, HO B KadeCTBEe pearcHra
HCIONB30BAIM  M3OBITOYHOE KOJHUYECTBO 3-(PEHETAHIIMPPOTHIAMHA BMECTO H3OBITOYHOTO
KOJIMYECTBA THIPOOKUCH aMMOH¥ H IIOJTY9asH 2-(3,4-muxnopdenokcn)—-1-[1,2,3]- Tpuazosn-
2 -FIIMETHII3THIIOBEIN 3hHp 3—(bEHETUITAPPOITHIIH- 1 -KapOOHOBOH KHCIOTEL.

'H SIMP (Aneror-de) & 8,06 (s, 2H), 7,52 (s, 1H), 7,28 (m, 6H), 7,01 (s, 1H), 3,80 (m, 1H),
3,35 (d, 2H), 3,02 (d, 2H), 2,7 (t, 2H), 2,16 (m, 3H), 1,78 (m, 6H).
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ITIpumep 188.
(R)—l—(Z-XJmp(])eHml)—Z—[l.2.3]Tpnwon—l-nnaTHHOBmﬁ 3¢up kap6aMHHOBOH KHCJIOTBL.
K pacropy 1H-1,2,3-tpuasona (2,4 Mmox) 1 kapborata ymtas (4,8 Mmon) 8 DMF
(100 mn) Meanenso nobGapmsmi okuch (R)-2—xyopcTHpoia (2 MMOJT) C LEJBIO IIOTYHIEHUS
CIOMPTOBOTO COCIMHEHMs € JHAHTHOMEPHO (R)—xoHburypauyei, IpecTaBIeHHOro 00meH
dopmymoit (XII), B xoTopo#t G 03HAYaET 2-x70pdeHII, M paBeH HyMO, Y 03HaIacT BOAOPOL,
n pasen Hymo ¥ A o3madaeT 1N-1,2,3-Tpuasor. PeakiMOHHYIO CMeCh B TeueHHe 4 9
nepevemmBat® npu Temmeparype 120°C m 3aTeM OXJaxiamy [0 25°C. DTOT pacTBOp
KOHIIGHTPUPOBATH B POTAlMOHHOM HCHAPHUTENE U pa3baB/sU 3TUTIANETATOM. JTy CMECh
IPOMBIBAIIM  COJSIHBIM ~ PaCTBOPOM. [Tomy4eHHBI OpPraHHYECKHH CIOH CymWiIH o
KOHICHTPHPOBAIM TOA  BaKkyyMoM. JTO  CIMDTOBOE  COCJMHCHME  DAcTBOpANH B
metunerxuopuae (50 mit) u noGapsim 1,1'-kapOOHIII- THIMH/IA3071 (8 MMmon). PeakOHHYO
CMeCh IepEeMENIMBATA B TEYCHHE 3 9 IPH KOMHATHOH TEMICpaType M 3aTeM n00aBIAIH
W3GBITOIHOE KONMYECTBO THAPOOKHCH aMMoHus (50 mur). Ilocne nepeMeInBanus B TEHEHAE 5
Y mpH KOMHATHOH TeMIepaType OpraHMv¥ecKHi CJIONW OTHENSIM U TPOMBIBAIA COJISHEIM
pacTBopoM. [ToTyueHHBIH OpraHUIecKuH CTOM CYIIHIA ¥ KOHIEHTPHPOBAJH 0] BAKYYMOM.
IIponenypa nomydeHus 1N-azona ABJSCTCH TaKo# Ke, KaK ¥ I moxydenus 2N-—
a3071a, OIMCAHHAs B NPUBEASHHOM NPHMEpE, 33 HCKIHOYCHHEM COOTHOLICHHS O IBYXKHOM
$hasel B XpoMaTOTpapUIECcKoi KOJOHKE. 1N—azoJ sBjseTcs bosee MONSIpHBIM, 9eM 2N-a301 B
XpOMATOrpagUyecKux YCJIOBHAX H BBLACIACTCHA MyTEM 3JFOHPOBAHMA C YBETHIUBAIOMIUMCH
COOTHOIICHHEM STHIAIETATa B FEKCAHE HOCIE JMonpoBanus 2N—a30/1a ¢ NEJBIO NOIyUCHHUs
(R)—1—(2-xnophenmm)—2-{1,2,3Jrpuazon-1-HI3TRIOBOTO >¢dupa kKap6aMUHOBOM KACIOTBL
'H SIMP (CDCl3) § 7,61 (s, 1H), 7,61 (s, 1H), 7,20-7,38 (m, 4H), 6,35 (m, 1H), 5,38 (br, 2H),
4,75 (m, 2H).
IIpumep 189.
(S)—l—(2-xnop(l)eunﬂ)—2—[1,2,3]Tpna3on—l-nnaTuﬂonblifl 3¢up kap0aMHHOBOH KHC/IOTHI.
TloBTOpSIM TpONENypYy, omucanmyro B llpumepe 188, HO B Kad4eCTBC pEarcHTa
ACIIONB30BATH OKHCH (S)—2-XI0pcTHpoIa BMecTo OKucH (R)—2-X7I0pcTHPOTIa M NONYIaiH (S)y-
l—(2-xnopcbennn)—2—[l,2,3]Tpna30n—1—nn3Tnn0Bmﬁ 3¢up xapbaMHHO- BOH KUCIOTEL
'H SIMP (CDCls) § 7,53 (s, 1H), 7,48 (s, 1H), 6,92-7,37 (m, 4H), 6,17 (m, 1H), 5,72 (br, 2H),
4,65 (m, 2H).
ITpumep 190.
(R)—l—(3,4—nnxnopq>ennn)—2—[1,2,3] Tpua30—1-HIITHI0BIH 3¢up KapbaMu- HOBOH

KHCJIOTBI.
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I[loBTopsmu Tpouenypy, ommcaHHylo B Ilpnmepe 188, HO B KadecTBE pcareHTa
ucIons30BaIn oKuch (R)—3,4-1MXN0pCTHPOIIa BMECTO OKHCH (R)-2-xnopcTHpO/Ia H MOJIyqaln
(R)~1-(3,4-muxnopdernn)—2-{1,2,3] Tprason—1 - I THIOBEIH 3¢hup kapba- MHHOBOW KHCJIOTEI.
'H amp (Aneron-dg) & 7,98 (s, 1H), 7,67 (s, 1H), 7,8-7,1 (m, 3H), 6,34 (br, 1H), 6,12 (m,
1H), 4,90 (d, 2H).

IIpumep 191.
(R)-1-(2,4-muxaopdenna)—2—{1,2,3] Tpra3o—1-WIdTHIOBBIH 3 HD Kapbamu- HOBOH
KHCJIOTHI.

[loBTOpsIE mpolexypy, omucannyio B Ilpumepe 188, HO B KadeCTBE pearcHra
HCTIONB30BaH OKHCH (R)—2,4-IMXJI0PCTHPOIIa BMECTO OKHUCH (R)-2-XI0pCTHPONA ¥ NONYHaln
(R)~1—(2,4- muxnopdennn)-2-[1,2,3]rpuason—1-uaoTHIOBBIH 3¢up kapba- MEHOBOH KHCIIOTEL
'H SIMP (Aneror-de) & 8,78 (s, 1H), 7,46 (m, 3H), 5,98 (m, 1H), 5,50-6,34 (br, 2H), 5,13 (m,
2H).

HNpumep 192.
2—-(4-xnopdenoxen)-1-[1,2,3] Tprazoj—1-HWIMETHI3THIOBbINA 3¢up kapbaMHHO- BOH
KHCJIOTRI.

[ToBTopsinu Tpouenypy, ommcaHHyro B Ilpumepe 188, HO B KadecTBE pearcHTa
HCIIONIb30BAIH 2—(4-xnop(beHoxcheTHn)oxcﬁpaH pMecTo okucu (R)-2-x710pcTHpona H
nonyyam 2—(4-xnopdenokcn)-1-[1,2,3]1puazon—1-HIMETHISTHIIOBbIHA 3GHp Kapbamu- HOBOH
KHCJIOTHI.

'H SIMP (Aneros-dg) & 8,08 (s, 1H), 7,70 (s, 1H), 7,34 (d, 2H), 7,0 (d, 2H), 5,9-6,4 (br, 2H),
5,41 (t, 1H), 4,86 (d, 2H), 4,16 (m, 2H).

IIpumep 193.

(R)-1—-(2-x10pdennn)—2—(5-heHnIreTpasos—2-mi)3THIOBbLH 3Gup KapoaMHHOBOH
KHCJIOTBI.

K pacrBopy 5 —enun-1H-tetpasona (2,4 mmon) # kapOoHarta nuTHi (4,8 MMOJT) B
DMF (100 wmi) MemneHHo pobasmsiiu okuch (R)-2-xnopcrupona (2 MMOJI) C LENBIO
I10Ty9EHHS CIIMPTOBOIO COSAMHEHHA ¢ SHAHTHOMEPHO (R)-KOH(QHIypallueH, IPeICTaBICHHOTO
obmeit dpopmynoit (XII), B koTopoit G o3HadaeT 2-X10pheHnI, m paBeH Hymo, Y O3HAa4aeT
BOJOPOA, N paBeH Hymo H A o3HadaeT 2N-5-Genmnrerpazon. PeakinHOHHYIO CMECh
NepeMemMBaIM B TeYeHHe 4 9 IpH Temneparype 120°C u 3aTeM OoXyaxanu 10 25°C. D101
pacTBOp KOHIEHTPHPOBAJM B POTAlHOHHOM HCTIApHTENE M pasOaBIsifi STHIALETATOM. Oty
cMech IPOMBIBATH CONSHBIM pacTBopoM. [loryueHHBIH OpraHWYeCKUN CJIOH CYIIMIH |
KOHIICHTPHPOBAJIM IO BAKYyMOM. OTO CHHPTOBOC COCIMHEHHE pacTBOpSLIM B

meTmierxiopuze (50 M) u nobasisnn 1,1'-kapGoHuN- TMEMHEIa30IT (8 MMOT). PeakiHOHHYIO
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CMech TIepeMENIMBATM IPH KOMHATHOM TeMIeparype B TCHUCHHE 3 u ¢ MOCIEeRYIOIIMM
noGapneHdeM  M3OBITOYHOTO  KOJHYECTBA THIPOOKHCH — aMMOHHA (50 wmm). Ilocne
IepeMElIMBaHus B TeYCHHE 5 4 P KOMHATHOH TEMIEpaType opraHu4ecKuil CIoH OTACIAIH U
NPOMBIBAIM  COJITHBIM ~ PAaCTBOPOM. [TonyyeHHBIH OpraHHYeCKMH CIOM CymHIA |
KOHLIGHTPHPOBAJM 1OJ BakyyMOM. OCTaToK OYMIIAIH xpomarorparcii Ha KOJOHKE
(sTHnaneTaT : rekcan = 1:2), W TEPEKPUCTAILIM30BBIBATH M3 ITHXIOPMCTaHA M STHIJIOBOTO
a¢upa (1:1), momyyanu (R)—l~(2-xnopd)e1mn)—2—(5-(beHnnTeTpa3on—2-Hﬂ)amnosmﬁ adup
KapOaMHHOBOH KHCJIOTEL.

'H SIMP (Aneron-dg) & 8,1-8,3 (s, 1H), 7,2-7,8 (m, 7H), 6,67 (t, 1H), 6,25 (br, 2H), 5,14 (d,
2H).

HMpumep 194.

(S)—-l—(Z-XJ]Op(l)eHHJl)—Z—(S-(l)e}lPlJlTETpa30Jl-—-2-n.]1)3THJlOBBIi7[ 3¢up KapéaMHHOBOI
KHCJIOTBI.

TToBTopsiM TpOLERypy, omucannyio B Ilpumepe 193, HO B KauecTBe pearcura
HCTIONB30BAJA OKACH (S)—2-XNIOPCTHPOIA BMECTO OKHCH (R)-2-XTIOpCTHPOIa ¥ MOy Haii (S)-
1-(2-xnophernn)-2—(5-heHunTe TPazon—2- K1) THIOBBIH sdup xapOdamu- HOBOH KHCJIOTHI.

'H SIMP (Aneros-de) 8 8,11 (dd, 2H), 7,57-7,40 (m, 7H), 6,65 (t, 1H), 6,24 (br, 2H), 5,13 (d,
2H).

Ilpumep 195.

(R)—l-—(Z-XJlOp(l)eHHJI)—Z—(S-(l)eHHJITeTpa3OJI—Z-HH)G)TI/UIOBLIﬁ 3¢hup MeTHII-
Kap0aMHHOBOH KHMCJIOTHI.

[oTopsma  mpouenypy, omucansnyro B IIpumepe 193, HO B KayeCcTBE peareHTa
HCTIONB30BATH H3GBLITOUHOE KOJIMYECTBO METHJIAMHHA BMECTO H30BITOYHOrO KOJHYECTBA
THIPOOKHCH aMMOHHs M  IIOJIydald (R)-1—(2-xnopbenun)-2—(5-penun-  TeTpason—2-
HI)THIOBBIN 3GUp METHIKapOaMHHOBOH KHCIIOTBL.

'H SIMP (Aneror-dg) & 8,05-8,25 (m, 2H), 7,3-7,7 (m, 7H), 6,7 (t, 1H), 6,55 (br, 2H), 5,13 (d,
2H), 2,64 (d, 3H).

Ipumep 196.

(S)—l—(2-x.nopq)eﬂnn)—Z—(S-(beﬂnnTeTpa3on—Z—nn)aTnJmBuﬁ 3¢pup MeTHI-
Kap6aMHHOBOH KHCJIOTHIL.

[MoBTOpAMM TpOLECAYPY, ONHUCAHHYIO B [Ipumepe 194, HO B KadeCTBE pearcHTa
FCTIONB30BATH W3OBITOYHOE KOJIMYECTBO METHIAMHHA BMECTO M30BITOYHOTO KOJMYECTBA
THAPOOKUCH aMMOHHS W TIONy9ald (S)-1—(2-xnopdenun)-2—(5-bern- TeTpa3on—2-

{T)3TUIOBbIA 3GUpP METHIKApOaMHHOBOH KHCJIOTHL.
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'H SIMP (Aneror-dg) & 8,14 (m, 2H), 7,59-7,39 (m, 7H), 6,67 (t, 1H), 6,54 (br, 1H), 5,14 (m,
2H), 2,64 (d, 3H).
IIpumep 197.
(S)—l—(Z-x.rlop(beHnJl)—Z—(S—(beHnnTeTpason—l-nn)aTn.rIOBblﬁ 3¢up KapGaMHHOBOM
KHCJIOTBL.

K pactBopy 5-(ermn-1H—Tetpasona (2,4 MMon) 1 KapOOHATa TUTHSA (4,8 mmorn) B DMF
(100 M) MeaneHHO AOGABNANH OKHCH (S)-2-XJIOpPCTHpOINA (2 MMOTT) ¢ HENBIO IMOTYYEHHUS
CIIMPTOBOTO COEAMHEHHS C SHAHTHOMEPHO (S)-xonurypanyeii, npeacTaBIeHHOro obIeH
dopmynoit (XII), B xotoport G 03HagaeT 2-xnopbeHnII, m paBeH HymoO, Y O3Ha4aeT BOJOPOL,
n paBeH HymiO H A o3HadaeT 1N-5-eHHNTeTpasol. PeakIHOHHYIO CMECH HEPEMEIINBAIIA B
tTedeHwe 4 4 mpu Temmeparype 120°C u 3areM oXnaxiamd M0 25°C. DT1OT pacTsBoOp
KOHIIEHTPUPOBAIH B POTAIHOHHOM HCIIApUTENie M DasOaBIsiIi 3THIANETATOM. DTy cMech
[IPOMEIBATM  CONSHBEIM ~ PacTBOPOM. [TomydeHHBIA OpraHMYECKMH CJIOH CYyWIMIH |
KOHLEHTPHPOBAIM TOX BakyyMoM. OTO CHHPTOBOE COEIUHEHHE pPacTBOPATH B
metresxitopue (50 wi) u go6asms 1,1'-kapOoHnT- IMUMHEAA30 (8 Mmon). PeakiuoHHY10
cMech NepEMEIMBAIA IIPH KOMHATHOM TeMIIEpaType B TCHUCHHE 3 y u 3areM A00aBIAIHA
H36BITOYHOE KOJMYECTBO THAPooKHcH aMMmoHus (50 mim). Tlocne nepeMeIIBanud B TCUCHHS 5
Y IpH KOMHATHOW TeMIIepaType OpraHd4ecKHi CIOH OTJACIM M MPOMBIBATH COILIHBIM
pacTBOpoM. IToJTyHqeHHEIR OpTraHIMecKui CIOM CYIIHITH H KOHIEHTPHPOBAIM IIOJ] BAKYyMOM.
[Ipouexypa mnomydenus 1N-asoma 6BITa TaKOM e, Kak ¥ Juia normydeHus 2N-asola,
ONMCaHHAs B NPHBEIEHHOM IPHMEPE, 33 HCKIIOUEHHEM COOTHOINCHHS NOABMXHOH (a3s! B
xpomartorpadudeckoif Kononke. IN-asox sBIA€TCH fosee WOJSIPHEIM, 4eM 2N-a3on B
XpoMaTorpaguIecKux YCIOBHAX H BBIICASCTCS IYTEM JIIOMPOBAHUS IIPH BO3PACTAOIIEM
COOTHOIIEHHUH 3THJIAIETAaTa B TeKcaHe Iociie 3roupoBaHus 2N-asona ¢ LENbI0 NOJYYCHAA
(S)—1—(2-xnopdennn)-2—(5-GeHnnTeTpason—1 -UiI)>THIOBOTO ahupa kapbaMHHOBON KHCIJIOTHL
'H 5IMP (Aneror-dg) & 7,75-7,60 (m, 4H), 7,36 (s, 3H), 7,44 (m, 1H), 6,18 (br, 2H), 4,96 (t,
2H).
Hpumep 198.
(S)—1—(2-xn0p(bemm)—Z—(S-(bemmTeTpazon—l-n.rl)a'mnosuﬁ 3¢up MeTHIKapOa-
MHHOBOH KHCJIOTbI.

TIoBTOpSIIH TIPOLEAYPY, ONHcaHHYo B [Ipumepe 197, ACTIONB3yS B Ka4eCTBE pearchra
H3GEITOYHOE KOJMUYECTBO METHIAMPHA BMECTO HM30BITOYHOIO KOJHYECTBA I'MIPOOKHCH
aMMOHHA, W TOIydYalu (S)—l—(2-xnop(beﬂnn)—2—(5-(beHHnTeTpason—l-Hn)arnJIOBmﬁ a¢up

METHJIKapOaMIHOBOH KHCITOTHL.
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'H SIMP (Aueron-ds) & 7,75-7,60 (m, 4H), 7,34 (m, 3H), 6,45 (m, 1H), 6,38 (br, 1H), 4,97 (m,
2H), 2,63 (d, 3H).

ITpumep 199.

0--1-(2-x10pdenann)—2-TeTpasoa—2-mIdTHIAIIopaHaT.

K pacteopy 1H-TeTpazona (2,4 MMoI) 1 KapOOHATA JIHTHA (4,8 mmoir) 8 DMF (100 M)
MemiesHo mobasismy okuchk (R)-2—xsopcerupoiia (2 MMOM) C IENbIO MOTyHYeHHs CIIMPTOBOTO
coe/IMHEeHMs, TIpeicTaBNerHoro obmei popmynoi (XII), B koTopoit G o3Ha4aeT 2-xnophenun,
m paBeH HymoO, Y O03HAa4aeT BOIOPOA, N PaBEH HYymMO H A o3magaer 2N-TeTpasos.
PeakIMOHHYIO CMECh TI€peMEUIHBANM B TeueHHe 4 Y MpH TEMNEPAType 120°C u 3ateMm
oxnaxaam o 25°C. DToT pacTBOp KOHIEHTPHPOBAIH B POTAIMOHHOM HCTIApUTeNne H
pasbapnsiu STHNANCTaTOM. DTy CMECh NPOMBIBATH COJAHBIM PacTBOPOM. [TosygeHHbIA
OpraHMYecKWil CIOH CYNIMIH M KOHIEHTPHPOBAIH TOJ BaKyyMOM. DTO CHMPTOBOE
COeNMHEHWE pAcTBOpAMIM B MeruieHxyiopuae (50 MI) H  MeIIEHHO nobassim
MeTaHCcyIb(pokucioTy (20 MMor) ¥ npanat Hatpus (20 mmou1) npu temueparype 0°C. Iocne
epeMENIMBAHKA B TEYCHHE 5 U NPH KOMHATHOH TEMIEpaType A 3aBEPIICHHA PeaKiuu
nobasysud coneBoil pacTBop. [1oTydeHHbIN OpraHAYECKUi CIIOH CYIIHITH ¥ KOHICHTPHPOBAIIH
nox BaKyyMoM. OCTaTOK OYHIIATH XpoMaTorpapueit Ha KOJOHKe (3Tunauerar : rexcad = 1:1)
¢ nenpio noxyuenns O-1—(2- XIOpPEHII)—2-TeTpa3oN-2-LIdTHIaUIoQanaTa.

'H IMP (DMSO-d¢) 8 8,75 (s, 1H), 8,11 (s, 1H), 7,48 (m, 3H), 6,67 (m, 1H), 5,95-6,55 (br,
2H), 5,46 (m, 2H).
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HIONAK (IUPAC)

1-(2-xnoppenun)-—2-{1,2,3]rpuazo—2-u1-3THIOBBIH a¢up
kapOaMUHOBOH KHCJIOTH

1—(2-x710pbeHnT)—2—TeTpaso—2- Hil-3THNOBBIH dQHp
KapOaMHUHOBOM KHCIIOTHI

1-(4-meTokcH(er ) —(2-TeTPa30N—2-HII-3TANOBbIH dQHp
KapOaMHUHOBOM KHCJIOTBI

1-(pernn—(2-TeTpaso—2-mi-3TAI0BEH 3(up KapOaMHHOBOH
KHCIIOTHI

1~(4-xopenmn)—(2-TeTpa3on—2-ui-3THIOBbLH 3GHP
KapOaMHHOBOH KHCIOTBI

1—(4-meToxcudenmnn)-2—{1,2,3] Tpuazon—2-mi-3THIOBbIA 3GHP

KapOaMHHOBOH KHCJIOTBI

1-¢pernn-2-{1,2,3] Tpraszon—2-ui-3TANOBIHA SGHP
KapOaMHUHOBOM KHCIIOTBI

1-n-romui—2-1,2,3 |Tpuasosn—2-ui-3THIOBEIH 3QUp
KapOaMUHOBOM KHCJIOTHI

1-(3-xnopbenmn)-2-{1,2,3] Tprazon—2-ui-3THIOBBIH dPUp
KapOaMHHOBOH KHCJIOTHI
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1—(4-xnopherun)-2-{1,2,3]rpuazon—2-un-3THNOBIH d$Up
KapOaMHHOBOH KHCIIOTHI

2—TeTpas’oi—2—Ai—1 -I-TOJK STHIIOBEIH 3QHp KapbaMHUHOBOM
KHUCJIOTBI

1-o-tormmn—2-{1,2,3] Tpuason—2-mUiI-3THIOBHIH 3GHp
KapbaMHHOBOH KHCIIOTHI

1—(4-ruTpodenwn)-2—{1,2,3 ] Tprazon—2-un-3THIOBBLA 3¢ up
KapGaMUHOBOH KHCIIOTHI

1—(4-HATpOd RN )2 —TeTPa30oN-2—HI-3THIIOBLIH ddup
KapOaMHUHOBOH KHCJIOTEI

1—(4-dpTopdernn)-2—TeTpasol-2—1-3TUIIOBbIH 3¢up
KapOaMHHOBOH KHCIIOTBI

1—(4-propdenun)-2-{1,2,3]rprazon—2-un-3TUNOBLIH >dup
KapOaMUHOBOH KHC/IOTEI

1—(3-xn0phernT)—2-TeTpa3on-2—1n-3THI0BEIH 3¢up
KapOaMHHOBOH KHCIIOTHI

1—M-tormun—2-{1,2,3] Tpuazon—2-ui->THIOBKIH 3GHp
KapOaMHUHOBOH KHCJIOTBI
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2—TeTpasos-2—Hi—1-M-TONHI-3TUIIOBBIA U KapbaMUHOBOMH
KHCJIOTBI

(R)-1—(2-xn0pdeHnn)—2-TeTpason—2—Hi-3THIOBBIH sdup
Kap6aMIHOBOH KHCIIOTBI

(S)—-1—(2-xnopdheHnIT)—2~TeTpasoN—2-UI-3THIOBBIA adup
KapOaMHHOBOH KHMCJIOTBI

(R)-1—(2-xnopderun)—2—TeTpason-1—ui-oTHIOBEIA adup
KapOaMHHOBOM KHMCJIOTBI

(S)-1—(2-xs0pdeHnn)—2-TeTpason— 1 —HI-3 THIOBLIA a¢up
KapOaMHHOBOM KHCJIOTHI

2—TeTpasos—2—ui—1-0-TON’I- STHIOBLIH >QHUp KapOaMHUHOBOM
KHCJIOTBI

1—(3,4-maxnopdennn)—2-1,2,3] Tpuason—2-ui-3THIOBBIH a¢up
KapOaMUHOBOH KHCJIOTHI

1—(3,4-muxnopdeHu)—2—TeTpaso—2—HI-3THIOBEM adup
KapOaMHHOBOH KHUCJIOTHI

2-Terpason—2—wi-1—(3-Tpad TopMeTUIPCHIIT) 3THJIOBBIHA 3G HUD
kapOaMUHOBON KHCIOTHI
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2-11,2,3] tpuasor—2-un—1-(3 -Tpu@TOpMETHII(GEHAIT) STHUIOBBIA
s¢up kapOaMHHOBOH KHCIIOTEI

1—+(2,4- maxnoppernn)-2-{1,2,3]Tpuason-2-uI-9THIOBIH a¢up
KapOaMIHOBOH KHCIIOTEI

1—~2,4- max1I0p e HHI)—2—TeTPa30—2—HII-3 THIOBEIH adup
KapOaMHMHOBOH KHCJIOTBI

2—TeTpason—2-un—1—(4-TpudTopMeTHI(EHIT) STHIOBBIH a¢up
KapOaMHHOBOM KHCJIOTbI

2-(1,2,3] Tpuazon-2-ui—1—~(4-TpudTOPMETHIGEHII) ITHIOBBIA
a¢up xapbaMHHOBOH KMCIIOTHI

(R)-1-(2-xnoppennm)—2—-{1,2,3] TPHA30JI—2-WI-ITHIOBKIH 3(pup
KapOaMHHOBOH KHCJIOTBI

(S)-1-(2-xnopdernn)-2-{1,2,3] TpEa30n—2-NI-3THIIOBBIH adup
KapOaMHHOBOH! KHMCIIOTHI

1—(2-xn0pdeHmT)—2-TeTpasoi—1 M- 3THIOBbIH 53U
KapGaMIHOBO! KHCJIOTEI

(R)—-1—(2-xnopdennn)-2—-{1,2,3] rpuason—1-miI->THIOBBIH a¢up
KapOaMHUHOBOH KHCJIOTEBI
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(S)-1—(2-xnopdenrn)-2-{1,2,3] Tpuasosn—1-wi-3THIOBEIH a¢up
KapOaMITHOBOM KHCIIOTEI

1-(2-xnopoennn)—2-1,2,3jrprason-1-ui-3THIOBEIH 3GHP
kapOaMHHOBOH KHCJIOTHI

2-[1,2,3 Jrpuazon—2-ui—1—(2-rpud TopMeTHIG EHII)I THIIOBBIH
3¢ up kapOaMHUHOBOM KHCJIOTEI

2-x110p—1—~(eHUII-2~TeTpasoi—1—HI-3THUIIOBbIH QP
Kap6aMHHOBOH KHCIOTHI

(S)-1—(4-x0pdhenun)-2—TeTpa3oN—2—Ui-3THIOBIHA SGUpP
Kap6aMUHOBOH KHCJIOTHI

(R)—1—(4-xnopbe Hmn)-2—TeTpason-2—Hi-3TANOBbIH 3¢up
KapOaMHHOBO# KHCIIOTBI

1—-2-xn0pdenum)—2—(5-METHITE TPa30I—2—HIT) STHIOBbIA SQHP
KapOaMHUHOBOH KHCIIOTHI

1—-(2-xnopernn)-2—(5-MeTHITeTPa30—1—HT)3THIOBBIA 3 Hp
Kap6aMHHOBOH KMCIIOTEI

(R)—1—(2-x10pdbernI)-2—TeTpa3oN—2—HI-3THIOBBIHA GHp
MeTHIKapOaMHHOBOR KHCJIOTHI
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(R)—1—(2-xn0pbeHUIT) -2~ TeTpason—2—HI-3THNOBBIH SQUp
STHIIKAPOAMUHOBOH KHCIIOTHI

(R)—1—(2-x110pdeHuIT)-2—Te Tpaso—2—HI-3THIOBBIA 3up
¢deHmIKap6aMHHOBOM KHCTIOTHI

(R)—2-TeTpazon—2-ui—1—(2-rpudTopMeTHIGEHAT) FTHIOBBIA
s¢up kap6GaMUHOBOM KHCJIOTHI

(S)-2-teTpaszon—2-ui—1—(2-Tpud TOpMETHIGEHAIT)I THIOBBIH
3¢up xap6GaMUHOBOH KHACIIOTEI

1-(2-xnopheHun)-2—(5-GeHnITeTpasoI—2—Hi) STHIOBBIA dGup
KapGaMHUHOBOH KHCJIOTBI

1-(2-xnophenun)-2—(5-HeHINTeTpa30I—2—HII)3TUIOBBIHA dGHD
MeTHIKapbaMH- HOBOM KHCIIOTHI

(R)~1—(2-x0pheHmn)—2-TeTpasoi—2—Hi-3THIOBbIH >hup
LMKJIOIPONAT- KapOaMUHOBOM KHCJIOTHI

(R)—1—(2-xnophernin)-2—(5-beHnnTeTpason—2—Hi)I TANOBEIH
a¢up kapbaMu- HOBOM KHCJIOTHI

(R)—1—(2-x10pbenn)—2—(5-beHunTeTpazos—2—Hi) STHIOBBIM
3¢Q¥p METII- KapOAMHHOBOW KHCJIOTEI
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1-(eHun—3—TeTpas3oi-2—HiI-IPONHIOBEIH 3¢up KapdbaMHHOBOH
KHCJIOTBI

1-(2-xnopbenmn)-2—{5—2,3-xuxnopheHnn) TeTpazoN—2—uj-
STHJIOBEIN 3¢Hp KapOaMHUHOBOU KHCIOTHI

l-—(2-xnop¢>erm)~2—[5—(2,3-zmxnop(beHHn)Terpa30JI—2—nn]-
STHJIOBBIHA 3P MeTHIKapOaMHHOBOM KHCJIOTHI

1—(4-ruapokcud eHIIT)—2—TeTPa3oJi—2—HiI-3THIOBBIH a¢up
KapOaMUHOBOH KHCJIOTHI

(S)—l—(2-xnop®eHHn)~2——(5-(beHHnTeTpazon—Z—Hn) 3TUJIOBBIA
s¢up xapOaMHHO- BOH KHCIOTEI

(S)—l-(2-xnop¢)eHI/m)—2—(5-d)eHHnTeTpeBon—Z—nn) STHJOBBIA
5dup MeTHII- KAPOAMHUHOBOH KHCTIOTEI

(S)-1—(2-xnopdennn)—2—(5-heHnnre Tpason—1-ni) STUIOBHIH
3hup xkap6aMUHO- BOH KHUCIIOTHI

(S)-1—(2-xnopdernn)—2—(5-heHunreTpason—1-ni)-3THIOBbIH
3 up METAI- Kap6aMHHOBOM KHUCIIOTHI
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1-dennn-3—-rerpa3zon—1—ui-nponunoBsiil 3¢Gup kKapbaMHHOBOM
KHCJIOTHI

1-(2-xnopdenun)—3-TeTpa3on—2—HiI-IPOIHIOBLIH d¢Hp
KapOaMHUHOBOH KHCJIOTHI

1-(2-xn0pdenun)-2-[5—2,3-auxnopdenun) Terpason—1-unj-

3THJIOBEIM 3¢HUp KapOaMUHOBOH KHCIIOTHI

1-(2-xnophenmn)-2-{5—2,3-auxnopdenun)rerpason—1-
W |3THIIOBBIH 2pHp METHIKApOaMUHOBOH KHCIIOTHI

1—(3-x10pheHuT)—2-TeTpa3ol—2—1i1-NPONHIOBLIA SQHp
KapOaMHHOBOH KHCIJIOTHI

1—(3-xn0pQpeHmT)-2—TeTPa30—2—HI-IIPONIIOBLIH 3GuUp
MeTHIIKapOaMUHOBOH KHUCIIOTHI

1—(3-xs10pheHrT)—2~TeTpasoli— | —HI-MPONKIOBLIH 5GUp
KapOGaMIHOBOH KHCIIOTBI

1—(2-xnopdenun)-3-[1,2,3 ] rprazon—2-ui-NponHIOBbIH adup
KapOaMHUHOBON KHCIIOTEHI

Crp.: 100
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1—{2-xnop¢>eHHn)-2—(5-annnHH—Z-Hn-TeTpa30n—2—nn)—
STHIIOBEIH 3¢¥p KapOaMUHOBOM KHCIOTEI

2—(5-aMHH0TeIpa30JI—2—HJI)—1~(2—xnop¢>eHHn) 3THJIOBBIN 3Hp
KapOaMHHOBOH KHCJIOTHI

1-(3-xuophermn)-2-{1,2,3 JTprason—2-wiI-IpONKIIOBbIH a¢up
Kkap0aMIHOBOM KHCJIOTHI

1-(3-xstophenmm)-2—{1,2,3]Tpraso—2-Hi-IPONHIOBbIH SGHp
METHIKapOaMy- HOBOH KHCIIOTHI

1—(2-xnopdennn)—2—(5-IHpUIHE—2-MI-TeTPa3o—2—Hl-
STHJIOBBIN 3(Hp 3THIKApOaMHHOBOM KHUCIOTHI

1—(4-x10phernT)—2-Te TPa3oJ—2—HI-TIPOMIIOBbIH d(up
kapOaMHHOBOH KHCJIOTEI

1—(4-xnopdernn)—-2—TeTpasol—2—Hi-IPONUIIOBbIA dQUp
MeTHIKapOaMUHOBOM KHCIOTHI

1-(4-xn0pdeHnm)—2—TeTpason—1—1I-IpoTHIOBbIH 3QUp
kapOaMHHOBOH KHCJIOTH!
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1—(4-x710pheHmI)—2—TeTpasoi— | —HI-TIPOIHIOBEIA a¢up
METHIKapOaMHHOBOM KHCIIOTHI

1-(3,4-mAxyopheRuT)—2~TeTpasoN—2—HIl-[IPOIIHIOBbIH adup
Kap6aMUHOBOH KHCJIOTBI

1-(3,4-nuxnopbeHu)—2-TeTpaso—2—Hi-PONHIOBEIH sdup
METHIIKapOaMHHOBOM KHCIIOTBI

13, 4—muxn0phEHMIT)—2~TeTPa3oi—] —ANI-IPOIIHIOBBIH adup
KapOaMHUHOBOH KUCJIOTHI

1-(3,4-muxn0pdEHIIT)—2—~TeTPa30i—1~HII-IIPOIHIOBBIH adup
METHIKAPOAMAHOBOH KHCIIOTBI

1-(3 ,4—IIMETOKCH(EHII)—2—TeTPa30 -2~ HII-9THIOBLIH sdup
KapOaMUHOBOH KHCJIOTHI

(S)~1—(4-xnopenmn)—2—{1,2,3] Tprazon—2-wi-9THIOBBIH a¢up
KkapOaMHUHOBOH KHCJIOTBI

(R)-1—(4-xnopdermn)-2—{1,2,3] Tpuason—2-miI-9THIOBEIH adup
KapOaMHHOBOR KHCIIOTHI

(S)-1-(3,4-muxnopdennn)-2—( 1 ,2,3] Tpra3on—2-ui-3TANOBBIH
3¢ up kap6aMHHOBOM KHCIIOTHI

(R)-1-(3 4 max 10ph eHIT)—2—Te Tpa30JI—2—HII-3THIOBBIH 3hUp
kapOaMIHOBOHA KHCIIOTHI

Crp.: 102
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1—(2, 5—maxmopdeHn)—2—TeTpasoi—2—H-3THIOBbIH adup
KapOaMUHOBOM KHCJIOTHI

1—(2,5—muxnopd e )2 —-TeTpasosi—1 —HI-3THIIOBbIA 3¢up
Kap6GaMHHOBOH KHCIIOTHI

(R)-1-(3 ,4-nuxnopdenmn)-2—1 ,2,3]Tpuazon—2-miI-3THIOBEIHA
3¢up KapOaMHUHOBOH KACIIOTHI

(R)-1-(3,4-muxnopdenmn)-2-1,2,3]rpuazon—1 ~MJI-3THJIOBBIR
3¢up kapGaMHHOBOH KHCIIOTHI

1—(4—penokcudpe ) -2—TeTpasoli—2—HI-OTHIOBEIH adup
KapOaMHHOBOM KHCJIOTHI

1—(4—berokcudern)—2—TeTpa3son—1—1I-3THIOBBIH adup
KapOaMMHOBOH KMCJIOTBHI

1-(2,5-muxnopderun)-2—{1,2,3]Tpuazon-2-ui-3TAT0BbIH adup
kapGaMHUHOBOH KHCJIOTHI

(S)-1-(3 ,A-muxopeHIT)—2—-TeTpa3oi— 1 —An-3THIOBIH adup
KapGaMHHOBOH KHCJIOTHI

(S)-1-3 4-TAXIIOPEHI )—2~Te TPasoJi—1 ~HN-3THIOBBLH dQHp
KapOaMUHOBOW KHMCJIOTBI

Crp.: 103
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1—(2,6—muxTopdeRn)—2~TeTpa3o—2—1I-3THIOBIH 3¢Up
KapOaMUHOBOM KHCIIOTHI

1—-(2,6—muxopdennn)—-2-[1,2,3] Tprason—2-uI-3THIOBEIA dHp
KapOaMIHOBOH KHCIIOTHI

1—(2,6—muxnopdenwn)—2-{1,2,3Jrpuason—1-ui-3TanoBblii o¢up
KapOaMHHOBOM KHCJIOTHI

1—(2,4-muxnopbenun)—2—TeTpa3on—1—ui-3THI0BbIH Sdup
KapbGaMUHOBOH KHCTIOTBI

1—Ha( TATMH-2-W—2—TeTpa30s—2—I-3TAIOBbI 9dHp
KapOaMHUHOBOH KHUCJIOTHI

(R)-1—(2,4—muxsioppeHUIT)-2—TeTPa3 02— HI-3THIOBbIH a¢up
KapOaMHHOBOH KHCJIOTHI

1-Aa TANTHH-2-HI~2—TeTpa3os—1-uiI-3TUI0BbI 9$up
KkapbaMUHOBOH KHCJIOTH!

2-Tterpason—2-un—1—(2,3,4-TpUMETOKCH(EHAT) STHIIOBIH a¢up
KapOaMHHOBOH KUCJIOTHI

2-terpazon—1-un—1-(2,3,4-TpEMETOKCHEHII) STHIOBBIH adup
KapOaMUHOBOH KHCIIOTHI

Crtp.: 104
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2—Terpazon—-2-un-1—(3,4,5-TpEUMETOKCHGEHHIIT) 3 THNOBBIH dYUP
KapOaMUHOBOH KHCIIOTHI

1-Gemso [1,3] AHOKCO—S5-HI—2—TeTPa30si—2—HIi-3TUIIOBBIH dHP
KapOaMHUHOBOH KHCJIOTHI

1-6e30 [1,3] AUOKCON—S5-UI—2—TEeTPa3on—1—HI-3THIOBBIA sdup
KapOaMHUHOBOM KHCIIOTHI

1~(4—nuMeTHIAMHAHODEHUT)—2—TETPA30I—2—HJI-3THIIOBBIA 3dup
KapOaMIHOBOM KMCIIOTBI

2-reTpazon—2-ui-1—(2,4,6-TpuMeTHNIhEHNIT) STHIOBBIHA adup
KapOaMIHOBOM KUCIIOTHI

2-tetpason—1-un—1—(2,4,6-TpUMETHIIDEHU) ITHIOBLIH adup
KapOaMIHOBOH KHCIIOTEI

(S)-1—(2,4—nuxsiopHeHUIT)—2—TeTpa30I—2—HII-3THIIOBBIH adup
KapGaMHHOBOM KHCJIOTBI

(S)-1—(2,4-muxnopdennn)-2—1,2,3] Tpuazon—2-uI-5THNOBEIH
3dup kap6baMHHOBOH KHCIIOTHI

(R)—1—(2,4—muxnopdernn)-2-{1,2,3] TPHA30J—2 - M- THIOBBIH
s(up KapbaMHHOBOH KHCIIOTEI

Crp.: 105
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2—dernn—1-TeTpason—2—ui-METHIITHIOBEIH 3¢ up
KapOaMIHOBOH KHCJIOTHI

2—henun—1-TeTpasoli— | —HI-METHIISTHIOBBIA 3(up
KapOaMUHOBOH KHCJIOTEI

1—(4—TpeT.6yTundeHII)—2—TeTPa30—2—UI-3THIOBBIH d(up
KapGaMHUHOBOH KHCIIOTEI

1—(4—1peT.6yTHIdEHAT)—2~TeTPa30I—] ~UI-3THIOBEIHA 3GUD
KapOaMHHOBOH KUCIJIOTBI

1—(4—xnop-3-tpudropmernndenmn)—2-{1,2,3]tpuazon—2-ui-
STHIIOBBIN 3¢up kKapGaMUHOBOH KHMCIIOTHI

1—(4—xnop-3-mpudropmerundenun)—2-{1,2,3 rpuazon—1-un-
STUIOBLIH 3up kapOaMHUHOBOM KHCIOTHI

(S)-1—(2,6—muxnophenun)-2-TeTpason—1—ua-3THIOBbIA 3 up
Kap6aMHHOBOH KHUCIIOTHI

(R)-1-(2,6—muxnopheHnn)-2—TeTpa3os—1—un-3TuioBbiiH a¢up
KapOaMHUHOBOHA KHCJIOTEI

1-MHAaH-5-HI-2-TeTpa3oJi— 1 —I-3THIIOBBIN 2Qup
KapOaMIHOBOY KHCIOTEI

Crp.: 106
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1—-HHAaH-5-HI—2-TeTpa3oli-2—I-3TAIOBEIH 3¢up
KapOaMHHOBOM KHCJIOTBI

(R)—l—(2,6-zmxnop(peHHJI)—2—TeTpa3on—2——14n-3m110131>n71 a¢up
KapOaMHUHOBOH KHCJIOTHI

(S)~1—(2,6—muxnopdeHnn)-2—~TeTpaso—2—Ui-3THIOBEIH 3¢up
KapOaMHUHOBOM KHCIIOTBI

2~(2,4—mexsopdeHu)—1-TeTpason—2—-AIMETHIITHIOBBIA adup
KapOaMUHOBOH KHCJIOTHI

O-1—(2—xn0pheHnn)—2~TeTpas’or—2—HI-3THI-aJLIOpaHT

(R)-1—(2 4—muxnopdennn)}-2-[1,2,3] tpuason-1 -MJI-3TUIIOBBIH
3¢up kapbaMEHOBOH KHCIOTBI

1—-beHnn—2-TeTpason—1—mi-3THIOBBIH s¢up xkap6aMHHOBOH
KHUCIIOTEI

1-(3,4-mndbropdenHn)-2—TeTpaso -2 HII-OTHIOBEIH adup
KapOaMIHOBOM KHACIOTHI

l—(3,4——)11/1<1>Top(bennn)—2—re1pa30n—1—Hn-aTHJIOBLIﬁ abup
kapOaMHHOBOH KHCIIOTHI

Crp.: 107
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1-(3,4-mudropdennn)-2-1,2,3] Tprazon—2-un-3THIOBLH 3GHP
KapOaMHHOBOM KHCIIOTEI

1-(3,4-mu¢ropbennn)-2-{1,2,3]tpuason—1 -wi->THIOBBLH 3PP
kapOaMHUHOBOH KHCIIOTHI

1-(2—drophennn)-2—-TeTpason—2—HI-3THIOBEIH dhHp
KapGaMUHOBOM KHCIIOTEL

1-(2—drophennn)-2—TeTpason—1—uI-3THIOBbIH 3¢UpP
KapOaMHUHOBOH KUCIIOTEI

1-(2—XJI0pbEHIIT )2~ TeTPasoi—2—HI-3TAIOBBIH dGup 4—
GeH3UIMUIepuanH- 1 - KapOOHOBON KHCIIOTHI

7—HUTpO—2—TeTpason—2—ui-1,2,3,4-Terparnponad ranus—1-
HIIOBBIH 5Gup KapOaMHHOBOH KHCIIOTHI

5,7-mametun—2—reTpason—2-un-1,2,3 ,4-TeTparuapoHadTaIMHE—
1-un0BEIH 3Gup KapOaMHHOBOH KHCIIOTEI

7-auTpo—2—TeTpason—1-uin-1,2,3 ,4-TeTparuaporadramua—1-
WIOBBIN 3()Hp KapOaMUHOBOA KHUCIIOTEI

Crp.: 108
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5,7-muMmeTan—2—TeTpazon—1-un-1,2,3,4-tetp aruapoHad TaIuH—
1-mt0BbIH 3Gup KapOaMHHOBOH KHUCIOTEL

1—(2—x0pdheHIT)-2~TeTpa3oN—2—HI-3TAIOBBIA adup 4
¢enmmunepasnH-1- KapOOHOBON KACIIOTBI

1-(2—x10pdenn)-2-TeTPaso—1-nn-3TUIoBbIA 3¢up 4-
GeH3uMnIepa3uH-1- kKapOOHOBOH KHCIJIOTH

1—(2—xy10pdeHmI)—2—TeTPa30JI—~2—HII-9THIIOBBIH sbup 4-(4-
$TOp6EH30kI)- HUIePUIHH- 1 - KapGOHOBOH KHCIOTEI

1—(2—xn0pbeHnT)-2—TeTpa3on—1-An-3Tunoss 3¢up 4-
GeH3MIIUIEPHIHH-1 - KapOOHOBOX KHCJIOTHI

Crp.: 109
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1-6em3un—4—{ 1—(2—xnopdenun)—2-reTpazon—2—ui-
3TOKCHKapOOHWI |- THNEepasHH-1-1i

2—(3,4-1ux10phEHOKCH )~ 1-TeTpa3on—2—Hi-Me THIII TUIIOBBIH
3(hup kapObaMHHOBOH KHCJIOTHI

2—(3,4-nuxnopdenokcr)—1-TeTpaszon—1—An-MeTHII THIIOBBIH
>(up UMHa3011-1— KapOOHOBOH KHUCIIOTHI

2—(4-xnophenokcu }—1—TeTpazon—1-ui-MeTHIITHIOBBIA adup
KapOaMHHOBOH KHCJIOTHI

2—(4—xnop¢)eH0Kcn)—1—TeTpason—1—14J1-M6THH3TI/IHOBLH71 abup
HMHa3071-1— KapOOHOBOH KHCIIOTHI

2—(4—x110pheHOKCH )1 —~TeTpa3o -2~ A/-METHIII THIOBBIH adup
KapOaMHHOBON KHCIIOTHI

1—-enmn—2—TeTpazon—1-—m-oTHnoBe# 3gup 4-OeH3uI-
NATIEpUIUH-1- KapOOHOBOH KUCITIOTHI

1-(herun—2-TeTpa3o—2—H1-3THIOBBIA QHp 4—0eH3UI-
nunepuauH-1- kapOGOHOBOM KHUCIIOTBI

2—(2—x70pdEHOKCH )1 —TeTpa3osi-2—As-METHI THIOBbIH acup
KapOaMHHOBON KHUCJIOTEI

Crtp.: 110



10

15

20

25

30

35

40

45

30

RU 2418792 C2

2—(2—-xn0pdheHoKcr )~ 1—TeTpaso—2—HI-MeTHISTHIOBBIA S(Hp
4—GeH3UITIHIIEPUHH- 1 - KapOOHOBOM KHCJIOTH

2—(2-X70pPEeHOKCH)—1 —TeTpa3oN—~1—H-MeTHIS THIOBBIH adup
KapOaMHUHOBOH KHCIIOTHI

2—(2—xn0pheHOKCcH)—1—TeTpa3’on—1—HI-MeTHI THIOBBIA a¢up
4—6eH3UITIHIEPUIHH- 1 - KapOOHOBOM KHCIIOTHI

2—Tetpason-2-ui-1,2,3,4-Terparuaponadranis- 1 -HJIOBBIN
s¢pup kapdaMHHOBON KHCTIOTHI

2—tetpazon-1-un-1,2,3,4-reTparanponadranun- 1-HI0BbIH
5¢pup KapOaMHHOBOM KHUCIIOTHI

1—(2,4—nudropdeHIIT)—2—TeTPa3oN—2—HII-3 THIIOBLIA adup
KapOaMHHOBOH KHCJIOTHI

1—(2,4—1udTopdeHm)—2—TeTpa3o—1 —Hi-3THIOBBIH a¢up
Kap6aMHHOBOH KHCJIOTHI

(S)-1-(2—xnopdenum)—2-[1,2,3] Tpuason—2-uI-3THIOBBIA a3dup
4—GeH3WIIHIIEPATIH- 1 - KapOOHOBOM KHCIIOTEI

(R)~1—(2—xn0pdeHrI)—2-TeTpaso—2—Hil-3THIIOBBIH adup 4-
GeH3UITHIIEpUAH-1 - KapOOHOBON KHUCIIOTBI

Crp.: 111
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1-(2,4-mametundenun)-2-[1,2,3] TpHa30J—2-AJI-3THIIOBBIH
3¢up KapOaMHUHOBOM KUCIOTHI

(S)-1-(2-xnopdeHun)—2-TeTpa3o—2-AiI-3THIOBIH apup 4
GeH3MIIMITEPUIMH- 1 - KapOOHOBOH KHACTIOTHI

1—~(2—xnopheHun )-2—TeTpason—2-ui-3THIOBBIH s¢up [2—(3.,4-
JATHAPOKCHDEHIT) STH]-KapOaMAHOBOH KHCIIOTHI

1~(2—xnop@eHunn)—2-TeTpasosi— 1 -Ai-ITHIOBBIH a¢up [2—(3,4-
IUruApokcHbEHMIT) STHII]-KapOaMUHOBOH KMCIIOTHI

(R)y-1-(2—xnopdpennn)—2-{1,2,3] TPHA30J—2-HII-3THIIOBBIH dQHp
4-GeH3uNmunepuInH-1- kKapGOHOBOM KHCIIOTEI

2—(4—xnopdenokcn)-1-{1,2,3] TPUA30Ji—2-UJI-METHI3THIOBBIH
3¢ up xapOaMUHOBOH KHUCIOTEI

2—(4—xnopdenoxcn)-1-1,2,3] Tpuason-1 -HI-ME TR THIIOBBIH
3¢up kapbaMHUHOBOH KHUCIIOTEI

2—(4-x0pdheHoKcn)—1-TeTpason-2-HI-METHIS THIOBbIA adup
4 GeH3UIITUIIEpUINH- 1 - KapOOHOBOH KHCIIOTHI

2—(4-x10pheHoKcH )—1-reTpason-1 -HJI-METHII-TAIOBBIH 3¢Hp
4—Gen3umuepuarH-1- kKap6OHOBOH KHUCIIOTEI

Crp.: 112
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i 1-(2—xnopdeHn)—2—TeTpason—2-i-3THI0BbLH dQup 4—(4-
METOKCHOEH3]II) IUIEPHUIHH-1 - KapOOHOBOM KHCIIOTHI
L
¥
e’
L 1—~(2~xnopdern)—2-TeTpason—2-An-3THIoBbIH s¢up 4—(3,4-
IHXJIOpOEH3!N) MUIepHIuH-1- KapGOHOBOM KHCIIOTEI
a!
O

1—~(2—xnopherun)-2-TeTpazon—2-AI-3THI0BEH dQup 4—
j\ THPHIMH-4-1I-METHIIITHIICPHIHH- 1 - KapOOHOBOH KHCJIOTHI

N |

1—(2—xnopdennn)—-2-TeTpason—2-uiI-3THIOBbIHA 3¢up 4—(4-
j\ drop6ensw) munepuarH-1- KapbOHOBON KHCIIOTEI

1 1—~(2—x70pheHun)—2-TeTpasoN—2-uil-3TUIOBbIH 3¢¥p 3—(4-
é{jj 'O/\O\ dropbensit) mHneprIUH-1- KapOOHOBOH KHCJIOTEI
r
1—(2—x110pbeHmT)-2-TeTpasos—2-u-3THI0BbIH a¢pup 4—(4-
1 p

E f O\/O ®  xnop6eH3mII)- MHIEPHINH-1- KapOOHOBOH KHCIIOTHI

1—(2—x70pheHrN)—2-TeTpaso—2-HI-3THI0BbIH o¢pup 3—(4-
iO"O—a XJIOp(EHIT) THPPOIUANE-1- KapOOHOBOH KHACIOTEI

1—(2—xn0peHrN)—2~Te Tpaso—2-HiI-3TUIOBbIH 5Qup 3—heHmuI-

é/L‘ M IUPPOJIAAHH-1- KapOOHOBOM KUCHOTHI
AN
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1-(2—xnopbennn)—2—TeTpa3on—2-ui-3TAT0BEIH sdpup 4-[1,2,3]
TPHA30T-2-FJI- METHIITHIIEPHIHHE- 1 - KapOOHOBOH KHCIIOTHI

1—(2—xs10pdheHrT)—2~TeTpazoN—2-WI-OTHIOBLIHA sdup 3-
TeTpa3oN—2-MIMe THITHIEPH -1 - KapOOHOBOH KHCJIOTBL

1-(2—x0opeHuIT)—2-TeTpasoli—2-HN-3TUIOBEIA d(up 3-11,2,3]
TPHa30JI—2-HiI- METHI -[IHNEPU/IMH-1- KapOOHOBOM KUCIIOTBL

1—(2—x10pheHnI)—2—TeTpa3o—2- -3 THIOBHIH a¢up 4-
GerzommMnepuIuH-1- kKapOOHOBO! KHUCIIOTBI

1—-(2—xn0peRnI)-2—TeTpa3on—2-Ui-3THIOBBIHA sdup 4-4-
XJIOpOEH301IT) THIEPUIMH-1 - KapOOHOBOH KHCIIOTEI

1-(2—xn0pheRn)-2—TeTpaso—2- -3 THIOBBIH sdup 4-(4-
METOKCHOEH30MIT) HHIIEPUIUH-1- KapOOHOBOH KUCIOTHI

1-(2—xn0pennT)—2—TeTpasoN—2-Ui-3THIIOBBIA sdup 4-{1,2,3]
TpHa30y—1-1i- METHIITHIIEPUIUH- 1 - KAPOOHOBOH KHCIOTHL

1—(2—xn0pheHuT)—2—TeTpasoN-2-Hi-3TANOBBIH SPHD 4-
TeTPa30NI—2-HI-METHIIHIIEPH TUH- 1 - KapOOHOBOH KUCJIOTHI

1—(2-xnOphERNIT)—2—TeTPa30J-2-UII-3THIOBBIH sdup 4-1,2,3]
TpHA30J—2-WI-IIUTIEPUIUH- 1 - KapOOHOBOH KHCIJIOTEI

Crtp.: 114



10

15

20

25

30

35

40

45

30

RU 2418792 C2

1—(2,5-nuxopheHmnN)~2-TeTpasosi—2—Mi-3THIOBBI a¢pup 4-
(3,4-nuxXnOpBEH3IIT) THIIEPUNH-1- KapOOHOBOH KHCIIOTEI

1~(2—xn0pdeHmT)—-2-TeTpasoN-2-i-3TUIOBEIA a¢up 4—(5-
(ennTTeTpa3oN-2- W) MHIEPUIMH-1- KapOOHOBOH KHCIOTE

1—(2—xn0opbeHnT)—2-TeTpasoN—2-MI-3THI0BEH a¢up 4-{1,2,3]
TpHa30Ji— 1 -AI-[THNEepHIHH- 1 - KapGOHOBON KHCIIOTHI

1—(2,4—muxnopeHn)—2—TeTpas3o—2—UI-3THIOBBIH 3GUp 4—
(3,4-1Mx0p6eH3U) MHUNEPUINH-1 - KapOOHOBOMH KHUCIIOTHI

1—(3,4—muxnopdeHnn)—2-TeTpasoN—2—HII-3THIOBbIHA SQup 4
(3,4-muxn0pOeH3IT) TUNEPHINH-1- KapOOHOBOH KHCIIOTH

1—(2—x70pheHnn)—2—TeTpason—2-H-3THN0BbIH 3up 3—(4-
XJIOpOEH3MIT)- TUPPOTHIUH-1- KapOOHOBOX KHCIOTEI

1—(2—xn0pheHIT)—2-TeTpasoi—2-ui-3THIoBkIH 3gup 43,5
6uc-TpUTOPMETHIOCH3 I ) THITEPHINH- 1 - KApOOHOBON KHCIOTEI

1—(2-xnopdernn)—2-reTpazosi—2-un-3THIOBEIH 3¢up 3—(5-
METHITETPA30—2- HIMETHI)-IIHNEePHINH-1- kKapGOHOBOH
KHCJIOTEI

1—(2—xnopdheHnT)—2-TeTpasos—2-uiI-3THIOBbIH ddup 4—(5-
METHITETPA30 —2-HIMETH)-THIIePHINH- 1 - KapOOHOBOH
KHCTIOTBI
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1-(2—xnopdennn)-2-{1,2,3] Tprazon—2-wi-3THIOBBIA adup 4-
(3,4—nuxnopOeH3IT) MTHIEPUIHH-1- KapOOHOBOH KHC/IOTHI

1—(2—-xn0phenn)—2-TeTpason—1-ui-3Tunosbi a¢pup 4—(3,4-
JXIOPOEH3HIT)- THNCPHIAH- 1 - KApOOHOBOH KHCIOTEI

1—(2,5-IEX 0P eHUI)—2—TeTpa30N—2—u1-3THIOBBIA odup 3-
(eHeTHIIHPPOTTHIHH-1 - KapOOHOBOA KHCIIOTEI

1+(2,4—-muxnopeHun)—2-Te Tpaso—2—HiI-3THJIOBbIH o¢up 3-
(peHeTHIMAPPOTHIHH- 1 - KAPOOHOBOH KUCIIOTEI

1—(3,4-muxnopdeHnn)-2—TeTpa3oN-2-HI-3THIOBLH 3¢Hp 3
eHeTHANUPPOTHINH- 1 - KapOOHOBOM KHUCIIOTHI

2—(2—xnophenoxcu)-1-{1,2,3 Tprazon—2-mi-Me THII THIOBBIH
s¢up 3-GeHeTHIIIPPOTIHAKH- 1 - KapOGOHOBOM KHCIOTEI

2—(2,4-muxnopdenoxen)—1-{1,2,3] Tprason—2-ui-MeTHI-
STHIIOBHIH 30Hp 3-(peHeTUI-TUPPOTHINH-1- KapOOHOBOH
KUCJIOTBI

2—(3,4-muxnoppenokcu)—1-{1,2,3] Tpuazo—2-uiI-MeTHII-
STHJIOBBIH 30Hp 3-GeHETUITHPPONHIVH-1- KapOOHOBOH
KHCJIOTBI

2—~(2,5-muxyopdeHoKCH )—1—TeTpas3oN—2—AI-METHISTHIIOBBIM
3pup 3-GeHeTHIIUPPOTHIHH-1- KapOOHOBOH KHCIIOTEI
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2—-(2—xnopdenoken)-1-{1,2,3] TpHazon—2-HiI-METHIITHIOBBIA
3¢ up kapOaMUHOBOH KHCIIOTHI

2—(3,4—muxnopdenokcu)—1-[1,2,3] Tpuason-2-mi-MeTHI-
STUNIOBEIH 3Gup KapObaMHUHOBOH KHCJIOTHI

2—(2,4-muxnopbenoken)—1-{1,2,3] Tpuazon—2-ua-MeTHII-
ITUJIOBEIM >hHp KapbaMHHOBOM KMCIIOTBI

2—2,5-1ax10pPEHOKCH )~ ~TeTpas30N—2—Hy-METAII THIOBBIH
3¢up KapOaMHHOBOH KHUCIIOTHI

1—(3 ,4—nuxnopbennn)—2—TeTpa3os—2—HiI-3THIOBbIH >Qup 4-
(4-dropbenzomnn) nuepuIHH-1- KapOOHOBOH KHCIIOTEI

12, 4-muxnopbeHr)~2—~TeTpa3os—2-i-3THIOBbIH dpup 4-
(4-hTOpOEH30MIT) MUNEPHANH-1- KapOOHOBOH KHCIOTEI

1—(2,5-muxI0pdeHnN)—2~TeTPa3o—2—1I-3THIOBbLH 3Qup 4-
(4-dhTOpGeH30MT) IUIEPHIHH-1- KApOOHOBOH KHCIIOTEI

2—(2—xn0pheHokcH)—1—TeTpas’o—2—HIME THISTHIOBIA 9¢Hp
4—(3,4-ux10pOEH3UIT) TUIIEPHINH-1 - KapOOHOBOH KHCIIOTHI

2—(2,4-nuxnopderoKcH )—1—TeTpa3on—2—HIMETAI-3 THIOBBIH
spup 4—(3,4-muxnopOeHsin) nunepuauH-1- kapOoHOBOH
KHCJIOTHI

2—(3,4—1uxnopdeHokcn)—1-TeTpason—2—HIMETAII-OTHIOBBIA
spup 4—(3,4-nuxI0pOEH3HIT) THNEPHIAH- 1 - KapOOHOBOH
KHCJIOTBI

1—(2—x10pbeHnT)-2—TeTpasoi—2-uI-3THIOBbIH SQHp 3—[2—(4-
METOKCHGMEHIT) 3THIT) MHPPOIHIME-1- KapOOHOBOH KHCIIOTEI
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1—henu—2-TeTpason—2-wi-3TUIOBIH 3¢up 4-(3,4-
IUXJTOpOEH3UIT) TANIEPHIUH- | - KapOOHOBOM KHCIIOTHI

1—(4-6eH3UnoKCU(eHIIT)—2—TeTPas0NI—2-H1-3TUIIOBbIH 3G up
Kap6GaMHHOBOM KHCIIOTHI

1—(4-6eH3un0KCU(EHIIT)—2—TeTPa3o—1 -H-3THIOBEIH 3hup
KapOaMHHOBOM KHCJIOTHI

1—(2—xnopdeHnn)—2—TreTpa3on—-2-ui-3THIOBEIH 3¢up
MeTHIKapOaMHUHOBOH KUCIIOTHI

(S)-1-(2—xnopeHrn)—2—TeTpaso—2-Ha-3THIOBbLH 3GHpP
METHIKApOaMIHOBOM KHCIOTH

1-(2—xnopoerun)-2-{1,2,3] Tpuazon—2-ui-3TUIOBBIA 3¢pup 4-
OeH3MIHIIEpUUH-1- KapOOHOBOH KHCJIOTHI

(S)-1—(2—xnopdernn)-2-1,2,3] Tpuazon—2-mi-3THIOBbIH s¢up
4 GeH3UIIIMIEPH XHH- | - KapOOHOBOH KHCIIOTHI
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Hitke npescTassieHa TabMua COOTBETCTBAA HOMEPOB MPUMEPOB B OMHCAHWH H306peTeH s H
COOTBETCTBYIOUIMX MM HOMEPOB COEAMHEHHIH B COOTBETCTBUHM ¢ Tabuuei Ne 1.

Tabnuua Ne 3
TTPUMEP HOMEP TIPYMEP HOMEP NPHMEP HOMEP [TPHMEP HOMEP TIPUMEP HOMEP
COEIVHEHHS COEJIMHEHHS COEJMHEHUA B COEIUHEHUS COEMWHEHHS

N B TABJIULIE 1 Ne B TABJIULEE 1 Ne TABJIMLIE 1 N B TABJTHLE ! Ne B TABJIULIE |
1 1 4] 67 81 187 121 222 161 218
2 6 42 68 82 188 122 201 162 22
3 7 43 76 83 189 123 43 163 23
4 9 44 77 84 190 124 50 164 97
5 13 45 80 85 191 125 51 165 117
6 16 46 81 86 192 126 56 166 122
7 18 47 84 87 193 127 57 167 150
8 25 48 89 88 194 128 71 168 157
9 28 49 93 89 195 129 75 169 158
10 29 50 98 90 196 130 72 170 173
11 32 51 102 91 197 131 44 171 33
12 39 52 105 92 199 132 65 172 34
13 70 53 107 93 202 133 66 173 85
14 73 54 108 94 203 134 20 174 86
15 74 55 110 95 204 135 21 175 87
16 95 56 111 96 219 136 41 176 91
17 99 57 118 97 220 137 42 177 114
18 120 58 125 98 221 138 45 178 115
19 165 59 132 99 35 139 46 179 163
20 200 60 136 100 63 140 47 170 169
21 38 61 138 101 69 141 52 181 170
22 100 62 143 102 78 142 48 182 209
23 121 63 145 103 79 143 49 183 205
24 2 64 147 104 82 144 88 184 211
25 3 65 154 105 90 145 96 185 206
26 4 66 161 106 94 146 103 186 210
27 5 67 167 107 101 147 113 187 207
28 11 68 174 108 104 148 116 188 36
26 14 69 175 109 106 149 128 189 37
30 15 70 176 110 109 150 148 190 92
31 17 71 177 111 112 151 152 191 130
32 19 72 178 112 119 152 155 192 171
33 24 73 179 113 124 153 156 193 53
34 26 74 180 114 131 154 164 194 59
35 27 75 181 115 133 155 166 195 54
36 30 76 182 116 137 156 172 196 60
7 31 77 183 117 144 157 212 197 6l
38 55 78 184 118 153 158 208 198 62
39 58 79 185 119 162 159 216 199 129
40 64 80 186 120 168 160 217

dopmyna uzodpeTeHus
1. AzonpHOE coenuHeHue obieit hopmysl (IX)

(IX)

rae G 0603HavYaeT KOJIbIO, BRIOpAaHHOE U3 TPYIIIBI, COCTOSIIEH U3 TTUIIePOHIIA,
WHIaHWIa, HadThIa, peHnna, 6eH30IMoKcoIa U (heHOKCUMETUIIA, TIPU 3TOM (DEHHUIT MOKET
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OBITh 3aMeIIeH 1-3 OIMHAKOBBIMU WJIW PAa3HBIMU 3aMECTUTEIISIMH, BEHIOpAHHBIMU U3
rpynmnsl, coctosien u3z Ci-Cgankuia, raioreHa, C;-Cgalkokcu, TUAPOKCH,
TpudTopmMeTuiia, peHokcH, OeH3unokcH, HUTpo u au-(C-C,)anKuiaMUHo, MpUieM

(dbenmtbHas rpynma peHoKcH WM GeHOKCUMETHIIA MOYKET OBITh 3aMeIleHa raJIoreHOM; m

o6o3Hauaet 0 wiu 1;

Y BBIOpaH U3 TPYIIIBI, COCTOSIIEH U3 BO10poa, ramoreHa u C-Cgankuna;

n o6o3Havaer O wiu 1;

A 0003HayvaeT a30JIbHYIO I'PYIIY MPEACTABICHHYIO CIIEYIOIIENH CTPYKTYPHOM
dhopmymoii (X-1) mmm (X-2)
N\ N ;N\\ s

xN Ii] — A )

SO

Q
(X-2)

N_J-'
—

Q
1

(X-1)

rae A BRIOpaH U3 TPYIMIIBI, COCTOsIIEeH U3 atoMa a3zota u CH;

Q cyIIecTBYeT TOJILKO €Ciu A TIpeACTaBIIsieT coO0M aTOM a30Ta, mpudeM Q BhIOpaH w3

TPYIIIBI, COCTOsAIIEH U3 Bojgopoaa, Ci-Cgankuia, aMUHO, TUPUIUIIA WK (peHUIa,
Heo0s3aTeIbHO 3aMEIIEHHOT O TaJIOTEHOM;

oauH u3 R; u R, o6o3HauaeT BOJOPpOA, IPU 3TOM APYTroil U3 HUX BBIOpAH U3 TPYIIIIHI,

cocrosimieit uz Bogopoaa, C(=0)NH,, C;-Cgankuna, penuna u peraun(C-Cg)ankumia,

3aMCIICHHOT' O FHI{pOKCI/Iprr{HOﬁ, HJIN BMECTEC C aTOMOM a30Ta 06pa3y10T HNMHIA30JIbHOC,

(heHrIIIUIIepa3suHOBOE, XJIOPPECHUIIUPPOTUAUNHOBOE, TPHUA3OIITUIIEPUTUHOBOE,
(heHUITTETPA3OJIMUIICPUANHOBOE UIIU OCH3WIIITUIICPA3MHOBOE KOJIBIO, ITPH 3TOM
OCH3WINMIIEPA3UH MOXKET OBITh 3aMellleH 1-3 3aMeCTUTEISIMH, BLIO pAHHBIMU U3
TpudTOpMETUIIA UK TATIOTeHA, U IMKIIMYECKOe a30TCOIepKalllee KOJIbIO,
MIPEACTABIICHHOE CIIeYIoIIel CTpYKTypHO# popmyioit (XI):

E U

M - W

A, ]

(X1},

rae A, obo3nauaetr CH;

E viu U mubo mpenctasiseT BOIOPO/I, W Ke JaHHbBIE TPYIIIbHI, B3SIThIe BMECTE,
00pa3yloT OKCOTPYIIY;

j ob6o3navaer 0 wiu 1;

t ooo3Hauaet 1 wiu 2; u

W 00603HauaeT TeTpa3oIniI, BO3MOXHO 3ameleHHbI C-CgalIKUIoM, TpUa3oiu,
MUPUIUIT UK (HEHUIT, BO3MOXKHO 3aMelieHHbIN rajoreHoM, Ci-CgalKOKCH WU
TpuGTOPMETUIIOM;

WK €T0 (hapManeBTUUECCKH TPUEMIIEMBIC COJIH.

2. A30JIbHOE COEIMHEHUE TI0 1.1, O TIIMYaroIeecs TeM, YTO OHO UMeeT (OPMYITy

b

(XVII)

rae Xy, Xp, U X3 HE3aBUCUMO BbIOpAHBI U3 TPYMIIbL, COCTOsALIEH U3 Bogopoaa, C;-
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Cgankuna, rajmorena, C-CgalKkoKkcH, TUIPOKCH, (PeHOKCH, TPU(PTOPMETHIIA, OECH3UITOKCH,
HUTPO U Ju-(C;-Cy)amKuiaMHHO, IIpHUeM (eHUIbHAS Ipyma (PeHOKCH MOKET OBITh
3aMelleHa raJlIoreHOM;

m o0o3HauaeT 0 wiu 1;

Y BbIOpaH U3 FPYNIIbI, COCTOsAIIEH U3 Bogopoaa, raioreHa u C;-Cgankuna;

n o6o3Havaer O wiu 1;

A o00o03HayvaeT a30JIbHYIO TPYIITY, IPEACTABICHHYIO CICAYIOIIEH CTPYKTYPHOM
dhopmyoit (X-1) mmm (X-2):

\N)‘N\\ \NMN\\ s
/L\ N | A
— Mo 1
Q Ay \<
(X-1) Q
(X-2]

rae A; BbIOpaH u3 TpymIibl, cocTosmen u3 aroma azora u CH;

3HayeHue Q ONpPe/IeNIEHO BBILIE;

3HaueHust R| u R, onpeaeneHs! BoIIIe;

WIK ero GpapMaleBTUUECKU TPUEMIIEMBIE COJIH.

3. A30J1pHOE CO€IMHEHHE MO I1.1, OTIIMYaroleecs TeM, 4TO OHO UMeeT (hOpMyILy

b

r7e OJMH U3 Xy, X5, X¢ WM X7 0003HAaUYaeT BOJOPO/I, B TO BpeMs

KaK Apyryue He3aBUCUMO BBIOpAHBI U3 TPYIIbL, cocTosei u3 C;-Cgankuia, rajioreHa,
C,-Cgankokcu, ruApOKCH, (eHOKCH,

Tpudropmeruna, 6eH3unokcu, HUTpo u au-(C;-C,)ankunamMuHo, mpudeM (HeHuIbHas
rpymmna (peHOKCH MOXKET OBITh 3aMeIlleHA TaJOTEHOM;

m o0o3HauaeT 0 wiu 1;

I o603HayaeT neaoe 4ucio ot 1 1o 2;

A o0o03HayvaeT a30JIbHYIO TPYIITY, IIPEACTABICHHYIO CICAYIOIEH CTPYKTYPHOM
dhopmyoit (X-1) mmm (X-2):

\N’{N\\ \NMN\\ ,
/L\ N | A
— Mo 1
07 A =
(X-1) Q
(X-2)

rae A BeIOpaH U3 TPYIIIBI, COCTOsIIEH U3 atoMa azora u CH;

3HaueHus Q, R| u R, onpenesnens! BoIlIe; MU

ero (hapMaleBTUUECKU ITPUEMIIEMBIE COJIM.

4. A30JIbHOE COEIMHEHHUE 10 I1.1, OTIMyaroiieecs TeM, 4TO OHO uMeeT HopMyIy
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(XIX)

rae Xg U X9 HE3aBUCUMO BBIOpAHBI U3 TPYMIIbI, cOCTosIIeH U3 Bogopoaa, Ci-Cgankuna,
raynoreHa, C;-Cgaakokcu, THIPOKCH, (DeHOKCH, TpUPTOPMETHIIA, OEH3UITOKCU, HUTPO U
1u-(C-Cy)ankunamMuo, mpuueM GheHuIbHas Tpynna GeHOKCH MOXKeT OBITh 3aMellleHa
raJoTeHOM;

m o0o3HauaeT 0 wiu 1;

Y BbIOpaH U3 FPYMIIbI, COCTOsAIIEH U3 Bogopoaa, ranoreHa u C;-Cgankuna;

n o6o3Havaer O wiu 1;

3HaueHus A, R; u R, onpenenensl Bole; WK

ero (hapMaleBTUUECKU ITPUEMIIEMBIE COJIM.

5. A30JIbHOE COEAUHEHUE TIO0 1.1, OTIIMUaroleecs TeM, UTO OHO UuMeeT hopMyTTy

(XX]),

rae Ph o6o3HauaeT ¢eHu1, KOTOPBIA MOKET OBITh 3aMEIleH OJTHUM WU HECKOJIbKUMU
OJIMHAKOBBIMU WX PA3HBIMU 3aMECTUTEISIMU, BHIOPAHHBIMU U3 TAJIOTEHA;

I o603HauaeT negoe 4ucio ot 1 1o 2;

3HaueHus A, R; u R, onpenenensl Bole; WK

ero (hapMaleBTUUECKU ITPUEMIIEMBIE COJIM.

6. A30JIbHOE COEAUHEHUE 10 1.1, OTIIMUaroleecs TeM, UTO OHO uMeeT GopMyTTy

0
E U )
W\KL.V%, _/‘I;—'\Jr\__,)-L_
™13 A7 L I&'N 0
] )\MA
G

(XXI)

rae 3Hauenus E, U, W, A,, A, G, j u t onipeaeneHsl Boile; | 0603HavaeT 1eaoe Yucio
ot 1 10 2; unu

ero gapManeBTUUYECKU TPUEMIIEMbIE COJIH.

7. A301IbHOE COEAMHEHHME T10 11.1, OTIINYAroIIeecs: TEM, UTO OHO uMeeT (popmyiy

R
3\-\\ Q
- ~
Ha © N e
| SR,
Re— [ CH-C—(CH,) ,—N |
| | N A
Ro—Ta AT
(IX-A) ;

re 3HaueHue Y OompeesieHO BhIIIE;
koraa Aj sBisietcss CH, Ay sBasiercss N u As sBisiercs N wnu CH;

Crp.: 122



10

15

20

25

30

35

40

45

30

RU 2418792 C2

wnu korna Ay sisisercs CH, As sBisiercst N u Aj asnsiercst N unu CH;;

rae Rg u R; He3aBucMMO BBIOpAHBI U3 TPYIIIBL, COCTOsIIIEH U3 Bogopoaa, C,-Cgankuna,
raynoreHa, C;-Cgankokcu, THIPOKCH, (DeHOKCH, TPUPTOPMETHIIA, OEH3UITOKCU, HUTPO U
1u-(C-Cy)ankumaMuHo, TpudeM GeHUIbHAS TpyIna (GeHOKCH MOJKeT OBITh 3aMellleHa
raJIoreHOM;

oauH u3 Ry u Ry 0603HayaeT BOOpOI, MOCKOIBKY APYTrOM U3 HUX BBIOpaH U3 I'PYIIIIHI,
cocrosuien u3 sogoponaa, C(=0)NH,, C-Cgankuia, Wi BMECTE C TPUCOEAUHEHHBIM
aTOMOM a30Ta 00pa3yrT UMHIA30JIbHOE UIH (DEHUIIITUIIEPA3UHOBOE KOJIBIO, U

y o6o3nauaeT 0 wiu 1; uim

ero gapManeBTUUYECKU ITPUEMIIEMbIE COJIH.

8. A3onbpHOe coeauHenue no 1.7, rae Ay o6o3znauaetr CH, Ay u A5 0603HavaoT N, wiu
rae A4 o6o3nauaetr CH, a Ay u A5 o6o3Hauaror N.

9. A30JIbHOE COEIMHEHHUE 10 1.8, oTiIMyaroieecs TeM, uto Rg 1 Ry He3aBUcuMo
0003HaYaOT BOAOPOI WU TaJIOTCH.

10. A3obHOE coeIMHEeHUE M0 1.9, peacTaBsIIee coool 1-(2-xmopdenun)-2-
TETPa30J1-2-UI-3TUIOBBIN 3GUp KapOaMHUHOBON KMCIIOTHIL.

11. A30o1bHOE COeIMHEeHUE 10 1.9, peacTaBisoliee codot (R)-(+)-1-(2-xmopdenunmn)-2-
TETPa30JI-2-UI-3TUIOBBIN 3PUp KapOaMHUHOBOM KMCIIOTHI, IO CYIIIECTBY, HE COIepKaIIUi
ero (S)-3HaHTHOMEpPA U cojiepaluil (R)-3HaHTHOMEDP B KOJIMYECTRBE, IO MEHBIIIEH Mepe,
0K0110 95%.

12. A3onbHoe coeaunenue 1o 11.10, mpeacrasistoriee coooit (S)-(-)-1-(2-xmopdenun)-2-
TETPa30JI-2-UI-3TUIOBBIN 3PUp KapOaMHUHOBOM KMCIIOTHI, IO CYIIIECTBY, HE COEepKaIIUi
ero (R)-asHanTuoMepa u coaepkaiuii (S)-sHaHTUOMEP B KOJIMYECTBE, IO MEHBIIIEH Mepe,
0K0J10 95%.

13. A3obHOE coeIMHEeHME T10 1.9, MpeacTaBsIee coool 1-(2-xmopdenun)-2-
TETPa30J1-2-UI-3TUIOBBIN 3GUP METUIIKApOAMHUHOBOM KUCTTOTHI.

14. A3onpHOE coeauHeHue 1o 11.13, mpeacrasistomiee coooit (R)-1-(2-xmopdenun)-2-
TETPa30JI-2-UI-3TUIOBBIN 3GUP METUIIKApOAMHUHOBOMN KHUCIIOTHI, IO CYIIIECTBY, HE
coJzepxamiui ero (S)-3aHaHTuoMepa u coaepxkamuii (R)-sHaHTHOMEDP B KOJIMUECTBE,
PaBHOM, O MEHbIIIEN Mepe, OKOJI0 95%.

15. A3onpHOE coeuHeHHUe 10 11.13, mpeacrasistoniee codoit (S)-1-(2-xmopderunn)-2-
TETPa30J1-2-UI-3TUIOBBIN 3GUP METUIIKApOAMHUHOBOMN KHUCIIOTHI, IO CYIIIECTBY, HE
conepxamuit ero (R)-sHaHTHOMEpA U coAepKaIuii (S)-3HAHTUOMED B KOJIMUECTBE,
paBHOM, O MEHbIIIEN Mepe, 0KOJI0 95%.

16. AzobHOE coeMHEeHMeE 110 1.9, mpeacTaBsoIlee codol 1-(2,4-nuxopdeHun)-2-
TETPa30JI-2-UI-3TUIOBBIN 3Up KapOaMHUHOBOM KMCIIOTHIL.

17. A3oipHOE coeIMHEeHUE 0 I1.16, mpeacTapistomee coooit (R)-1-(2,4-muxaopdeHu)-
2-TeTpa30JI-2-UI-3TUIOBBIN 3(hUp KapOaMUHOBOM KUCIOTHI, IO CYIIECTBY, HE COACPIKAIIUI
ero (S)-sHaHTHOMEpA U coqiepxkalnuil (R)-3HAaHTHOMEP B KOJTUUECTBE, PABHOM, IO
MEHBIIIEN Mepe, 0KOJI0 95%.

18. A305IbHOE COeIMHEHUE T10 I1.16, mpeacTaBistoliee coooit (S)-1-(2,4-muxaopdheHn)-
2-TeTpa30JI-2-uI-3TUIO0BBIN 3(Up KapOaMUHOBOM KUCIOTHI, IO CYIIECTBY, HE COAEPIKAIIUI
ero (R)-sHaHTHOMEpA U coaepKaluii (S)-23HAHTUOMEDP B KOJIMUECTBE, PABHOM, I10
MEHBIIIEH Mepe, 0KOJIO 95%.

19. AzonbHOE coeMHEeHME 110 1.9, mpeacTaBsoIlee codool 1-(3,4-nuxopdenHun)-2-
TETPa30J1-2-UI-3TUIOBBIM 3PUp KapOaMHUHOBON KMCIIOTHIL.

20. A3onbHOE coeMHeHUe 110 11.19, mpeacraBisoniee codoit (R)-1-(3,4-auxmopdheHu)-
2-TeTpa30JI-2-WI-3TUIO0BBIN 3(Up KapOaMUHOBOM KUCIOTHI, IO CYIIECTBY, HE COACPIKAIIUI
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ero (S)-sHaHTHOMEpPA U COAEPIKAIIMI YKa3aHHbIN (R)-3HAHTHOMED B KOJIMYECTBE, PABHOM,
1O MEHBIIEN Mepe, OKoJI0 95%.

21. A3onpHOE coeMHeHHE 1Mo 11.19, mpeacTasistomee coooii (S)-1-(3,4-muxnopdeHun)-
2-TeTpaszoi-2-ui-3TUI0BbIN 3(hup kKapOAMUHOBOM KUCIOTHI, IO CYIIECTBY, HE COJIePKAIIUIA
ero (R)-sHaHTHOMEpA U COJEPKAIIUM YKA3aHHBIN (S)-3HAHTUOMEDP B KOJIMYECTBE, PABHOM,
1O MEHBIIIEN Mepe, OKOoJI0 95%.

22. A301bHOE CoeMHEHUE 10 1.9, peacTasstomiee codoit 1-(2,6-nuxnopdennn)-2-
TEeTPa30JI-WI-3TUWIOBBIN 3Up KapOaMUHOBOMN KUCTOTHI.

23. A301bHOE CoeMHEeHUE 10 1.9, peacTasstoiiee codoit 1-(3,4-nuxnopdennn)-2-
TEeTPa30J1-2-WI-MPOMNUI0BbIN 3up KapOaAMUHOBON KUCIOTHI.

24. A301bpHOE COeMHEHUE T10 1.7, OTiarYaroIieecs TeM, 4To A3 o6o3Hauae CH, a ogun
u3 Ay u A5 obo3navaet N, a apyroi o6o3nauaer CH.

25. AzonpHOE coeIMHeHMeE M0 11.24, oTIn4aroiieecs TeM, 4To Rg u R; HezaBucumo
0003HAYAIOT BOJIOPO/I WIM raJIOTeH.

26. A305IbHOE COEIMHEHME T10 I1.25, mpeAcTaBistomnee coooit 1-(2-xmopdennn)-2-[1,2,3]
TPUA30JI-2-UIT-3TUIOBBIN 3(UP KapOAMUHOBOM KUCTOTHIL.

27. A30J1bHOE COEeIMHEHUE 110 I1.26, mpeacTaBistoliee coooit (R)-1-(2-xmopdenun)-2-
[1,2,3]Tpuazon-2-un-3TUI0BbId 3pUp KapOaMUHOBOM KUCIIOTHI, IO CYILIECTBY, HE
coJiepxaliui ero (S)-3HaHTUOMEPA, U YKa3aHHbBIN (R)-3HaHTHOMEDP COOEPKUTCS B
KOJIMYECTBE, PABHOM, IO MEHBIIIEH Mepe, OKOJI0 95%.

28. A30JIbHOE COEIMHEHUE 110 11.26, mpeacTaBIsitoniee codoit (S)-1-(2-xmopderun)-2-
[1,2,3]Tpuazon-2-un-3TUI0BbId 3pUp KapOaMUHOBOM KUCIIOTHI, O CYILIECTBY, HE
conepxamui ero (R)-sHaHTHOMEPA, ¥ YKA3aHHBIN (S)-3HAHTUOMEDP COAEPKUTCS B
KOJIMYECTBE, PABHOM, IO MEHBIIIEH Mepe, OKOJI0 95%.

29. A301bHOE COeAMHEHUE 0 1.25, mpeacTaistoiiee codoit 1-(2,4-quxmopheHun)-2-
[1,2,3]Tpuazosn-2-un-3TUI0BbId 3pup KapOaMUHOBOM KUCITOTHI.

30. A301IbHOE COeIMHEeHME 0 11.29, mpeacTasistomiee coooit (R)-1-(2,4-muxaopdeHu)-
2-[1,2,3]Tpua3zon-2-una-3TUIOBbIN 3Up KapOaMUHOBOM KUCIIOTHI, 1O CYIIECTBY, HE
coJiepxamiui ero (S)-3HaHTUOMEPA, U YKa3aHHbBIN (R)-3HaHTHOMEDP COOEPKUTCS B
KOJIMYECTBE, PABHOM, IO MEHBIIIEH Mepe, OKOJI0 95%.

31. A3onpHOE COeIMHEeHME MO 11.29, mpeacTasistomee coooit (S)-1-(2,4-auxnopdeHun)-
2-[1,2,3]Tpua3zo-2-una-3TUIOBbIN 3GUp KapOaMUHOBOM KUCIIOTHI, 1O CYILIECTBY, HE
conepxamui ero (R)-sHaHTHOMEPA, ¥ YKA3aHHBIN (S)-3HAHTUOMEDP COAEPKUTCS B
KOJIMYECTBE, PABHOM, IO MEHBIIIEH Mepe, OKOJI0 95%.

32. A3osbHOE cCOeIMHEHMUE T10 11.25, npeacTapsiomniee coooit 1-(3,4-auxnopdenun)-2-
[1,2,3]Tpuazon-2-un-3TUI0BbId 3pup KapOaMUHOBOM KUCITOTHI.

33. A3o1pHOE COeIMHEeHME MO 11.32, mpeAcTaBistonee coooit (R)-1-(3,4-muxaopdeHu)-
2-[1,2,3]Tpua3zo-2-una-3TUIOBbIN 3Up KapOaMUHOBOM KUCIIOTHI, IO CYLIECTBY, HE
coJzepxamiui ero (S)-3HaHTUOMEPA, U YKa3aHHbBIN (R)-3HaHTHOMEDP COOEPKUTCS B
KOJIMYECTBE, PABHOM, IO MEHBIIIEH Mepe, OKOJI0 95%.

34. A3onpHOE CoeIMHEeHME MO 11.32, mpeAcTasistomee coooit (S)-1-(3,4-nuxnopdeHun)-
2-[1,2,3]Tpua3zo-2-uia-3TUIOBbIA 3Up KapOaMUHOBOM KUCIIOTHI, IO CYLIECTBY, HE
cozepxaiui (S)-3HaHTUOMEDP COAEPKUTCS B KOJTUUECTBE, PABHOM, IO MEHBIIIENH MEPE,
0K0J10 95%.

35. A3osbHOE COeIMHEHME 10 1.1, OTIIMJaroIieecs: TeM, YTO OHO UMeeT (PopMyIry
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Ry
[T
Ry—mn— \O
\ ;N:::RS
R, o—(Cszp—C CH—(CHZ)Y—N\ \
R? b Aq:Aa
(IX-B) .

rJe 3HaYeHue Y ONPENesIeHO BHILIE;

rae Asy ob6o3znauaetr CH, A4 o6o3Havaet N, a A5 o60o3HavaroT N uinu CH, uiu

rae A, o6o3navaetr CH, A5 o6o3Hauatotr N, a A3 o6o3Hauaer N unu CH;

Rg 1 R; BBIOpaHBI U3 TPYIIIIBI, COCTOSIIEH U3 BOAOPO/Ia U raJIOTeHA;

oauH u3 Ry u Ry 0603HauaeT BO1Oopo, a APYyroi BIOPAH U3 FPYMIIbI,

cocrosei u3 Bogopona, -C(0O)-NH,, C,-Cgankuna, uim BMeCTe ¢ IPUCOEINHEHHBIM
aTOMOM a30Ta 00pa3yroT UMUAA30IbHOE WK (DEHUIITIUIIEPAZUHOBOE KOIBIO;

y o6o3navaet O wiu 1;

p o6o3Hauaet 0 wiu 1; uiu

ero (hapMaleBTUUECKU ITPUEMIIEMBIE COJIM.

36. A3osibHOE cOoeIMHEeHME T10 11.35, oTiinyaromieecs TeM, 4To Rg u R7 He3aBucumo
0003HAYAIOT BOJIOPO/I WIM FaJIOTeH.

37. AzonbHOE coeTMHeHME 110 11.36, MpeacTapstoliee coooi 2-(3,4-uxnopdeHokcn)-1-
TETPa30JI-2-UI-MEeTUIITUIIOBBIN 3(hup KapOaMHUHOBOM KUCTTOTHI.

38. A3zoibHOE coeIMHEeHME 110 11.36, MpeacTapsoniee coooi 2-(2-xnopdenokcn)-1-
TETPa30JI-2-UI-MEeTUIITUIIOBBIN 3(hup KapOaMHUHOBOM KUCTOTHI.

39. AzonbpHOE coeIMHEHME 110 1.35, oTinyaromieecs TeM, 4To Az o6o3navaetr CH, a
onuH U3 Ay u A5 o6o3Hauaet N, a gpyroit o6o3Hauaer CH.

40. A3onpHOE coeIMHeHME 1o 11.39, oTinyaromeecs TeM, uTo Rg U R, He3aBucumo
0003HAYAIOT BOJIOPO/I WIM raJIOTeH.

41. AzonbHoe coeauHeHue o n.40, mpeacTasistoiiee coooit 1-(2,4-quxaopheHoKCcH)-2-
[1,2,3]Tpuazon-2-ua-MeTUIITUIOBBIN 3GUpP KapOaMUHOBOMN KUCITIOTHL.

42. A301bHOE COeIMHEHUE T10 1.1, OTIIMYAIoIIeecs: TEM, YTO OHO UMeEET (POPMYITy

e O
SN |
Rng _C\
0
N—
— \l H .r/ RAS
RG e | CH _C_(CHZJY_N\
R, e Y| A;;:A3

IX-C

rae Rg v Ry, B3sIThIE BMECTE C aTOMOM a30Ta, 00pa3yIoT 3aMECTUTENTh (POPMYJIbI

[~] E ,fU

n
—Nl fa—C—(cH,), 2
rae 3HaueHus E, U u A, onpeziesieHbI BhIIIIE;
k o6o3HauaeTt 1 wiu 2;
v o6o3Havaer O wiu 1;
Z o603HavaeT PeHUII, KOTOPBIM MOKET OBITh 3aMellleH 1-3 3aMeCTUTEIISIMH,
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BBIOpPAHHBIMU U3 TPYIIIBI, cOcTOsIIEeH U3 TajgoreHa, C-CgallkoOKcH, Uin TpUGTOPMETHIIA;
rae Asy ob6o3znauaetr CH, A4 o6o3Havaet N, a A5 o60o3Havaet N wiu CH, wnu rae

A4 o603Hauaetr CH, A5 o6o3nauaet N, a Ay o6o3nauaet N wiu CH;

Y o603Hauaet Bogopo, ranored win C;-Cgatkui;

y o6o3navaet O wiu 1;

rae Rg v R; He3aBucUMO BBIOpAHBI M3 TPYMIIBL, cOCTOsIEH U3 Bogopoaa, C;-Cgankuna,
ranoreHa, C;-CgaIKOKCH, WIH ero papManeBTUYECKU TPUEMIIEMBIE COJIH.

43. A3oibHOE coeMHEeHUE Mo 1.42, oTiiMuaroiieecs TeM, uto Az o6o3znauaetr CH, Ay u
A5 obo3nauarot N, uinu uto Ay o6o3nauaetr CH, a Ay u A5 o60o3HagaroT N.

44. A3onbpHOE coeJMHEHUE 1Mo 11.43, oTiIMuaroleecs TeM, uTo Rg u R; He3aBucumo
0003HaYaOT BOAOPOI WU TaJIOTCH.

45. A301BpHOE COeIMHEHUE 110 .44, mpeacTaBisioniee codoit 4-(3,4-

JIUXJTOPOEH3WI )ITUIIePUIUH- | -KapOOHOBOM KUCTOTHI 1-(2,4-a1-x710pdeHnI)-2-TeTpa3o-2-
WJI-3TUIOBBIN 3huUp.

46. A301bHOE COeIMHEHUE 110 .44, mpeacTaBisioniee codoit 4-(3,4-

JUXJI0 pOSH3UI )TUTIEPUIUH- 1 -KapO OHOBOM KUCTOTHI 1-(3,4-au-XmopdeHn)-2-TeTpa3o-2-
WJI-3TUIOBBIN 3hUp.

47. A301bHOE COeIMHEHUE 110 .44, mpeacTaBisioniee codoit 4-(3,5-
OucTpUudTOPMETUIIOCH3WIT ) TUITEPUTUH- 1 -KapOOHOBOM KUCTOTHI 1-(2-x10pdeHm)-2-
TETPa30JI-2-UI-3TUIOBBIN 3GUp.

48. A301bHOE CoeIMHEHUE M0 1.44, mpeacTaBistoliee co00it 3-heHeTUIMUPPOIUIUH-1 -
KapOOHOBOMU KUCTOTHI 1-(2,5-nuxsiopdeHus)-2-TeTpa3zo-2-ui-3TUI0BbIN 3Gup.

49. A30abpHOE CoeIMHEHUE 0 M.42, oTiiMuaroieecs TeM, uto As obo3nauaer CH, a
onuH u3 Ay u A5 o6o3Hauaetr N, a npyroit o6o3Hauaet CH.

50. AzonbHOE coenrHeHMe 10 1M.49, oTiuyaromieecs TeM, 4To Rg u R; He3aBucumo
0003HaYaOT BOAOPOI UM TaJIOTCH.

51. A3onbpHOe coeauHeHue o 11.50, mpeacTaBistonee co00i 4-0eH3WIMUIE PUANH-1 -
kapOOHOBOM KUCTOTHI 1-(2-xsmopdenun)-2-[1,2,3]Tpua3omn-2-ui-3TUIoBsblii ddup.

52. A301pHOE COeIMHEeHME 1O I1.51, mpeacTaBIstonee Co00i 4-0eH3UIMUIIE pUANH-1 -
kapOoHOoBOM KUCITIOTHI (R)-1-(2-x10pdhennn)-2-[1,2,3|Tpua3on-2-uia-3TUI0BEIN 3GuUp, 1o
CYLLECTBY, HE COIEPKALLUI €ro (S)-3HAHTUOMEPA Y COAECPKALIMNA yYKa3aHHbIA (R)-
3HAHTHOMED B KOJIMYECTBE, pABHOM, IO MEHbIIIEN Mepe, OKOJI0 95%.

53. A301pHOE COeIMHEeHHE 1O I1.51, mpeacTaBIstonee co00i 4-0eH3UIUIIEC pUANH-1 -
KapOOHOBOM KUCIIOTHI (S)-1-(2-xmopdenunn)-2-[1,2,3 Tprua3oir-2-ui-3TUI0BbIH 3PUp, o
CYIIECTBY, HE coaepaiui ero (R)-aHaHTHOMEpA ¥ COAEPKAIIMI yKa3aHHBIN (S)-
3HAHTHOMED B KOJIMYECTBE, pABHOM, IO MEHbIIIEN Mepe, OKOJI0 95%.

54. A3011bHOE COEIMHEHUE T10 II.1, OTIIMYAIOIIEECS TeM, YTO OHO UMeeT (OPMYITy

Ry

|

N_Rlz

|

=0

|

? N—C—ER,;
R (OCH,) b (CHz) D—CH—?H —N\\N A
Rg R 1

14

Rig (IX-D)

r7e 3HaueHue A| OTIPEeeICHO BBIIIE;
Rg 1 Rg 0603Hauarot Bogopo, ranorex, C;-Cgankoxcu, Ci-CgalKui, TUAPOKCH,
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tpudTopmerus, 1u-(C-Cy)aTkunaMuHO, HUTPO;

R o603Hauaet C;-Cgankokcu, GeHOKCH, BOOOPO, rajioreH, ruapokcu, C-Cganku,
HUTPO, TpubTopMeT, Tu-(Ci-Cy)aTKUITaAMUHO;

onuH u3 Ry | u Rj, 0603HauaeT BOOPOI, a APYroil BEIOPAH U3 TPYMIIbI, COCTOSIIEH U3
Bogopoaa, C(=0)NH,, C,-Cgankuna, ¢penuna wiu penun (C;-Cg)-ankua, 3aMeIIEHHOTO
TUAPOKCH TPYIINOH, WIU BMECTE C AaTOMOM a30Ta 00pa3yoT UMHUIA30JILHOE,
(dbeHuInuIepasuHoOBOE, XJI0PHEHUIUPPOIUIUHOBOE, TPUA3OJIUIIEPUIUHOBOE,
(beHUITEeTPa30IMUIIEPUANHOBOE UM OCH3WINMUIIEPA3ZUHOBOE KOJIbIIO, IPU 3TOM

10 OEH3WIMUIIEPA3UH MOXKET OBITh 3aMellleH 1-3 3aMecTUTENSIMU, BRIO pAHHBIMU U3

TpudTOpMETUIIA UK TATIOTeHA, WU IMKIIMYECKOe a30TCOIepKallee KOJIbIo,

MIPEACTABIICHHOE CIIeYIoIIel CTpYKTypHO# popmyioit (XI):
E U

5

\ W

15 A2 3

(XI)

rae A,, E, U, j, t u W onpezeneHsl BhIIIIE;
R4 0603HauaeT Bogopoa, ragoreH uiu C;-Cganku;
20 R 3 cylIecTBYET TOJIBKO eclid A | MPeACTaBISET COOOl aTOM a30Ta U BBIOpaAH U3
TPYNIIbL, coCTOosIeH u3 Bogopoaa, C,-Cgankuiia, aMMHO, MUpUAWIA WIK DeHUa,
HE00s3aTeIbHO 3aMEIIEHHOT O TaJIOFEHOM;
o iy p o6o3HavarT O WK 1, Ipu YCIOBUM, YTO €CJIM OJIUH U3 O U p obo3HauaeT 1,
Toraa apyroi o6o3navaet 0;
WK eTo (papMaleBTHUECKU ITPUEMIIEMBIE COJIH.
55. CoenuHenue 1o .54, oTauvarolieecs TeM, 4To p obo3HauaeT O u o o603Hayvaer 1.
56. CoenuHenue 1o .54, oTauvarolieecs TeM, 4To o obo3HauaeT O u p o60o3Hayvaer 1.
57. CoeauHeHue 1o I1.1, OTIIMYAaIoIIeecs: TEM, UTO OHO UMeeT GOopMyITy

25

30
(H,C)z—R, ;¢

F
N
|
C:O
|
33 ? /N :C_R13
R, (OCHZ) b (CH,) ,— CH—CH _N\.\ |
| N=A
R 1
2 Rl-‘l
Rig IX-E
40
e
F
N

45
0003HaYaeT MUPPOJI UK TUPUIVH;

3Ha4YeHUE A OMPEAEICHO BhIIIE;
Rg 1 Rg 0603Hauarot Bogopo, ranorex, C;-Cgankoxcu, Ci-CgalKul, TUIPOKCH,
tpudTopmerui, 1u-(C-C4)alKuiaaMUHO, HUTPO;
50 R o603nauaet C-Cgankokcu, GeHOKCH, BOAOPO/I, TaroreH, ruapokcu, C-Cganku,
HUTPO, TpudTopMeTH, TH-(C1-Cy)aTKUITaAMUHO;
R4 0603HauaeT Bogopo, rajoren win C;-Cgankum;
R 3 cylIecTByeT TOJIBKO ecliid A MpeACTaBiIseT coOoi aTOM a30Ta U BEIOpAH U3
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TPYNIIbL, cocTosIel u3 Bogopoaa, C,-Cgankuna, aMuHO, TUPUIWIA WU PeHuIa,
HeoOs3aTeIbHO 3aMEIIEHHOT O TaJIOTeHOM; U

0, p u z o6o3HauaroT 0 wiu 1, Ipu yCIOBUM, UTO €CIIU OJUH U3 O U p 00o3Hayaer 1,
ToTa Apyroit obo3navaet 0;

R ¢ BBIOpAH U3 TPYyMIIBI KOJIEL, COCTOSIIEH U3 TeTpa30Iuia, TpUa3oauia, TMpuania uiv
(deHuna, npuueM TeTPa3oIUIOBOE KOJIbIO MOXKET ObITh 3aMmelieHo C;-CgaIkuiioM, B TO
BpeMs Kak (eHWIBHOE KOJIBIIO MOXKET OBITh 3aMelieHo rajoreHoMm, C-CgallkoKcu Wiu
TpUGTOPMETUIIOM, WU €TO (hapMalEBTUIECKU MTPUEMIIEMbIe COJIH.

58. CoenuHenue 1o .57, oTauyaronieecs TeM, 4To o o6o3HauaeT O u p o603Hayvaer 1.

59. CoeauHenue 1o 11.57, oTiIMIaroIeecs TeM, 4to p ob6o3Havaet 0 u 0 o603Hayvaer 1.

60 dapmaneBTHUECKasE KOMIIO3UIUS IJ151 JIEYEHUS] pACCTPONCTB LIEHTPAIbHONW HEPBHOM
CUCTEMBI, KOTOpas COJEPKUT B KAUECTBE aKTUBHOTO UHTpeAueHTa I3 PeKTUBHOE A1
JIEUEHUSI PACCTPONCTB LEHTPATBbHON HEPBHOM CUCTEMBI KOJIMUECTBO COEAUHEHUS 001Iel
dbopmynsl (IX) no m.1 u papmaneBTUUECKU TPUEMIIEMBIA HOCUTEh.

61. ®apmaneBTUUYECKAsT KOMMIO3UIMS 110 11.60, OTIMYAOIIAsICsA TeEM, UTO pacCTPONCTBA
HEHTPAJIbHONU HEPBHOM CUCTEMBI MPEACTABISIOT COOOM OECITOKONUCTBO, IETTPECCHIO,
CyOPOTH, JMWIEIICUI0, MUTPEHB, OUTIOJIIPHOE PACCTPOUCTBO, 3II0yHOTpeOIeHe
nekapcTBamu, Kypenue, ADHD, oxupeHue, paccTporcTBO CHa, yaap, HEMpOTreHHYyIo 00JIb,
yXyIIeHUEe MO3HABATEIbHOMN CIIOCOOHOCTH, HeWPOIeTeHEePAIUIO U MBIIIIEYHBIN CIIA3M.

62. ®apmaneBTUUECKAsT KOMITIO3UIMS TS JIEYEHUS pACCTPONCTB LIEHTPAIbHOW HEPBHOMN
CUCTEMBI, KOTOpas BKJIIOUAET B KAYECTBE AaKTUBHOT'O MHTpeaueHTa 3PPeKTUBHOE 15
JIEUEHUSI PACCTPOMCTB LEHTPATbHON HEPBHOM CUCTEMBI KOJIMUECTBO COEAMHEHUS 001Iel
dbopmyisl (XVII) o 1.2 u papManeBTUUECKU TPUEMIIEMbII HOCUTEITb.

63. ®apmaneBTUUECKAsl KOMIIO3ULHUS 110 11.62, OTIIMYAIOIIASICS TEM, YTO PacCTPONUCTBA
HEHTPAJIBHONU HEPBHOM CUCTEMBI MIPEACTABISIOT COOOM OECITOKONUCTBO, IETTPECCHIO,
CyOPOTH, JMWIETICUI0, MUTPEHb, OUTIOJIIPHOE PACCTPOUCTBO, 3II0yNOTpeOIeHe
nekapcTBamu, Kypenue, ADHD, oxupeHue, paccCTporUCcTBO CHa, yaap, HEMpOTreHHYy1o 00JIb,
yXyIIeHUE MO3HABATEIbHOMN CIIOCOOHOCTH, HeMpOIeTeHePAIUIO U MBIIIIEYHBIN CIIA3M.

64. ®apmaleBTHUECKAsT KOMITO3UIMS TS JICYEHUSI pACCTPONCTB LIEHTPAIbHOW HEPBHOMN
CUCTEMBI, KOTOpas BKJIIOUAET B KAYECTBE AKTUBHOT'O MHTpeaueHTa 3PpheKTUBHOE 15
JIEUEHUSI PACCTPOMCTB LEHTPATbHON HEPBHOM CUCTEMBI KOJIMUECTBO COEAMHEHUS 001Iel
dbopmynsl (XVIII) no 1.3 u papmManeBTUIECKU TPUEMIIEMbIN HOCUTEb.

65. ®apmaneBTUUECKAsE KOMIIO3ULUS 110 11.64, OTIMYAIOIIASICS TEM, YTO PacCTPONUCTBA
HEHTPAJIbHONM HEPBHOM CUCTEMBI MIPEACTABISIOT COOOM OECITOKONUCTBO, IETTPECCHIO,
CyIOPOTH, JMUIENICUIO, MUTPEHB, OUTIOJIIPHOE PACCTPOUCTBO, 3I0yNOTpeOIeHEe
nexapcTBamu, kypenue, ADHD, oxupeHue, paccCTporcTBO CHa, yaap, HEMpOreHHy1o 00JIb,
yXyIIeHUEe MO3HABATEIbHOMN CIIOCOOHOCTH, HeWpOIeTeHePAIUIO U MBIIIIEYHbBIN CIIa3M.

66. ®apmaneBTHUECKAsT KOMITO3ULMS JIJT51 JIEYEHUSI pACCTPONCTB LIEHTPATIbHOW HEPBHOMN
CUCTEMBI, KOTOpas BKJIIOUAET B KAUECTBE AKTUBHOT'O MHTpeaueHTa 3PPeKTUBHOE 15
JIEUEHUSI PACCTPOMCTB LEHTPATbHON HEPBHOM CUCTEMBI KOJIMUECTBO COEAMHEHUS 001Iel
dbopmyisl (XIX) o .4 u papManeBTUUECKU TPUEMIIEMBbIIl HOCUTEIb.

67. ®apmaneBTUUYECKAsT KOMIIO3HUIMS 1O 11.66, OTJIMYAOIIAsICSI TEM, UTO pacCTPONCTBA
HEHTPAJIbHONM HEPBHOM CUCTEMBI MIPEACTABISIOT COOOM OECITOKONUCTBO, IETTPECCHIO,
CyOPOTH, JMUIETICUI0, MUTPEHB, OUTIOJIIPHOE PACCTPOUCTBO, 3I0yNOTpeOIeH e
nexapcTBamu, Kypenue, ADHD, oxupeHue, pacCTporUCTBO CHA, yaap, HEMpOTreHHYyI0 0O0JIb,
yXyIIeHUEe MO3HABATEIbHOMN CIIOCOOHOCTH, HEWPOIeTeHePAIUIO U MBIIIIEYHBIN CIIA3M.

68. ®apmaleBTHUECKAsT KOMITO3ULMS [IJT51 JIEYEHUS pACCTPONCTB LIEHTPAIbHONW HEPBHOMN
CUCTEMBI, KOTOpas BKJIIOUAET B KAYECTBE AKTUBHOT'O MHTpeaueHTa 3PPeKTUBHOE 15
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JIEUEHUSI PACCTPOMCTB LEHTPATBHON HEPBHOM CUCTEMBI KOJIMUECTBO COEAUHEHUS 001IIel
dbopmyisl (XX) o n.5 u papmaneBTUUECKH MTPUEMIIEMbII HOCUTEb.

69. ®apmaneBTUUECKAsE KOMIIO3ULHUS 11O .68, OTIMYAIOIIASICS TEM, YTO PacCCTPONUCTBA
HEHTPAJIbHONM HEPBHOM CUCTEMBI MIPEACTABISIOT COOOM OECITOKONUCTBO, IETTPECCHIO,
CyIOPOTH, JMUIETICUI0, MUTPEHb, OUTIOJIIPHOE PACCTPOUCTBO, 3II0yNOTpeOIeHEe
nexapcTBamu, Kypenue, ADHD, oxupeHue, paccCTporcTBO CHa, yaap, HEMpOreHHYyIo 00JIb,
yXyIIeHUEe MO3HABATEIbHOMN CIIOCOOHOCTH, HeMpOIeTeHePAIUIO U MBIIIICYHBIN CIIA3M.

70. dapmaneBTUUECKAS KOMITO3ULMS 1151 JICUYEHUS pACCTPONUCTB LIEHTPAIbHOW HEPBHOMN
CUCTEMBI, KOTOpas BKJIIOUAET B KAUECTBE AKTUBHOT'O MHTpeaueHTa 3PpheKTUBHOE 15
JIEUEHUSI PACCTPOMCTB LEHTPATbHON HEPBHOM CUCTEMBI KOJIMUECTBO COEAMHEHUS 001Iel
dbopmyisl (XXI) o 1.6 u hapManeBTUUECKU TPUEMIIEMBbIIl HOCUTEIb.

71. @apmaneBTHYecKass KOMIO3uius 1o 11.70, OTIMJaroIascs TeM, 4TO pacCTpONCTBa
HEHTPAJIbHONU HEPBHOM CUCTEMBI MIPEACTABISIOT COOOM OECITOKONUCTBO, IETTPECCHIO,
CyIOPOTH, JMWIETICUI0, MUTPEHb, OUTIOJIIPHOE PACCTPOUCTBO, 3I0yNOTpeOIeHe
nekapcTBamu, Kypenue, ADHD, oxupeHue, paccCTporcTBO CHa, yaap, HEMpOreHHy1o 00JIb,
yXyIIeHUEe MO3HABATEIbHOMN CIIOCOOHOCTH, HeWpOIeTeHePAIUIO U MBIIIIEYHBIN CIIa3M.
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